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Boapwine 3amaud, mocrasienHble Kommynuctuueckoir maptaeii u Co-
BETCKUM TPaBHTEJbCTBOM Iepel ¢apMaHeBTHYECKOH NPOMBILIAEHHOCTHIO ‘TIO
36ecneyeHHI0 HADOAHOTO: 3APABOOXPaHEHHA o) IERTHBHBIMM KA PCTBRHHDI -
MH :HpenaparamMy, noTpeOoBadH OOLUIEPHBIX  HCCHAeNOBAHUN 0O 'HIBEKEHUIO
HOBBLIX *JIGKaPCTBEHHEBIX! CPEACTB  H'i CO3AAHHIO + JOCTYRHBIX 'METONOB CHHTESA-
Haubonee  leHHBX: MeZuKkaMeHtoBp. C iHeanio 06O6HRTH  pe3yabTaTH * ITAX
HCCEROBAHKM /KpynHble (CHefHaMCTY "Bllecine GOABHION BKJaAN *B’ip'aﬁ'sfﬁﬁf-
THE XHMHKO-GapMalleBTHHECKOH [P OMBIIIeRBOCTH . B | HAMIel ‘CPpalme — nu-
pexTop BHUXOW mipod. M. B. Py6ues: 1 pyKoBOAHTEL: RAYINO-0PraH13a -
uoHHOro oTAena HHcTHTyTa A. I'. BajiumkoB — wiguamy ipa6oTy (10 cosaa-
HHIO cnpaBoyHHKa «CHHTeTHUYeCKHe XMMHKO-(papMalleBTHUECKHe NpenapaThi».
OHH BANUCAJH | OCHOBHDE 'FEKCTAKHHTH| ' HO,” K/ GO EJICHMIO, He CMOTJH JOBe-
ctd pabory mo koHua. Hpysea u corpynauky M. B. Py6uosa u A. I'. bai-

- YHKOBA — COCTA@BHUTEJH HACTOALIErO CﬁOpHHKa — [I0CTAapaJauCb .34BCPIUHTH

HX OOJIbLIOH TPYA. |

[lepepaboTansbli U OTpeAAKTHPOBAHHDIH CIPABOYHHK COREPXKHT CBele-
HHS 00 OCHOBHBIX (PU3HKO-XHMHUYECKHX CBOHMCTBAX, MeTOAax CHHTe3a H aHa-
JU33, a TakXKe NpUMeHEHHH M JaeKapcTBeHHBIX (opmax 170 cCHHTeTHYECKHX
nekapcTBeHHBX cpefictB. OcHOBHOe BHHMAaHHE VIEJNeHO OPHFHHAJBHBIM
OTeYecTBEHHBIM TIpenaparaM H JEKapCTBEHHBIM CpeACTBaM, NOJy4aeMbiM
C NMpHMeHeHHeM HOBBIX H OPHIHHAJbHBIX CHHTETHUYECKHX MeTOH0B. B cmpa-
BOYHHK He NonaJH oO6llled3BeCTHble fpenapaTtsl ¥ METOHbI, HOBLIe JIEKAPCT-
BEeHHblE CPEACTBA, HAa KOTOpbie B MOMEHT HOATOTOBKH CIpaBOYHHKA K Ile-
JaTH OTCYTCTBOBaJia Heo6XoAuMasi JOKYMeHTaLUs HAH OPOPMJAJIOCH NAaTeH-
TOBaHHe, a TakXe GHompernaparbl, aHTHOMOTHKH, BHTAMHHBI, NPOAYKTH ¢H-
TOXHMHH H HeOpraHHUYeCKHe COeJUHEeHH. '

B oCHOBY NOCTPOEHHUS KHHIH ITOJIOKEH XHMHYECKHH NOPHHIHUN KJaccH-
dukauuy JeKapcTBeHHBIX IpenapatoB. Ias yao6¢TBa IOJAb3OBaHHUA Clpa-
BOYHHKOM COCTaBJIeHbl yKa3aTedAH: ajipaBUTHHH, IO MEJHIMHCKOMY MNpHMe-
HEeHHIO, a TaKxXe BCeX NOJYIPOAYKTOB, T. €. XHMHYECKHX COeXHHEHHH, CHHTE3
KOTOPbIX ONHCAH B ClIPaBOUYHHKeE. g |

XumnueckHe HasBaHusA, (GOPMYJbl, MOJEKyASpHBIE Beca M OCHOBHBIE °
dH3HKO-XUMHUYECKHEe KOHCTaHTbl MpenaparToB CKOppeKTHpoBaHnl ¢ X H3Ja-

“uuem TocynapcrBenHoit ¢apmakonen CCCP, a ans HepapmakonedHux Ipe-
 [IApaToOB — C  TOCJAE€JHHMH YTBePXKACHHHIMH TeXHHYECKHMH YCJIOBHSIMH.

B Kaxao#i cTaTthe NpHBeAeHb (PapMaKOJOTHUECKAs XapaKTepHCTHKa, NMOKa-
3aHUA AJS MeIHUHHCKOrO NMpHMeHEHHs H JieKapCTBEeHHble (POpMBI, B KOTOPBIX
MeJHKaMeHT NPOH3BOAHTCA HJH YTBepXKAeH nJd Boinycka. (bBosee mop-
po6uo cM. M. JI. MamkoBcKku#. JlekapcTBenHole cpeacrsa. Maa. IV.
M., «Meauuuna», 1967.)

Ins Kaxjaoro npemapara ykasaHe HaunOoJiee H3BEeCTHbie CHHOHHMBL H
TOProBHle Ha3BaHHS, NOJ KOTOPHIMH OH NOCTYIaeT B anTeUHYI0 H JeueGHYIo
cerb CCCP, (IToanmii nepeuenb cuHonuMoB cM.: M. Negwer. Organisch-
Chemische Arzneimittel und ihre synonymas. Academic-Verlag, Berlin
1966.) - |
[TockosibKy MHOTHE H3 ONHMCHIBaeMbIX CO€IHHEHHH — lieJIeBbIX BEIIEeCTB

 H TIOJYNPOLYKTOB — (H3MOJOIHYECKH BBICOKOAKTHBHH, 0C000 OTMeYaioTcs

HeoGxonnMHe Mepbl mpefoctopoxHoctH. IIpaBuna paboThl ¢ o6mieH3BeCT-
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HBIMH XHMHYECKHMH COeJHHEeHHAMH onucanbl B cnpasouynuke: H. B. Jlasa-
p e B. Bpemunle BeitectBa B npombiuuiensoctn (I'HTH. JI., 1963).

[IpH HOATOTOBKe CTpaBOUYHMKA K H3JaHHMIO COCTABHUTEJNH HAlLIM 3HAYH-
TeJbHYI0 NOJAJEPXKY Y MHHHCTpAa MEJHUHHCKOH IPOMBINIIEHHOCTH CCCP
I1. B. 'ycenkoBa, HAayaJbHHKA TexHuueckoro ynpasJjenusa . X. Ckanabana
n nupexropa BHUX®U npod. K. 10. Hosuukoro. B pabore no cocTasie-
HHIO, YTOYHEHHIO, NPOBEPKe W peNaKTHPOBAaHHIO CTaTed Y4acTBOBAJH MHO-

rue Beayiue cnemuannctsl BHUX®H, kotopele B GOMLIIHHCTBE Cillydacs
| gBJSIJIHCH aBTOPaMH WJM yYaCTHHKAMM CO3JaHHs ONMCBIBAGMBIX TNperapa-
TOB U METOJ0B. - |

- Onncarus (papMakoJOrH4eCKHX CBOHCTB lpenapatoB, X MeEAHLUHCKO-
ro IpHMeHeHUsI, a TaKXKe CHHOHHMBI M J03bl IPOBepeHbl U OTPENaKTHPOBAHA
noktopom Guosormueckux nayk C. C. JIu6epman, GoJbliyio paboTy o Tex-
HHUECKOMY pelaKTHpPOBAHMIO TEKCTa TPOBEJH  HayuHble  COTPYAHHKH
BHUX®U H. B. Casonoe, A. JI. fuuna, E. B. IIponnna, M. fl. ¥Ypuukad,
B. §1. Bopo6nena, JI. 1. Macradanosa u E. WM. Jlanas.

CuynuTaeM IpPUATHBIM JOJIOM BLIpa3HTh BCEM HA3BAaHHLIM TOBapHIlaM
HCKPEHHIOI0 6/arogapHoCTb.

JlokTop XuMHYecKHx Hayk npogeccop JI. H. A xoHTOB

l. XHMHKO-DAPMALEBTHYECKUE NPENAPATbI
 ANMDATHYECKOTO PHOA

U30BEPUH *

Huruapoxaopua N-uzoaMusneHraMeTHaeH-1,5-1naMuua, UaM  AHTHIPO-
xaopua N-H30aMHIKafaBepuHa. |

(CH,),CHCH,CH;NH(CH,);NH, - 2HC]
CioHzu N, - 2HC _ . | M. B. 245,24

Deabll uaH Genablii CO cJerka KpeMOBaAThHIM OTTEHKOM KPHCTAJJHUYECKHH
MOPOLIOK Uy 6JiecTdlliHe NJACTHHKHY, JIeTKO PACTBOPUM B BOJ€, pacTBOPHM
B CIIHPTe, HE PAacTBOPHM B 3dupe, T. mia. 293—295°.

- Hcnbitanus Ha NOAJHHHOCTb, YHCTOTY M KOJHUYECTBEHHOe OIlpejeeHHe
persiaMeHTHpYyIoTC BpeMeHHBIMH MPTY 42 Ne 326-62 (1963, ¢6. 1, ctp. 137).
M30BepuH — OpUTHHAJbHBIE OTeuecTBeHHBIH mpenapar, OJH3KHH HO XH-

MHYECKOMY CTPOEHHI0 K HPHPOAHOMY ankaJjouay chepodusuny. OkasbiBaer
TaHrguobaokupyioliee U MaTouHoe JeiictBue, Ilpumenserca Anas yCH/eHHA

COKpallleHHs1 MYCKYJaTypbl MaTKH, a TadKxKe JJI JEUEHHS THIEPTOHHH,
Brinyckaercsa B Tabaerkax mo 0,1 r u amnyaax no I ma 2% u 5% pac-
TBOpa ** (cmucok b).

CoajzaHve npenapaTa CBSI3aHO ¢ M3yuyeHHeM BblaeneHHoro Bo BHHUXOH

u3 pacrenuss Sphaerophyse salsula D. C. ankanounna coepodusuHa, KOTO-

pblii OKasaJjcsl ILeHHBIM THNOTEH3UBHBIM H DOJOYCKODSIOUUM CpeiCTBOM

11, 2l.
NH,

H,
(CHg),CHCH = CHNH(CH,),NHC = NH

Juruapoxqopus N-usoamunakapasepuHa (IX), ABJAICUIHACA aHAJOTOM
chepodu3nHa ¥ Ha3BaHHBII H30BEDHHOM, OKasaJjcs 1o (papMakKosoTHYECKHM
cBoicTBaM OJH3KHM K chepodH3MHY H, KAK MNOKa3aaH KJIMHHYECKHe HCHbI-

Tauus, cnocobeH ero 3ameHuTs. CHHTe3 IX Obl oCyIeCTBJIEH Ha OCHOBe
kanpoaakrama (I) [2, 3]. |

ITpu HarpeBanum kanpoJgaxktama (I) c 209% pacTBopoM ejaKoro HaTpa

TIPOHCXOAHMT pa3MblKaHue Jakrama ¢ ob6pas3oBaHHeM 6-aMHHOKANpPOHOBOH
gucaothl (1I), xoropasi -mpu JeHCTBHH XJOpHCTOro OeH3oMsa IpeBpallaeTcs

B 6-6en3onsaMuHoKanpoHoByio kuciaory (III). Ilpm B3amumomenctBuu I1I ¢

THOHHJXJOPHAOM TOJYYAIOT  XJOpaHTUApHA 6-6eH30HIaMHHOKAIPOHOBOH
xucaotel (1V), KoTopeit ¢ H36HITKOM 25% pacTBopa aMMHAaKa NEpeBOAAT
B aMup 6-6eHsonnaMuHOKanpoHoBoi kKucjaotrn (V). Ilpu meperpynnupoBke
Topmana fgeficteueM rumo6pomura HaTpus Ha V npm —3—6° moayqaior
MoHoGensouakagasepun {(VI), xortopwiit ¢ GpoMHcTHIM H3oaMuiaoM (VII)

KOBA.

* [lepecMOTPEHO H OTPeJAaKTHPOBAHO ¢ ydacTHeM KaHA. XuM_ Hayk P. T Caym-

** B JKUAKMX JeKapcTBEeHHbIX ¢dopMmax 31eck H B JanAbHeHuleM, €CJH PacCTBOPH-

TeJb CNelHaJLHO Heé OIQOBOPEH, HCNOJAB3YIOTCA BOAHBIE PACTBODLI,
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oﬁ‘pasﬂre'r CHAPOGPOMHL N-usoamun-N’-Genzounxkanasepuna (VII). OMbme:
‘nue VIII kunsmei consHoli kucaoToi maer IX, KoTopbifi st OUHCTKH 1€
'peBOAAT B ocHoBauue X M BHOBb BBIAGISIOT B BHAE AUIHAPOXJIOPHAA.

CH,(CH,),CH -
| 2(CHj T aon _ |
NH G = O-—n» 1I\IH2(CH2)5COON3
| ,- - I

1) CeH,COCI,NaOH

1 2) HCI

. SOCl,
— CgH,CONH(CH,);COOH —— C5H5C01\}$(CH2)5COCI —>
[11

NHOH | NaOH,Br,
> CgH,CONH(CH,);CONH, > cﬁﬂﬁcONL‘ff(FHg)f,NHz_,.

CH.),CH,CH,Br o -
: -3)2 S C6H5CONH(CH2)5N$§:III'12(:H2CH(CH3)2 +HBr —
- VII - - )

HCI,H,0 |
S NHy(CHy)NHCH;CH,CH(CH),-2HC!
I - .

'_1.- 6-EEIHSOHJIE.IMHHBKa.IIpOHOBaH KHCJIOTA (lll). Cumech 5,5 1 (83,75 Moa) .

44._20- acTBopa eAkoro Harpa, 9 & Boabl M 3,5 kr (30,9 mon) I xunatar
l tr/;c.p' Hoc.ng oxnaxjenua ag 20—25° npuGapasT 48 xr (34 moa) XJo-
pucToro GeH3omsa, nepeMemuBaT 30 MHHYT H 100aBAAIOT paBHBIN o6beM
goabl (22 a1). Ilpn nmepeMelIMBaHHH H OXJaxAeHuH Ko 15—18° mpuauBaioT
coansnylo kucaory (~85 kr) go pH 1,0—2,0, uepes 30 MHHYT BHUIABUIYIO
111 nenTpudyrupyoT K npoMuIBAIOT 50 /1 BOIHL. .

[Toayuawr 7,2 kv (94,8%) 96% III, 1. ma. 77—79°

2. Xaopauruipuy 6-6eHsonsaMuHoxanpoHosoii xucaorsl (IV). K cmecn

6 s G6e3BOJHOrO JAHUXJOpP3TaHA U 7 Kr (%8,6 moa) 96,1% II_I B TeYeHHe
40 MuHyT npu TeMnepaType He Bhime 20° npuamBaior 4,3 kr (34,8 mou)
- 06,39 THOHMJXJOpPHAA, IPH 3TOH TeMIepaType OCTABJAKT Ha 1 yac, 3ateMm
npu 30° eme Ha 1 uyac. HabGaiogaercs cHJAabHOE BBbii€JCHHE CEPHHCTOrO rasa
H XJOPHCTOrO0 BOJAOpOoAa. PeakIHOHHYI0 MacCy OXJaxXAawT H IIOJIYHEHHB\I}/I
- pacteop IV B xoaudectBe 18 Kr cpasy e HCHOJB3YIOT [JA MOJAYUEHHA V.
3. Amua 6-GensouaamuHokanponoso#i kucaotei (V). K 42 an (559 moux)
250, BOAHOrO aMMHaKa IPH OXJaXIeHHH KM INepeMCUIHBAHHH HpHJIHBaIO'I:
B TeueHuwe 2 yacos npu 15—20° 18 kr pacrBopa IV B AHXJ0p3TaHe, NOJY
. YeHHOro Ha npeiabifyiieil craiHu. Yepes 30 MHHYT peakKUHOHHYIO Maccg
~ “puabrpyior u npomeiBalor Bogon (100 a) no TO/HOTO OTCYTCTBHA 3amax
aMMHaka # cymar. IToayuaior 6,3 kr (86,9%) 91,5% V. |
4. MoHnoGensouaxkagasepun (VI1). K pacrsopy 4,§6 xr (121,8 wmoa)
eNKOTo HaTpa H 42 J BOAE HpH TeMmeparype —b5—6° H NepeMelIMBaHUK

npuGasasiT B Teuenue 30 mumyt 1,785 xr (11,63 moux) 08,5% 6poma u

“ocraBasioT Ha 30 MHHYT IIpH 5TOH TeMNepaType. B nony4eHHbIH paCTeBOe[i
runo6pOMHTA HATPHs IIpH TeMiepatype —3—9° GBICTPO BHOCAT IIpH II€D

mewnBanun 2,626 xr (10,24 moa) 91,5% V. -Oxilamneune npeKkpamalor,
ocTaBAfIOT Ha | uac, mocie uyero HarpepaloT o 80° W CHOBa BHIIACDPIKHBAIOT

45 munyr. O6GpasopaBmiHiica VI 3KCTparupyior npH 18—20° xnopogopMoM.

 XJ0podopMHBie 3KCTPAKTH OT JABYX 3arpy3oK CyIIar no*raomomvlla yn:g;é
BaloT. OcTaToK B KoJMuecTBe 4 Kr npejcraBiseT coboii 70% B

I'VCTOro Macja ¢ pe3KUM 3anaxoM.
’ 5. anpoﬁpol:lun N-uzoamui-N’-6ensounkanasepana (VIII). K 4 xr

(13,57 moa) 70% VI, noayueHHBIM OT npenu,;[_ymeﬁ CTajHH K HarpeThiM

6 - o

n0 80° npHAHBAIOT B TeyeHHe 45 MHUHYT 2,05 kr (13,57 moa) VII. Brigep-
JKUBAOT npu 80° 1!/, uvaca, satem npekpamaior oborpeBalue M MepeMellH-
BahHe H OCTaBJAIOT peakUHOHHYIO Maccy Ha 6—10 uacos. Ilocae 3Toro
IpHAUBAIOT 1pH  40—45° u nepememmuBanum 6 4 amerona, pPeaKiIuoHHYIO
Maccy KHmATAT 20—25 MHHYT AC IOJIYYEHHS OJHOPOMHON MAcChl, OXJaK-
J2I0T, QUJBTPYIOT M NIPOMBIBAIOT 2 g1 aueroHa. Ilosyuaot 2,9 kr (54,3%)
92% VIII, 1. na. 158—160°, . |

6. N-Hzoamuaxanasepnn (X). Cmech 2 kr (5,16 moa) 929% VIII u 18 5
22,0% CcOMAHON KHCJIOTH KHOATAT Npu nepeMemiUBaHuH 12 4acos, oxaaxk-

AaT H QUILTPYIOT OT GEH30HHOH KHCJOTHI. ®uabtpar (18,6 a) mogmena-

JUBAIOT Opu TeMnepatype He Bbllue 40° 9 ;1 429 pacrsBopa eakoro Harpa -

+ Jo pH 9,0—10,0. BeinenuBminitics B Buge Macaa X H3BJICKAIOT 6GEH30JI0M
(4X2 n1). DeHsosbHBI pacTBOp cymat mnoTamoM W VIIapuBamT, OCTATOK

fIeperoHsiloT B BakyyMe. Ilodiyuaior 0,7 kr X, T. xum. 88-—90° (3 MMm).

B kyGe ocraercst 150 r Beuectsa, cogepxamero N-6enzonst-N’-H30aMuJ-
KaJlaBEpHH, NPH OMBLIEHHH KOTODPOro' MOJYYaloT AONOJHHTeabHO 53,8 r X.
O6mnir Boixon X 753,8 r (84,3%). |

7. Juruppoxaopup N-uzoamuakanasepuna (IX). K 2,2 xr (12,71 moa)
mepernanHoro X u 4,4 ;1 6e3BOJHOrO CIHPTA NPU NepeMelIUBAHWUHE H TeMIle-
paType He Bbillle 30° B TedeHHe 2 yacoB npuGasasioT 6,37 kr 159, pacTsopa
XJ0pHCTOTO BOoAOpoaa (12,508 mou) B Ge3BoxHoM cnupTe po pH 1,0—2,0 u go-
TOJIHMTE/IbHO mepeMelnBaloT ewle 1!/, ‘waca, NpuueM Kucaas peakuus Ipu
5TOM [J0JI)XH& COXpaHATbCA. PeakUHOHHYIO Maccy oxJaaxXpaaotr jgo 6—8&°
H uabtpylor. Ocafok npombiBaioT 3,3 ;1 Ge3BOAHOTO CIHPTA M CYILAT.
[Toryyaror 2,71 kr IX. Ilpu ynapuBaHuu MaTOYHOrO pacTBOpa BBIACAAIOT
eme 0,2 kr IX., | | o

Marounuk, nosyuennni or mepekpucrayaamsanun 1X, ymapuBamoT [0-
CyXa, OCTaTOK pacTBOPAIOT B BOJE, mojlesnaynBamT 429% pacTBopoM enxoro
#atpa no pH 9,0—10,0 u sxcrparupyor 6enzonom. Y3 GeH30JbHOrO IKCTPaK-

Ta noay4aloT ponoanutenbHo okoso 100 r IX. O6mui seixox IX 3,01 kr
(96,5%), 1. na. 293—295°. -

" KBATEPOH

Hoasruiaar CL,ﬁ-ﬂ;HMETHJI-Y-,I[HSTHJI&MHHOHpOHHJIOBOI‘O a¢upa Hn-H-Oy-
TOKCHOEH30HAHOH KUCJOTHI. - -

. [n- CHy(CH,),0CH,COOCH(CH,)CH(CH,)CH,N+(C,H.),]I- |
CypH gl NO;y o | M. B. 491,56

CHHOHHM: KBaTeJepoH. -
Desblit co cierka XeaToBaThIM OTTEHKOM I[IOpOIIOK, CO CJIabbiM 3ana-
XOM, IOPbKOT0 BKYCa, pacTBOPHM B TOpsidefl BOJe, N0 OXJaMXJeHHH He Bbl-
flajaeT, JIeTKO pPAacTBOPHM B CHHpPTe, xJopodopme, He pacTBopuM B 3dupe.
HcnbiTannss Ha NOAJHHHOCTb, YHCTOTY H KOJHYECTBEHHOe ONpejeseHHe
pernaMeHTHpYIOTCS I'ocapmakomneeit X (ctp. 576). |
KBaTepoH — OpHTrHBaJbHBIA OTeuecTBeHHHI mnpenapaT. OxkaspiBaeT ax-
THBHOE€ TaHIVIHOOJIOKHpYIOItee AEHCTBHe, NPHMEHSIeTCS B KauyeCcTBe THIOTEH-

'3HBHOTO, XOJIMHO- H CIa3MOJIUTHYECKOTO CPeICTBa IpH CTEHOKapAHH, THIep-

TOHHUECKOH O00Je3HH, SI3BeHHOH O60Jie3HH Keayaka M JBeHaAlaTHUIIEPCTHOH
KHIIKH., |
Boinyckaercss B Tabnerkax no 0,02 u 0,03 r (cimcok B).
Cunres kBaTepoHa (V) ocCylecTBJSAIOT B3aHUMOJEHCTBHEM XJOpPaHTHJ-
pHAa n-0yTOKCHOEH30MHOH KHCJAOTH ¢ @,B-IHMeTHJ-y-IHITHIAMHHONPONaHo-

gom (1II) ¢ nocaeayromeir ob6pabGorkoit IV homucreim - stHaAOM; III mnosay-

9zZ10T no peakuny MaHHMXa M3 FHApOXJOpHAa aAudtHnamuHa (I), MeTma-
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3THAKeTOHa M mnapadopMa ¢ JajbHEHIIHM BOCCTAHOBJIEHHCM 06pa3oBas-
merocs 3-meruia-4-gustunamuHoOyranona-2 (LI) amanbramon HaTpus B VK-
cycuoil xucaote [1].

| CH,COC,H;
(C.H;);NH-HCI — (CyH;),NCH,CH(CH3)COCH; —
[ CH,0O n -
HgNa n - CH,(CH.);0CsH,COCt
—— (CyH;),NCH,CH(CH3)CH(CH,)OH ' —
CH,COOH 111

- 1 - CH4(CH,),0CsH,COOCH(CH3)CH(CH)CHN(CoHz)e —
| Y |

[n - CH3(CH2)3OCBH4COOCk (CH3)CH(CH3)CH2N® (C-g_-H5)3]I@
V

1. 3-Metua-4-guatuaamunobyranon-2 (I1). Cmecy 109,6 r (1 moa) I,
144 T (2 moa) MeTmasTHAKeToHa, 45 r (1,6 Moa) mnapapopma u 30 Ma
cupra HarpeBaioT mpu 100° 8—12 wacoB Ho noayueHHs OAHOPOAHOTO
pacTBopa. PeaxIHOHHYIO Maccy OXJaxKAaloT, NPHIHBAIOT 200 man s¢upa,
70 ma 50% pacTBOpa €AKOro HAaTpa, 3QHpHBIA CJIOH OTAEJAIOT, a BOJHBI
sKCTparipvior adupoM (4X 100 mua). DdupHble KCTPAKTH CYWAT Cyabda-
TOM HaTpus, 3QUp OTTOHSKT, OCTATOK NEPErOHANT B BaKyyMe. Iloayuaror
126 ¢ (80%) II, 1. xum, 90—100° (50 MMm). -

2. 3-Metua-4-guatuaamunobyranoa-2 (I111). K 31,56 r (0,2 mon) 1I npwu-
ausant 200 M1 509 pacTBopa YKCYCHOH KHCJOTBHI H IIpH N€peMElIHBAaHNE
H OXJaXKIEeHHH BHOCAT HeOoJbpluMH nopuusmu 1 kr 2% amasabrambl Hat-
pusi. BoigeauBiuylocss pPTYTh OTHensior. K peaknMOHHOH Macce NPHJAMBAIOT
150 Ma >¢upa, 0XJaXKAAIOT U HACHILAIOT TBEPAbIM €IKHM KaJ. D¢uUpHbIH

cJ0fl OTAeJRAI0T, a BOAHBIY sKcTparupyior abupoMm (4X150 ma). D¢upHbe

SKCTPAKTH! CVIIAT MOTALIOM, 5(DHD OTTOHSAIOT, OCTATOK IIEPETOHSAIOT B BAKYYMC.
[Moxyuator 26 r (82,8%) III, 1. kum. 104—110° (30 mMm).

3. «,f-AnMeTHI-y-AHITHIAMHHONPONUIOBEIA 3(HD n-H-6yTOKCHOEH30/ -
goit kucaorw (1V). K pacteopy 212,7 r (1 MoJ1) XJIOpaurHApuia n-H-OYTOK-
_ cubensoiinoit kucaotel B 260 Ma 6e3BojHoro OeH3oJa NpH nepeMellnBaHHH
‘M oXxJaxkienns npuausaioT pactBop 1828 r (1,156 mon) III B 200 Mo GeH-
30/1a. PeakuioHHYIO cMeCh KHMSITAT 8 4acoB M 110 OXJaXACHHH TNOABEPTaroT
skerpakwin  10% pactBopoM coasnoi kucmothl (3X 120 ma). Kucabe
SKCTPaKThl OTIeJslOT, GeHsoJ NpoMbIBalOT BoAoH. OObeinHeHHBIe BOAHbIE
M3BJedenns HachawT copol, npuauBalT 20—30 ma 10% pactBopa efKOTO
HaTpa H 3sKcTparupyiot sdupom (6X200 Ma). DupHbe SKCTPAKTH CyllaT
cyipatoM HaTpusag u >hUp OTroHAoT. OCTAaTOK [eperoHsioT B BaKyyMeE.

Tlonyuawr 296,2 r (88,3%) IV, 1. gkun. 190—192° (1 mm).

CHHOHHUM: KODKOHHH.

Dennlfi KpHCTAJJIHUECKHKH IIOPOLICK, XOpOIIO PACTBOPUMBIH B BOJE,
TPYAHO — B 3THJOBOM CIHpTe, NOYTH He PACTBOPHM B aleTOHe, 3(upe H
6ensoqe, T. mj. 164—165°,

HcnbiTanus Ha TOLJMHHOCTh, YHCTOTY M KOJHYECTBEHHOC ONPEACICHHE
perjJaMeHTHpYyIOTCH BpeMeHHBIMH MPTY 42 Ne 2965-62.

Cy06eX0nHH — OPUTHHAJbHBIE OTEYECTBEHHBIH npenapar, OKasbiBaeT BO3-
Gy:KAallllee JEHCTBHe Ha TaHMJIMH M DOJCTBeHHbie MM 00pa3oBanus, TpH-
MeHsIeTCSl OJA BO3OV:KJAeHHSI ABIXaHHd IIpH OTPaBJEHHAX HApPKOTHKAMH H
aHaJbTeTHKAMH, a TaKXKe B JAPYIHX cJaydasix yrpoxatomero oc.1ad/JeHHs
AnIXaHusd. Brpinyckaercs B Iopouike, amnyiaax uam ¢aaxonmax no 005 r ¢
ACeNTHYECKUM HamoJsHenneM (cnucok b).

Cunte3 cybexosauna (III) saknarouaercs BO B3aWMOAGHCTBHH XJIOpPaH-
ruipuia npobkoBoil kucaoTe (I) ¢ P-AHMETHIaMHHO3TAJNO0HOJOM H IOC]IE-
TyiouleM TpeBpalleHnH o6pasyiouierocs f-AMMeTANaMHHOSTHIOBOTO 3(QHpA
npo6xosoil kucaoTel (II) ¢ homumereiM MernaoM B 111 [1].

HOCH,CH,N(CH,),

CICO(CH,),COCl

1
| CH,!
— (CH,),NCH,CH;OCO(CH,);COOCH,CH,N(CHy); ——>
18 _

| @ | @
[ o

1. B-JaMeTHIAMHHOSTHAOBLIA 3(DHD npodkosoit kucaoret (I1). 42,2 r
(0,2 mosn) I pactropsior B 150 ma cyxoro OeHsoJla U NpHU  OX.J1aXKAEHUH
¢ nepeMellHBaHHeM MNpUOaBJsIOT PacTsop 72 T (0,8 moa) JAHMeTHIaAMHHO-
sranoga B 150 Ma GeHzosa. PeakiMOHHYIO CMeCh KUIATAT 4 daca H obpa-
GarmBaoT 509 pactBopom mnorama go pH 10,0, GensonbHBI CI0H OTHE-
JSI0T, BOJAHBII — 3KCTParupyroT OEH30J0M. O61beauHennble  O€H30JbHBIC
SKCTPAKThl CYLIAT IOTAIIOM, 0eH30Jl OTTOHANT, OCTATOK NEPErOHHT B Bd-
xkyyme. [Toayuaror 51,5 T (80%) 1I, 1. xun. 164—165° (1 mm).

2. JluiiogMeTHAAT B-IHMETHIAMHHOITHIOBOTO 3pHpa NPOOKOBOH KHC/O-
et (). 55 t (0,174 moa) II pacrsopsitor B 300 My 6€3BOJHOTO alETOHA
a mpu 0—5° mpubasasior 65 r (0,46 Mo} HOAMCTOrO METHJIA. Caech KHIIA-
TT 3—4 uaca, OXJax/JawT, (GUALTPYIOT, 0CaJOK MPOMBIBAIOT aUETOHOM
(50 MJ) M NepeKpHCcTaJNH30BLIBAIOT H3 CMecH CnupTa M aleroHa. ITony-
yator 94 r (90%) 111, 1. no1. 164—165°.

BATHJIOJI *

a-OKrajelnaoBbid 3hup TaHLepHHA.

4. MlogaTHaaT o,B-AUMeTHI-y-THITHIAMHHONPONHIOBOTO 3pHpa n-H-6y-
roxch6en3oinoii kucaorst (V). K 335 r (1 mon) IV, pactsopensoro B 1 .
adupa, npuansaoT 312 r (2 mMoa) foauctoro sruja. IlpH CTOSIHAH Bbillalact
ocaZok V, KOTODHi OTGHALTPOBHIBAIOT H NPOMBIBAIOT 0€3BOLHBIM 3hUPOM.
[Tonyuator 382,9 r (78,1%) V.

CH,OHCHOHCH,0C 3H;;
Ca1H 4,0, | M. B. 344,08

CHHOHUM: GATHJIOBHIH CIIHPT.

| Besblil Hau Oeablii co cJerka 2KeJTOBaTbiM OTTEHKOM KPHCTAAHYCCKHH
CYBEXOJIHH OpOIIOK, 6e3 BKyca H 3anaxa, Jierko pacTBOpUM B IOPAHEM CHHPIE I XJ0pO-
¢opMe, TpPYAHO — B 3(Upe, NPaKTHICCKH HEe pacTBopuM b Bole, T. I

TMuitonMeTHAAT [-IMMEeTHIAMHHOITHIOBOrO 3gHpa MPOOKOBOH KHCJOTHI. 20._79 59
f . -__ ’ '

G D
[(CH)sNCH,CH,0CO(CH:)COOCH,CH,N(CHy),121 ©
C18H3812N2O4 | M. B. 600,3 KOBOH.

8

* lepeCcMOTPEHO H OTPEIAKTHPOBAHO € YHaCTHEM kann., xum. Hav KO, B. Map-
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UcnpTanus HAa MOAJAHHHOCTb, YHCTOTY H KOJHYECTBEHHOE OMpejelleHHe
peraaMeHTHpYIOTCS BpeMeHHbBIMH MPTY 42 Ne 2955-62.
| Baruion cruMmyaupyetr Jaefikonoss. IlpuMmensiercss A/ TPOPUAAKTHKR

Jy4eBoil 60J1€3HM IIPH pEHTFeHOTEpaNHH, a TakxKe JAns JeueHHs O0oJbHbIX
XPOHHYECKOH JydeBoH Goneanbr [1].

Bpinyckaerca B tabaetkax no 0,02 r (cnucox bj).

BaTtuaos CUHTE3UPOBAH DASIHUYHBIMH NYTAMH: OKHCJACHHEM ANAHJIOKTA-
AelUJg0BOro 3pHpa ¢ HOCJACAYIOUHM OMBLIEHHeM TOJAYyYalliedacs HNpu 3TOM
[,2-0KucH ajanioxkragenuniosoro sdupa [2—5]; xougencanmumed o-raMue-
pata HaTpPH% ¢ OKTAJMEUHJKOLHIOM HAH ININIEpHH-O-HOArHAPUHE ¢ OKTaXAC-
nuaatoM HaTpust [5]; B3aumopgeiicrsuem 1.2-usonponunyjenriauiuepuia ¢ ox-
TaACHHANOAUAOM HIH OKTAJCIMJI-N-TONYOICYAbDOHATCM ¥ AadbHeHINHM
PHADOJHM3OM OKTajeuusaoBoro sdupa 1,2-usonponuaupesraunepusa [6—8].
BsaumopeiicTBHe oxTaleluda-n-roayoncyabgonara (IV) c¢ 1,2-u3onponunu-
genrauiepunoM (V) 1o/s0xKeHo B OCHOBY MPHBOJAMMOrO HHXKe Merola DO-
ayuenns Gartuaona (VII) depes oxrasenunosnfi a¢up 1,2-H30NPONHANLEH-
ranuepuna (V1) [1]. Oxrazenua-n-ronyoscyabdonar (IV) CHHTE3HDPYIOT
M3 creapuHoBofl kucaoTel (I) uepes ee wmermaoBuit 5¢up (II), xortopnii
BOCCTAHABAMBAIOT € NOMOUILI0 aJIOMOTHAPHAA JUTHS B OKTAIEHuJIOBbIH
cnupt (I11) u s3arem [HefACTBYIOT HA Hero M-TOJYOJCYJb(OXJAOPUAOM B [H-
PULHHE.

Bropoe ucxopHoe — 1,2-usonponaanfenraunepns (V) CHHTE3UpYIOT H3
[JHIepHHa M aleToHa B NPHCYTCTBHH A-TOJYOJNCYNbHOKHCIOTHL.

o CHZOH LiAIH,
C;H;;:COOH ~—> C;;HzCOOCH; — CygH3;OH —
1 H,S0, Il "Il

n-CH,CeH,SO,Ch
& I

CHy — O |
(CHy,CO Lo o pOCH:):
CH,OHCHOHCH,0H ~———————— HOCH,CH — 0~

H'CchﬁH;LSO?'H V

Na ’ /C(CHs)Q -
KCUAOA VI
H:0O
——» CH,OHCHOHCH,OC 5H,;
H,S0, VI

1. Metnaossii agup creapuuosoi kucaoret (11). K 1,5 xr (527 moun)
I 8 12 1 meranosa npu IepeMELIMBAHUM INPHJAMBAIOT B TedeHde 10 MHHYT
150 n.1 ceproft KHCHOTH, PeakuuoHHVIO cMech RuuaTat 1—1%; uaca n
0xXJax1a0T fo 8—10°. Bunaemuil ocazoxk II oT@UALTPOBHIBAIOT, NPOMBL-
BAKT OXJIaKI€HHBIM MeTaHOJOM [0 HEHTpPaJbHOU peaknHu M BBICYIIHBAIOT
Ha Bosavxe. Ioayyarwr 1,545 xr (95,4%) 1I, 7. nn. 38—40°.

2. Oxrapenuaosetit cnupr (1I1). K narperoli Ao xunenus cmecu 8 1
GeaBonHoro nuuszonponuiosoro sdupa u 0,1 kr (2,656 moua) amomoraipula
AMTHS TPHANBAKOT B TeueHHe 3—4 uacoe pacrBop 0,95 xr (3,12 mox) 98%
Il B 5 51 6e3BOAHOTO He COAEPKAIIEro MePeKHCH AHH3OMPOMUJIOBOrO 3Qipa.
Maccy XUNATAT Npu nepeMeludBaHMM 2 vaca, oxaaxjainr go 40° # npu-
Gapasitor 500 Ma sTusnaueraTa, a 3ateM B TeueHde 1!/, MacoB — pacTBOP
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1,18 kr consaHoi KucaoTel B 6 4 BoAbl. llocsne npubasiaennsa BCeH KHCJIOTH
nepeMeliuBaloOT eine 2 waca npu 40° 3QHpHBIA CJIOH OTAENAIOT H HPOMbI-
aioT ‘59, pacTtBopoM coiabl U BoJoH. Ilocse OTroHkun 3gHpa B BaKyyMe
noaydaor 0,843 xr (98,1%) IIl ¢ comepxkanneM OCHOBHOTO BelleCTBa
98,2%, T. na. 56—>58° Ecam III moayuen c 6GoJiee HH3KHM COJepXKaAHHEM,
ero NepeKpHCTaJIM30BLHIBAIOT U3 3THJalleraTa (1 :9). - | |

3. H-Oxraaeuuna-n-roanyoacyiabtonar (IV). K pacrsopy 2 a1 6e3soaHoro
nupuauHa u 0,796 kr (3,97 M0J) 4YHCTOrO A-TOJYOICYAbQOXNOpPUAA MpH
15—22° npu6aBigOT NAThIO NOPUMAMH B TeueHue 1 uaca 0,843 xr (3,11 moa)

989 meaxousMeabuenHoro III. Peakunonnyio Maccy nepeMewiysaior o ua-

coB, nocae dero npHbGaBaAsOT 7,0 41 JeAsIHOH BOABI, lepeMelluBaiOT 4—>
yacoB H oxJaxkpaalor go 8—10°. Buipeausuiniicas IV OTQHABTPOBHIBAIOT H
npOMBIBAOT Xoaoanol Boxoir (6X1 a). IMacty IV (comepxamyro o 20%

BOABI) KHOSTAT B 6 J MeTaHoJa IpH pasMelinBanum 11/, vaca, ox.1axiaaior
2

10 8—10° u BuimaBwuii IV oTQHUALTPOBLIBAIOT, TPOMEIBAIOT 1 1 OXJax-
NeHHOTO MeTaHoJa, BHICYIIHBAKT Ha BO3JAyXe H IepeKpHCTaJ/IH30BbIBAIOT
H3 6,5 g merpoaeiigoro agupa. IMTonyuator 1,128 kr (84,2%) IV ¢ 97,1%
cofepraHHeM. OCHOBHOTO BelecTBa, T: IJ. 53—55°. '

4, 1,2-Hzonponuaupenraduepun (V). 0,4 xr (4,34 MoJ) r.auLepHHa,
0,95 xr (16,3 Moa) aueroHa, 1,2 g nerpoJeHHoro 3¢upa H 0,012 kr n-Tto-
aAyoacyab®OKHCaA0TH ocTopoxHo HarpeBawr pgo 30°. Ilpn stoir TeMmmepa-
Type HauHHaeTcs -peakKiys, KoTopad Npojoykaerca 84—96 vacoB. 3a 3TO
BpeMa B koJoHke Jluna — Crapka otfensiercss 190—200 ma Boaw. Maccy
OXJaXKAaloT A0 KOMHAaTHOH TeMmepatypbl, RobasasawoT 0,012 kxr cBexenJas-
JIEHHOI'O YKCYCHOKHCJIOTO HAaTpHs, nmépeMemuBaioT 30 MHHYT U (QHILTPYIOT.
duabTpaT ynapupardT, OCTAaTOK NeperoHsAIOT, cobHpas (pakuui C T. KHIL
87° (16, mM). IMomyuator 0,48 kr (80% Ha rauuepun) V.

5. Oxkrtageuunosniii aup 1,2-u3onponuanjenranuepuna (V1)., 60 r Me-
TanJndeckoro HaTpus B 10 s Ge3BoiHOro kcusosa Harpesaior 10 80—90°
¥ TpU BTOH TeMlIepaType H HepeMeliNBAHHH B TeyeHHe 2 4acos IpHOaB-
asor. 0,35 kr V. PeakuHOHHYI0 Maccy KHNATAT 3 yaca, 3aTeM J100aBJiAlOT
g_TeueHde 2 uyacos pactsop 1,03 kr (2,3 Mon) IV B 6 s 6e3BOAHOrO KCH-
Joaa u xkunatar 12—15 yacos, otbupast nepHoAHYECKH NPOGHI A8 onpeje-
JTeHHsi KOHIA peakunmH (no ocraBileMycsi IV metonoM owmblienus). llo
OXJIAKIEHHH 10 KOMHATHOH TeMIIepaTyphbl BBHINABIIHN 7-TOJYOJICYJIBPOHAT
HaTpHd OT(QUIBTPOBLIBAIOT, a OT (QUAbTpaTa OTTOHAIOT B BaKyyMe KCHJIOJ.
OcTaToOK KPHCTAMIM3YIOT U3 6 J1 STHJOBOTO CIHpTA C OCBeTJeHHeM (HJb-
Tpaliue#l yepe3 YroabHBIH (QHJBTP. |

6. 1-Oktaneuunoswii a¢up ramuepuna (VIl). Cnuprtosok pactsop VI,
oJiydeHHbIl OT npeawymiei craaud, v 0,625 1 1 #. pacTBOpa CepHOH KHC-
JOTHl KUIATSAT ¢ pa3MellnBagdeM 4 Yaca W OCTAaBJSIOT NPH KOMHATHOH
Temnepatype Ha 10—12 uvacos. Broinasmuii VII oTQuITPOBLIBAIOT, NPOMBI-.
BaloT cnupToM (2X1 a1) u cymar Ha Bosayxe, IToayuaior 0,565 kr (69,2%
na IV) VII ¢ coaepxanuem ocHoBHoro seuiectBa 99%.

MEINPOTAH #
Jukap6aMmat 2-MeTHa-2-H-nponua-1,3-nponasjgHona,
CH3\
/C(CH_?OCONHQ)Q
- CH3(CH,), :
CQH}SN204_ M. B. 218,26

* [lepecMOTPeKO K OTPERAaKTHpPOBaHO ¢ ydacTHeM KaoHA. xuM, Hayk E. I. TIlo-
NTOBCH.
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CHHOHHMH: Menpo6aMaT, aHAaKCHH, MHJIbTAYH.

Beawlfi KpHcTaAJdUYeCKHil MOpOUIOK, 6e3 sanaxa max Co cnaboiM 3ana-
XOM, T70X0 DACTBOPUM B BOJE, PACTBOPUM B COHpPTE M aleToHE, T. [LI.
104—106°, |
| WenbTaiud Ha MOMJUHHOCTD, YHCTOTY, KOJAHYECTBEHHOE OnpeIeseHN
peraaMentHpyoTes [ochapMakoreen X (crp. 406). x

Menporan OKasbBaeT YCIOKAMBAIOIIee nedcTBHE Ha LEHTPAJbHVIO
 HEpPBHVIO ~ CHCTEMY, YCHJ/HBAET JefcTBHE CHOTBODHBIX M aHaJbreTHKOB,
yMeHbiiaeT TOHYC CKEeJEeTHOH MYCKYJaTypbl. [TpumensieTcst NpH  JeuyeHHH
pasJUyHBIX HEPBHO-NCHXHUYECKUX saboJeBanuil, ocnabjsaer COCToAHHe BHYT-
peniell HANPSXKEHHOCTH, HOPMAJIH3YeT COH. MoeT npuMeHATbCA NpH 3a00-
JeBAHUSIX CYCTaBOB €O Cra3MaMM MbIIE ¥ APYIHX 3aB0JeBAHHIX, COIRG-
BOKAIOMINXCS TOBBILIEHHHM TOHYCOM CKeJeTHOH MYCKYyJaTyphl.

Buinyckaercs B tabaerkax no 0,2 u 0,4 r (CHuCOK B).

Cunrtes menportana (V) BhepBrle Obli OCYIIeCTBJIEH IIpH neficTBUM Ha
9-metna-2-u-nponua-1,3-nponananon (1V) docrena B NPUCYTCTBHH aHTH-
nUpHHA ¢ TNOCJAeAYIOIUIAM NpeBpalleHHeEM ofpasywiierocs Hpu dToM OHC-
XJAOpYToapHoro shupa B AnkapbaMmat TpH . o6paBotke ammmaxom [1].
B nanbueiimem Guc-xjaopyrodbHbit 3dup 1V moaydasin ¢ HCIOAL30BAHKEM
B KayecTBe PACTBOpHTeNs TeTparujipodypana [2]. Oanako pabora ¢ ¢oc-
reqoM 3aTPYAHSAET NPHUMEHEeHHE 3TOH CXeMbl CcuHTe3a B IPOU3BOACTBEHHBIX

yCAOBUAX.

MapecTHE MeTonb TonaydeHna Kap6amMaTtoB BBHICIIHX OLHOATOMHBIX .

COHPTOB HArpeBAHHEM CIMPTOB C NPOCTEHIUHMH ypeTaHaMH B IPUCYTCTBHK
ankoroasata sarpug [3]. Jlyulime pesysbTATHL mONY4alT IIPH HCHOABIO-
RaHUH a71KorodsTa aJioMuuus [4] wiaH XJODHCTOrO aJIOMHHHA [5]. DTor
MeTod liCKiouaeT NMpHMeHende (docreHa B oGecnevdBaer YAOBJACTBOPHTE/D-
dute Bhxoabl 1V (619%). Oxnako craiusg TPHTFOTOBJCHHS MeETH/IypeTaHa
3HAUUTE.ILHO VCAOKHSIET Hpolecc. 3aciyXHBaeT BHUMaHU CHHTES V B3au-
moneficTlieM IV ¢ MOYEBHHOH NPH IOHHAKEHHOM JapJeHuu B TPUCYTCTBHH
YKCYCHOKIICJIOTO CBHHIA, XJOPUCTOrO goHasbTa WM XJOPHUCTOTO UUHKA.B Ka-
tecTBe KaTaanzatopos [6]. HanGosee mpueM/eMbIM METOLOM CHETESA V
saBJIseTcd NpONyCKaHhe CYXOro XJIOPHCTOTO BOAOPOAA B CYCIEHSHIO NUAHATE
naTpus B XaopodopMmHoM pactsope IV [7]. IV mnoayuaoT U3 HpPOMHOHO-
poro aabieruga (1), KoTophlH nyTeM KpPOTOHOBOH KOHAEHCAUHH nepeBoAAT
B Owermanentenans (11) [8]. Tlociennuil BOCCTAHABJAMBAIOT € HHKCEJIEM
Pepes B 2-MeTmipaniepuanosbit adpgerun (111} [9]. [Ipu B3auMOAEHCTBUN
11 ¢ dopvMaabiernfioM W IIeJ0Ybl0 B METaHOJbHOM pacTsope odpa-

ayerca 1V [1, 10].

NaOH » HQ!NI
CH;CH,CHO --—-—+'CH3CH2CEI'§ == C{CH,)CHO ——>
| i |
—» CH,CH,CH,CH(CHgCHO ~—> /C(CHQOH)Q—@-
NaGOH CH:}(CHE)E
11 1V
NaOCN CH:;\\
> C(CH,OCONH,),
HCI  CHy(CHy),” vV

{ 2-Metuanentenans (11). Pacrsop 0,13 xr (3,1 moa) 95% elxorc
Hatpa B 2 Jl BOABl HarpeBaroT IO 50° 1 npu HepeMemiMBaHuM 3a 1 vac npw
remneparype 50—65° A0OaBAAIOT 4 ®Kr @(55 mon) 809% I. 3artem peaxiuo:-
HYIO Macey OBICTPO OXJARAAT RO 20°, npubasastor 0,65 a1 15% cepron
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kucaoTel go pH 4,0, 40T OTCTOATBCA, BEPXHUH CJIOH OTAEJSIOT, CylIAT
cynbpatom Harpus. Iloayyawor 1,9 xr (66%) 93% II, t. Kun 75-80°
(100 Mm). - o |

2. 2-MerunsanepuaHosoid anbaerun (II1). Pacreop 3 kr (28,4 moun)
039% II B 7,5 1 6e3BojgHOro MeTaHoJa THAPHPYIOT B aBTOKJaBe ¢ 0,21 kr
nacTel HUKeJast Penes mpum 5 atM. u 45—55° ¢ mepeMellMBAHUEM B Teuenne
3—3!/; uyacoB. Karauausatop oTQuALTPOBHIBAIOT, npombiBatoT (,3 1 MerTa-
HOMA U MeTaHoJbHBIA pacTBop III Hcnosap3yioT Ha chaepylomei craiuy.

3. 2-Metni-2-u-nponua-1,3-nponanauon (1V). K wmerasonbHomy pac-
teopy IlI, noayuennomMy Ha mnpelbiAYHIEH cTaauH, npubaBJAsSIOT 9 Kr
(45 mon) 36% dopmanuna, a 3atem B TeueHue 1—1!/; vacos npu 25—28°

~npuausaiotr pacteop 1,9 xr (45 moa) 959 exaxoro Hatpa B 10 1 meraHoJa

KU OCTaBJSIOT Ha 4 yaca. 3aTeM peakUHOHHYIO Maccy kunatsat 4—4l/, yaca,
OTIGHAIOT ngemﬂosblﬁ COUpPT 0 Tex Nop, Noka TeMmneparypa B lapax Jo-
crurueT 95°, octaTox oxgaxagaior no 30—35°, no6aBafoT 3,5 J BOIDL,
MOAKHCAAT 2,2 g coAgHoi Kucaotol Jo pH 4,0 u aKCTpampylz:iT JII/IXJIOp:
sraHoM (4 pasa mo 8; 4; 4 u 2 ;). IDKCTPAKTH O0DBEAUHSIOT, AUXJIOPITAH
OTTOHAIOT, OCTAaTOK DASTOHSAIOT B BaKyyMe, cobupasg (PpakuHi0 Cc T. KHIL
107—110° (4 mm). llonywaior 2,4—2,5 xr IV, XoTOpHIll ANA OYHUCTKH pacTt-
BOPAKOT npu HarpeBanuu jnpo 40—50° B 2,5 5 6e3BOLHOrO JAUXJA0pITaHA,
OXJaXal0T 10 2—3° W OCTaBJAIOT NpPH 3TOH TemnepaTrype Ha b—06 wacoB.
Brimapmuit ocanok oTdUABTPOBHIBAIOT W npoMmeiBaloT 0,2 g AuxJjaopsTaHa.
[Toayuator 1,75 xr (47%) IV, T. nm 52—55°. | | |

4,  JlukapGamatr 2-Mertua-2-H-mponua-1,3-nponanguoaa (V). 4 «kr
(30,3 moa) IV pacteopsator B 39 51 XJopodopma, npubaBJadiOT b Kr
(76,9 MoJs) IMaHaTa HATPHA H oxJaxjalor no Temnepatypel 0—(42°),
[Iocjje Hero B peakllMOHHYIO Maccy uepe3 6apb0oTep MNpPONYyCKAKT CHJbHBIH
TOK CYXOro XJODHCTOTO BOAOPOAA NpH IepeMEIMBAHNN M TeMneparype
0—(+5°) 11—I13 wuyacoB, a 3areM ©Oe3 mepeMemHBaHusg 15—18 uacos.

XgopodhopM OTroHAKT B BakyyMme (45°, 100—1i50 mMM) npu pasMellVBaHHUH.

TBEpAOMY OCTaTKy npuausawr 30 J AUCTHIJIHPOBAHHON BOJB H Harpe-
BaloT npu 85—90° 30—40 MUHYT A0 MOJHOro PacTBOPEHUs ocajka. PacTBop
oxJaxpamTt go 18—20° u ¢uaprpytor. IToayuaror 8,5—8,8 kr nacte V,
KOTODVIO IePeKpUCTANIH30BBBAOT W3 BojAHoTo cnupta (5,08 a cnupTa+
+18,4 1 Boanl) ¢ motasaenuem yras (0,6 kr). Ocagok OTOHABTPOBBIBAIOT
M OTMbIBAIOT JUCTW/JIHDOBAHHOW Bogoi (60 s) DO OTCYTCTBHS HONOB
xJqopa. [Toayuaior 4,124 xr (62,5%) V, 1. na. 104—106°.

HUTPAHOJI *

Hugocdar TpuHurpara TpulITaHoJaMHHA.
N(CH,CH,ONO,);-2H;PO, |
CgHoN, Oy - 2H, PO, M. B. 480, 2

CHHOHHM: MeTaMHH.

Benniii MeakOKpHCTAMIUYECKHH TOPOIIOK, pacTBOpPHMM B CIHPTe, pasBe-
JEHHBIX MMHHepaJbHBIX KHCJIOTAX, MPaKTHYECKH He pacTBOPHM B XJOPO-
¢opme H 3¢pupe, T. pasa 106—110° (B npenenax 1—2° mpu noaweMe TeM-

‘mepaTtyphl 2—3° B MHHYTY B 3allasHHOM KaluJusipe).

UcnplTaung Ha NOAJMHHOCTB, YHCTOTY, KOJHYECTBEHHOE OMNpejleseHHe
peraamentupyiorcsi Focdhapmakoneeit X (crp. 465).

* JlepecMOTPEHO H OTpeAAKTHPOBaHO ¢ yuacrieM ZOKT. xuM. Hayk II. M. Ko-
yeprusa.
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Hutpanon pacmupsier KOpoHapHBle cocynbl. IekeTByer MeasenHes, HO

6osee NMPOHO/KHTEAbHO, UeM HHUTporaMiuepHH. [lpumensercs aaa mnpeayn-

peXaeHHS NPHCTYNOB CTEHOKApAHHU. |

Beinyckaetcst B TabgaeTtkax no 0,002 r (coucox B).

sBecTHB cnoco6nl moJsydeHHs HuTpadoJda (III) myTem B3aumMoJeHcCT-
BUS TPHITAHONAMHHA (I) ¢ murpywomeir cMmecobio [1—3] KouueHTpupoBaH-
HOH a30THOH KHCJOTOH B Cpelle YKCycHoro auruipuja [4] u xoHueHTpu-
DOBAHHOM 430THOH KHCJOTOH ¢ NOCJAEAVIOUIeH OTrOHKOH H3OBITOYHON KHC-
noTel B BakyyMme [5]. IlepBriii cnoco6 sBasiercss mpeumyiecTBeHHbIM. [Tocae
HHTPOBAaHHS | peaknHOHBYIO Maccy pa30aBJasiioT BOJAOH M HEHTPaNIH3YIOT
Onkap6oHAaTOM HATpPHsA, BHIAENHUBIIEeCH OCHOBAHHE TPHHHTpaTa TPHITAHO-
jgamuHa (II) skcrparupyior sgupom v ¢ noMowpw optodochopHOit KHC-
JIOTBI BBIAENAIOT Audoctar III, xoTtopwit ouuilalOT nepeBoAOM B OCHOBAa-
HHe U NOBTOPHOH 006paboTKoil opTodochopHOl KHCIAOTON.

1) HNO, - H,SO, | ' |
N(CH,CH,OH), » N(CH,CH,0ONQO,),
T 2)NaHCO, I

HPO, -
—_— N(CH2CH2ONOQ)3 . 2H3p04
B § -

1. TpuuuTpar tpuatadonamuHa (II). K nurpywmeii cmech, HpHI“OTOB-.

neHHoin u3 92 r (1,5 moa) 989 aszoTrHOH KHCJAOTH, | r MoueBHHBI M 117 T
95% cepHO#l KHUCJOTH, oxJAaxleHHo#l Ao —b—10° npubapasior npu nepe-
‘MelllMBaHHH M oxJaxpaenun 22,4 r (0,15 mon) cBexenepernaHhoro I, Tak
yToGHl TeMIepaTypa “Macchl He mnpeBbluata —b5°. PeaknuoHHYI0 Maccy nepe-
MeIINBalOT emle | yac nmpu Tof Ke TeMHepaType, 3aTeM BLIJIMBAIOT B CMECh
0,6 xr apaa u 0,9 g BoNLl ¥ NpUHOABAAIOT HeGONLIIHMH nopuusaMu OuKapbo-
' HaT HATPHSA RO HedTpasbHOH peakuuu no GpoMTuMonoBOMYy cHHeMy. Ilocie
OTCTAMBAHUSA DPeaKIHOHHYIO MacCy AeKaHTHPVIOT ¢ OCajKa HeopraHHYeCKHX
cosielt; K ocTaTky coJjeit npubasiasaor 500 ma 3dupa, cMech nepeMelniuBaloT,
atUpHBIHl CJI0H OTHeJsiIoT, NPOMBIBAIOT BoAo# (2X200 mua), cymar cyuabda-
TOM HATPHUA, GUIBTPYIOT U TYT XKe BbifieaswoT III pobasiaenuem docdopron
kuciaothl. (Ilpu xpanenun II GoicTpo moaumepusyercs ¢ oOGpasoBaHHEM CMO-
JJOOOpa3HbIX BeEIeCTB.) _

2. Hurpanon (II1). K pacrBopy 40 r 90% oprodochopHoit KHCIOTH
B 200 ma 6Ge3pojHoro 3hupa NpuOGABALIOT IOCTENEHHO IIPH TeMIepaTtype HE

Bplle 18° moayuyennbii Ha npeasaymied craguu s¢upHbA pactBop 1L

BoigenuBiuiicss ocaloek 11l oTOHILTPOBHIBAIOT, NPOMBIBAIOT 3(PHPOM
(2X 150 ma) u cpasy ke moABepraloT odHCTKe. as storo III pasmemin-
BaloT B 300 MJa BOAB [0 NOJIHOTO pacTBOpEeHHus, NpubGaBJdAlOT OUKApOOHAT
HaTpHsl [0 INeJOYHON peakilHH U BhijeauBIlieecs CBOOOJHOE OCHOBAaHHE
sgerparupyior sdupom (380 my), supHBIE pacTBOp NPOMBIBAIOT 2 pasa
BOAON A0 HeHTpaJbHON peakuud Mo KOHIO, Cylar cyabpaToM HATpPU H
npu6apasioT opTrodpochOpHYI0 KHCJAOTY, Kak omucaHo Boime. Ilocsie BHICY-
UIMBAHHA [IpH KOMHATHOHM TeMIlepaType B BakyyMe HajJ €IKHM Kanad TNOJY-
garor 50,6 r (70% na I) IIL |
CrofikocTs 111 B 3HauMTeJHHOH CTeleHM 3aBHUCHUT OT ero YHCTOTHL. Heno-
CTATOUHO OYMIIEHHBIH NpermapaT uyepes KOPOTKOe BpeMsi TeMHeeT, NpHOOpe-
TaeT XapakTepHbI 3amax W B JaJjbHejlieM HauydHaeT pas3.jaraThbCcf C Bbl-
neaenueM okucsaos aszota. Il u III yyBcTBUTE BHBI K YAapy, NO3TOMY B pa-

HUTPOCOPBH /I *

Hunurpar 1,4: 3,6-nuanruapo-D-copbura. |
| | 0 — -
CH,CH(ONO,) CHCHCH(ONO,) CH,

- | o—I

CeHgN,Og o ' M. B.. 236,15
CHHOHHMM: H30COPOHAAHHHUTPAT.. - | .
Bennli MeJKOKPHCTAJIMYECKHH MOPOIIOK, 6e3 3amaxa, Jierko pacTBOpUM

B xJopodopMe, 3dHpe, TpyAHO — B CIOHPTE, He pacTBOpHM B Bole, T. I
69—72°, [aﬁﬁ-"n ot +133 mo +140° (19% pacteop B 95° cnupre).

HMcmblTal¥s Ha INOJJIHHHOCTB, YHCTOTY, KOJHMUYECTBEHHOE ONpelieseHHe
periamenTupyioTcsa BpeMeHHBIME MPTY 42 Ne 3212-64.

Hutpocop6na pacminpsier KOpoHapHbie cOCYyIHl, NMpHMEHSETCs NpH Xpo-
HUYECKOH KOpOHADHOH HEJOCTATOYHOCTH MJif NpelynpexAaeHHda IpHCTYNOB
CTEHOKapIHUH, a TaKXe NpH 3a00JieBaHHAX, COMPOBOXKAAIOUINXCA ClasMaMu
nepudepHYeCKHX COCYROB (3HIApTEPHHT U 1p.).

" Bumnyckaercs B Ta6aerkax nmo 0,000 m 0,01 r (cnmcox B).

Hurtpocop6un (111) moayuaior us cop6bura (1) nyrem ero meruipara-
1{HH B NPUCYTCTBHH KAaTaJU3aTOPOB KHCJOr0 Xapakrepa H MOCAENYIOIIEro
HHTpOBaHHs mnoJjyuennoro cop6upa (II) KoHIEHTPHpPOBAaHHOM 2a30THOH KHC-
JIOTOH MJH CMECBIO a30THON H cepHoft kucior [1, 2].

KCUAON
o n-CH,CgH,SO,H
|~ O HNO, |9 -
~» CH,CHOHCHCHCHOHCH, ——> CH,CH(ONO;) CHCHCH(ONO,)CH, |

|l o—]| - 0 |
I -- 1] -

1. Copbun (II). CMecv 7,50 a1 6eSBb,uHoro kcunoaa, 2 kr (13 mod)

HOCH,CH ,(CHOH),CH,OH

'94,49% wusmenbuenHoro nuimesoro I u 0,1 «kr 1-TOJIYOJI-CYIbPOKUCTOTH
(0,52 moa) xunsitat 8—10 yacoB A0 HpeKpauleHus BbJeJeHHsA BOJbI, KOTO-

PVIO OTTOHSIOT C KCHJIOJOM M OTJeNdI0OT B BOAOOTAeIHTENe, PeaklHOHHYIO
Maccy OXJaxAawT ao 20° Kcuioa OTAEISIOT ACKAHTAlHed, OCTaTOK pacTt-
popsifoT B 10 s1 Boahl, pactBop kumatar 1 wac ¢ 0,0 Kr yrasd, oXJaxjaioT
fo 50—60° u ¢uabTpyioT. ITocne oTroHKH BOAH B BaKyyMe mosayudaior 1,5 kr
TexnHueckoro 11, KOTOpBIi OUHINAIOT MIEPErOHKOR B BaKyyMe, cobupas ¢pax-
wHio ¢ T. kan. 162—175° (7—8 mm). Brixox 98% II—1,06 xr (69% Ha I).
D70 CBETJIO-KeJATOe Macjq, KPHCTaMIN3yioleecs Py oxsaxaenud, [a]*p-+
44,18 (C 2,2, B Bome). Ymncreit II mmeer T. mia. 62—64° (u3 THNANeTaTa),
[a]%p+44,8° (C 2,2, B BOne). Jdast HuTpoBanua mpurogen 98% IL

2. Hurpocop6un (111). K 0,755 xr (11;8 mon) 98% a30THON KHC/IOTHI

OpH OXJMaXK[eHHd M IepeMellHMBAHHA NPHOABJSIOT H3 KalleIbHOH BOPOHKH

B Teuenye 11/, uacop :xuakuit cupon, npurotossennniii us 0,1 kr (0,67 mou)
II u 15 MJ BOAM, MOAJEpXKHBAsg TeMNepaTypy DeakIHOHHOH MacCel B Iipe-
neqax 15—18° Ilo oxoHuauun mnpuGasiends Il Maccy nepeMellHBalOT
30 munyr npu 14—18° 3artem BBUIKBAIOT B 3 J1 XOJOAHOH BOJABI, BHIIEJHB-
muiics ocaJoK OT(HHJILTPOBLIBAIOT, IPOMBIBAIOT BOJOH [0 HEHTPaJbHOU

* [TepeCMOTpeHO M OTPEAAKTHPOBAHO ¢ yYacTHeM MOOKT. XHM. HAYK 1. M, Kouep-

60Te ¢ HHUMH HeoOGXOAHMMO COOGJI0JAaTb IPeAOCTOPOKHOCTH, KOTOphle 00s3a-
| THHA.

T€JIbHbl NIPpH INOJYYEHHH B3PbIBHATDLIX BeIlleCTB. -
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peaxuuH no kouro, Iloayuyator 175—180 r III ¢ Baaxkgocteio 30—40Y%, xo-
TOpBIH KpHCTAMIH3YIOT M3 0,28 &1 cnupTta. Ilocse BHcymupanusg npu 35—40°
noayuawr 133 r (84Y% wna Il, uan 58% na I) uucroro IIl ¢ xoucranTamy,
VKa3aHHbIMH BbIIE, -

ITo cremennm orHe- M B3pBIBOONACHOCTH NpoH3BoAcTBO III oTHocurcd
K kKareropuu «A». Hutpocopbua, kak u MHOrHe JHpyrue 3MDHpH a30THOI
KHCJIOTH, B3phiBoonaceH. OcofeHHO HeoOXOAUMO NPOSBAATL OCTOPOXKHOCTD
B NpoBeJeHNH OIlepalliil, TAe NpH HeCOOJIOJEHHH TEeXHOJOIHYECKOro Ipo-
llecca BOSMOXKHBI HeperpeBbl. B CBA3M ¢ B3pLIBOONACHOCTBIO HeJqb3s PacTH-
pats lII B O60JbIINX KOAHYecTBaX.

MHEJOCAH
1,4-JluMerancyaphoHuI0OKCHOYTAH.

CH,S0,0(CH,),0S0,CH, |
CeH,,0:S,, M. B. 246,30

CuHoHHMBL: 6ycyibdal, MUIepas.
Denblit KpucTassIMuecKuil NOPOUIOK, NJIOXO PAaCTBOPHM B TOpsiueM CIHP-
T€ U aueToOHe, NPAKTHYCCKH He DPACTBOPHM B BOAe, T. Ija. 115—119°

McnpiTanusd Ha  NOMJIHHHOCTB, YHCTOTY, KOJHYECTBEHHOE ONpeleseHHe
persiaMmentapyiorea Iochapmakoneeit X (ctp. 433).

Mueniocan okasbiBaeT yrueTamliee BJHSHHE Ha MHEJOHJHVIO TKaHb,
MpUMeHsieTCcd BHYTPb HpH ODOCTpEeHHAX XPOHHUECKOro Muenaodeiikosa (Jefi-
KeMuueckasas dopma). |

Beinyckaeres B tabaerkax no 0,002 r (crnucox A).

Muenocan nojayvawT peakuuei 1,4-6yranauonaa (I) ¢ MeTaHcyabdox.0-
punom (II) B mpucyrcreum nupuauna [1—>5].

CH.N
HO(CH,), OH -+ 2CH,S0,Cl ——s CH,080,(CH,),080,CH;
1 I | I

K oxaaxnpennoli no 0° cmecu 14 a1 Ge3BOAHOrO mnupuigHHa u 2 Kr
(22,22 moa) I mpubGasasior B Teuende 3'/y,—4 uacoB npu 5—6° u nepee-
muBadud 9,111 xr (44,63 moa) II. Ilocse 4 uacoB nepemelnuBaHus IpH
treMuepatype He Bhiuie [0° ocamok 11l ordunsTposeiBalor, npomuiaior 209%
COIAHOH KHucaoTOH (7 1), BOJOH, 5% pacTBOpoM OGuxapGoHaTa HATpHUA
(~9D J1), BOJOH A0 HeATPAJbHOH pPeakUHH, CVIIAT Ha BO3JAYXe U MEpPEeKpH-
CTaJIVIM30BBIBAIOT M3 cnupra. TloayyawT 4,24 xr (77,2%) muensocana (III).

Merancyasoxiopux (I1) cuiabHO paszjpakaeT CJAH3HCTbie 060J0UKY
rjias, Hoca W ropJsa. MuesocaHn npd NonajgaHdu Ha KOXKY H CJAH3HCThle 060-
JJOYKH MOJKeT BBI3BIBaTb pasipaxenue., PaBora c II u IIl goaxkura npous-
BOJHTHCS IOJ TATOH H B NepyaTKax.

TETALUH-KAJBIUHUH

AnHatpueno-kanbuueBas conb 3THACHIHAMHHTETPAYKCVCHOM KHCJIOTBI.

NaOOC — H,C | CH, — COONa
/N — CH,— CH, — X
\\'\ fjf \
O0=C- H,C ™. " CHy— C=0.7H,0
. “"«\ /f
| _ ‘\\\ f‘/J
O Ca O
CyoH1,N,0,CaNa, - 7Hq0 M. B. 5004
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CHHOHHMBIL: COAHYM KaJbllUyM 3JeTaT, 3aTakoa Cnoda.

beJblli KPHCTANJIHYECKHA TOPOILOK, -J€TKO PACTBOPHM B BOLe ¢ oOpa-
30BaHueM MYTHBIX pPAcTBOPOB, He PAacCTBOPHM B CIHPTe H 3dupe.

VcnblTauust Ha TOMJNMHHOCTb, YHCTOTY, KOJHYECTBEHHOS onpedeenue
periaMeHTHPYIoTCa BpeMeHHBIMH MPTY 42 Ne 2084-69.

TeTauuH-KaybliHAE OTHOCHTCS K TPYIIE KOMIJIEKCOHOB. I[lpuameHsietcs
NPH OCTPBIX ¥ XPOHHYECKHX OTPABJEHHAX TAKEIBIMH H PeIX038MeJIbHBIMNI
37eMeHTaMu d ux coasamu [1].

Breinyckaetca B amnyaax mo 10 ma 10% pacrBopa 1 Tafaerxkax
no 05 r. | |

Hast nonydenust terauuH-kaabnus (II) sTunenanamuHTeTpaykcychvio
kucaory (lI) obGpabGaTeiBalOT pacCUMTAHHLIM KOJHYECTBOM €1KOrO HaTpa
u u30BITKOM KapbGonara - xaaenus {2,3]. Tloayuenumft Boaubiil pacTBoOp
IT nocrymaer ma ammyauposaiue [4]. [dasg nmoaydenus Il B cyxom Bule,
MpuroAHoro u Ajas TtabJaetrupoBaHHs, II ocaXiaamT u3 BOIHOTO pacTBOpa
CIIHPTOM H cyiuar. Bce npoueccsl no noaydeduio Il npoBoAsT B CTEKISHHOI,
IMaJHPOBaHHOM WM (apdoposoil anmapatype, 4Tobbl u3bexarbh 06paso-
BaHUA KOMILIEKCOB ¢ MeTaJJaMHu.

9NaOH, CaCO,

(HOOCCH,),NCH,CH,N(CH,COOH), >
]
NaOOCCH, CH,CCONa
N /
N— CH, — CH, —-N .7TH,0O
A /\\ ' x’x\ -
—> .O::C—H(JI-IE ™ o CH,—C=0
\H\\ | H//
O — \Cfa - -0

1

K 1,24 n (9,3 Moa) 7,5 H. pacTBOpa XHMHUECKH UHCTOro €JIKOTo HaTpa
Npy nepeMelInBaHHU NpHcHmawT 1,36 kr (4,65 Moa) 1. Temnepatypa no-
BBILIAETCS 40 35°, U CMechb 3arycreBaeT. PeakIiHOHHYIO Maccy HarpepaloT 10
80—90° u npu nepememmBahup npucwimaior 0,697 kr (6,97 Moa) yriekwHc-
Joro kanbuus (mopumsamu no 15—20 r). Cmechr nepeMemunsawt npu 95°
B Teuenne | yaca, oxaaxpgaior p0.70—80° u puabtpyloT. Ocanok NPOMBI-
BalOT MAHCTHJAJIHPOBaHHOH BOAOH (2X330 Mma). Iloayuawr 2,8 a1 pacrsopa
¢ comepxanueM okoso 50% (mo obbemy) II. 3T1OT pactsop BLIJIHBAIOT
B 7,8 n cnupra-pektudukara npu 18—20° u nepemewnsator 10—12 yacos.
Brinasminii  ocagok oTduAbTpOBHIBAOT W cymaT npu - 60°. Tloayuyaror
1,952 kr (87,4%) II ¢ comepxxanuem Baaru 26,2%. |

-

3TAHOJIMEPKYPHXJOPH] ~

ClHgCH,CH,OH |
C,H,ClHgO | , M. B. 281,10

Benniit uau Geablil ¢ KeJATOBATO-3€J6HOBATBIM OTTEHKOM KpliCTaJHye-
CKHH NOPOWIOK HJH OeJble IJACTHHYATBIE KPHCTAJMbl, pacTBOPHM B KHIS-

* [TepecMOTpeHO M OTpelakKTHpoBaHo ¢ yyactueMm . M Kanarckoro.
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meii Boge (1:60) u B kumsuesm cmuapre (1:30), B adupe npaxTHUeCcKH He
PAacCTBOPHUM. | .
 WcnblTaHud Ha MOAJMHHOCTb, UHCTOTY M KOJMYECTBEHHOE ONpe/lesieHue
pernaMeHTHpyloTcs BpeMenHBiMH MPTY 42 Ne 3663-68.
(1 DTAaHONMEPKYPUXJOPHA SABJAETCS KOMIOHEHTOM [penapata JAHOUHA
dranoamepkypuxyopus (II1I) mnonywaloT B3aMMOZefCTBHEM YKCYCHO-
kucaofi pTytd (1) ¢ aTmjeHoM M nocaefyiomen 00paboTKOH 3TaHOJIMEPKY=
puanerata (II) xnopucTeiM HaTpHeM [2—4].

C2H4,H20 - NaCl
(CH3C(I)O)2Hg —» CH,COOHgCH,CH,OH — CIHgCH,CH,0H
’ - I {11

B astokaas nomeumiatlor pactsop 500 r (1,57 Moa) OKHCHOH YKCYCHO-
kucsofi prytH (I) B 2 &1 Bombl ¥ HarHeTawT 3TuieH jxo 10 aTM. [Iepeme-
LIMBAIOT TNpH KOMHATHOH TeMmmepaType J0 MpeKpaleHHs MOTJIOLEHHA 3ITH-
neHa. PeakunoHHVI0 Maccy GHIBTPYIOT H K QHABTPATy, COAepKailleMy 11,
OpH mepeMelIHBaHUM NPHOABJAIOT B TeueHHe 2 4acos 120 My 269% pacTBOpa
XJOPHCTOTO HaTpus. Boimagaer ocagok TPYAHOPAcTBOPHMBIX noOOYHEIX COe-
THHEHHII ¢ IOBHILEHHBLIM cojep:anueM pryTH. IlepemeimmnBalor 2 daca,
ocafoK (UAbTPYIOT, mpoMbiBaloT 50 My BOZADBI, CyWaT H HCHOOJL3YIOT JJIA
pereHepauuy pTYTH. |

K ¢uabrpary B Teuenne 30 munyt npuGasasior 150 ma 269, pacTBOpa
XJOPHCTOTO HATpH4, ocrapjalor Ha 10 wacos, mocjie UHero OCaiok [11 ort-
(GHUIBTPOBLIBAIOT, TPOMHIBAIOT B HECKOJbKO NPHEMOB 200 MJa BOAHL, 3TAHOJOM
u cymart. [Toayuator 180 r (41%) 3TaHOAMEPKYPHXJIOPHAA (111).

[TPOMEPAH

3-XJ10pMepKypHU-2-MeTOKCHIIPONHIMOYEBHHA.,
H,NCONH CH,CH(OCH,)CH,HgCl
C;H;, CTHE N, O, M. B. 367,20

CHHOHIMBI: XJ0PpMEpOAPHH, HOBOTHADHH. |
Bebiii KPHCTAJAJMYECKHil MOPOLIOK, Maso pPacTBOpHM B BOLE, aUCTOHE,
cupTax, He pacTBOPHM B 3dupe M XJaopopopme, T. ML 148—154° (pasn.).
VenbiTaEHg Ha MOJNJAHHHOCTb, YHCTOTY, KOJHYECTBEHHOE ONpEACJIEHUE
perjamentupylorcst Tocdapmaroneeir X (CTp. 564).
[IpoMepan sBJsieTcsl PTYTHHM AHYPETHKOM, S(Q(EKTHBHHIM IpH NPHEME
. BHYTpb, MpHMeHseTcA NPU 3aCTOHHBIX SABJICHHAX Y 6OJbHBIX HeIO0CTaTO4u-
HOCTBIO KPOBOOGpAIleHUst, NPH MOPAXKEHHAX MEUEHH, a TaKXKe IpH nepo3ax.
B psije cayyaeB npoMepaH MOKeT 3aMEHUMTb HHBEKUMH MepKysala.
Beinyckaercs B tabgerkax mno 0,0183 r, uTo COOTBETCIBYET 001 r
pTyTH (cnHcoK A). | |
 Cunre3 npomepana (IV) ocymecTBAsIIOT B3auMOeiicTBHeM aJJHJIMOYe-
puHbl (I) B METHJIOBOM CIHUpTE C ykcycrHokucsof prythio (1I) ¢ mocae-
AVIOIIMM TIpeBpallenHeM o0pasylolencs 3-aneTOKCHMEPKYPH-2-METOKCHIIPO-
nuamovein  (I1I) ¢ moMoIpi0 XJIOPHCTOro HaTpui B 3-XJ10PMEpKypH-
9-MeToKCHNIpONUAMoueBHHY — npoMepat (IV) [1, 2].
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| 'CH,OH
NH2CONHICH2CH = CH, + Hg(OCOCHj,), —
I

' ' ' I\ia Cl

—_— NH2CONHCHIL§H( OCH,)CH,HgCl

3-XJ0pMepKypH-2-MeTocKunponuamoueBuna (IV). 0,475 xr (5,75 moa)

1, 2,3 n meradoaa u 0,05 kr JensHOM VKCYCHOH KHCJIOTHI HarpeBaioT 10

KHIICHHAS W IIDH NlepeMelIHBAHUU B TeueHHe 15 MHHYT npHOGaBJ g
(4,43 Moa) 96,6% I1I. Kunsitatr 6 uyacos, OXJIEI}KHH}E:)T 11?0 20°, Hggn;}%%féi
H TpH nepeMellnBanuu jpodapasaior pacrteop 0,28 kr (4,74 mona) xJjaopu-
<troro Hatpus B 0,86 4 BoAw. Ilpu 3ToM Bhijensierca IV. Maccy ocraBasior
Ha 3 yaca npu 10° IV orduapTpoBbiBalOT H mnpoMmbiBalOT 1,1 1 X0J0ZHOM
Boibl. llonywaior 1,177 kr IV, 1. nma. 143—145°, KoTophlii MepeKkpHCTAJIIH-
3oBbIBAlOT u3 25,6 s cnupra ¢ yraem (0,1 kr). Buxox IV 1,1 kr (63,3%

#a ), 1. na. 148—1564° (pasn.).



Il. GOCDHOPCOMAEPIKALLME MPEMAPATBI*

BEH30TAd

HyastuaenumMuy, 6eH30H1aMuA0DOCHOPHOH KHCIOTEL,

, | GHaN
C5H5CDNHPQ\I )
AN

CyHyN;O,P | M. B. 251,23

beabili MeJKOKpPHCTAJNJIHUECKHH ITOPOILIOK, 6e3 3amnaxa, pacTBODHM B
BOJe, CrnypTe, alleToHe, XJopodopme. Boanble pacTBopwl mpenapaTa JIETKO
THAPOJH3VIOTCA. '

Mcnbitanns Ha NOAJMMHHOCTb, YHMCTOTY, KOJHUYECTBEHHOE ONpeneseHHe
pernaMenTipyioTcs BpeMendbpiMu MPTY 42 Ne 3163-63.

- bensors¢ — OpHIHHAALHBIN OTeUecTBEHHBIN IipenapaT, OTHOCHTCS K IH-
TOCTATHK&M aJKHJHPYIOUero THIa [AeHCTBUS, NPUMEHACTCAd BHYTPHUBEHHO
Ipd pake fHYHHMKA, MOJOUHOH »KeJe3bl, pake Jerkoro ¢ Mertacrasamu [1].

Bunvekaerca B amnyaax, cofepxamux no 0,024 r crepusbHoOro nopoul-
Ka (cImicok A). '

Mcxoasbin BellecTBOM npu cHHTe3e OGensorada (III) aeagercs Gensa-
mua (1) [2]. BsaumopefictBueM 1 ¢ mstuxsopucteiM dochopoM H Tmocae-
aAywoienn o6paboTKOA NPOAYKTa peakuud BoOAoH [3, 4] UAHM MypaBbHHOM
Kucaotoft |4, 5] moayuyamT auxJgopaHrHapuA  OeHsounaamupochochopHoi
kucjoret (11). BaaumopefictBuem II ¢ 3TUNIeHMMHHOM B OeH30/e B IPHCYT-
CTBHH TpH3TIIIaMHHA CAHTe3upyioT III.

HN__ | CH,
IJPCIs CHg |
CHsCONH, oo CiHiCONHRCH, 3 cﬁﬁscowﬁ@ ‘ )
B R I 0 SR 1§ B \c_H2 2

| 1. Auxaopanruapuy OGensouaamugodocdhopuoit kucaorsl (I1). K cmecn
242 v (0,2 Moa) I n 41,8 r (0,2 Mon) naruxsmopucroro ¢ocdopa OHCTPO
npuausalor 100 Mg GespogHoro OeHzona W HarpesalorT Jo0 50°. Uepes
10—15 MHHYT peakUMOHHYX) MacCy BBIJIHBAIOT Ha IIJIOCKYI0 Tapeaky H
OCTaBJIAT Ha BO3J4yxe Ha 12 vacoB. Kpucraanel npoMBIBAOT XOJOILHOH
BOJAOH 1 cyvuiaT Ha Bosayxe. Bwixom 43,5 r (91,5%), 1. nn. 95—96° (npu
CKOpOCTH HarpeBa 1—3° B MHHYTY). |

2. Jduatunenumup, Oensounnamuaodochopuon xucaorm (IIl). K pac-
tBopy 7,4 t (0,17 Moua) sthaenumuua u 8,7 r (0,08 mos) TpusTHIAMHHA

* TlepecMOTPEHO H OTpenaKTUpoOBaHo ¢ ydacTHeM kaypa. xuM. Hayk T. C. Ca-«
oL OBOIT. t
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s 20 ma GessoxHoro Genszosia npubasasior 6 r (0,026 mom) II B 700 ma
GensoJsa, nepemeunBaioT 3 daca npu 20—25°. Ocamok ruapoxJopujfia TpH=
3THIaMHHa OT(HAbTPOBLIBAIOT U TNPOMLIBAIOT GeH3osoM. Densosbaple pac-
TBOPbl 00beAUHSIOT, YAAPHBAIOT B BaKyyMe, KPHCTA/Jbl OTAEJNSIOT, IPOMbI-

BaIOT OXJaxaeHHbM OeHsonoM H monayuaior 3,9 r (65%) Texmugeckoro 111,

KOTOPBIH IepEeKPHCTANJIH30BHBAIOT U3 GeH30JIa.
~ Ilpn monajaHMKH Ha KOXY M CJAU3HCThie oGosouku II] MoxKeT BHI3BATE.
Na3apaxkeHue. |

HUBY®UH

n-Hurtpodenunosulil a¢gup IAUH-H-6yTHADOCHHHOBOH KHCJIOTHI.
n-O,NC;H,OP(#-C Hy),

|
O |
C.H,,NO,P M. B. 299,30

JKUAKOCTh KeqTOro uBeTa, Oe3 3anaxa, pactsopuMa B Bomxe (1 :3000)
i OpraHuvYecKdux pacrBopuTreasx, T. Kun. 193—196° (1.10-3 mm); 205—206°
(0,2 MmMm); np?0 1,625—1,528, d?°,, 1,131—1,133.

Menbitanng Ha NOAJMHHOCTB, YHCTOTY M KOJHYECTBEHHOe OllpefieseHHe:
peraaMmentupyiores MPTY 42 Ne 3225-64.

HubyduH — opurunabHblii OTeuecTBEHHBI aHTHXOJMHHAICTEPA3HBI{ Ipe-
napar, npuMeHseTcsd MNPH aTOHHAX MYCKYJIATyphl KEeJYI0YHO-KHIIEYHOTO -
TPpaKTa, a TaKxKe B KayecTBe MHUOTHUCCKOTO H NPOTHBOIVIaYKOMATO3HOI'O
CpeACTBa. |

Bemmyckaercs B amnydax no 5 ma 0,033% pactBopa (ans HHBEKUH)
H BO (aakonax no 10 ma 0,0339% pactBopa {rnasHble kanau) (crucox A)..

Cunrtes HuOyYPHHA ocylUecTBJAsieTcsl Mo chaeayiomei cxeme. Ilpu gmeii-
CTBHH TPEXXJOPHCTOTO (ocdopa Ha Oespoanbiii cnupt (I) mnoaywuamor nu-
stivipocopuctyio kucqnotry (II), kotopast, pearupya ¢ H-OYTHAMATHHHOpO-
muaom  (HI), obpasyer aubyrundochdunncryio xuciory (IV) [1]. Tlpu
OKHC.IEHHM II0CJAe[HEeH IePEKHChI0 BOJOPOAa MHoay4daloT aubyruadocduro-
BYIO KuCia0Ty (V). B3aumopehicteue V ¢ nATUXNOPUCTEIM GocdopoM B cpese-
OensoJsia jaert xJopauruapun aubytuiadochunorofi kucaorum (VI), KoTopbiit

¢ n-gutpodenodaom (VII) B npucyTcTBUH TpuU3dTHJIAMHHa ob6pasyer HUbydun.
(VIIT) [2]. ' |
| PCl, | 1-C,H,MgBr H.0,
C-H;OH —— (C,H;0),POH ~-(n-C,Hg)oPOH ——
l [] [1] [V
PCI, n-OHCH ,NO, -
(#-C,Hg)yPOH — (1-C,Hg),PCl Y11 1 0,NC,H,OP(1-C,Hy),
VoI VI VI | .
O O O

. Huatuadochopucras kucaora (I11). K 133 ma (2,28 mMon) 6e3BogHOTG -
cnupra (1) npu temnepartype +2° u nepeMeliMBaHHH O KanjsMm NpHOaB-
astot 105 ¢ (0,76 Mon) Tpexxsopucroro ¢gocdopa. 3areM B Bakyyme IIpH
HEeMpephIBHON I0Jadye 4epe3 KaNHJJsp CYXOro YIJIEKHCJAOTO rasa yAadsgioT’
XJIOPHCTBIE BOJOPOJA, XJODHCTHIH 3THJA U XJOPOKUCH (ocdopa, nocje 4Yero -
BEILCCTBO JABaXAbl NeperoHAwT., Buixog 79 r (75%) II, T. xun. 68—70°
(9—10 mmM), n?p 1,405—1,408.
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2. JAuoyruadochunopas xuciaora (V). K 452 r (1,86 Moa) M&I‘H‘HEBI::D:
.CTPYXKEK, aKTHBHpDOBaHHBIX HojoM, B 600 mna GesBogHoro agupa o KaHJI;EIIs-I
npabasasor 255 r (1,86 mMoxm) H-Opomucroro GyTtuna. K monayuyeHHOMY -
ADH OXJIaXKAEHHH JbJOM H IlepeMelIMBaHH{ B TeueHHe 3 yacos NPHOABJIAIOT

79 r (0,57 mox) II, mocne yero HarpeBatlOT 2 uyaca NpM KHmeHHH 3¢upa.

-Cmech BbnBaloT Ha Jeld (450 r), moakucasaoTr 147 Ma KOHUEHTPHPOBaH-
HOH COJIAHOH KHCJOTH (II0 KOHIO) H /s yJAaJieHHs HOHOB Margmsi no6as-
asioT 95,5 Ma optodocdopBOfi KHCAOTH, a 3aTem 235 Ma ?5 /A BOJAHOTO
-aMMuaxka A0 LIeJOYHOH peakuud. BemaBmMit ocajlok MarHHH-aMMOHHEBOH
cod 0pTooCPOPHOH KHCIOTHl OTQHJILTPOBBIBAIOT, TPOMbBIBAIOT 100 Ma
6eH30q1a, (QUABTPAT YMapUBAlOT B OTKPLITOH YamiKe [0 KpHCTA/JIN3alHH

pacTBOpeHHBIX Heopranmueckux cojefl. ITocle oxnaxieHus OCafOK OTPHIb-.

‘TpoBbIBalOT, npoMbiBaroT 100 Ma GeHsosa, QHJALTDAT CHOBA yIIapUBAIOT.
‘Onepanuio MOBTOPAIT 2—3 pasa A0 NOJHOro yAaJeHHA co.nen.oo -

K ymapennomy pacteopy IV npu TeMmieparype He BbIE O I_IIIOIJ%II’IH; !
(okoqo 0,5 ma) npubasasior 260 ma 30% nepekucn BOAOpOAa. llpuOaBJe
HUe JRJIUTCA oKoJio 2!/ yacoB. Ilo OKOHYUaHHH peaklUH CMecCh OCTaBJAI0T
Ha HOYb, V OTOHIBTPOBBEIBAIOT, PACTBOPAIOT B 85 Ma 3dHDa, acbuprné CJI%H
-OTAENSIOT OT BOAKOTO CJIos H 9dup OTTOHAIOT. [loayyaior 71,2 r (70 %) V.

3. Xuopauruapup subyruagochuHosoit kucaorel (VI1). K pacrsopy
71,2 r (0,4 Moa) V B 350 mMn OensoJsia mpu NepeMelIHBAHHH [OPUHAMH IO
I—2 r mHocat 83,4 r (0,4 moa) Me/TKOpACTEPTOTO NATHXJOPHCTOTO q:nc:c-
.¢popa. TeMmmepaTypy NOAJEPKHUBAT B npejenax 32—34°. PeakilnoHHYIO

— ojpauen
Maccy KumATar 11/, yaca m ynapusaior B BakyyMe (40—50 mMm) c mox |

IOT B BakyyMe,

cyxoro yrJaekucaoro rasa. OeraTok ABaxAbl (pakLHOHHDY

_l'f}o.n-yqa%’r 63 r (809 na V) VI, 1. xun. 142—144° (11 mm), d*9; 1,0296,

!’120]) 1,463. | o
VI — GecuBerHast KHIKOCTb C PE3KHM 3a1axoM, pasjaraerca BOL

'C CHJbHBIM pasorpeBaHHeM, Ha BO3JAYyXe OBICTPO THAPOJH3YeTCa 10 KHCJOTE.

3allassHHbBIX aMmnyJax. ) |
XpaTTn-BHHTpod)eHmmaug apup puOyruagocuHosoit kucaotm (VI

K pacreopy 44,5 r (0,32 mon) VII (r. xum 114°) B 500 ma 6Ge3BoAHOTO

a¢pupa -po6asasior 63 r (0,32 moa) VI u sarem mnpu 20—28° u aHepiipétéﬂiﬁ
‘nepeMeIllHBAHHH BHOCAT PacTBOp 32,1% r (0,32 MoJ) TpHBTHﬂamillEHa B o .
s¢pupa. Harpepator 2 yaca npu 100° u ocTasasioT Ha HOYb. I HADPOXJOP
TPU3THJIAMHHA OTQUILTPOBLIBAOT, npombiBaloT 100 Ma aqrmpa,natjmgﬂgg
pacTBOPbl yNnapHBalOT H OCTaTOKDQ)paKuHOHprmT B BakyyMme. lloayua
68 r (70%) VIII, 1. kun. 206—206° (0,2 MmMm). -

Hu6ydun VIII TokchueH, omacHo nomajaHie B POT HJH HaParéIj]eyveT
kKoxe. Bce pa6ornl ¢ HHM HeoOXOAHMO IIPOH3BOJAHTL B IE€pPUYATKAX. A
.CcOBMOZATh 0COOYIO OCTOPOXKHOCTH NpH (PuiabTpalud 3PHPHOTO pacmpoapsa_
HUGyGhHHA, NpPH BLHICPY3Ke H OUHCTKe amnapaTypel M pasjHBe aMHYIL
‘pywaercst VIII korleHTpHPOBAHHBIM PACTBOPOM MICJIOHH.

¢OCPAKOJ

n-Hurpodennaosplfl 3¢pup AHITHIHOCHOPHON KHCIOTHL
(C,H;0)oP — OC4HNO,-1

J -
0 .
1. B. 275,20
“CioH 1 NOgP . M. B
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CHHOHHMBL: MHHTaKOJI, COJIOIIAYIHUT, *

IIpospaunas MacaauucTas KHAKOCTD  KeJTOBATOTO IBeTa, JIErKo:
PACTBODHMA B CHHpTe, 3¢Hpe, GOH30J€, PACTBOPHMA B BOJe (1:1000),
d¥%, 1,274—1,280, n®p 1,506—1,510. ®ocdakon crabunen B pasbabieH-
HBIX KHCJIOTaX, HO O4YeHb OBICTPO THAPOJH3YETCSH IeJ0YaMH, THCTHIJIHPO-
BaHHas Boxa ¢ pH or.5,0 no 6,0 rugpoansyer <19, npenapata 3a 62 mus.

Menbitauua wa nonsmunaOCTD, HACTOTY M KOJHYECTBEHHOE OIpeleieHHe
pernaMeHTupyiotes MPTY 42 Ne 525-62 (1963, c6. 2, crp. 153).

Dochakoa — akTHBHBIN dHTUXOJIMHICTEPA3HBI Tpenapar, IpUMeHseTCs
B K3a4eCTBE MHOTHYECKOTO M IPOTHBOII2YKOMATO3HOLO CPEeACTBA. |

Brinyckaeres B ckasiakax mo 10 mu pactsopa 1 :5000, 1: 7500, 1: 10000
(cnucok A). | |

- @ochakon (11I) Moxer 6bith moayuen NMpu B3aHMONEHCTBUH A-HUTPO-
QeHOa ¢ XJOPOKHCBIO (octopa B IPHCYTCTBUH KaTaJ/JH3aTopa — XJOPH-
CTOTO KaJ/insl — ¢ nocjaenyomen o6paboTkoit o6pasyroulerocs XJIOPaHTHAPHAA.
7-HUTPOQEHHIPOCHOPHON KHCIOTH STHIOBHIM cruproM [1] Hum ma n-HATPO-
(peHosATa HaTpHA M AuaTHAXJOpdochaTa B aneronutpusie [2]. Onmako
flaubosee ynobeH CHAeAYIOUIME MeTox cHHTe3a III: B3aHMOJEHCTBUEM Tpex-
XJTOPHCTOTO (ochopa €O CIHPTOM MOMYYAIOT AU3THAGOCHOPHCTYIO KHCAOTY:

(I), npu xmaopupoBanum koTopoN obpasyerca austuaxmopdocdar (II).
Hocneaunii ¢ n-uutpogenonom maer 111 [3].

C:H;OH ~—> (C,H;0),POH ——> (C,H,0),PCl

I
I I O

H-HOC3H4N02
. - (CQH:}O)QPOCBHiNOQ-n

I
O 1II

C.u

1. Huatuadocopucras kucaora (1), K 550 r (4 MoJa) Tpexxaopu-
cToro gocdopa npu 0° u nepememimsanuu 3a 2/,—3 uaca pUuOaBJasIOT
253 T (12 mos) 6e3BOAHOrO CIIMPTAa H OCTABJSIOT Ha 15—30 Munyr npu
3TOll TeMneparype. | | | |

2. Ruarnaxaoppocdar (I1). Ioayuennwis ua npeAbaymend craguu |
XJIOPUPYIOT Ta3000pa3HBIM XJIODOM IIDH TeMmeparype (—5) — (+5)° nmo
[TOSBJICHHA HEHCUE3AlOWeH KeJTO-3e/eHOH OKpacKu pacrBopa (4—5 yacos).
OT peaxnuonnoit Maccel B BakyyMe B TeueHHe 6 4acOB OTTSTHBAIOT OCTATKH.
XJOPHCTOrO BOAOPOJA, XJIOPHCTOrO 3THJA M XJopa. 3aTeM Maccy Harpe-
BalOT K0 50° M BLIAEPKHBAIOT IMpH 3TOH TeMIepaType, MoOKa OCTaToO4YHoOe:
llaBJeHHe B CHCTeMe He JocTurHer 20—10 MM, 3aTeM BeLIeCTBO ePEeroHsioT

B Barkyyme. Ioayualor 629 r (91%) II, 1. xun. 93—95° (18 MM).

3. n-Hurpodennnosnit adup austuadochopuoil KucaoTh (I11).- K cme-
cu 227 r (2,14 Mon) 6e3BOJHOrO YrAeKHCJOTO Hatpud, 8,7 r (0,13 mon)
MeQHOro kataJansatopa, 1,5 s Ge3BogHoro amneroHa, 2425 r (1,74 moa)
n-HHTPOMEHOIAa NPH NepPeMellHBAHMH IpPHJAHBAIOT 3a 20—30 MuHyT 300 T
(1,74 mon) II. Peakuuonnyio Maccy kunsitat 4 yaca (59—62°), oxaaxgaoT
1o 20° GUABTPYIOT, ocalok MPOMHBaOT 750 ma auerona. duabTpar u Ipo-
MBIBHOH alleTOH OOBEAHHAIOT M YHApHBAKT B BakyyMe mnpu 20—15 MM #
17—20° K ocratky npusuBaioT | ;1 BOAB, HHXXHHE CJOM OTAENSIOT, TpPO-
MpiBalOT 5% pactBopom coabl (2X1,5 a4 u 1X1 J) 10 HCYE3HOBEHHS XKeJ-

TOTO OKpaLIlBaAHHS MPOMBIBHBIX BOJ, 3aTeM BOJOA (3X1 &), cymar cy.b-
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«paToM HaTpHs N HArpeBalOT B BARyyME (55—60°, 6—I156 Mm) '3—0o 4YacoB TPOBBIBAIOT 1 NPOMBIBAIOT 45 M apHupa, 3(QUPHBI 3KCTPAKT YIapuUBaloT,.

IS yAasieHus CaAe0B dleToHa. [onyuator 373 r (78%) I1I. BEOBb OT(H/IbTPOBHBAIOT XJOPUCTHIH aMMOHHR W HenpopearuapoBaBHIyIo:
(DOC(bBKOJI SABJIAETCH CHJIBHO,H,E?ICTBYIOLU.HM OTPAaBJIAKLILHM Bell1€CTBOM, cepy, OCTaTOK IeperolsioT B- BaKyyMe (]_1,5 MM). Cgﬁupa}o'p CppaKHHEO‘*
npu paGoTe C KOTOPEIM ‘Heo6X0AUMO cOOMI0LATh ocTopoxkHoCcTb. Ilpu He- c T gum 139—137° (48,8 r), KoTopylo OTGHALTPOBHIBAIOT OT XJOPHCTOTO
‘3HAUATEJbHOM OTPABJEHHH PE3KO CYKAIOTCs 3PAukKH, NOJAGPrHBAIOTC BEKH, AMMOHHSI M Ceph, W BHOBb II€PerOHA0T B BaKYyMe. [Tonyuaror. 41,7 1
OpH CHJALHOM OTpPaBJEHHH — PBOTA, Cl1a0OCTh, 3aMe/IJIeHHBI} [yJbc, CMEPTh. (68,1%) 1V, T. KHIL 130—132° (2 MM). -

TlpotuBosiaine — YKOJBl aTPONHHA.

NUPOPOC APMHH

TETpaB’I‘.HJIOBhIfI sthup MOHOTHONMUPOGDOCPOPHOH KHCIAOTHL | L
bup P P | CMelIaHEE STHJOBBI M A-HHTPOGEHH/IOBbI AHSGHD STHIPOCHHHOBOK
(C,H;0)P — O — P(OCsH:)s KUCJOTHI.

(le) é H-NOQCBH4OP(C2H5 )OC2H5

| |
- CgHa0O6PaS | | M. B. 306,26 O |
CiH NO;P | M. B. 259,2

.CunoHuM: docapOuH.
[MogBuxnasg, GeciBeTHass WU CBETJIO-KedTas KHAKOCTL CO cnemndil-

quKHM 3aM1axoM, Xopomo paCTBOPHMa B OpFHHHqECKHX paCTBOpHTeJHX, NiaC.HHHHCTaH HpOBpaqHaH JKUIKOCThE OT 2KEJITOI'O o0 TEMHOIO iiBETA,

170X0 — B BOXe, dog 1,189—1,192, n%p 1,448—1,449. MaJgo pacTBOpHMa B BOJe, JIETKO pacTBopHMa B CIHHPTE, s3dupe u OEH30JE;
WenelTanusi Ha IMOAJHHHOCTb, YHCTOTY, KOJHYECTBEHHOE ONpeeIcHIe dsy 1,255—1,260, n®p 1,5622—1,027.
pernamentupytores MPTY 42 Ne 836-63 (1963, ¢6. 3, cp. 173). | VcnoiTanns Ha NOMJIHHHOCTb, YHCTOTY, KOJUYECTBEHHOE ONpeleICHHE
[InpohoC — OPUTHHAJBHBII OTeYeCTBEHHbIH AHTHXOJUH3CTepas3ublil Tpe- peraamentupytlorest BTY-@ ﬂ\r‘l' 2183-56. ) . .
napaT, NpHMeHseTCA B KauecTBe MHOTHYECKOTO H MPOTHBOTJIAYKOMATO3HOTO APMHH'—'OPHFHHMBHHH OTeueCTBEHHBII AHTHXOJHHICTEpa3HbiM TIpElia-
cpeactBa [1]. paT, NpHMeHseTcs B KayecTBe MHOTHYECKOTO H TIPOTHBOIIaYKOMATO3HOTO
Brinyckaercs Bo ¢uakoHax mo 10 i 0,01% wmacasHOro pactBopa cpejicTBa B BHAe IVIA3HBIX KANC/Ib [1].
(crimcok A). BoimyckaeTcss Bo Qaakonax mo 10 mx 0,019 un 0,005% pacrBopa (cIH-
[Tupodoc obpasyercsi NPH paaumoneticteun  amatuaxiaopdocdara (11) cox A). -
¢ aMMOHMHHON COJbIO AHITHJIOBOrO 3GHpa THOPOCHOPHOI KHCJAOTHI (111) | CnHTe3 apMHHA OCYMIECTB/AIOT H3 rpustuadochura (1), moaydaeMorc
[2, 3]. UcxoAHbIM BeILECTBOM AJs IOJY4CHHS [I u TII s#Basercss AH3THI- IpH B3aUMOACHCTBUHM CHHPTA H TPEXXJOPHCTOIO Gocopa B NPUCYTCTBIH
*_(pOCCbopHCTaﬂ KUCJIOTA (I) -(CTp_ 33), KOTOpasg MpH XJIOpHPOBAHHN JaeT 11, ILI-II\IETI/IH&HI}JH’III& [2—-—4] | IfI3OMGEI’13y}OT C NOMOILBK) HO,H;HCTOFO STHJI?:
'a NpH B3aHMOJE/CTBHH C Ta3oofpasHbiM aMMHAKOM H TOPOMKOO6PA3HOI 5 sTag0BbH 5up THAGochuHOBOH KucaoThl (II), KOTOpHI 06pabOTKON
cepoit — I11. | | NATHXJ0OPHCTEIM GocdopoM B cpelie UETBIPEXXJOPUCTOTO yryepona IIpeBpa-
" HAI0T B XJAOPaHTHAPUI 3TOKCHITHIPOCHHUHOBOH KHCAOTHI (I111), obpasymwo-
Cl, muit ¢ n-putpodenoaom (I1V) apmuu (V) [2]. |
- (CEHﬁO)E'l[DCI PaspaGoTan M JApyroil BapHaHT CHHTE3a apMHHAa: B3aHMOJAEHCTBHEM IIL
. | ¢ f-HUTpOPeHOoNATOM HATPHUA,
(C.H;0),POH—— 1 0  |»(CH0).P—O—POCH;); bogen P
I - i { o CoH! PCI;
NH,,S O r N PCl, -+ C,H,OH — P(OC,H:); —— CoH;P(OCHs)s —> C,H-P(OC,H;)Cl —
: (CEHExO)z}pONH4 IV . “ H |
I ~ I O T O 1
S | | n-OHC;H,NO,
1. TerpaaTHAOBLIA 3GHD MOHOTHOTIHPOGHOCPHPOPHOU KHCJIOTbI (IV). 2706 r | ] Vv H'OQNC6H4OI|T(C2H5)OC2H5
(0,2 moa) 1 (1. KHIL 70—71° npu 10 MM) pacTBOPAIOT B 60 Mg 6e3BOIHOTO O V

-s@upa. K pactsopy npubasasior 6,4 1 (0,2 rpaMM-aToMa) NOpOLKoobpas-
HOW cepbl M IpH NepeMellnBaHuy W TeMieparype 30—33° (BHelIee OXNIAZK-

NeHHe) NPONYCKAlT TOK CYXOTo aMMHaKa no Hacsimenusa (-~ 30 MHIYT). 1. Tpuatnagochur (I). K 2925 r (6,36 MoJs) Ge3BORHOTO CIHPTA,
Pacxonyercs 3,4 r (0,2 mos) aMmuaxa. O6pasopaBiiuilca 111 BbImalaeT | kr (6,36 MoJ) Ge3BORHOrO JMMETHJAHWJIHHA H 2 J s¢upa B TeueHue
B BHIE OesblX MIeJKOBHCTBIX KPHCTAJWJIOB. | 3 yacoB noGapasior 281,5 r (2,12 MoJ) TPEXXJOPHCTOIO docdhopa, nepeme-

Ma6LTok aMmMHaka H aup yraaswor B Bakyyme. K ocTartky npubas- mBaloT 1 yac NpH KOMHATHOH TeMmepaType H 3aTeM 30 MHHYT MIpH KHIIE-
astor 100 Ma Geasoanoro 3GHpa W IPH KOMHATHOW TeMiepaType NOCTEnchuo kM, THApOXJOpHA JAHMETHJAHHAMHA OTQHABTPOBBIBAIOT H IPOMEIBAIOT
npuauBaiot 34,5 r (0,2 mon) II (T. KHIL 86—87° npu 11 MM), mepeMelllliBaoT sdhupoM. DPHpHBIE PACTBOPH YNapHBAIOT, OCTATOK neperoHsOT B BaKyyMe.
6 uacoB JIpH KHIEHHH, OXJaxKAalT, OCafloK X.JIOPHUCTOTO aMMOHHS OTHHIL- [Toavuawr 299 r (85%) I, T. xum. 51—53° (13 mM).
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2. ATUNOBHI 3Hp 3THADOCHUHOBOH KHCAOTH (" 299 | " Besbi ' i 1opoHIOK, 0Oe3 3amaxa, pacTBOPHM B BOJE
h . r (1,8 moa) I, beJblil  KpUCTAJNJAHUECKHH P ) ,
140,56 r (0,9 mon) #oxucroro stHag u 15  [I HaI‘pEBa)IOT 8 qac(oB, no,u,zzep- (1:50), B cnupTe, XJopodopMme H OeH3oJie, TPYAHO pacTBOPHM B aq:mpe .

*KHBAsi yMEpEeHHOe KHIIeHHe DeaKLHOHHOH cMecH. 3aTem OTFOHSAIOT B TeueHHe i ameroHe, T. M1 47—51°
© yacos 6e3 BaKyyMa HOIUCTBHIfI STHJI, NOBBILAS TEMIIEpaTypy B KOHIIE HcnblTadnsg Ha NONJMHHHOCTb, YHCTOTY M KOJHUECTBEHHOE ONPEACJCHHC
OTrOHKH o 142°. KoHew peakuun usoMepusaumy | XOpOIIO Olipefiesercs peraamentupylores [ocpapmaroneeir X (cTp. 223). | |
OPTaHoOJIENTHYECKH M0 OTCYTCTBHIO XapaKTepPHOro 3samaxa L. Otronsiercs Luxknodocdan sBaseTcss aNKHAUPYIOIMM LHTOCTATHUECKMM npenapa-
129,5 v nam 92% B3sTOrO B peakumio fiomHcTOro otana. OcrtaTok mepero- Tonm. OTHOCHTEJbHO MaJjo TOKcuueH. IlpHMeHserca npH JuM¢orpasyJaema-
HAOT mipu 81—82" (11 mm). Ionyuwator 278 r (93%) II. rose, MEMAOCAPKOMe, PETHKYJIOCAPKOME, MHOMECTBEHHOH MHeJOMe, XpOHH-
3. XJIOpaHTHADHJ, 3TOKCHITHADOCHHHOBON KHCHOTH (Itf). K 278 r geckoM JuMdoNeHKo3e, a TaKKe NpH MEJaHOME, paKe AHTHHKOB, pake MO-
(1,677 mon) II B 4 5 GesBogmoro UETBIPEXXJIOPHCTOrO yrJyepoga Mpu Obi- nouHoft Xeseshl, pake aerkoro [1]. -
CTPOM II€PEMEUIMBAHAN L06ABASAIT B Teuenne 14 uacos 3495 r (1,677 mon) Brryckaercs B nopolike mo 0,1 u 0,2 v B CTepHJbHBIX QrakoHaX H B
IATHXJIOPHCTOTO (ocopa, MOAAEpIKUBAST TEMIepaTypy B npejenax 24—29°, ra6aeTkax no 0,05 r (cnucok A). "
Hepes 1 wac uerbipexxJopHcTHil yraepon u o0pa3oBaBIInecs B Mpolecce | VICXONHEIM BelecTBOM B CHHTe3e HuK/IodochaHa CAYKHT AUSTAHONAMHH:
PEAKUHH XJIODOKHCh (ochopa H XAOPHCTHIH 3THI OTFOHAIOT B BaKyyme (I}. BsaumonefictBueM | ¢ THOHHJIXJIODHAOM B cpele XJIQPOQJOPMa ony-
(70—80 mM) B aTmocdepe yraekucioro rasa. OcraTox JBaXIbl Nepero- qal0T THAPOXJODHA AH-(2-xJ0paTHA)-amuHa (11), KOTOpHIM OpH peaxiihi
HI0T B Bakyyme npu 10—12 mwm. Iloaywamor 2045 r (78%) III, 1. kum ¢ XJopokuchio docdopa obpasyer AHXJOPHA N, N'-HH'(2'X”°p3m”)'¢ocqja'__
74—75° (10 mm). A muia (111). TMochentnit NpH B32aUMOLEHCTBHH C 3-aMHHONpPONAHONOM-1 faeT
4. ITUIOBBIL N-HUTPODEHHIOBEI 3thHp aTuadochuHOBON Kucaors (V). N,N-nu- (-xn0paran) -N’,O-IpONKACHOBEIH SQUP AHAMH/LA Do {{IPIIC*
a) 181 r (1,3 Mon) n-murpoderoaa ¢ T. mi. 114 pacteopsitor B 1,5 a1 Ges- NOTHI (V). Tlpu nepemewnBanvyd V ¢ BOJLOH NOJYYalOT MOHOTHAPAT vV (VI).
BonHOro spupa u npubasasior 2045 r (1,3 mon) III. IlepememmuBalor |
40 MHHYT ¢ OXJaXKIeHHeM BOJIOH, 3aTeM, NPOHOJIXK A NepeMelIHBaHyue, Mej- | SOCI, POCI,

- <1enno mpuausawr 1319 r (1,3 moa) TpusTHnamuua, pasfaBJIeHHOTO JABOII-
HbIM KOJHYECTBOM 6e3BORHOTO 3(Hupa, MOALEpKHBAS TeMIEepaTypy B npe-
feaax 26—28°. Ilocne npubGaaenus TPH3TH/IAMHHA PEaKUHOHHYI0O Maccy

HarpeBalOT 30 MHHYT NpH JeTKOM KuneHHH 3¢Hpa. Bhinabmimi; THAPOXJIOPHA HOCH,CH;CH,NH>
TPHITHIAMHHA OTQUJBTPOBHBAIT, a 3UP OTrOHAIOT. OCTAaTOK NMOJBEPralOT ——> (CICH,CH,)oNPCl; g
ABYKpATHOH (paKNHOHHOH pasroHke B BakyyMe. BBHAY CcKIOHHOCTH V [11 I | IV

R Pa3J0KECHHIO OCTATOUHOE JlaBJIeHHe He JOJIKHO NmpeBhmaTh 0,2 MM. B 3ToM | O

<aydae T. kun. V 165—167,5°, IToayuator 206 r (619%) V.

6) K pacrBopy 204,5 r (1,3 moam) III B 2 & GeapomHoro 3¢upa npH
SHEPTUYHOM DA3MEIINBAHHH M TeMIIEpaType He Bbiille 28° mpHGAB/SIOT nop-

auamu no 1—2 r 2093 r (1,3 mMon) 6GesBogHoro N-HATPOQEHONATa HaTpHu4. ./‘/CH?—*—N@\ 0 /CHT——NQ

{lepemelnnBanue IpONOJIKAIOT, [IOKa TeMIepaTypa DEaKHOHHOH MacChl He —s H,C =p—N{CH,CH,Cl), _"Hac\ O=P—N{CH,CH,Cl},-H,O
CHH3UTCSI O KOMHATHOH. XJIODHCTBHIH HAaTpHii OTQHABTPOBBIBAIOT, 3(uUp OT- o —-—0/ “CH.—0

I(‘gi{sg/rg'r,vocmrox neperonslor B Bakyyme npu 0,2 mm. IToayuaror 208 r . T y | SR

| A ' | |

Vv Toxcnqeﬂ,s ero HOHaﬂ;aHHeE POT HJIH HapanMHy Ha KOXe, a TaKxKe |

Ha CJHU3UCTHIE 000JI0YKM onacHo. Bece paGotel ¢ V caeaver BecTH Nbu XO- | | "
pollel BEHTHJSALHKH, B NlepYaTKax. P ’ - 1. 'nApOXJOPHA nu-(2-xanoparua)-amuna (11). K 0,07 ¥r (4’:83 MOJ(I,L
| X/JI0PHCTOrO THOHHJIA B 230 mMJa xJaopodopMa npHOABAAIOT B TEUCHHE o 4aC _
o | npu 37° u mepememusannu cmecs 1051 r (0,1 moxm) IIH 210 ?;opxnﬂc?rlifi’;

o . TlepeMemmnBalOT NpH 3TOH TeMmepaType -eme 1 vac,

HHRIIO®OCPAH | | o ?I?{Z[:}?Haﬂ H }I;JIOPOCDOPM OTTOHSIOT B BAKYyMe, OCaiOK OTQHIbTPOBHBAIOT,
mpoMbiBaloT 50 MJ OXJIaXAEHHOTO XJopodopma H 100 ma anetoHa. Iloay-
N,N-Iu-(2-xnoparun)-N’,O-nponusieHosk apup auamuaa dochopHoi qaior 0,141 kr (79%) II, 7. ma. 209—212". |
KHCJIOTH THIDAT. | - 9. Huxnopun N,N-nu-(2-xnopartua)-gochamuna (I1I). K pacrBopy
' 36 r (0,2 moar) 11 B 50 Ma xaopodopma mpuGasasior 16 r (0,2 mox) nupi-

o | —19° nopuusMu 15 r (0,1 Moa) xJopoKHCH ¢ocdopa, saTeM
B }i{gH? ?ngliwl.w?) anHmea a 15 r (0,1 Mon) xaopokucu ¢ocdopa. Ilocne
| H?C\' O=ZP—N(CH,CH,CY)," H,0 9 4acoB TepeMelIHBAaHHA THAPOXJOPHA NHDHIWHA SKCTPArHpyloT BOAOH
CHy—0 | | (2X50 Mma), xJopodOpMHBIA pacTBop Cymar cyabdaTom Haggjnﬂnﬁ yneag:lle

h patoT B BakyyMe. [Toaydaior 35,4 r (68%) III, T. na. 52—54". lloayd

' ’ nocjie OTAENE-
| | 11 MoxHO NpOBOJHTH B OeHsosie. DeH3OJbHEIM pacTBOP -
CaHysClaNoOP-H,O - M. B. 279,10 HUS CHAPOXJOPHAA MHPHAHHA TPOMBIBAKT 5% pacTBOPOM 6ukapbonara Hat

s nonyue-
CHHOHHMBL: IHKJO(pOChaMH TOKCAH. SHA pusi, cymwar cyibparoM Harpus, (HABTPYIOT H HCHOMBIYIOT A y
- 1 A, LHTOKCaH, SHAOKCAH. i it
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) 3. N,N,-ILu-(2-xaopatua)-N’,O-nponuseHoBuiii 2dhu maMuga dochop-

‘HOH kucaorel raapar (VI). K pactsopy 51,8 1 (0,2¢Mc?n) nIII'B'HAlLO (11:1.;1 (ng]I} Hl. TPOUSBOAHBIE AJHLAKIOB
Jlanerara npubapasior mpu 30—35° 40,5 r (0,4 mon) TpusTumamuHa u 15 T
(0,2 mon) IV B 60 ma sTHsaueraTa, IepeMeilHBAOT | yac, ocajok THApPO-
XJIOpHAa TPHITHIAMHHA OT(QHJIBTPOBEIBAIOT W (HILTPAT YIAPHBAIOT B Ba-
kKyyMme npu 30°. K ocrarky npubasasior 40 JAUCTHJIIMPOBAHHON BO1H, -
SHEPTHIHO NepeMEIUUBAIT B TedeHHe 30 MHHYT u OCTaBAAIOT npH 0— (+5)°
Ha 12 wacos. Ocagox VI oT¢uabTpOBLIBAIOT U PacTBOPSAIOT B 25 MJ 3TH-
Janerata. PacTBop HarpeBalor mo 35°, npuGAaBJSIOT YroJb, OepeMelInBaloT

10—15 munyT, buabTpyioT M duapTpar oxaa 10 7 —9K° - UKJOMPOINAH
1921 (344%) VI, 1. mn. 48—48,5°, azior po —25° Honyuator a _

CH,

7\

H,C——-CH,

C,H, M. B. 42,96

BeciiBeTHbIH ropilouHil ra3 XapakTepHOro 3anaxa, HamoOMHHaIuero 3a-
nax mneTpoJelHoro 3¢Hupa, €AKOr0 BKyCa, XOpOLIO PpacTBOPHM B BOJE
(1:2,85 npu 20°), cnupTte, merpoJeldHOM 3QHpe, xjgopodopme I KHPHBIX
macaax; 1 o napu 0° u 760 MM Becur 1,879 r, 7. kun. —34,5° (760 ny).

KauvecTBeHHBIe B KOJIMUECTBEHHBlEe HCMBITAHHS LHUKJAONPONAHA perJaaMeH-
Tupyiotes I'ochapmaxoneein X {(cTp. 229).

LlukJonponan — akTHBHOE CpPeACTBO JAJS HHTaJSUHOHHOTO - HApKO3a,
IpUMeHsieMoe JJs1 BBOJHOTO M OCHOBHOI'O CaMOCTOATENbHOTO HAapKO3a,
a Tak»Xe B KOMOMHAUHH C APYTHMH HapKOTHKaMH.

Brinyckaercss B CTaJbHBIX II€JbHOTSIHYTHIX 0aJ/10HAX, OKpalleHHBIX B
opaHxKeBblll UBeT H coAepxaux mo 0,5; 1 # 2 4 XKuIKOro UHKIOMPOMNaHa
oJ JAaBJeHHEM O aTM. | |

Huxknonponan (III) Moxer 6uiTh NogayueH H3 Opomucroro atauaa (1)
yepes 1,3-pubpomnponan (I1) uam wu3 xaopucroro aJsauaa (la) uepes
1-xnop-3-6pomnponan (Ila) [1, 2].

HBr Zn
CHgi(:HCHgX —— BTCHQCHQCHQX —
I X=Br - I X=Br |
aX=Cl laX = ClI
CH,
RN
H,C CH,

I1

A. Moayuenne uukaonponana (I111) u3 Opomucroro aaauaa (I)

1. 1,3-Nudopomnponan (k). B cmecs 570 r (4,7 mon) I u 3 r (0,012 moua)
nepekHcH GeH30WJa IPH YJAbTpaHOJETOBOM OCBEUIEHHH IPONYCKAlOT TOK
GPOMHCTOTO BOJOpPOAA ¢ TaKOH cKopocTblo (~ 10 vacoB), yrolwl npouc-
XOLHJO €ro MOJHOe MorJouleHHe, PeaklHOHHYI0 Maccy BBUJIHBAlT B BOAY,
HUKHHA MAacCJSHHCTHIY CJ0H OTAENSIOT, NpoMbiBaloT BoaoH, 109, pactBopom
COIbl M CHOBa BOJOH, CyHIaT XJOPHUCTBIM KaJbLUHeM W neperoHsior. Ppak-
uuio ¢ T. kumn. 150—168° (580 r) npombiBator Boaon, 10Y% pacTsopom coab,

CHOBa BOJOH, CYLIAT XJOPHCTBIM KaJbldeM H BHOBbL neperonswTt. Iloay-
yat 531 r (55,8%) II, T. xum. 165—167°.
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2. Huxaonponan (IH). K cmeén 1,5 g coupta u 150 Mo Boab npubas-

AA10T npn nepememuanuy 1 xr (15,38 Mmos) uHEKOBO# NBLIM, HarpesaloT
ZO KuDeRuss ¥ Npu6aBisioT | kr (4,94 mon) II. Brimeasiomufics po-
Lecce peaxunu lll mponyckaimor uepes TPYOKY C XJODHCTHIM KaJbllHeM WU
KOH/ICHCHDYIOT B JIOBYIIKe, OXJAXIaeMOH CYXHM JbIOM C alleTONOM (—70°).
Brixoa HI (comepxkalnero 18,4% nponuaena) 98%.

b. [loayyensne umkaonponana (lll) M3 XxJopucroro anauaa (la)

1. Tpnmemﬂeﬂxmpﬁpomun (1-xntop-3-6pomnponan) (Ila). Peakmus

TPOBOANTCS AHAJIOTHYHO IogaydeHuio II, 3a HCKIIOUeHHEM OCBENICHHS KBap-
LE€BOU JaMIIOH, KOTOpOe B JaHHOM caydae He TpeGyeTcsi. B cmech 421 r

(55 mon) Ia u 2 r (0,008 mos) nepekucn GeHsouna NpONYCKAalwT XJOPHU-
(;,Ttéu‘;’t lnoﬂopo,u B TeueHHe 8—10 uacos. Iloayuator 700 r (80%) Ila, T. xum.
40—142°,

2. Unknonponan (III). IMonyuenne 111 us Ila mpoBomar Tak e, Kak

H u3 ll. B peakuumio Gepyr 112 ma cumpra, 11 ma BoAwl, 75 r (1,15 mou)
UuHKoBoH mbltk u 60 r (0,37 mon) Ila. daumTenbHocTs peakuum 1 uac.
Beixon 111 (coamepxainero 6,4% nponnnena) 86%. -
Ouncrka nukaonpomana (II). Ouncrky III ocymecTBasioT
HH3KOTeMITepaTYPHOH DAa3rOHKOH Ha HaCaJO4YHOH DPeakKIHOHHOH KOJIOHKE.
IIpenBapnTesibHO KOJOHKY OTKAUHBAIOT GopBaKyyMHBIM HacocoM 0
ocratoyHoro aaeneHHs 1,5-10-2 mm. Ilog ky6 noacrasisior cocyn bpwapa
¢ XKHUAKUM as3oToM. Lluxnonponan (III) w3 6Gannona uepes ocylIMTenbHbIE
TPYOKY € XJIOPHCTHIM KaJIbIHEM H TBEPAOH IIEIOUBIO nocrynaer B Ky6, rae
KOoHAeHcnpyercsl.- HeckonaeHcupoBasuminecs rasel .OTKAYUBAIOTCH HACOCOM.
B To Xe BpeMs xoHAeHcaTop oxsaxnaercs mno —70°. ITocse 3TOro W3 CO-
cyaa Jlploapa yaansioT XUIKHA a30T W BKAIOUAIT [0JOTPEBATeNb. |
-~ Harpyska xomomxu cocraeaser 800—900 Mu/yac. KoJOHKa paboTaer
4 yaca Ge3 orbopa, 3aTeM H3 BepXHeH YacTH KOJOHKH oTOupalor 6—8 i,
yepes 1—2 yaca—4—5 1 u uepes 1—2 waca eme 4—5 a rasa, coepxKa-
mero Gogee Jerydyne npuMecH. ITocie 6—8 udcoB paGoTHl KOJOHKM KOH-
- UenTpauug nponnsiena B III nocruraer 0,1—0,15%. Cpemnnii Beixon 111 c
cogepxkanveM 0,1Y% nponunena cocrasaser 809 Ha HCXOIHBI I, B3aThIi
Anst  peKTHQHKauMH. DPPeKTHBHOCTb KOJOHKH — 30—35 TeOpPeTHYECKHX
- CTyIMeHeH pa3peseHHusl. ' B |
| Huknonponan orxeonmaceH. CMech ero ¢ KHCJOPOAOM HJIH BO3AYXOM
B3PbIBAETCS NPH CONPHKOCHOBEHHH C IVIAMEHEM MWJH ADYIHMH HCTOYHHKAMH,
KOTOpBle MOTYT BbI3BAaThb BoCl/iaMeHeHue, [IpHMeHseTcsi TOJbKO MeaMIUH-
CKHM TI€PCOHAJIOM, MNPOIIEAINHM COOTBETCTBYIOIIHMH HHCTPYKTAXK. XPAHAT B
MpoxJaiHOM MecTe. |

TPAHCAMMH

CyapdaT TpaHC-2-heHUMUKIONPONHAaAMHEA.

N =]
H.CH HNH
| Co "N s *| H,80,

<% ‘:._.&j

Besblii KpHCTaJMJIHYeCKH} MOPOILOK, FTOPEKOrO BKYCa, PACTBOPHM B BOJE,
TPYAHO pacCTBOPHM B 3TUJIOBOM cCHupTe, 3¢upe, aileToHe, GeH3oJje, T. I

- 217—220° (pasn.). -

HcnbiTanus Ha INOAJHHHOCTD, HHCTOTY W KOJIHYECTBCHHOE OlpEeAC/ICHHE .

perjJaMeHTHPYIOTCA BpeMeHHBIMH MPTY 42 Ne 3173-63.
TpancaMus — aKTHBHBI HHTHOHTOD MOHOAMHHOKCHAA3L!, NPUMEHSETCS

[IpH pas3JMYHbBIX BHJaX HAeNpecCHH. |
Breinyckaercs B rtab6aerxkax mo 0,005 r (cnucok bB). -
HMcxoaHpiM coeqnHeHuem B cHHTe3e TpaHcaMmMuua (VIIl) sBasietca cMmech:

1IMC- H TPaHC-H30MEPOB 3THJOBOro 3pupa 2-QpeHHIUHKJIONPONAHKapGOHOBOI

kucaote! (IV) [1, 2], xoTopyio monyuanoT, ucxoia U3 raukokoaa (1) [3, 4].
ITocnenuuii aTepHQHUUPYIOT CMHPTOBHIM DACTBOPOM XJOPHUCTOTO BOJOPOAA,
FHAPOXJIOPH], 3THJIOBOrO 3¢Hpa runkokoJa (lI) npespamaior B BTHJIOIiS_}:IH_
a¢up AuasoykcycHoit kucaotel (III), kortopelii co cruposom jgaer IV. llo-
CJAeJHHH NOJBepralT B3aUMOAEHCTBUIO C THApPAasHUHTHAPATOM, a 00pas3oBaB-
IHYIOCST CMeChb I[HC- M TpaHC-THApPasuAoB ob6paldaTLIBAlOT TaxkHM 00pa3oM,
4TO B KayecTBe OCHOBHOTO NPOAYKTa peakUHH NOAYy4YalT TpaHC-THAPasHA.
2-¢penuanukaonponunkapbonosoit kucaotel (V). Ilocnenrnit ¢ mnOMOIUBIO
HUTPUTa HATPHS TePeBOAAT B a3Uj TPaHC-2-(eHHJIHKIONPONaHKapOOHOBOU
Kucjaothl (VI) v noaBepralor mneperpynnHpoBKe Kﬂypuﬂyca. QSpaaymmHHCH,
TpaHc-2-¢pennanukaonponnaamMun  (VII) ¢ ceproii kucaoroli jgaer VI

[1, 5].

: C2H5OH - | NHN02
NH,CH,COOH ——> NH,CH,COOC;H;-HCl ——>

NQCHCOOCQHS »— CﬁHﬁCH'—'_"_CHCOOCzH5 o

N

1 | . cH, v

NHNOQ

CeH;CH—CHCON,; —>-

CH, V CHy  yp

— B0 M H.CH—CHNH, |
CH.
Vil

CH

=2

2 |
Vil

1. Tuppoxnopup arniosoro agupa ramkokoaa (II). Cmecr 0,5 xr
(6,5 mon) I u 2,6 n Ge3BOJHOro CIHpTA HAarpeBaioT A0 KHNEHHS u Npomy-
CKaloT yYyepe3 Hee B TeyeHHe 4—5 YacOB CYXOH XJODPUCTHIH BOJOPOJ.
PeakuHOHHYI0 MacCcy OXJaxXAalT ¥ ocTaBJalorT Ha 12 gacoB. Ocapox OT-
(OHALTPOBHIBAIOT M MNpPOMBIBAIOT 6e3BoAHbBIM crnupToM (0,3 o). Ilonyuaror
0,78 xr (84,4%) II, 1. na. 139—143° | |
2. Jranoppid adup pmasoykcychoir kucaorel (I1). K cmecn 0,78 xr
(5,6 mom) II, 0,85 n Boxamr u 11 r auerata HaTpusa npu NepeMEINMBAHHH

| u temneparype 0—(+2)° npubasisor 0,45 xr (6,5 MoJ) HUTpUTA HaATPHA,
M. s. 364~’4_7 0,55 n Bgﬂbly 11)4 0,8551 ctupoJsa, 3atem 1,1 g 109% cepHo#i KHCIOTHI B TeYEHHE

30—40 MuHyT npu mepeMelIHBaHMH H TeMmiepatype — 5—(+42)°. Crupoib-
HbIA CJIOH OTHEeNsIOT, a BOAHBIA SKCTpPATHPYIOT CTHPOJIOM (3}(2 n). Ctu-

57 8

(CoHyiN)o- H,SO,

CHHOHUMBI: TPaHHUMIUNIPOMHHCYAb(AT, TapaHar.
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pOJIbHbIEe 3KCTpakTH, cofepxamue III, npomeiBaior 109% pacTBOPOM COAHL
no pH 7,0, npubasasiior 10 r ruapoxunosa, cymar 0,3 Kr cyabgata HATpHA
H [epearT Ha CAeAYIOIYK CTaluio. ‘

[11 oueny 6BHICTPO pasJaraercs  Ha CBETY IIpH INOBLIUEHHOH TeMmIepa-
Type W B NPUCVTCTBUH KHCJIOT. PasiioXeHMe MOXeT IpeTexarb CO B3pbl-
poMm. Ilostomy 111 Hesib3sl TeEperoHsiTh, a XpaHUTb <cjeayeT B TeMHBIX
CKJSIHKAN .B XOJOJHOM MECTe M TOJIbKO B PacTBOpax, KOTopble HEOOXOLUMO
MO BO3MOMHOCTH CKOpee HCIOJb30BaTh. |

3. Jtraosblii adbup 2-eHuauukgonponankapGoroBoii kucaorsl (IV).
Uepes cmece 0,27 Kr ctHpoaa u 3 I THIPOXHHOHA TNPONMYCKAIOT BHICYLICH-

nolii asoT. Ctupoa HarpesaoT Ao 125—130° u mpm mepemellHBaHMM 32

92—21/, uaca npubasasitor 1,55 g pactsopa III B cTHpOJE, [OJYIeHHEOTO :1a
MpeAblAyIlel cTafnd. PeakUHOHHYIO Maccy InepeMellHBaioT 1 dac K mepe-
COHSTIOT B BakyyMme. IToayuator 0,47 kr (44,3%) 1V, 1. kum. 131—132° (10 MM;.

4., Twppasupn TpaHc-2-eHHANMKIONPONAHKAPOOHOBOH KHCAOTHI (V
Cuech 0,47 xr (2,5 moa) IV, 47 ma cnupra u 0,95 kr (18,6 mon) 98% ruxa-
pasHHTHApaTa KHNATAT 4 4aca ¥ BLIAMBAIOT B 3 J1 KUNALIEH BOABI, OXJAXK-
namoT no 1b—17° BbmaBIHH ocaloK OTQPHABTPOBBIBAIOT U INPOMBIBAKOT
pomoit (~ 1,5 a). Toayualor 0,23 xr (52,9%) V, 1. na. 1256—127°, ®uabT-
paT B KOJHYECTBE 4 JI CONEPKUT CMech LMC- H TpaHc- V. Ero HCmonb3yioT
Nas TOJYYEHHs1 JONMOJHUTENbHOT0 KOJHYECTBA TpaHC-U30Mepa, IJsf Uero
cMech THAPASMIOB OMBUIFIOT CEPHOH KHCJOTOM /O CMecH IHC- M TpaHC-2-
denuaLUnKIonponankap6onopsix kucaoT. Ilocieanue mpu 06paboTke THO-
HUJAXJAOPHAOM Aal0T XJIOPAHTHAPHA TpaHc-2-(heHHIIHKIIONPONnaHKapOOHOBOH
KHCJOTHL. [IpH B3aMMOJEHCTBHM XJIODAHTHAPHAZ C 3THJAOBHIM CIHPTOM
obpaszyvercst TpaHc-1V, KOTOpbIfi OMHCAaHHBIM Bhillle 00pa3oM MHpeBpalialoT
B V.

5. Asnpa TpaHc-2-denuauukronponankap6onosoii kucaotol (VI), K cmecu
0,23 xr (1,3 moa) V, 2,3 n Boawl, 0,77 kr (6,5 mon) 31% consHOit KHC/IOTHI
u 92,3 a1 roayona npubasaswor 3a 10—15 munyr npu 0—(+5)° u nepeme-
wupaunn pacrteop 0,11 kr (1,6 mos) wurpura Harpus B 0,35 a1 Boxsl. Ilepeme-
muBawT 5>— 10 MHHYT, OTAEASIOT BOJHBIH CJIOH U 3KCTparupyror ero TOJYyO-
aom (3X1,2 ay. ToayoapHble 3kcTpakThl (5,7 a) cymar (0,8 kr cyiabdara
HATPHSA 1 HCTIOJIB3VIOT HA CJAeAYIOlleH CTaiguu.

VI 6nicTpo pasnaraercsi NOA AefCTBHeM CBeTa, TeMNepaTyphl, KHCJAOT
i Boabl. Ero ciaegyer XpaHHTh B TeMHBIX CKJAAHKAaX B XOJOJKHOM MecCTe
B pacTBOpax M HCHOJb30BAaTh BO3MOXKHO OBICTpEe.

6. Cyabthar Tpauc-2-pexunuuxkaonponunamuna (VIIL). 5,7 g Tonyons-
goro pacrteopa VI marpeBaiotr Ha BojdgHo#l Game po 82—90° npu sToMm
HauMHaeT BLIZEJAThCS a30T. HarpeBanuwe TpeKpallaloT H BO30OHOBJAIOT,
Korjga BbideJeHHe a30Ta YyMeHbIIaeTcs, He JONycKas Ipd 3TOM TeMmepa-
Typul Bhime 100°. Tlocne okoxuaHusi peakiuu (20—25 MHHYT) npHOaBJAg0T
npu 85° 0,88 xr (7,4 moa) 319 coasHOH KHCJIOTH, Maccy ObICTpO OXJax-
nalor a0 18—20°, TONYONLHBIH CJIO# OTAENAIOT H IPOMHIBAIOT BOJOH
(20,5 a). K of’belrHeHHRM BOJAHBIM PacTBOpaM NPHOABJSIOT 1 J1 TOJAYO.1a
1 mpu 0— (+10)° B Teuenne 50—60 munyr npuausaoT 1,8 1 40% pacTBOpa
enKoro KaJau. ToayoJbHBIL CJA0H OTAENSAI0T, a BOLHBIH 3KCTParupyroT TO-
ayosaoM (3% 1 a). ToayoabHble 3KCTPakThi OOBEAHHANIT, ONPEACJAOT B HUX
comepxanne VII i no6asnsior 90% ot Heo6X0AHMOro KOJHUYECTBA (~0,47 n
una 4,7 mon) 2 H. cepHoit kxucioTh. Ocalok OTQHALTPOBBIBAIOT, BHICYIUH-
palor npi 100°, kunsitar 5—10 muHyr npu nepememuBanun ¢ 0,55 o1 Ges-
ROJAHOTO CHHpPTa H OTQHALTPOBBIBAIOT B ropsdeM cocTosiHHH. Ilosyuator
0,12 xr VIII. BoaHO-TONYOMbHBIH (QHALTPAT, MOJYYEHHBIH IPH BbIAC/IEHUH
VIll, pasmeasior. Boaublii caoii ynapusaior B Bakyyme. Cyxoif ocTaTtox
o6pabatnpaior 0,2 ;1 6e3BOJHOrO CIHPTA, KAK ONHCAHO BHILIE, [TonyuatwTt
gononunteasno 30 r VIII. O6mmuit Buixox 0,15 xr (63%).
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METNIAHHUT

MertuacyabdomeTuaatr P-AN3THIAMHHO3THIOBOTO spupa 1-(QEeHUIUHK/IO-
nentrafd-l-kap6OHOBOH KHCJOTHI. .

P

Cil,—CH,  CeHs
ﬁ\ / . @
/C\ SO,CH,

D
- CH,

| 1

CooHaaNOgS | M. B. 415,54

CHHOHHUM: MEpPNAHHUT. “ |
Besblii CHFPOCKOMHYECKHH KPUCTAIHACCKIH [OPOLIOK, XOpOIO pacT-

| 1. na. 70—71°.
Bopnﬂiﬁ;ﬂaﬁgﬁf’—— OpUTHHAIbHBIH OTEeueCTBCHHBIH npenapar, oKa3biBaeT ak-
THBHOE IepudepHUecKoe XOJNHOMUTHUECKOe NeHCTBHE, TNPHMCHACTCH népn
crazMax TAafKofl MYCKyJaTypbi BHYTPEHHHX OpraHos, NpH fA3BCHHOH oe-
JAe3HH KeJy/lka H ABeHaALATHNEePCTHOH KHUIKH, TpH 6poHXHAJNbHOH aCTME.

Brinyckaercst B aMNy/ax fo 2 ma 29 pacrBopa (CMHCOK A).
cexXOAHBIM BELLeCTBOM B CHHTE3e MenaHuTa aBAcTCs TeTparuapodypan

(1), KoTopbll TpH B3aUMOLEfICTBHH ¢ OPOMHCTOBOLOPOAHON KHCJIOTOH 0%};3:
ayer 1,4-au6pomOyTan .(I1). BewectBo 11 npu peaxiluu ¢ unaﬂncmmm -
3{jioM B NPHCYTCTBHH €IKOro Hatpa Aact HUTPHJ l-q)eﬂmuum?nec s,ae
1-kap6oHOBOH KHCJIOTH (I11), oMmblieHHeM KOTOpOTO B Iill\?ﬂ()lll}\l})lrl ﬁp_ e
MoJy4aloT 1-(peHm1uHmoneHTaH-l-Kapﬁ_oﬂoaym kucaory (1V). c P-n :
STHAAMHHOSTHIXAOPHAOM B HPHCYTCTBHH CAKOTO HaTpa fﬂpeep%maemﬁ’rh{
ﬁ-nuamﬂamnﬂoamﬂo_smﬁ' 3PUp l-@eHHﬂuHmoneHTaH-l-Kapoomaon KHCJ0

(V), Aawouui c nuMeTHJACcyAb(aToM B 3¢pHpe MENAHNUT (VD) [t, 2]

C}_i- '_"‘CH;}BT CH ""_""CHQ CﬁHﬁ .
R N P CallsCHaCN | \(:/ KOH
0O — = A ot
/S 1 SN
CH,—CH, CH,~—CH,Br CHy——CH, CN
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CH,——CH, \COOH CH,—CH,”  COOCH,CH,N{CyHy),
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w "

7N\ .8
% CH;

———

1. 1,4-Ou6pomGyran (11). K 20,4 xr (100.8 mox) 40% 6p?MHCTOBOH0p0H;—
Hofi KHCJOTHl NpPHAMBAIOT [pH nepeMellliBaiini 6 kr (61,2 Monl) cepHOH
gucaoThl (yA. B. 1,84) n 3ateM B Teuchie |1/,—2 uyacos 1,5501@ I(-IQ 54 Moﬁ)e
rerparuapodypana (1), narpesaior 1o xunenust (62—677). aEPEBEE ©
npopodaxalpt 20—23 waca 1o npekpallends KineHns peakuMOHHOH Ma Ci‘fl
apu 105°. Maccy oXJaxaalor, npKHui caoit — 11 — cauBaioT, a BerHHH
SKCTPATHPYIOT AUXJOP3TAHOM (3X 1,5 a). uxJ0p3TaHOBLIC 9KCTPAKTHI
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UcHOBHOM ciof 11 of6beanusior, npombisaor 2,7 a 109 pactsopa GHkap-
Oonarta HaTpHs, 3aTeM BOAOH [0 pH 7,0, cymar XJOpHCTBIM KaJjblUHEM,
JHXJ0DP3TAaH OTrOHAIOT, @ OCTATOK NEPEroHsioT B Bakyyme. [loay4amr 3 Kr
(66%) II, 1. xkun. 85—90° (15 MM). |
| 2. Hurpun l-dpennnuuxionenran-1-kap6onosoit kucaorst (IH). 1,8 kr
(45 mon) eakoro uatpa u 1,64 xr (13,6 mMon) umanuctoro Gensusa mepe-
MeNIMBaKT 10 TeX NOop, N0Ka TeMllepaTypa He CHU3UTca po 20—25°, no6as-
aaT 3a 1/ waca npu 50—55° 3 kr ll, ocraBaaior na 30 MHHYT, 3aTeM
B TeueHMe | vaca moAHUMAOT TeMmnepatypy zo 80—90° W oCTaBAfOT Ha
8—10 uyacoB npu 3ToH Temnepartype. PeakuHOHHYIO Maccy OXJaKAaloT IO
30—35°% npubasasior 1,5 a1 Boabl B L5 4 AUXJ0p3TaHa, NnepeMelidBaloT
15 MHHYT, OTAensIOT AHXJAOPITaHOBBI pactBop 1ll, a Boauo-menouHOH
CJOH 3KCTPArupyloT AuxJaopsTanoM (3X500 Ma). JIHXJ0p3TAHOBBI 3KCT-
PaKT nmpoMbiBalOT BOAOH (3X800 M) 10 HeliTpanbHOR peakuuu M CylIaT
Cyab(atoM HaTpuA. [HX/M0p3TaH OTrOHSIIOT, OCTATOK neperoHaioT. Iloay-
qaior 1,9 kr (80,1%) I, 1. kun. 135—142° (10 mm).

BewecTso pasnpakaer causucTble OGOJOYKH a3 B HOCOTJIOTKH,

3. 1-®enununknonentan-1-kap6onosas xucaora (IV). 19 xr (11,1 MOJI)
HI w 19 a1 20% pactBopa enkoro ka.au narpesalt 10—12 yacoB B asTto-
knase npu 120—140° (nasuaense nosbillaeTcs no 4—7 aTM. 3a cueT Bblje
Jlenna ammuaka). OXJaxXAeHHYI0 MacCy 3KCTParupyloT AHXJOPITAHOM (2 J}
AJisi OTAeJIeHHS] HeOMbBIJIEHHOrO HHTPHJIA M UMHUIA. -

K BoaHOMy pacTBopy KaaHeBo#l conu |-deHmaunkaonentan-1-kap6oHo-
BOH KHCJOTbl npubapasioT npu 20—25° coasHyw kucnory jgo pH 8,0, nepe-
MeWUBAOT ¢ 0.2 Kr ymis, QUAbTPYIOT H NpuBaBAAIOT COMAHYIO KHCAOTY A0
KHC/IOM peaklHH Ha KOHro (~ 3,5 Kkr). Boiaeausiuuiica ocanox IV orduib-
TPOBbLIBAIOT, NPOMDLIBAIOT BOAOH 110G HCUE3HOBEHHH KHUCJOH peakuHd Ha
KoHro u cywar npu 60—70° (IIpn Gosee BbicOKOHl TeMnepaType KHCJOTA
pa3naraetcs.) Ilonyuaior 1.9 kr (909%) 1V. - |
- 4. p-Nustnaamuboatuaosuii agup 1-dennaunkaonenTan-1-kap6oHoBoi
kHcaotet (V). Cmewmnsalor HeGoabliuMu nopunsiMu 1,9 kr (10 mos) V (o
3040 r), 4,24 kr (24,65 mMoJ) ruapoxJopHia B-AHITHIAMHHO3TUJIXJIODH/IA
(mo 60—80 r) u | xr (25 mosa) eaxoro Hatpa (mo 20 r). PeakunoHHyIO
Maccy HarpeBaioT 3a 40 MuHyt Ro 90° u OCTaBAfIIOT NpH NepeMelIHBaHHH
Ha 9—I10 gacoB. Maccy oxaaxaawr go 40—50°, npuansawt 2 g Boabl H
2,0 1 OUXJOp3Tana, AHXJOPITAHOBBLIfI CJ0# OTAEAsIOT, a BOIHBI CMeLlly-
BaloT ¢ 3 a1 10Y% pacTtsopa coanl u 3KcTparupywr AuxJjopatanom (3X0.5 4).
[locne cywku 3xcTpakTa H OTFOHKH PAacTBOPHTE/ sl OCTATOK MepPeroHsIOT
B Bakyyme. [loayuator 2.6 kr (90%) V., 1. kun. 160—165° (3—4 mMm).

5. Metnacyasdomernnar P-AHITHAAMHHOITHAOBOTO 3dHpa 1-pennaymu-

KaoiieHTau-1-kapbonosoit kucaorst (VI). Cmecb V u  auMertuacyabdara
(u36biTox 5%) B 3dupe ocrasasioT Ha 8 uacop npu 15—17°, Bumasuine
KpucTaaibl OT(QUJALTPOBLIBAIOT M INPOMBIBAIOT Ge3BoAHbIM 3¢upoM. [loay-
qalotr VI ¢ Bhixogom 95%.

®EHUJIUH
2-Qenunugnananon-1,3.
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'CHHOHUM: JHHeBaH.
Denble Wau kpemoBaTto-Gesibie KpPHCTANIH, NMOYTH 6e3 3anaxa, MaJgo

pacTBOpHMbl B BONe, T. na. 148—151°,

McnbiTanus Ha NMORJNHMHHOCTD, YHCTOTY M KOJUYECTBEHHOe OlpedeneHue
pernamenTupytotrces 'ocapMakoneeit X (crp. 531).

GeHuNnH — akTHBHbIA aHTHKoaryastut., [lpumensercs nas npoguIak-
THKM H JleueHHs TpoMO030B, TPOMGO(Ie6HTOBR H TpoMOOIMOOMHUECKHX
OCJIOXKHEHHR. |

Brinyckaercss B Tabaetkax mo 0,02 u 0.03 r (cnucok A).

~ @ennann (IV) MoxeT GbiTb CHHTE3HPOBAH H3 GEHUNYKCYCHON KHCHOTH
H ¢ranesoro aurugpuna (I} [1—4]. Onnako .Gosdee yzo6HBIM OKa3aznoch
nosyueHue ero s3anmonenctsuem Gramuna (II) ¢ Gensanbaerunom B npH-
CYTCTBHH MeTHJaTa HaTpug B 3THaauetare [5]. Ofpasyiouylocs HaTpuesylo
cofib 2-¢peHunnnaanauona-1,3 (II1) nefictoueM CcONSHON KUCAOTDI nepeBoasiT
B IV. Heobxoaumblit ansa .cuntesa 11 noaywamor u3 | BoccraHOBaeHHeM
IHHKOM B YKCYCHOH M coJIsiHOH KHcaoTax [6]. | |

Q
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. ®raaua (I1). K cmecu 10,5 kr (100' mon) 35% coasauoit kuenotwl, 13,3 kr

(177 moa) 80% ykcycnohi kucnotel u 3.2 kr (21,6 Mon) | npu nepemeriu-

BaHUH M OXJaaeHnn NobaBasioT B Tedenwe 1!/y wacos 4.8 kr HUHKOBOR
nelid. Peakiuonnyw maccy mnarpesaiotT o 85—90° B Teuenme 1) uacos.
PactBop oxaaxpaior, npubasasior 19 a1 Boabl u ¢uabtpyioT. OuabTpar
HEHTPAJH3YIOT HACHILEHHbIM pacTBopoM coiab (20—25 a) mo pH 4.0—4.5,
BLITIARIIMH  0CaI0K  OTGHHUJALTPOBHIBAIOT H MPOMBIBAIOT BoJok. [Toayuaror
1,67 kr (41,3%) I, 1. na. 70—72°, |

2. 2-Pennwauunanpuon-1,3 (IV). Cmecw 3,35 xr (28,46 moa) II, 15 a
STHJauerarta, 2,650 kr (25 moa) Oensanbiernia W pacTBOpa MeTHJaTa HaT-
pua B MeraHone (17,5 a1 Meranona w 1,75 kr Barpus) xunsaTar 2 uaca
(62—67°), satem mpubaBasiorT Bofy o o6beMa 150 .1, pacTBop o6pabaThl-
BaloT 0,5 Kr yris, QUIBTPYIOT H NpPHOABASIOT pa36aBJeHHON COMSHON KHC-
aothl (1:1) no pH 1,0. BeimaBuinit ocafnok oT¢HALTPOBHBAIOT, NTPOMbLIBAIOT
AMCTHANHPOBAHHOH BONOH H MNEPEKPHCTAJIH30BLIBAIOT 2 pa3a H3 H30M0pO-
nujaosoro cnuprd. [loanyyaror 2,38 kr (41.6%) IV, 1. na. 147—150°,

3* 35



OME®HH
2-OKcuMeTu-2-gennauEgan AHoH-1,3.
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C16H1203 M. B. 252 27

Bse1HO-KeATOBATHII KpUCTaMJHUYeCcKHii MOpOIMOK, Oe3 3amnaxa, He pa-
CTBOPHM B B0Je, pacTBOpUM B CIHpPTe, XJopodopme, alleToHe, fcH3ojMe H

nuokcase, T. na. 157—161° (B npepenax 3°).
Hcenbitauugd Ha f0AJMHHOCTb, YHCTOTY, KOJHUSCTBEHHOE ONpejiesenue

perjgaMeHTHpyIOTesl BpeMeHHbiMu MPTY 42 Ne 3220-04.
| OmedHH — OPHIHHAJLHBIH OTeuecTBEHHbIH aHTHKoOATyJasHT. Ilo CKOPOCTH
HacTyisenus »h@ekTa ¥ NpPOAOJIKHTENbHOCTH AEHCTBHS 3aHHMaeT cpejHee
MOJOXKEHHE MeXKAY AUKYMApUHOM H HEOJHKYMapHHOM,.

Briyckaercs B TaGgerkax no 0,05 r (cmucok A).

Omedun (11) nonyuaor B3ammomeiictsuem 2-pennnungananona-1,3 (I)

¢ GopMaJHHOM NIPH KOMHaTtHo# TeMmepatype [1].

Q

él

N/ H CH,LO
C e

(ljl/ \C5115

0O

I [

2-Okcumerna-2-penuaungananon-1,3 (I1). Cmecs 33,4 xr (412 moa)
37% dopmaauna u 5 Kr (22 mox) 99,6% 1 mepememmnBaroT 6 uacoB npH
18—20° mnocJse Hero OCTABJAAKOT 1a 24 yaca TNpH MEPUOJHUYCCKOM Iepeme-
IWnBaduyd. I oTOUABTPOBLIBAKOT H MEPEKPHCTAJNJIU30BLIBAIOT H3 CHOUPTa
(35 a) c¢ poGasaeusiem B pacTBop | kr opmanuna. BuinabmiHe KpUCTaJIbI
OTGUALTPOBHBAIOT U HPOMBIBAIOT CIUPTOM (2 J) 1 AUCTHJANUPOBAHHON BO-
noit (10 a). Ioayuaor 4,9 xr (86,87%) 1I, 1. na 157—161° (8 npene-

aax 3°).
HUKBAJOH

2,6-Bic- (3-MeTokcH-4-0KCHOSH3UH 1eH ) -LIMKJ/IOT €KCaBOH.

H,CO AN OCH,
HO f}ﬂH?—ﬂY:CH%—l\ -OH
. I —
CogHaeO, M. B. 366 12

CHHOHUMBI: BaHHJOH, NMBAHOH, CHHKOJIHH,

MenkokpucTaanuuecKHi NOPOIIOK APKO-KeJTOro liBera, co ciaabbiM 3a-
MaxoM BaHWJIHMHA, He pacTBOPHMM B BOJe H 3(HUpe, pacTBOPHM B CIUpTe H
xjqopodopme, T. ma. 179—182°

HMcnbiTanns Ha NOANHHHOCTb, YHCTOTY, KOJIHYeCTBEHHOe oOnpejefeHHe
peraaMmeHTHpYyIOTCA BpeMeHHBIMH MPTY 42 No 3082-63.

LlukBasolk cTuMysnupyeT o6pa3oBaHHe M BBIEJEHHE XXKeJuH, TIpHMe-
HAeTCA TNpH XPOHUUECKHX XOJEUHCTHTaX, XOJeUHCToremaTurax, KeJuHoKa-
MEeHHOH OO0JIe3HH. ~ -

Boinyckaercs B apaxe no 0,1 r. |

Cuntes uukBamoua (Il) ocyiuecTBisilOT B3aWMoAelicTBHEM BaHHJIHH
(I) ¢ uukJOrekcaHoHoMm MNpyu NPONYCKaHHK B COUPTOBOH PACTBOpD HX CMECH
ToKa xJopucroro Bogoponaa [1].

> HO- CH=_ _~=CH Q OH

O
[1

2,6-Bbuc-(3-merokcu-4-okcubensnanuaen)-uukaorekcanon  (I). 1,5 «xr
(9,24 moa) I pactsopsitor B 6 a cnupTa; ao6asasior 0,5 xr (5 Mos) LHKJIO-
FeKCAHOHA W NpH MepeMelHBaHHH [IPONYCKAIOT XJMOPHUCTHIH Boxopod. Tem-
mepaTypa Macchl noaHuMaetcs Ao 48—50° macca rycreer, a 3aTeM pesko
MeHsieT OKpacky, nmpuoGperas 3eqaenblfi user. Yepes 10—I12 wacos x peax-
LLHOHHON Macce NMpH NepeMeliMBAHUHM NPHJHBAIOT 3 J BOMABL, uYepe3 1oJa4aca
ocanoxk 11 oTGuALTPOBBIBAIOT, NpoMbiBaloT BoAol Ao pH 7,0 m cymwar npH
80—90°. Cyxoit ocasok (1,6 Kr) pacTBODSIOT Mpu NepeMelINBaHNHN i KHIIe-
HUY B 44 1 cnupra, 3aTeM OTFOHSIOT O J CHHUPTa, IMEPEMELINBAIOT ele
30 MHHYT H ropauufl pactBop GUAbBTPYIOT. Buinasiuit ocafox 11 OTAenfAOT
n npombiatorT cnuprom (3X300 ma). IToayuaor 1,35 xr (74,7%) 11, . nu.

179—182°, |



IV. MPEMNAPATbl APOMATHMYECKOrO PSHIA

¢EHAMHUH

Cyabdart DL-I-Cl)é}{IIJT-Q-ElMHHOHPOITaHa.
[CeH;CH,CH(NH,)CHgls - HoSO,

(CgHi3N)s - HaSO; | | M. B. 368,50

CHHOHHMBL: amdeTaMil, akTeApOoH, OeH3HAPUH, JICHXOTOH, |

Bennii MeJdKOKPHCTANJIHYECKHI NOPOUIOK TOPBKOTO BKyCa, PACTBODHM
B BOJAE€, MaJo pacTBODHM B CHHpTe, HC DACTBOPHM B 3(]Hpe.

VcnbiTauusi Ha NOIJHIHOCTH, YHCTOTY N KOJHUYECTBEHHOe ONpejlesieHue
pernamentupyorcs Iocapmakoneein X (ctp. 522). | |

MdeHaMHH — AKTHBHLIT CTUMYJASTOP [HeHTPAJbHOH HEpBHON CUCTEMEL
[TprumensieTrcs Aas BpeMeHHOTO INOBBIIEHHsT YyMCTBENHOH M (U3NYECKOH pa-
60TCCNOCOBHOCTH, NPY PA3JHYHBIX BULAX AENpeccHd, npu OTpaBJAEHHH Hap-
KOTHKAMH H CHOTBOPHBIMH. '

Bruinyckaetca B tabaerkax mo 0,01 r (cnucox A).

HMcxoanbiM coefuHeHdeM B cHHTe3e (enamuna (IV) aBadercsds MeTHJI-
Geusuakeron (11). HM3secTnn passauunbie MeToan ero noayuenus [1—3],
OJIHAKO HaHJyYillHe pe3yJsbTaThi AAeT HarpeBaHHe (PeHHNYKCYCHOI KHCJTOTHI
(1) ¢ yKCycHBIM aHTHAPHAOM B TIPUCYTCTBHM aulerata watpusa [4, 5]. s
nonyuenust IV moxuo Il Harpematv ¢ (popmaMitiom niau GopMHATOM AMMO-
Husa ¢ obpasosanuem l-dbennn-2-amunonponana (I11) [6. 7]. boaee adhdex-

THBHBIM $§IBJASETCS MeTOA BOCCTaHOBUTeNLHOTO amuHuposaunsa 11 {8, 9].

O6pasyiowmiica 111 peficTBHEeM CHHPTOBOTO pacTBOpa CEPHOH KHCJAOTHl Ie-
peponsiT B 1V.

[lpenapar BBIIYCKAeTCss B BH/JAe palleMaTta, TaK Kak ONTHYeCKHE H30-
Mephl B pallemMaT 006/1a1al0T OAMHAKOBLIM (PU3HOJOTHYECKHM NeHCTBHEM.

(CH.C0):0 NH,;, Hs
CsH;CH,COOH - CeH,CH,COCH; ——>
] CH3zCOONa Il
H,SO,

——> CgH,CH,CH(NHy)CH3 — [CeHaCH2CI{II(NH2)CH3]2'H2504
i1 |

. Meruabeusnakeron (I1). Cmecn 375 kr (368 Moa) yKCYCHOTO aHTHA-
pufa u 5 kr (60,7 Moa) Ge3BofHOro aueTaTa HATPHS HArpeBalOT NMpH KHIME-
HHH 2 baca, npubapasior 12,5 kr (92 mMon) | u KuURATAT npy NepeMeniHBa-
HuH 18—20 uacos. 3aTeM OTrOHSIIOT B BaKyyMe 5 Kr YKCYCHOro amTHIApHAA,
oxnaxaaloT go 60° u nmpubaBasior 20 a1 BoAbpl. PeakiHOHHYIO Maccy Ha-
rpepaior 1/, waca npu 90—100° npudapasior ewe 60 1 BOALI B 3IKCTpa-
rupyior 11 xsopodopmom. K xnopopopmubiM 3xcrpakraM (-~ 20 xr) npH-
Gapastor 17 kr 32—36% pacteopa OucyabpuTa HATpHS, TepeMElIHBAIOT
apa 15—17° 5—6 wacos u ocrapasior na 8—10 wacos. OGpasosasiueecs
SucyabdutTHOoe coennnende [I oTQuAbTPOBHBAIOT H TIATEJBHO NPOMBIBAIOT
xaopoopMoM, 15—17 KT oTMEITOTO GHCYABGHTHOTO coeinienus npubas-
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isoT K cMecH 2,7 g 40% pacrBopa eikoro Harpa 4 9 s BOIbI, HarpeBalot
| yac npm 556—60°, Bepxnuit caoit (7 Kr) mnocne OTCTAUBAHHA OTAENAIOT
p neperousior B Bakyyme. Iloayialor 3,7 xr (29%), 1. kun.- 110—114°
(20 mm). . . - ,

2. DL-1-$Penun-2-amunonponan (III). Harpesaior B aBTOKJaBse /0O
50—55° 0,75 kr (5,58 moa) LI, 1,6 kr (12,68 moa) 12—159% pacTBopa aM-
mMuaka u 0,07 kr HukKeas Pened, HakauuBaloT BOLOPOJ N0 3—5 aTM. H NpoO-
IOJKAlOT HarpesaHue ¢ nepememuBanuem | uac npu 60—65° noaaepxkuBas
napjeide 3—>5 aTM. NOCTOSHHBIM NPUTOKOM Bojopoaa. [locae sasepiuenus
npouecca Maccy oxvsax/aaioT go 25—30° /[AekaHTHPYIOT ¢ KaraausaTtopa H
COBMECTHO ¢ pacTBOpaMu OT [ABYX JpYrux sarpysok ynapusatoT. OcraTok
neperonsator B Bakyyme, [loayuator u3 Tpex 3arpysok 2,12 kr (96%) IIL

3. Cyanar DL-1-gperunn-2-amuvonponana (IV). K 7,5 n cnupra npu
nepeMeiinBanun npubasasitor 0,748 kr (7 moa) 92% cepHoit KHCJOTH,
a 3ateMm pactsop 2 kr (13,34 moa) LIl B 4 & cnupra go pH 7,5—8,0. O6pa-
30BaBlIHiics 0Ccal0K OTQHALTPOBBLIBAT H TUWATEJAbHO NPOMbIBAlOT COHPTOM
(3,5 a1). [Toayuaror 2,46 xr (95%) 1V. |

SPEJPUH TUAPOXJIOPU]L *

luapoxnopun L-(-) -apmpo-l;(pQHHJI-Q_-METHnaMHHonponaHma-1.
CE,HL'}CH — (in—- CH3
| .
OH NHCH,
CIUHIEIFNO'HC]‘_ M. B. 201,70

HCI

BeciiseTHble HroJbuaThie KPHCTa/abl HAH Oesblii KpHCTAJIHYECKHH IO-
POLIOK, TOpbKOro BKyca, 0e3 3anaxa, JIeTKo pacTBOpHMM B BOIe, paCTBODHM
B 95° cnupTe, NpakTHYeCKH He pacTBopum B 3¢upe, T. ma. 216—220°, [a]®
or —33 no —36° (5% BOAHBIA pacTBOp}.

HenbiTauud Ha NOOAJWHHOCTb, YMCTOTY, KOJHYECTBEHHOE ONpe/leJieHHe

.'pEI‘JIaMBHTprIOTCH Fochapmakoneenn X (crp. 267).

[To papmaxojoruueckomy JAeicTBHIO 3deapud O6/H30K K aApeHasHHy,
OH JefCTBYeT MeHee De3KO H MPOAOMKHTENbHO, 3(Q¢QeKkTHBEH NpPH IpHeMe
BHYTpb. OKa3blBaeT CTHMYJUpYlOllee AeHCTBHe Ha LUEHTPa/JbHYIO HEPBHYIO
cucremy. [IpumensieTcss npu OCTPOM CHHXKEHHH apTepHasbHOTO JAaBJjeHHS,
npd GpOHXHAALHOIN acTMe, KOK/olle, KpanHBHHLE, Ba30MOTOPHOM HAacMOpKe,
MOpCKOH OoJsie3HH, MHACTeHHH, MpH OTpaBJEeHHU HAPKOTHKAMH H CHOTBOP-
HbIMH. . I

Boiyckaeres B Tabaerkax no 0,025 ru amnyaax no 1 ma 5% pacrsopa
(cniucok b).
~ Jlo HeiaBHero BpeMeHH 3QeIpHH NOJYy4YaJd HCKAOUHTENbHO H3 IpH-
POJHOrO CbIpbf — pasauuHbiX BHAOB 3¢enprl. Ho HeaocTaTouHble KOJHYE-
cTBa JAMKOpacTtylleii 3¢geApbl, 3amachl KOTOPOH BCe BpeMd COKpallaioTes,
BbI3Ba/JH HEOOXOAUMOCTb pa3paboTKH MeTOA0B MOJYyYeHHS CHHTETHUECKOTrO
sepHHa, NPHTOAHBIX /A MPOMBIUIIEHHOrO HemoJb3oBadud. K Takum Me-
TOAaM cJelyeT OTHECTH MHKpPOOMOJOrHYeCcKoe NoJydeHHe ONTHHECKH aKTHB-
noro 3¢eapuHa u3 OeHsaJbAernia W METOAbl CHHTE3a PaUEMHYECKOTO s3¢pen-
pHHA Ha OCHOBE NPOMHOHOBON KHCJOTbI HJM MOHOXJIOPYKCYCHOH KHCJIOTHI
C MOC/AeYIOUHM jle/leHHeM palleMaTa Ha ONTHYeCKUe H3OMEpDL.

~ * TlepecMOTpEHO H OTPelaKTHPOBAHO C y4HaCTHEM KaHMA. XHM. HaYK M. . Hopo-
XOBOH.
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B paborax no cuntesy sdenpHHa BaxKHOe Mecto 3anuMaioT NPOOJEMb
cTepeoxumun. Moaekyna 1-denus-2-MeTHIaMHHONponanosa-1  6Jaroiaps
HaJH4HI0 JBYX acHMMeTpHYECKHX aTOMOB yIJjepoia CyYLIeCTBYeT -B BHUIE
NIBYX [HacTepeomepoB: adenpuHa (3pHTPO-H30Mep) M nCeBAO3(elpHHA
(Tpeo-usomep). Kakabli H3 AHACTEPEOMEpPOB sABJsAETCA panemMaroM — CO-
CTOHT M3 ABYX ONTHUECKHX H30MEpOB: JeBO- M npasobpauawmomero. ITpu-
POAHBIA aJxanon 3pelpHH SABJSETCA JEBOBpallAIOUKMM 3IPUTPO-H3OMEPOM.

[TosyueHne ONTHYECKH akTupHoro sdejapuna u3 Gensanbmernaa (l)
OCHOBAaHO Ha OHOCHHTe3e JeBoBpamlalouiero ¢enunauetnakapéusoaa (11)
B pe3y/abTaTe -cOpa)KMBAHHA [1aTOKM H caxapa [ApoxXiKaMu B HPHUCYTCTBHH
oensaabaeruga [1, 2]. Ilpouecc 6poxeHHss KOHTPOJHMPYIOT MO H3MEHEHHIO
BeJIHUMHBI ONTHUECKOTO BpallleHHsi peakUHOHHOH Macchl. Ilo okoHuaHHH
6uocunTesa Bblaeasior 30—409% I, koTopblit n0ABepraldT BOCCTAHOBHTE/b-
HOMY MeTH/JaMUHHDOBAHHIO B AMOYTHJIOBOM 3(upe € NJIATHHOBLIM KaTa-
m3atopoM [3]. [Toayuennoe ocHoBanue L-s¢eapuna (111) nepesoaar B rua-
poxJjopun V.

| C6H5CHO — L'CsH:}CHCOCHg—PL'CGHJCH - CHCH:}“"

| | |
1 OH II 1l OH NHCH;,

- L*C5H5CH —— CHCH3' HCI
| |
IV OH NHCH,

HenocTaTkaMu MeTOAa ABJAAIOTCS NpHMeHenne 60IbINX 06beMOB 30HPa,
BbicokHe TpeGoOBaHHA K UHCTOTe OeH3aabjerkia, 3HauyuTe/bHble 3aTpaThbl
NUILEBOro cbipbs (JAJs 1oJyuyeHHust | xr sdeapuna pacxoayercs 9 Kr caxapa,
64 kr maToku, 6 Rr Apoxixei). KpoMme Toro, L-¢peHunanerHikapOuHO/ He-
CTOEK U ero HeoOXOJHMO XPAaHUTh NPHU HHIKHX TeMmnepaTypax.

[ToayyeHue palleMHYecKoro 3deipHHa H3 NPORHOHOBOH KHCJIOTHL (V)
ocymiecTBAAT no caenyloieil cxeme [4]. C nomoubilo TPeXXJOPHCTOrO
docdopa V npespautaor B nponuoHuaxjopug (VI1), us koroporo no peax-
uun Opugens — Kpadrea B cpene Gensosna noayuwaior nponuodenon (VII).
[locreanuntt 6poMupyroT 40 a-Gpommponnogpenona (VIII), xotopeid 6e3 BbI-
IeJleHus AeHCTBHEM MeTH/aMHHA MepeBOAAT B a-MeTHJaMHUHONPONHOPEHOH
(1X). IIpu xaranuTHueckom ruApHpoBanud X ¢ manjalveMm Ha yrie HJH
¢ HukeseM Penes of6pasyercs cMech palleMHUYeCKHX 3¢edpusa (X) u ncesio-
speapuna (XI), u3 Kotopoil X BbIAEAAIOT B BHAe THAPOXJOPHIA {5—8].

CH3C\EI2COOH — CH,CH,COCI - C¢H;COCH,CHy — CgH,COCHBrCH; ~

VI Vil , VIII
H H OH H
| - | |
- CGHE,COCHNHCHE; —> DL‘C6H5C _ C — CH3 + DL""‘"CBH:} C C CH3
‘ | | |
CH, OH NHCH; H NHCH,
X X X1

X menaT Ha ONTHYECKHe M30Mephl, a nceslos3deapHn H30MEPH3YIOT H MO-
Jy4aT AONOJHATeAbHOe KosHuecTBo X. MlesneHue Ha ONTHYECKHE H3OMEDPHI
MOKHO TPOBOAHTBL Takxe Ha cTajiHH aMuHokerona IX, a 3areM, BoccTa-
HaBJHBAs JEBOBpAIIAIOIIMil H30Mep, noayuaTb u3 Hero IV [9].

K uegocTaTKaM MeTOAa CJjeiyeT OTHeCTH MpHMeHeHHe Ae(UUHUTHOMH
B HacToslIlee BPeMs H AOCTATOYHO [JOPOrojl NPONHOHOBOW KHCJ/IOTDHI, a TaKkxe
06pasoBaHHe B mpoliecce MPOH3BOACTBA B KauecTBe MPOMEXYTOUHOro MNpo-
aykta a-6pomkeroda VIII, sBasiomerocs CHJAbHBIM JIAKPHMATOPOM.

[TonyueHue pauemHueckoro sdeapHHa H3 MOHOXJOPYKCYCHOH KHCJOTH
(XI11) wuepe3 BOCCTAHOBHTeJbHOE MeETHJIAMHHMPOBaHHE OCH30UIALCTHIA
(XII) ocyuiecTBAsIeTCs 1O CJeAVIOUIed cXeMe: XJOPYKCYCHYIO KHCJIOTY
(X111} ¢ n-tonyoacyabpamuaom (XIV) B NpUCYTCTBHHM €AKOro Hartpa Hpe-
BpaIlAlOT B N-TOJIYOJACYTbhaMHIOYKCYCHYIO KHCAOTY (XV), KOTODYIO Nepe-
poasit B xJopauruapua (XVI) ¢ tuonuaxgaopuiaom, u aganee XVI Ges Brife-
JeHUs TIpeBpallaloT B NPUCYTCTBHH XJOPHCTOrO aJIOMUHHSA B Q- (1-TONYO]-
cynbthamuno)-anerodenon (XVII). XVII okcHMeTHAMDYIOT # OJYYEHHHIH
a- (n-roayoacvabpamnio) -f-oxcunponnopenon  (XVIIT) rnpespamtaior B
XI1 kunsuennem ¢ 43—469% cepuoi kucaorolt. Buxoa XII —47,1% na mo-
HOXJIOpyKcycHylo Kueaoty [10, 11]. .

CICH,COOH - n-CH,CsH,SO,NH,; — CH;CeH,SO,NHCH,COOH ——>
XIII X1V XV
CoHs CH,O
— CH:C.H,SO,NHCH,COCI ——> C;H;COCH,NHSO,C;H,CH; —>
X VI AICH, X VII
—~ C;H COCHCH,OH — C,H.COCOCH, + CH,C¢H,SO,NH,
| H,
X VIII XII X1V

Benszonaaterua (XII) moasepraioT BOCCTAHOBHTENbHOMY MeTHIaMHHHDO-
BaHHIO M M3 ofpasywouieiics cMecu >deapuna (X) u ncesnoddeipHHa (XT)
spizensiior X B BHe TPYIAHOpAcTBOpHMoro B Boje okcantara (XIX). Ms ma-
TOYHOTO pacTBOpa MOAIle]audBaHHEM €KUM KaJH BBIISJAT X1. B nasm-
HOM cJyuae TpHMeHeHHe €[KOro HaTpa HCKJMIOYeHO, Tak Kak OKcajar HaT-
pHst MioXo pactBopuM B Bone. Ilpu xunsuenud XIX co cnupTOBEIM pac-
TBOPOM XJIOPHCTOrO BOJAOpoAa obpasyerca THIAPOXJOPHA X ¢ BBIXOIOM
okoso 509 Ha GeHaomnaueTtus; Beixon XI cocraBaser 13—159%.

| H H OHH
CH;NHa: Ho | (COOH),
CsH,COCOCH, —~DL-C;H; C—C—CH,+DL-CgH C—C—CH; —
Ni; CH,OH |
XII OH NHCH, H NHCH,
X X1
H H | OlH H
| , |
(DL - CgH C — C — CH,)5- CoH0, -+ (DL-CBHE,E C — CH,),- CoH:0,
| ]
OH WNHCH, H NHCH,
X1X
l HCl . KOH
H H | | OIH 11{
| y ~
DL-C¢H C— C — CH,-HC! DL-CH,C <'3 CH,
. |
OH NHCH, H NHCH,
X -HCl | X1

Ias noayuenus L-adeapuHa palleMuuecKu##t X Ae/T HA ONTHHECKHE

AHTHIOABLI C MOMOLILbIO nH6eH30u/1-0-BUHHOA KHCAOThL (XX). Hdas paspede-
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HHA ucnoas3ytoT X - HC! u natpuesywo coas XX, npn 3ToMm B3 BOAHOro pac-
TBOpa BbiAeNseTcs TPyAHOpacTBOpUMBIA Anbensoun-D-traptpat D-sdeapuna
| (XX1I), a ocrawmnecss B pacTBope conn L-s3denpuna (IV) nocienosaresib-
" HBIM TepeBeJleHHEM B OCHOBaHHe, a 3aTeM B THADPOXJOPHI TpeBpalialoT
B papMakornefiHblil NPOJVKT.

~ HN3 coan XXI perenepupyor xkucaory XX wu D-spenprn (XXII).
[Tocnennuit noasepralT palleMu3lanul parpesanueM ¢ 3THAATOM HaTpUA
npu 190—195°. O6pasywomyocs cMmech panemiueckKHx 3sdeapuna (X) #
- ncepnosdenpuna (X1) pasnensor uepes oxcanathi.

DL-TiceBnoadenpui d30MepuH3yIOT B TeX K€ VCJIOBHAX, B KOTODPHIX

NpoBOAAT paleMusauiio [D-sQeapuHa, B HaHHOM CJaydae TakiKe TNOJAYYaloT
CMech paleMHueckHX 3(QenpuHa H ncesrosdenpuua. Boixog DL-3denpuna
C Y4eTOM IOJYYeHHOTO II0CJe H30MepH3allMu nceBio3(eipHHa COCTaBaAsCT
okos0 50%.

|
OH NHCH, C.H COCCHCOOH
| | XX |
- v | o
D - ((:E,I—L,,(?.H—(‘:H—CHS)2 D - C;H,COOCHCOOH L - CgH.CH—CH—CH,
| | + | HCI
OH NHCH, C,H COOCHCOOH OH NHCH,
XXl Y
lHCl
D ‘CGH;CH — CH - CH3
] .HCI
"OH NHCH,
J NaOH
| D-cﬁH;ﬁH — CH — CH,
|
OH NHCH,
XXI1
l CQH-)ONH |
) ) Y
X X1
CQH }ONE’(
' Y
X X1

[Tonyuenue apeapuna 3 MOHOXJOPYKCYCHOM KHCJOTHI

1. n-Toayoacyasthamuaoykcycuwaa kuciaora (XV). K 13 1 Bonnl npwu
nepeMeliuBanuu npubapagior 6,6 kr (70 Mon) 429, pacrBopa eaxoro HaTpa
1 6,85 kr (40 mon) n-tonyoacyabbhamuna (XIV). Maccy narpesaior go 40°

H K pacTBopy HaTpueBo#t coau X1V npuausatlor pactsop 2,56 kr (26,7 moun)
99.6% wmoHoxaopykceycHo# kucaoTh (XIII) B 3,75 &1 Boaw. Ilocne atoro
cMech HarpesaroT 3 waca npu 90—95° oxsaxpator no 70° mnoakucasiorT
27,5% coasuoit kuchoroit no pH 6,0—7,0 u oxnaxpawr Aanee no 20—25°,

%

BoinaBuine KpucTamibl He BowcAllero B peakunio XIV oTduabTPOBLIBAIOT,
npombiBaioT 4 a1 tensoi (30—35°) Boabl M cymart. Beipeasior 2,5 kr X1V,
7. ma. 137—139°, KOTopbiil HCIOJB3YIOT B HOCJEAYIOWHX 3arpy3kax.

DUABTPAT K HPOMbIBHbIE BOAbI NOAKUCAANT npu 950° CONAAHON KHCJAOTOH
no pH 2,5—3,0 u oxaaxaaor go 20°. Buimasuine xpucraianl XV oTdH/Ib-
TPOBLIBAIOT, MPOMbIBAIOT 2,5 s XOJOAHOA BOABI H Cyluar. [Moayualor 5 Kr
(80% na XIIl) 98,5% XV, 1..na. 139—141°,

2. a-(n-Toayoacyanpamuno)-aneropenon (XVII). K 8 a 6GessoiHoro
Gen3ona npu pasmeinnsanuu npubasasior 4,68 xr (20 mon) 98% XV w
2,84 kr (23,2 moa) 98Y THOHHAXJOPHAA. PeakKUHOHHYI0O Maccy HarpepaioT
45 munyt npu 50° u 30 muHyT Opu 54—56° no mosiHOro pacTBopeHus AV.
Beusouabhbiii pactBop xJaopauruapuaa (XVI) npunusaior B Tedenne l—1l/z
gacoB K cMecH 6,5 ;1 Gespojauoro Gensona u 4,6 kr (39,8 mMon) 98,5Y% X.sopH-
CTOTO aJIOMHHHA, MOAACpXKHBas TeMmrepaTypy He Bbime 25°. Peaxnuos-
HYIO Maccy NepeMELIMBAlOT | uac, 3aTeM I[OCTeNEHHO TIPH 3HEPTHYHOM
gepeMelIMBaHWH BbLAHBAIOT B cMech 2U J1 BOABI M 2 J COJSIHOH KHCJOTHI,
npeaBapuTeabHO oXJaaxaeHnof go 0° Ilpu passnoxeHHH KoMIlJieKca TeMIe-
paTypa He Ao/Kua npesbimaTe 10° Tlocie orTcrausaiidst BOJHBEIA  CJIOH
oTaeastoT, a k cmecd XVII u OGeHzona npuauBalor 25 1 BOALI ¥ OTTOHANOT
6ensoa. Ot pacnaassenHoro XVII oTcachiBalOT 0K0J0 22 J1 BOABI, OCAAOK
npoMblBalOT £ pasa mo 15 a ropaueil Boaw (80—907), nepemewinBas Kax-
Iblil pas B Teuenne 10 MHHYT. K pacn/ias/jeHHOMY OCa[Ky NPHJAHBAIOT 15 J1
ropsiueil BOABl M NPU CAMOOXJaXKAeHHH NepeMElINBaT A0 Hauaja KpHCTal-
AM3aluy; sateM oxJaxjawnTt fo 25—30° ocaaok OTQH/LTPOBLIBAIOT, MPO-
MbIBalOT BojcH (2X10 Jn) Ao OTCYTCTBUst KHCJIOH PCAKUHH Ha KOHIO, XO-
POLIO OTHKHMAIOT U fepeHocAT B pacTBop 0,3 Kr KaJbUHHMPOBAHHOHM COMBI
B 20 a Boabl. [lepememnBaior 30 Muuyr, XVII ordhuabTpoBEIBAIOT, IPOMbI-
BalOT BOJOH M oTxumaior. [lomyyaloT 5,60 Kr CBET/IO-KOPHIHEBOH IACTHI,
cojepxauies 5,2 kr XVII (90% na XV), 1. mL 95—98°, as nocuelylo-
el paboThbl BelleCTBO He NOABEPraloT JaJgbHelRlen QOUHCTKE,

3. a-(n-Toayoacyabhamuno)-f-okcunponnogedon (XVIill), K cmecH
21,5 a 50% wuzonponnaosoro cnupTa, 553 kr nacrol XVII (0,1 kr B mepe-
cuete Ha 100%: 17,5 moa), 0,5 kr (~5 moa) GukapGonarta narpua (pH
cpedbl josxeH ObTh 8,0—8,0) npun mnepeMellMBaHHH npubaBJdOT 2 KT
(35 mon) 37% ¢opmanuna. Maccy sarpesalot 1 4ac npu 59—61°, oxnax-
paloT 40 15° ocalok OTQUALTPOBBIBAIOT, npombiBalor 2,5 4 50% wH3onpo-
nuiaoBoro cnuprta, 2,5 4 soanl, 1 4 10% coafHON KHCJAOTHL H Bojofi. Iloay-
qator 7,3 kr mactel XVIII, conepxaieir 4,65 xr (14,8 mMoa) cyxoro Beile-
crBa, T. IJa. 144—148° (B npedenax 2°). Bblxol TeXHHYECKOTO XVIII
coctasasier 84% na XVII, uan 60,4% Ha MOHOXJOPYKCYCHYIO KHCJOTY.

4. bensounaaunerna (XI). 173 kr (80 moa) 45% cepHOH KHCAOTHI H
3,14 kr nmactol XVIII (B nepecuere Ha 100% — 2 Kr) KunaTAT OpH nepe-
MelunBanuu 10—12 uacos, orrousisi ofpasywomwuiica XII ¢ Bomoi. Iloay-
yaioT 0,765 Kr Texmruueckoro X1l, xOoTOpblit BHICYHIHBAIOT XJOPHCTHIM KaJb-
nuem. Cyxoit X1l neperousitor B Bakyyme. Boixoa 0,73 kr (78% Ha XVIII,
uad 47,19% Ha MOUOXJOPYKCYCHYK) KHCJOTY), T. KHIL 99—101° (12 mM).

5. Okcanar DL-adenpuna (XIX). B aBToknas, cHabxeHHbI OBICTPO-
xonnol Memmadkoi (120 o6/mun), sarpyxaior 1 s merasosaa, 8U6 MJj pac-
TBOpa MeTHJaMHHA B MeTano/e C COoAepXaHHEM MeETHJIAMHHA 0,133 kr
(4,26 Moa1) u 85 r nmacTul Hukejs Penes. ABTOK/MaB HAlOJHSIOT BOLOPOIOM

‘o naBaeHHs 6 aTM. H npu Temneparype 35-—38° M3 MepHHKa npuGaBaSAIOT

B Teyenne 2 uacos 0590 kr (4 moa) 99,3% XIl. Kak ToJbKO AaBjeHHE
CHIH3UTCS A0 3 aTM., BOAOPOJ, MOAKAUHBAKT A0 IepBOHAYAIbHOTO AABJCHHI.

3a Bpems npubasgenus XIll noraoiwaercs NPHMEpHO 50% paccuuTaHHOTO
KoJquuecTBa Bojdopona. I1pofo/KuTesbHOCTb FHAPHPOBAHHS 6—10 uacos.
PeakiHoHuYyK Maccy OTQUALTPOBLIBAIOT OT Karajndatopd, MeTa# OTIO-

43



ns10T. K ocratky npraumbator 2 a1 soabl v npu 55°— 0,2 kr (0,143 xkr 100%,
1,6 Mon) ABYXBOAHOH IlaBeJeBOR KucjaoTol. CMechb nepememuBaloT 20 MHU-
HyT npu 55—65° u | uwac npu 10—I15° XIX orduabTpoBbIBAIOT U NPOMBI-
BaioT Bosoit (3X 130 mua). IlepByio NpOMBIBHYIO BOAY MNPHUCOEAMHSAIOT K Ma-
 TOYHHKY, KOTOpBIil IlepefaloT HA Bblle/eHue ncesaoddenpuna. 3atem XIX
npombigalor MetaHonaoM (3X2560 Mma), oTxumawr mu cywar npu 100° go
nocrosgnoro peca. Iloayuaior 0,4 xkr (47,79% na XII) XIX, 1. na. 240—244°.

Has Boinenenusa DL-nceposdeapruna (XI) BOAHBII MATOUHBLIH PacTBOP
or XIX BMecTe ¢ NepBOH NPOMBIBHOH BOAOK oOpadarniBalor npu 10° u ne-
pemernisanun 0,26 kr 409% eakoro kanau. OcraBaawr Ha | dac npu 5—10°,
BbinaBiiHe  Kpucradasl X1  oTQUALTPOBBIBAXT, NpOMBLIBAIOT  BOAOH
(2X75 Ma) u cywar npu TeMmpepatype He Bbimie 70° Tloaywator 78 r
(13,8% mna XII) XI B BHAe 2KeJTOBATOT0 KPHCTAJNJIHYECKOTO BeLIeCTBaA,
T. na. 105—110°. |

6. Fuapoxaopur DL-adenpuna (X - HCL). Cycnensuio 0,4 kr (0,95 moan)
XIX B 600 Ma cnupra HarpeBalOT npH NepeMelIMBAHUU [0 KHIICHHA W NpH-
6aBJaSIOT pacTBOp XJopHcroro Bojopoza (105 r, 2,87 moa) B 1,1 &1 coupra.
Kunatar 20 mudyt, oxyaxpalotr npd 10° 2 daca, oTQu/bTpOBLIBAIOT BbIAE-
ausmniica X - HCI, npombiBaloT oxgaxaeHHBIM ao 10° cnuptom (2X 100 ma),
- orxuMmaior u cyiar, [loaywalor 337 r (889% na XIiX) X-HCl 1. o
186—188°. ‘ |

CnupToBOH MATOYHHK BMeCTe C IIPOMBIBHBIM CIHPTOM HeHTpPaJH3VIOT
40% pacrBopoM eakoro Kaau ao pH 6,0—7,5 4, He OTGUALTPOBLIBAA 0Ca/lKa,
oTroHAKT cnupT. Ocratok nepeMewmwnBaoTr 30 MUEYT ¢ 550 Ma BOAbI, Hepa-
CTBOPUBLINACA OCAA0OK OT(QU/JbTPOBBLIBAOT, NPOMbLIBAIOT BOAOH (3X70 M)
H saTem MeradHoaoM (3X40 ma). Hoayuatlor 31,5 r XIX, 1. na. 240° xoro-

pbiil npucoeaAnHsa0T K X1X, nosyyeHHOMY paHee.

| Buixog X -HCI ¢ yuetom Bosppauwennoro XIX cocraeaser 95,49 Ha
XIX u 52,5% Ha XII ¢ yueTtoM ncesBAo3(peApHHA, NPEBPALUIEHHOrO NyTeM
p3omepusaunuu B XIX. :

7. OdunoOensoua-D-raprpar D-adeapuna (XXI), K 1,36 a1 Boam mnpubas-
astor 0,34 kr (0,904 moan) aubenzoua-D-puaHOH kucaorthl (XX) u nocre-
NeHHOo NpH nepeMelinBaHuu B TeueHde | yaca npuansawt 0,366 kr (1,82 moua)
20% pacTBOpa €AKOro Hatpa A0 [OJHOIO pacTBOpeHHst KHUCJIOThI, pH pac-
TBOpa Ao/KeH Obitb ~ 6,0. [losyueHHbill -pacTBOp NpHOABJAAIOT B TeuYCHHE
{ yaca npu nepemelwuBaHuW K Harpetomy ao 80° pacreopy 600 r (3 mou)
X -HCI B 1,21 a Boabl. PeakunoHHywo maccy nepemeltHsaior 30 MHHYT NpH
80—90° u 45 muuyr npu 20°. Beinaswne xpuctadaabs XXI oTQHALTPOBHI-
BAIOT, NpoMbiBaloT 2 pa3a BOAOH no 210 mMa u oTkHMaIOT., [IpoMbIBHYIO
BOAY NpUCOeAMHAIOT K QuabTpaty (3,3 /1) H nepefaloT Ha CTALHIO Bbile-
neuus V. IMoayuator 502 r (97,5% na X-HCI) XXI, 1. na. 158—160°,

8. Muapoxaopus L-agenpuna (1V). K 3,3 a1 duabrparta, nosydHeHHoro
nocje Boijenenus XXI, npu nepemewnBanun npubasasior 0,19 kr 42Y% pac-
TBopa eakoro Hatpa Ao pH 13,0, Buigeausieecsa ocHosanue L-3¢eipuna
sKCTparupyloT Gensonom (6X500 mua). bensoabnble a3KCTpakThl 0OBEAHHAIOT
u usBaekatot 1V 2,7 a 3,7% condHoit kucnotel B Tpd npuema (1,5; 0,6
1 0,6 a). :

CoJsiHOKHCNBle  pacTBopbl IV oTAenqiOT W ymapuBalT B BakyyMe
(200—300 MM) jocyxa, NOCTeNeHHO MOAHHMAasi TeMiepaTypy peakUHOHHOH
~Maccol go 100°,

Ocratok [V kumarar c¢ 1,27 a1 cnupra Ao pacteopenusi. PacTBop ku-
natsart 10 MHHYT ¢ 15 r yras 4 QHALTPYHOT TOpPAYHM. ¥ T0Jb [POMbIBAKOT
50 MJ ropsiyero ClHpTa, KOTOPbIH MNPHCOEAHHSIOT K OCHOBHOMY QUJILTpaTy.
duabTpaT oxaaxnalt Ao 15° BbhinasmMe KpucTaaibl [V 0TQHALTPOBHI-
BalOT, NpoMbiBaioT 2 pasa mo 50 Ma oxJaaxjaenworo cnupta. lloayuaior
nepeyiu nopuuio IV, Kotopas cocrasaser ~77% or o6liero sbixoia.
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CHUpTOBO MATOUMMK BMecTe ¢ NPOMBIBHBIM CIHPTOM o6pabaTtbiBaioT
Ipy HArpeBaHHH 5 r Yras, oxaaxjaiot po 20° @QuabTpyloT, Yroab NPOMBI-

paoT 25 ma coupta. Ot ¢uabtpata orrorsor 0,95 a cnupra. Ocrartok

OXJAaXKAAIOT 10 15° H OT(UJIBTPOBLIBAIOT AONOJHHTENbHOE KoJaudecTBo IV,

KOTOPbIH NPOMBIBAIOT 2 pasa no 20 Mj CNHpTa H NPUCOCARHAIOT X [epBOH
nopuuu. IV cywar npu 80° jpo nocrosnnoro Beca. [loayuaior 255 T IV,
T. w1 216—218,5°, [a]p2® —33,1°. Bropuunbii cnupToBCH MarOUHUK ynapH-
BAIOT A0 2/3 o6bema u noayuator 14 r X-HCl ¢ 1. na. 183—195°, koTopbin
nepejaloT Ha pasdeqeHne. Bbixox IV ¢ yueTOM BO3BpALieHHOrO X« HCI co-
cTaBasieT 879 Ha B3ATHIH ansa pasjenenus X - HCL

0. Boipeneune D-agenpuna (XXI1) u perenepaunsa auGeHsoun-D-BHH-
noit kucaotel (XX). K cycneusun 0,502 xr (0,73 mon) XXI B 1,5 4 BOAH
npu 14—15° B rteuenne 15 Muiyr npubasjsioT 310 MJ CONFAHOH KHCJOTHI.
PeaxkllHOHHYIO Maccy nepememnBatoT 30 MHHYT IpH 14—15° BHOCAT B Ka-
4eCTBE «3aTpaBKH» KpHcTadapl XX H nepeMClIHBaHHe NpOROJKalOT elle
4 yaca. Kpucranaudeckuil ocafiok XX OTQUAbTPOBLIBAIOT, NPOMBIBAKOT BO-
noii (3200 ma) u cywar npu 50°, Honaydator 0,24 xr (83% na XXI) 96%

XX, T. nJa. 86—87°, KOTOPYO CHOBA HCHOJIb3YIOT.
K ¢uabTpaTy BMecTe ¢ NDOMBIBHOH BOAOH NpHOABIAT 0,38 xr 42%

pactBopa eakoro nartpa o pH 13,0. Bouieansieeca ocHoBanle D-senpu-
HA SKCTParupyior Genzoqom (6X0,5 a), 6eH30/1 OTTOHSIOT, NOMYHAIOT 0,232 Kr
(93,6% mna XXI) D-s¢eapuna, 1. I 35—38° [a]¥®p+6,5 (B 3TaHoge).
D-3deapuH NepelaioT Ha paleMH3alHio.

10. Pauemusauusi D-sgeapuna (XXIHI). Cmecs 0,12 xr (0,73 wmou)
XXII, 6 r eaxoro sartpa, 120 ma 0e€3BOAHOro CHHpTa U 240 mJa GeH30Ja Ha-
rpeBalOT IIpH IlepeMeliuBaHuH IO 85—90°. 3a I!/;—2 wuaca OTroHseTcH
oKkoso 370 MJ a3eoTpPONHONH CMeCH BojJa — CIUPT — OCH30J. PeakilHOHHYIO
maccy Harpepator 2'/; uaca mpu 195°. OGpasylomuucs InjaB OXJdKAdIoT
no 80° u npuausatot 480 Ma BOABL. K 3MynbCuu npu 60° n nepemeluuBaHuH
npu6apasiior 43 r aBeieBOA KHCJAOTHI, NEPEMEIIHBAOT MPH 60—65" eule
30 MMHYT, OXJaxAaT A0 20° W fnocjae BBUACPKKY B TeUCHHE | uvaca OT-
duaptposbiBalor X1X. Ocapok NpoMbIBAIOT popoit (2X 100 ma), npucoein-
HAS NPOMbBIBHYIO BOAY K (uabTpary, ] pas 50 Mg MeTaHoja u cywat A0
noctosunoro Beca. Iloayuator 84 r XIX, 1. mi1. 243—245°, B3 KOTOpLIX MO
METOAY, OMHCAHHOMY Bbillle, MOXKeT ObITb NOJYHU€HO 76,5 r X - HCIl. lina BHI-
nenennst X1 u3 BOAHOrO MaTO4HMKa ero obpadaThiBalOT TaK Ke, Kak Ha
craguu 5. [Toayuator 32 r DL-nceprosgenpuna, T. ML 116—118°. Bnixoa

XIX —55%, a Boixoa X1 —26,6% na D-apeapu.

ME3ATOH *

I'uapoxaopus DL-1-(m-okcudenus)-2-MeTHAAMHEO3TaHONA,

#-HOCGH,CH(OH)CH,NHCH;- HCI

C,H,,NO,-HCl M. B. 203,67

CuroHuM: (GeHUJIIPPpHH. | U
Beablii UM Gedblil ¢ JETKHM XeJdTOBAaThbiM OTTEHKOM KPHCTAJJHHECKHH

mopoiiox, 6e3 3anaxa, Jerko pacTBOPHM B BOZE, cnupTe H pasbaBneHHbIX
pacTBOpax liesouell W KHCJAOT, He PAacTBOPHM B apupe, 1. na. 141—145"
VichbiTaHus Ha NOAJHHHOCTb, UMCTGTY M KOJH4YECTBeHHOE ONpEeAC/ICHHC

persamentupytorest [ochapmakoneeir X (CTp. 411).

* [lepecMOTpeHO H OTPERAKTHPOBAHO ¢ yYacTHEM KaHA. XHM. naygk M. H. Jo-
POXOBOH,
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Mesaton 6sn30K o feficTBHIO K allpeHadquHy. MeHee akThBeil, Ho 60
jdee croek. Ilpumensietcss 215 NOBbILIEHHA apTepHAJbLHOTO llaBJIEH,HH MnpH
- [OKe W KoJuiance, FMNOTOHHH, st CYXXEHHAl COCYAOB [IpH BOGNAJEHHU CJIH-
BUCTHX 0004a04eK, AJda paculHpenus 3payvKkos. ] -

Boinyckaercs B vopotuke, tabaerkax no 0,01 r 1 B amnyJaax oo | Ma
1% pacrtsopa (cnucok D). | |

Jas npoMbllNCHHOTO TOJYYEHHS M€3aTOHa HCNOJb30BAaJIHCh ABa Me-
TOZA. B 000OMX HCXOAHLIM TNPOAYKTOM CJAYXHUT M-HUTpOaueTo(eHoH, noay-
qaemblil HMTpOBaHHeM auetogesoHa. B pepBoM Meroae 3aMmeHny HUTpO-
Fpyifibl Ha aMHHO- K JaJiee Ha OKCHTpYNIYy OCYLLECTBAAIT B HadaJbHbIX
CTaAUAX CHHTE3a H B KauecTBe M[POMEXKYTOUHOrO [POAYKTAa MNOJAYyualOT H3
M-OKCHaUeTOPEHOHa — yepes M-OeH30HA-OKCHaHeTOPeHOH H M-OeH30HIOKCH-
OpomaueTodedod — #-GeH30HA-OKCHPEHN-A- (METUAOEH3UNAMUHO) -alleTode-
HOH, KOTODbI JAaJjiee [yTeM OMBIi€HHMs H BOCETAHOBJEHHS MpEBpawlaloT B
L-(M-OKCcu(renna) -2-MeTHNIaMUHOITAHO — OCHOBaHMe MmesatoHa [1].

Bo sropom merose, ABJASIOUEMCH NPeAOYTUTENbHBIM, CHHTE3 Me3aTOHA
OCYLIECTBJSAIT 4epe3 OKHCbhb M-HHTPOCTHDPOJA H M-dMHHOMEHHIMETHIAMHHO-
3Tano/1, a 3aMeHy aMHHOrPYNNbl Ha OKCH- NPOH3BOAAT HA KOHEYHBIX
cTaausx cuntesa |2, 3]. Ilo stomy wMmeroay wucxoanbli M-HuTpOauerode-
HOH (1) noasepraioT OpOMHPOBAHHIO B Cpefe AMX/AOp3TaHa, a oOpasyio-
WHHCA M-HUTPO-a-OpoManeTopenod (ll) BoccranaBnuBal®T H30MPONHAATOM
AUOMHHHSL 10 M-HHTpOGQeHHAOpoMMeTHaKapOunoaa (I11). M3 mocaeanero
00pabOTKOH BOJAHLIM PACTBOPOM €AKOI0 HATPA MOJAYYAIOT -OKHCb M-HUTPO-
cruposna (1V) [4]. Ilpu B3aumopeiicrsun IV ¢ Meru/1aMHHOM B MeTaHOJe
obpasyercst |-(M-uutpodenun)-2-mernaamMmunostason (V), KOTOpI THADH-
PYIOT BOACLCOAOM Ha/ HuKeJeM PeHea, a noayuyeHnbifl l-(M—aMHHOt:be?
HHJI) -2-MeTuaaM#H09TaHoa  (VI) AnasoTupyoT ¢ noclefyluUuM HarpeBa-
HUEM DacTscpa COJIH AHa30HHg H noayudawor l-(m-oxcudennn)-2-metunamy-
Ho2Tenoa (Vi) — ochosanne me3artona. [daa npespawtenna VII s mesartoH

(VIil) npumeisoT pacTBOp XJA0pUCTOro BOAOpOAa B abCOJIOTHOM H30NpO-
HJAOBOM CHUpTe, .

Brg ‘
M‘OgNCﬁI}LCOCHa r—reiin M—OgNCGH4COQHBBr —
i

[(CH.),CHOJ,Al NaOH
e — M“OQNC5H4CH(OH)CH2BY —_—
(CH,CHOH L1
HQNCHfi
 #-ONCH.CHOHICH,NHCHy —-

e ﬂ'OQNC5H4CH —_ CH2
1V ./
O

H./Ni NaNQO,;, H,S0,, H;0
— - #-H,NCH,CH(OH)CH,NHC =
CH,OH LU Vl) Hs e |

| NH;
— M*HOCSHiCH(OH)CHzNHCHs -1/,H,SO, _"_3)

HCJ

— f.a-HOCﬁHﬂ,‘CH(C)H\)/'i_“..lhl-_,:;.\H—ICH3 — #-HOCH,CH(OH)CHy;NHCH; - HCI
Vil

1. M—i!mpo-a-ﬁpomauerodaeﬂon (IT1). 60 n GessomHoro auxJjopsTana H
25 Kr &0.101 MOJ) M-HHTpOAUCTOPECHOHA HarpeBalT NPH pas3sMelLUBaHHH L0
30—40° u pocrenedno npuausalor 23,5 kr (0,149 Moa) Opoma. Buauase
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npr6asasior 200 Mg GpoMa ¥ MEPEMElIHBAIOT D5 MHHYT. Ecnun 6poMupoBa-
HHe He HACTYIaeT, FOTOBSAT «3aTPaBKy» W NPHOAaBAAIOT €€ K PEeaKUHOHHON
macce. Jlns npHTOTOBAENHSI «3aTpaBKH» HeGOIbIIOE KOJMHYECTBO M-HHUTPO-
anerodeHona PacTBOPSIOT B AHMXJopaTaHe, NpHOABAFIOT HECKOAbKO MHJIJIH-
nutpoB Gpoma u HarpeaioT. Ilpovcxonnt ofecusednBanue pacTBOpa H BbI-
nenenve 6Gpomucrtoro Bogopoia. OfecnewnB Haualo peaklHWH. OPOAOMKAIOT
mocTenennoe npuGaBaeHte 6HpoMa K peaKilnoHKoil macce B Teuenue 1'/p—2 ya-
coB npu 35—40°. 3aTeM NONOJHUTENbHO NEPeMEUIHBAIOT MACCy TpH 3TOH
Temnepatype 30 MHHYT H OTTOHSIIOT NUXJIOP3TAH B BaKyyMe (200—300 mm)
npn 60—70°. Ocratox kunsitat 30 munyt co 100 n abcomornoro H30MpO-
MHJIOBOTO CNIHPTA W NOCTENEeHHO OXJaXJAaKT NpH NepeMeiHBanin 10 10—15°,
PR 3TOH TeMnepaType OCTaBJsIOT na 2 vaca. Buoinaemuft ocanok oTdH/b-
TPOBBIBAIOT, NMPOMBIBAIOT 5 71 H30NPONHJAOBOTO cnHpTa H BLICYIUHBAIOT.
[Mosyuator 28 kr I1, 7. ma. 89—92°.

OT CnUpTOBBIX MATOYHBIX PaCTBOPOB OTFOHAIOT CTMHPT 1O /= mepBoOHa-
qanLEOro O6beMa, OCTATOK OXJAaK1aloT, oTgmabTpoBbIBAalOT ocamok Il #
ApOMBIBAIOT. ero | 1 aGComOTHOTO H30NPONUAOBOrO  CIHpTA. [TonyuaioT
ponoanutensio 1,5 kr 1I, 1. na 88-—90°. O6uwmin Buixox I1—2,5 Kr
(80% Ha n. ) '

2. m-Hurpodenunbpommernakapbunon (I111). K 92 n pacTsopa u3onpo-
MuAaTa aJiOMUHHS B W3OMPOMUH/IOBOM CMHPTE., COAepXKallero 3.32 Kr H30-
MpONHJaTa aMOMHHHA (NPUTOTOBJEHHe DACTBOPA M3OMPONKAATa ANOMHHHIA
oM. B cTaThe «JleBOMHIeTHH»), npu 60—70° u nepeMewnmBanun npnbias-
asor 25 kr (0.102 moa) 11 u kunATAT B TeueHHe 3 YacoB. 3aTeM OTTOHSIOT
B BakyyMe (400—500 mm) mpu 60—70° okoso 55 a1 u3onponaHona. OTrouky
BefyT A0 0o6Pa30BaHUS NATOKOOGPA3HOH MaCChI, n3beras NOJHOrC yaaneHud
pacTBOpHTEJs W TieperpeBa 06pa3oBaBlIerocs KOMMIEKCa, HTO MOMCET TpH-
BeCTH K CaMONpPOW3BOJIBHOMY Pa3JjioxKeHHIO. HOCAlleMy XapaKTep B3pbiBa.
OcTaTok noche OTTOHKHW H3OMpOonaHoja OXJaX1atoT He HHUXKe 30—40° n no-
crenenno npuausator 10—12% pacTBop cepHOH KHCAOTH 10 Kucaoi peak-
HHY Ha KOHTO Tax. uToObl TeMrnepaTtypa 0pH MOIKHCACHHU He TTOIHUMANACh
poime 50—55°. PeaklHOHHYI0 Maccy MepeMelllMBalT Npu 3Toi TeMnepaTyvpe
30 MHHVT M TpOBEPSIOT HaAHuHe KHC/MOH peakluH H OTCYTCTBHC TBCPAOH
dasn. [ocsre oxnaxieHWs 10 KOMHATHOR TeMNepaTypbl nobapasior 115 71
Gensona W nepememnpalor 20 MHMRYT, 3aTeM OeH30/bHbIH CJOfi OTAeASIOT,
npoMbiBalOT 3 pasa BOAOH A0 OTCYTCTBHA KHCNOW peakuUun W onpeneasior
B Hem no anaau3y comepxanue I11. Tlonyuaier 135 s 6eH30ALHOTO pacTBOpa,
conepxantero 16—18% IIl, koronblii ucnomb3yer Ha cnenywoiefl crauui.

3. Oxucy m-nurpoctupona (IV). K 135 a1 GeHzonbHnoro pacrTeopa 111,
MONyUeHHOTO Wa MNpelblayuleli craluH, NpubaBasioOT —TpH pazMeuIMBaHHH
48 7 moabl u 95 g 429 pactBopa eakoro HaTpa. CMech HarpesaioT NpH
mepeMewHBanuy Ao 40° W TepeMelIHBAIOT NpH 3TOH TeMnepaTtype 2 wuaca,
oT6Upast MPoGH BOAHOTO CJOSI LNA ONPeNesieHus OCTaTOYHOH ULEJOUH. Peaxk-
IUI0 CUMTAIOT 3aKOHUEHHO, Koraa Ha THTpoBawHe ABYX npol, B3ATBHIX HEPeE3
30 MHUHYT. pacxolayeTcsi OAMHAKOBOE KOJMYECTBO KHCJIOTHL PeakuunonHy!o
Maccy oxaaxkaaioT go 15—20° mpexpainaoT nepeMelBanue o OCTaABAAIOT
s nenenust cnoes Ha 40—60 munyt. Denzoabubli caof 0ToENIOT © MPO-
MBIBAIOT. 3 pa3a BOMAON IO OTCYTCTBHA UIENOYHOW peaklHu Ha ¢enondranent.
OT 6ensonbuoro pactsopa npu 50—60° orronsioT 6Gensojs B BaKyyME
(200—400 mm). HeobGxonvumMo -u3beratb mneperpesa [V (B0O3MOXKHA NoJHMe-
pusauns). Iocae orronkn GeH3ona M0AYHalOT TEXHHUECKYIO OKHCH M-HHTPO-
crupoaa (oxoso 20 Kr), MpeicTaBasioulyio cobofi TeMHO-KOPHUHEBYIO TY-
cTYI0 Maccy, 6e3 KakoH-sn6o o6pabGoTK¥ ee MCIOJAb3YIOT Ha crelylouled
CTaavH. -

4. 1-(m-Hurpodenunn)-2-merunamunosraron (V). 20 xr IV, noJsyueH-
Hofi Ha mpeAblAyluedl crajaud, U 58 s pacTBoOpa 12,9 kr MeTHIaMHHAa B H30-
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IpomanoJe NpH MepeMellNBAHUH IOCTeNEHHO B Tevenue 30—40 MHHYT Ha-
rpeBatoT 10 40—45° npu arofl TeMmepatype BblAepXKHBalOT 2 uaca. [Ipw
9TOM JNaBnenue noanumaetcs ao 1,56 at. Ilocsme Bblaep»ku usonpomnaxods,
COAepXKalUd MeTHJAMHH, OTIOHFOT.

K Texnnyeckomy V, colep:KallleMy CMOJB, H08aBJASIIOT 65 J BOALI H.

NpH nepeMemHBaiuy H Temnepatype 40—45° NOAKHCARIOT COJSHON KHCJO-
Tod no kouro. llepememinBanue npojonxkamor 30 MHHYT H OXJaXAAIOT L0
15——20° Tlpu nepememnBanuy no6asasior okoso 2 a1 42% pacTsopa eIKOro
natpa ao pH 7,5—38,0. IlepeMelunBanue npekpainaioT, BbleJuBIlelics cMoJe
NAalT OTCTOSITbCA. Boanbiii pacTBop ruapoxsopusa V oCTOPOXKHO HEKaHTH-
pyloT # obecuBeunsator 0,6 kr yras npu NepeMellyBanHu B Teuenue 30 Mu-
HYT, QUABTPYIOT, oxJakaaloT Ao 13—I18° u mocTenenHo npu nepeMelyBa-
Hup npubapasior 4 a 429% pacTeBopa €IKOro HaTpa Lo LIEJOYHOH peakiuu
Ha TUMoJ@Tasend. OXaaxaawT cycnensuio po 5—10° uepes 2 uyaca ocanok
OT(UILTPOBLIBAIOT M NPOMBIBAOT 40 J1 BOABI 10 OTCYTCTBHA LIEJOYHOH
peakunn Ha THMoJadTasenH, cywar npu 40—50° Tloayuaior 10 kr (509%
Ha IHI) V, T. na. 94—96°, | |

5. 1-(m-Amunodenna)-2-metunamunoaranoa (VI). 12 xr V, 45 a1 Me-
TaHona M 1,27 Kr nmactel HHUKess PeHest THAPDUPYIOT B 4BTOKJaBe 6 4acoB
npu 25—30° u 10—20 atm. Karaausatop oT¢HALTPOBLIBAIOT, MeTaHOA OTIO-
HAIOT U OcCTaBlliniica VI B BHJe KOPHUHEBON NOJYKPHCTasJIHYECKON MAaCChI
0e3 OUHCTKH HCHOJB3YIOT AAA nmoJydenus VII
| 6. 1-(n-Oxcudpenun)-2-mernnamunosranoa (VII). VI, noayyenneiii Ha
Mpenblaymien craiuy, pacTtsopsiorT B 16—17% cepnoli kucjaoTe, 0XAaXK1a10T
1o 8—9° n waunnawor npubasieHHe pacTBopa 4,17 Kr HATPHTA HATPHS
B 12,7 n Boanl. llpounecc Beayr npun 9—14° B Teuenne 4—6 wacoB, KOHTPO-
JHPYS €ro no HojakpaxmaJbHoi 1npoGe, Ilocne okoHuUaHUs peaxiyuu pacTBOP
COJIH [Ma30HHS TOCTENEeHHO BBIIMBAIOT B HarpeThi g0 95—98° pactsop
[,4 1 92,5% cepHoii kucaoTel B 24 o BoAbl. [lpu stoM npoucxoaut GypHoe
BblAeNieHHe asoTa. llpomecc BeiyT ¢ Takofl CKOPOCTBIO, 4TOOH Temmepa-
Typa peaxkunoHHon Macchl Obita B uHTepBaje 80—98°. Pacrsop coum
JMAa30HUS COXPAHAIOT X0J0AHbIM, [lo okOHUaHMN npubaB/eHHsT pacTBoOpa COJH
ANA30HHA pPEaKUHOHHYIO Maccy KMnaTat 30 MuHyT. KoHeu peakuuu paso-
KeHna onpeaeastorT npoboit ¢ COJSTHOKHCAbIM AuMMeTHJIaHuAnHOM. C 3TOH
leJIbI0 KanJilo pPeakIHOHHOTO PacTBOpa HAHOCAT Ha (QuAbTpOBaJbHYIO OY-
Mary H psaoM HavocdT kKammo 3% pacTBopa COJSIHOKHUC/IOTO AHMETHJAHH-
auna, Tlpu CONMPHKOCHOBEHHH Kamedb He HOJIKHO IOSBJAATBCA OpaHKeBOe
OKpaluuBaHue. -

Jlasee peakllMOHHBIN pacTBOp OXJaxKAalOT 10 7° ¥ HeATPaaH3VIOT 22 KT
Mena no pH 4,0. Ocagox o6pasoBaBluerocss runca oOTQUILTPOBLIBAIOT H
npoMbIBalOT 50 o1 ropsued BoAbl, PUABTPAT U NPOMLIBHBEIE BOJABl KHIATAT
15—20 mMunyr ¢ 1 Xr yrJs, oxJaxAalT 10 KOMHATHOH TEMIEPaTypbl H YroJb
OTPHAbTPOBLIBAIOT. OcBernenHblii pactBop (-~ 180 n) ynapupaloT B Ba-
kKyyMe npu 70—80° o o6bema 30 a1, oxsaxpawr jgo 18—20° npuGasiasior
28 r runpocyabdura u 0,4 kr yras, nepeMeminBaior 30 MHHYT, OXJa)KAalOT
10 5—8° mnepementusalor eite 30 Munyr u GuabTpyioT. Ocanok Ha QUABTPE
IPOMBIBAIOT O J1 BOALL, OxJaxiaeHnoi go 5—8°. K («¢uabTpaTy BMecTe
¢ NpoMbIBHOI Bofo# npu 15—18° npuGaBasior 5 a 259 pacTsopa aMMHaka
JI0 LIeJOUHOH peakUHH Ha (peHoadTanseny u nepeMmemnsator 3 uaca. Ocanox
VII orduALTPOBHBAKT W LPOMEBIBAIOT XOJOAHOH Boao# (2X2 a) u 4 a
OXJaK AeHHOro uszonponugooro cnupra. [loayuarwor 10,3 kr macrw VII, ko-
TOPYK nepekpuctasinzopuBaloT u3 32 a 80% wusomponuaosoro cnmprta
¢ noGasjennem 0,2 xr yras. Pacreop VII ropsauum oTduabTpoBHBAKOT OT
yrJig B npombiBaioT nocsaennuit 0,5 n pactsopuTesd. PHALTPAT OXJaXKAAOT
cHayaJa A0 KOMHAaTHOH TempepaTyphl, a 3aTem o 8—I10° u ocrasasworT npH
9Toii Temnepatype Ha 2 uyaca. Ocajoxk VII orduabTpoBLIBAIOT, MPOMBIBAIOT
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2 n 80% wusonponusoBoro cnupra H Bbhicymwusalot, IToayualor 54 xr (53%
Ha V), VI, 1. na. 152—154°, |

7. Taapoxaopun 1-(m-okckpenna)-2-metunamunosrarena (VII). 5.4 kr
VII, 27 n abcosoTHOrO H30MpONUA0OBOro cnupra u 0.5 Kr yrig varpesamor
po 50—60° u npu nepeMemwBanyy B TeueHHe 15—20 MUHYT NpHOABASIOT
10 KHCJIOH peaklHH Ha KOHro ~ 7,3 J1 pacTBOpa XJOPHCTOTO BOAOpOAa B ab-
COJIIOTHOM H3ONPONHUJIOBOM CIHpPTe, colepxkamlero 168 r/a x10puctoro BOLO-
pona. Peaknuonnyiwo maccy gunatat 15—20 MHHYT ¥ oT¢hHJILTPOBHIBAIOT
yrodb. PuabTpaT OXJaXKAaAKT [0 KOMHATHOH TeMIepaTypel, BHOCST <«3a-
TPaBKy» Me3aTOHA M NMepPHOAHYECKH MNepeMeliuBaloT B TedeHue 12—15 ua-
coB. Ocanok VIII ordhuabTpoBLIBaIOT, NMPOMBIBAIOT 3 1 aBCOTIOTHOTO H30-
[POMXAJNIOBOr0 cnUpTa M BbicywInBaioT. Iloayuator 54 kr (82% mna VII u
17,38% mna I) VIIL |

PETAHOJI

napoxaopun DL-1-(m-okcubenun)-2-3THIaMUHO3TAHOAA.
| #-HOCH,CH(OH)CH,NHC,H; - HCI
CioH1sNO, - HCH | M. 8. 217,70

CuHoHnuM: 3G GOpTHL. -

beablii nay Geablit ¢ KpeMOBBLIM OTTEHKOM KDPHCTaJIHUYeCKH NOPOUICK
0e3 3anaxa, Xopoulo pacTBOPHM B BOJe H CIHUPTE, He PACTBOPUM B AHXJIOD-
aTaHe, xaapodopme u adupe, 7. na. 112—116°

HcnbiTanua Ha nOAJMHHHOCTB, WHCTOTY M KOJHUECTBEHHOe ONpejeseHHe
peraaMeHTHpYIOTCA BpeMeHHBIMH MPTY 42 Ne 3611-68,

Getanosn GaH30K K Me3aTOHY; AEHCTBYET MeHee CHJbHO, HO 6oJjee IIPO-
JOJDKHTEJNbHO HO CPaBHEHHIO ¢ ME3aTOHOM; IpUMEHseTcs 1o TeM Ke IIOo-
KasaTesasM, |

Boeinyckaercst B Tabaerkax no 0,005 r, Bo daaxownax mo 15 ma 0,75%
pacTBOopa H B aMmnynax no 1 ma 1% pacrBopa (cnucok B).

Vcxonnbim coeannenneM B cuntese (eranona (VII) sBasercs oOKHCH
sm-uutpoctupona (I). Ilpn B3aumonmefictBun 1 ¢ THApOXJOPHIOM 3THJAAMHHA
moayyamT |1-(m-nurpodenun)-2-stunamunosranon (II), wotopuifi THApHpO-
BaHHeM ¢ HHKeseMm Penesa npeppaumainT B 1-(m-amuuodenua)-2-3THIaMHHO-
sravon (II1). Tlpm meficteum na II1 HMTpHUTa HATPHs B CEPHOKHCIOH Cpelie
[I0JY4a0T CEPHOKHCAYIO COJIb [IMA30HHUA, KOTOPYIO pasjgaraior ¢ obpasoBa-
HueM cyJabpara |-(m-oxkcudennn)-2-stunamunosranosa (IV). Tocaenguui
C aMMHakoM jJaet ocHoBanue (V), KOTOpOe AeHCTBHEM CIHPTOBOTrO pPacTBOpa
XJIOPHCTOro BojopoAa nepesoasat B VI [1].

C;H;NH,-HCl Ha/Ni
M‘N'02C6H4CHCH2 — ﬁI'N02C6H4CH(OH)CHQNHCQHa —>
NS -
[ O I
| NaNO,
e M'NH2C5H4CH(OH)CH2NHCQH3 —>
0 H.SO,  H,0
NH{-}

—> #-OHCeH CH(OH)CH.NHC,H, +1/,H,S0, —
!

HCl
M-HOCSHEH\(/OH)CHQNHCQHE _— M-H0C6H4CH($H)CH2NHC2H5-HCI
/]

4  3akas No 549 | | 49



1. 1-(x-Hutpodenna)-2-atunamnnosranoa (I1). Cmecy 253,7 r ruapo-
XJIOpHAA 3THJaMHHa, coAepxKallero 145,7 r (1,78 mMos) »THaamMuna, 211 MJ
429% pacTBOpa €IKOro HATpa (3,89 moa), 89 r (0,538 mon) I (cMm. crp. 47)
u 700 mMa cnupTa, HarpesaiOT B aBTOKJaBe A0 02-—507° W OCTaBJAIOT HpH
3Tol TemnepaType Ha 2 waca. Maccy oxsax/aaloT, 06pa3soBaBILHICA XJODH-
CThifi HaTpHil" OTPUALTPOBLIBAIOT K NPOMBIBAIOT cnupToM (2X50 Mma).
GbuabrpaT ynapuBalT, K ocTaTKy npubapasior 620 ma Boast u 50—60 Ma
KOHLUEeHTPUPOBAHHOA COJSIHOH KHCJOTBl A0 KHCACH DEaKkudH Ha KOHro.
[lepememnpanue npopotaxkawr 20—30 munyr ¥ npu -20—30° no6aBnsioT
14—19 ma 429% pacreBopa eakoro Hatpa ao pH 7,9—8,3. Ilocne oTcranBa-
HHA PacTBOpP CJAMBAIOT CO CMOJ, KHIATAT 15—20 MuHYT ¢ 7 T yrJs, oxsax-
natoT, GHABTPYIOT U K OXxJaxiaeHnomy fo 13—18° pacrBopy npu nepeme-
muBauud npubaradior 26 ma 429% pactsopa eaxoro Hatpa xo pH 10.0.
}lepememinsanue npojoskaiT npu 13—18° 2Y/,—3 uaca, nocsae yero ocaiok
OTGUALTPOBLIBAIOT U NPOMBIBAIOT JIEASHOA BOJOH JO OTCYTCTBHSA LLeJIOUHOH
peakiluu no ¢enoadranenny. IToaywaior 97,4 r (86%) II, 1. na 93-—96°.

2. 1-(s-Amunodenna)-2-atunamunoatanoa (ill). 974 r (0,46 wmou)
I1 pacisopsitorT upu HarpeBanun jgo 50° B 600 ma cnupTa. K OXNaxX1€HHOMY
no 30—35° pacteopy npubasasoor 9,5 r BoaHoH mnactet Hukeas Penes H
NpOBOAAT THADMpPOBaHHe L0  fIpeKpallleHus  MorJjoiledus  BOAOpO/A
(29—30.5 n1). Peakuuonnyio maccy oxjaxpaawr go 15—I17° karta/au3atop
OTGHUALTPOBLIBAIOT, (PUALTPAT (IOAKHCASIOT 78 M. KOHUEHTPUPOBAHHOK COJf-
HON KHCJOTH [0 KHCJOf peaklun Ha KOHrO M OTrorsatoT cnupt. UcTaTok
paz6asanaior 500 ma soabl, kKunaTar 10 muuyt ¢ 6 T yras, OXJIaXKAA0T [0
920—25° u ¢uabrpyior. [Moayuennolt pactsop, copepxawuid 102 r (87%)
auruapoxaopuaa [, npuMeHdaOT Ha cllelyIolleHd cTaaAHH.

3. 1-(m-Oxcudennn)-2-atunamurosranon (V). Cmecsr 500 Ma Boaw,
71 ma 92,5% cepuoil kucaoTe ¥ pacrsopa 102 r (0.4 Mous) AMIHAPOXJOpHAS
111, noJy4esHoro Ha Npeiblyllefl CTaAMH, OXJaXAaloT Ao —2° H {Ipy 3TOH
TeMnepaType NOCTENEHHO NpH NepeMelinBaHWH NPHOABARIOT paCTBOp 82T
(0,4 mon) 98,5% HnutpuTa natpus. [lpouecc Ana3oTHPOBAHNA KOHTPOJIHPYIOT
no HoakpaxmadbHoi npobe. [lo oxoHuawHn npubaB/ieHns HHUTPHTa HATPHA
nepemMewnBaloT eule 30 MUHYT, NOCJ]e 4ero Mpu TeMmneparype 90—98° noay-
qeHHBI PAacTBOP MPHJAHBAIOT K 3apaHee MPHTOTOBJEHHOMY PaCTBOPY 10 ma
KOHLeHTpHpoBaHHo#l ceprofi Kucaothl B 170 Ma  Bolbi, HarperoMy [0
05—98°. TNepemewnBanne npu 90—98° npoaomxaior emwe 30 MuuyT. Koner
Da3NOKEHUA COJM JAHA3OHHA KOHTPOJHPYIOT C COMTHOKHCALIM AHMETH/IaHH-
aMHOM. 3aTem pacTsop oxsaxialorT go 60—70° npubasasior 120 r Mena 10
pH 4,0, GuabTPYIOT, yNapuBaioT B BakyyMme /o 00beMa 320 —350 mJ, oxsax-
nator po 15—17°, nepememusaior 30 Munyt ¢ 0,3 r ruapocyabgura v 10 Mu-
ayr ¢ 8 r yras. [locne ¢uabtpausin npH NepeMelINBaHHM H TEMNEPATYDE

18—20° no6asasior 48 ma 259% Boanoro amMmHaka Ao pH 10,0 u nepeme- -

muBaioT npu 10—15° eme 3 uaca. BuinaBiiMil ocasok OTPUJAbTPOBHBAIOT
1 npombiBaloT 120 Ma xonoano# (5°) BOABL [Tonyuator 65 r (78% na lI)
V, T. na. 142—144°,

4. Tuppoxaopun 1-(M-okcugesnn)-2-3TRIAMHHOITAHONA (VI). K cmecn
63 T (0,348 moa) V u 46 ma 6e3BOAHOro cnupta NpH6aBAAIOT 83 MJA CHHD-
TOBOTO pacTBopa XJopHctoro Bosopoza (14,7 T, 0,403 MoJa) 4O KHCJOH
peakuun Ha KoHro. OOpa3oBaBUIHilCs PacTBOP OOECIBEUHBAIOT KUMAUCHACM
B Teuerne 5—10 MHHYT ¢ 4 r yras. Yrojib NPOMBIBAIOT 23 MJA FOpAYEro 6e3-
gojnoro cnupra. K oxaaxaednbM fo 10—15° oObeiHHEHHBIM COHPTORLIM
pacTBOpaM MpH MepeMellHBAHHM [PHJIHBAIOT 920 MJa AHXJ0P3TaHa, BHOCAT
sarpaBky VI, nepememnpalor 1!/, waca m OCTaBAflOT Ha 8—10 uacos npH
0——4°. Ocafok OT(UJALTPOBLIBAIOT H NPOMbIBAIOT 30 MJ AUXJOpITAHA, [Toay-
yaoT 568 r (75%) VI, 1. ma 112—-116°. MaTouHHk YynapuBaioT, OCTaTOK

pazbaBasior 30 MJ BOAb, [10AKHCAAIOT KOHIJ.EHTPHPOBFAHH_OH CEPHOH KHCJO-
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~ n-H,NC4H,CH(OH)CH,NHC,H,

fOHM 110 KOHre H HarpesaltT Jio pacTBOpeHus. Pac:TBop o6eciBeynsaiot
yryieM H THAPOCYJbPHTOM H OCAXIAAKT U3 Hero AobGaBaeHuem 12 ma 259,

BOAHOTO pactBopa ammuaka J18 r V, 1. na 143—144°, % '
s ot _ 4°, O6wuii I_BI::.IXO,&

BAMETAHCYJIb®AT

Cyabdar DL-1-(n-okcudennn)-2-6yTHnaMuHO3TaHOAA.
(r-HOCsH,CH(OH)CH,NHC,Hg), - HySO,

(C12H19N02)2H2804 M. B, 516,66
CHHOHHM: BacKyaar. | |
Beablt uan 6enbifi ¢ KPeMOBBIM OTTEHKOM KPHUCTANJHYECKUH TNOPOUIOK,

6e3 3anaxa, JIerKO pacTBOPHM B BOAE, TPYAHO pacTBOpPUM B CHHpTe, He

pacTBOpPUM B aleTone, xjaopodopme u 3dupe, T. ma. 162—166° (paan.)
(B mpeaenax 2% B 3anafiHHOM Kanuaaspe). - -

Menbitanna Ha NOLJMHHHOCTB, YHCTOTY W KOJNHYCCTBEHHOe ONpejeseHHe
perjlaMeHTHpVIOTCa BpeMeHHbIMH MPTY 42 Ne 3616-68.
bameTancyabdar oka3biBaeT rHMNOTeH3HBHQe AeficTBHe W CHHMaeT cnas-

gb}ﬁ nepudepuyeckux cocynos. Ilpumensiercs npu 3HaapTepuuTax, GoJe3HH
efiHo. $ )

Boinyexkaercs B Tadnetkax no 0,025 r, B amnyaax no 1 ma 5% pactBopa

g 1% BoaHoro pactBopa Bo ¢siakoHax (crnucoxk b).

bamerancynbar noayvaior anajoruuno detanonay [1] u mesarony
[2] u3 okucu n-uurpocruposa (I) n Gyrunamuna [3, 4]. Tipu narpesanun |
(cM. cTp. 61) c ByrunamiHoM Roxayualor 1-(n-uuTpodenun) -2-6yTHIAMHHO-
aranos (II), xoropbiil BOoccTaHaBAMBAOT BOAOPOAOM HaJ huxeJeMm Penes
B Cpelle METWJOBOTO cnHpta Ao l-(n-amuHodenun)-2-6yTuaaMHHO3TaHONA
(I11). HuasotupoBannem cyabdara I1] u nocaegviouinm pasaoxeHueM Aua-
30COeHHeHnsa 10ay4arT 1-(n-okcudenna)-2-6yrunamutosranoa (IV), a u3
HEero ¢ cepHoit KHCA0TOH — GaMeraHcyabdat (V). |

1 . | CHgNH, | | Hs
n-O;NC,H,CH — CH, —~  1n-ON;CeH,CH(OH)CH,NHC,H, —
I \O / I '

NaNQO,
» n-HOC¢H,CH(OH)CH,NHC,Hy —

1) H,SO, |
I11 2) NHjg ' IV

H2804
— (H'HOC5H4CH(O‘\IZ_I)CH2NHC4H9)2 H2804

1. 1-(n-Hurpodennn)-2-6yrunamuuosranon (I1). 82,6 r (0,5 mon) I u
190 r (2,5 mon) 969 Oyrunamuda HarpeBaior 3 uaca npu 75—80°. HaGwt-
TOK GYTHIAMHHA OTTOHSIIOT ¢ BOASIHBIM MapoM, K OCTaTKy NpPHJHBAKOT
300—400 ma Boabl u npu 60—70° NOAKHCASIOT COASHON KHcaoTo# (~49 1)
po pH 1,0—2,0. llepememniBaror 25—30 MHHYT ¥ noaLlenauHBalT MpH

o
30—40° 429 pacteopom eakoro Hatpa (~7 Mma) no pH 69—7.2. [locae
OTCTAHBAHMS B TeueHHe 2 YaCOB pacTBOP CJAHBAIOT CO CMOJbl H KHMNATHT

15—20 Munyt ¢ 6 r yras, nocje dero OXxJaxAalT H QUALTPYIOT. YroJb

NpoMbIBAIOT 25 MJ1 BOAbL K oxsnaxnennomy o 13—18° pactsopy npu nepe-
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MeiniBakun npubasasior ~ 40 mua 42Y% pacTopa elkoro satpa o pH 10,0,
nepememusaioT npy 10—15° 3 waca, BbiAeJHBLIMIICS 0CALOK OTHHUIBTPOBHI-
BalOT H NPOMBIBAIOT BOAOH AC OTCYTCTBHSl ULeJIOYHOH peakuuu. Iloayyaior
98 r (82,6%) II, 7. na. 83—92°

2. 1-(n-Amutogenun)-2-0yrunamunoaranoa (I111). 98 r (0,412 moa) 11
pactBopsatoT B 600 My MeTanoJja npu nepeMellHBaHUy M HarpeBaHuu go 50°.
Pacteop oxaaxjaiot po 20°, BrocaAT 10 r BoaHoH nacTel HUKeqass PeHes u
npu nepeMellMBaHUWH MPONYCKAKT BOAOpOoA u3 rasoMmerpa. [lorsoliaercs
26,6—27,0 1 Bojopona. Katanusatop OTQUILTPOBLIBAIOT H [IPOMbBIBAKOT
60 mMa Meranosa. MeTaHo/blbII pacTBOp YNapuBaiOT, OCTATOK PAaCTBOPSIOT
npu 30—40” B cmecu 27 ma cepuoil KHCAOTH H 400 M BOABLI M ITOJIVUYEH-
HbIl pacTBOp HCMOJB3YIOT Ha cjaedylollell CTaaHH.

3. 1-(n-Oxcuennn)-2-6yruaammnnoaranvon (I1V). K oxaaxaenHoii cmecu
400 ma soan u 12 r (0,113 moa) 92,59 cepHo#t KMcJIOTH Npu6aBAAIOT pac-
TBop tll, a 3atem nocremenno npuansarT 28 r (0,324 moa) 98,5% uurpura
Hatpusa B 100 Mua Boabl npu 9—I14° po nosaBgeHuss dyepHO-CHHEro MSATHA Ha
HoAKpaxMma/abHOH OyMmazxke. [lepeMmeminBaHHe npoposkanTr eme 30 MHHYT,
[OCJIe Yero OXJaXJ/eHilbli pacTBop IpH MepeMeUIMBAaHWH MOCTENeHHO NpH-
GaBasloT K Harpetoi Ao 959—98° cmecu 19 r 92,59% cepuoil kucaoTel u 600 M
BOAbl. PeaklKoHHYI Maccy nepemewinBaioT eilie 30 MHHYT, OXJaxXKAalOT A0
60—70° mefiTpanusyiot 140 r yraekuciaoro kaasuus 10 pH 7,0 u GHABTPYIOT.
Ocajok runca npombiBalOT B HecKoJabKo npuemoB 100 Ma Popaulit BOJIMI.
OuabTpaT U NPOMBIBHBIe BOJALI 00ECHBEUHMBAIOT yriem, oxJaxjamlr o 20°
0 QuaIbTpyloT. IlosyueHHblii pacTBOp ynapHBalOT B BakyyMe Ao 660 mu,
K OCTAaTKy [OPHJAHBAOT 83 MJa AMXJOp3TaHa u npu 22—27° npu6aBadIOT
¢ nepeMmelmmnBaHHeM 66 wma 25% BoaHoro pactBopa ammuaka jgo pH
10,0—11,0. BuocsaT «3arpasky» IV, nepemelinsaior 1 uac, oxJa)KaawT A0
10—15° u nepemewuBarr eume | uyac. Boigenausmuiics ocagok OTGOUHABLTPO-
BoiBafoT ¥ cyuwar. lloayvawor 66 ¢ (77%) 1V, 7. na. 117—122° (B npene-
aax 2°.

4. Cyavpar  1-(n1-okcudennn)-2-6yrunamuboaranona (V). 66 r
(0,315 mon) IV pacteopator npu HarpeBaHuun B 180 ma cnupta. Peakuunos-
HYIO Maccy oxaaxnait go 40—50° u npuausawT pactsop 15,6 v 969 cep-
HOH kHcaoTht B 40 Ma cnupra go pH 5,0—6,5. Pacteop kunarar 5—10 Mmu-
HYT ¢ yrjaeM, QUJALTPYIOT H Yrodb npoMbiBaloT 10 Mg  ropsuero CcHupra.
DUALTpAT OXJa)KaaloT A0 KOMHATHOHW TeMiepaTyphl H JAlOT «3aTpaBKy» V.
Botaesusuunfica ocaaok oTGHUALTPOBBLIBAIOT H IPOMbBIBAKOT CAHPTOM (26 MJ).
[Toayuator 62,6 r (49%) V, 1. na. 163—165° (paaa.).

U3AZIPUH *

Fuapoxmopun DL-1-(3', 4'-anoxcu¢enun)-2-u30nponnnaMuio3ITanona-1.

N
0~ S—CHCH,NHCH({CHj), * HCI

— |

+
OH O

C11H17N03-'HC1 | | | M. B. 24-7,5
CHHOHHUMBL: H30TIpeHAaJHH, aJeyIApHH, HOBOHPHH,'BYCHHPGH.

bDeablil KPHCTAJAHYECKHA [ODPOLIOK, CJerka ropbkKoBaTOro BKyca, pac-
I'BOPUM B BOAe H COHpTe, MaJjo DacTBOpHM B Oensosie U 3¢upe; BOAHBIN

* TlepecMOTpPEHO H ©OTPeJaKTHPOBAHO C Yy4YacTHeM KaHJA. XHUM. HayK A. A. Kpo-
NMayeBoOH, .
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PacTBOp NpH CTOSHHH CTAHOBHTCH SIPKO-PO3OBLIM, T. nj. [66—172° (B npe-
geaax 2°). - |

McnbiTauuss Ha TOAJHHHOCTb; YHCTOTY M KOJHUYECTBEHHOe ONpejeseHue
perinamMeHTupylotca MPTY 42 Ne 505-62 (1963, ¢6. 2, crp. 107).

Msaapun o6sajaer cuabHblM OpoHXOpacluMpsilouiuM AeficTBueM. B or-
JHYHE OT ajpeHaJjiuHa, K KOTOPOMY OH OJIM30K 10 CTPOEHUIO,- He BbI3biBACT
cyxeHHs cocyaoB. llpumenserca ags KYINHpPOBAHHS H [peAynpexKAeHHs
MPUCTYNIOB OPOHXHAJbHOH aCTMEBEl, a TaKxKe NpPH ACTMOHAHBLIX M 3MQuleMma-
TO3HBIX OpPOHXHUTAaX. |

Boinyckaercsa B tabuserkax mo 0,006 r u Bo (aaxonax no 10 u 25 ma
0,5% pacrBopa (cnucok B).

MlagecTHbl CcnocoObl NMOJYYEHHS] HU3AJpHHA C INIpUMEHEHHeM pasJIHYHBbIX
HCXOAHBIX BellecTB, [lo onHoMy H3 cnocoGOB HCXOAAT M3 AHALETHJ- HJH
AUOeH3UJIOKCHAeTOPEHOHOB, KOTOpPHE OKUC/AAIT ABYOKHCHIO ceqeHa [0
AUaleTHa- UMM JUOeH3HJOKCH(EeHUArJTHOKCaasd, a 3aTeM THAPOJU3YIOT [0
3,4-anoxkcudenunranokcans [1]. TlocaeaHuii BoccTaHABAHBAIOT BOAOPOILOM
B NpuCyTcTeuu H3onponuaamuda u 10% Pd/C no 1-(3,4-anoxkcudenun)-2-
H3onponuiaMuHoaTadodsa. O6uiMe BBIXOAbLI H3aJpHHa COCTABAAOT 42 u 44Y%
COOTBETCTBEHHO.. | |

[To apyromy crnocofy cHHTe3 OcCyllecTBJasercs B 7 cTajidii H3 rBas-
koma (2]. I'asgkos cnaaBAsflOT ¢ XJA0padruipatoM B TPHCYTCTBHM KaTa-
ansatopoB (KoCOs, NasPO, v ap.) 4 noayueHHsl#i 3-MeTuKCH-4-OKCHpEHH.T-

TPUXJOPMETHAKAPOUHON THAPOJNH3IVIOT [0 3-METOKCH-4-OKCHDEeHHJ-TJIHOKCa-
ag. [locsenuuiit  noABeprardT  BOCCTAHOBHTENbHOMY  AMHHUPOBAHHUID C

H3ONPONHIAMHHOM H HukeneM Penes. OO6pasylouuiics Q-H30NpONHAAMHHO-3-
METOKCH-4-0KcHaleToQeHOH AeMEeTHAUPYIOT ¢ OOMOLIbI KOHUEHTPHPOBAHHOU
consnoft kucaotbl npu 140° a noJyuyeHHBIi THADOXJOPHI Q-H30NpPONHJAAMEH-
HO-3,4-AHOKCHALeTO(DeHOHA BOCCTAHABJAMBAKT BoAopoaoM npu o0 aTM. B

npucyrctBud 10% Pd/C no 1-(3',4"-nmuoxcudenna)-2-u30nponuaaMuio3TaKo-
Jla. Buixojbl nocjenHero Ha reasikos He npesbluiarot 249%.

M3BecTHo TakKe noJgyueHWe H3aApuHA B J[Be CTAAHH H3 XJOp-alleTo-
nupokatexuua (IV) {3]. [lpu meficteuu na IV nsonponunamuna (V) noJay-
4alOT FHAPOXJOPHI C-U30NPONUIAMUHO-3,4-1HOKcHaneTodeHoHa (VI), KOTO-
pbifi kataautuueckun (¢ Pd/C) Boccramasausamwt po ruiapoxJopuaa l-(3.4-
JHOKCcH(eHu) -2-u3onponunamunostanoaa (VII). Ilocaenuas cxema aefsa
B OCHOBY MPOMBIUJIEHHOTO METOAZ NOJYYEHHA H3aAPHHA M3 NHPOKATEXHHA
[4]. Boixon usaapuua — 629% na xnopaneronudpoxkatexud # 39Y% — Ha mnH-
pPOKAaTeXxHH,

OH
POCI: H
CICH,COOH ——3« CICH,COC] oL
| Ol - 4 OH
HaNCH{CHg)y
: Y ]
— HO COCH,C} ——= H “COCH,;NHCH(CH,),+ HCl —o=
IV | | Vi
OH
‘IE/Pd . . ) .
~— HO “HCH,NHCH(CH,),* HCI

!

) OH VIi

1. Xnopanrugpun xaopykcycuoii kucaorsr (I11). K 1898 r (2 monm) 99%
[ 1 167 ma GespoaHoro xJaopodopma npHbasasaoT 104 r (1 MoJa) cBexene-
PETHAHHON XJOpoKHCcH ¢ocdopa, T. kun. 104° W HarpeBalOT npH KHIEHHH
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8—Y yacoB. 3artem peakunoHHYIO Maccy oxJaaxkpaior go 20°. Xaopodopmubii
pactsop, conepramui 1l, cauBaioT ¢ Bbijeausuleiics GochopHOil KHUCAOTH
4 HCMOJbL3VIOT Ha caelyioilei crajuH.

2. . Xaopaueronapokatexun  (a-xmaop-3,4-auoxkcuauerodetion) (IV).
K xnopodopmuomy pacreopy Il npubasasior 45 ma xaopodopma u 0,22 kr
(2 mon) I, 7. ma. 104—105° Peakuuonnyio maccy xunatart 16 yacos, npH
3TOM NOCTeIeHHO BBIACAAETCS " TeMHbll ocafox 1V. K KoHIly HarpesaHus
K peakIlHOHHOH Macce, npeicraBasiouleil co6oil TBepLoe TEMHOOKpalleHHOe
BellecTBO, NPHOABARKIOT 825 Ma BOAbI, XJopodopM OTIOHSAKT, a NOJYYEeH-
HbIHl TeMHBIH pacTBOp OCTABJSIOT OXJaXKAaTbCd N0 KOMHATHOH TeMuepa-
TYPbl NpH MepPeMeUlHBAHHH. 3aTeM OXJaxKJ1alT Maccy [0 TeMaepaTypsl
- 5—7° BolpenuBuiniics V' oTQuIbTPOBBIBAIOT, NpoMbizalor 50 MJa BOAL H
cywar Ha sBoanyxe. lloayuaior 1V B BHAe TEMHO-pPO30BOro KpHCTAJJIHUECKO-
ro Belwectsa, T. mia. 170° conaepxauiero | Mosekyay KpHCTaANH3AUHOHHOI
Boabl. Brixoa — 0,26 kr (63,5% ua 11I).

3. TImapoxaopun a-u3onponnnamuuo-3,4-gHokcuaueroderona (VI).
K cmecn 350 ma Gespoanoro usonpounaosoro cnupra 1 93,5 r (0,5 Mon)
IV npu nepemeiinBanunu GblcTpo npuJusaior 88,5 r (1,5 Moa) H3onponus-
amuna (V). I'lpn stom teMmnepatrypa noaHumaerca fo 40° macca rycreer.
Peakunonnyio Maccy narpesaloT o 45°, ocTaBasioT Ha | yac npu 45° H
Ha 2 yaca npu 55°. lonyuenubli w-u30nponnaaMuno-3,4- IHOKCHaNETOdEHOH
NpeppallawT B €ro ruApoXJOopujl NyTeM NOCTeNneHHOro npubasieHus K pe-
aKUHOHHOH MaccCe KOHUCHTPHPOBAHHOH COMAsiHOHN KHeqaoTh A0 pH 4,0. Ha cae-
AYIOILUH JAeHb DeaxiiHOHHYI0 Maccy oXxaa)KAalnT ao 5—7°, GUAbTPYIOT H
npoMbiaror 100—200 ma aneToHa, 1noka NpoOMbIBHbIe NOPLUMH aueToHa He
cTaHyT GecuBeTHbIMH. Ocafok cywat Ha Bo3ayxe. Iloayuaior 83,9 r (68,8%)
VI, 1. na. 236—238°. ' | |

4, 'napoxJiopun
aa (VIL). 61,4 r (0,25 mon) VI, 400 ma wmermnosoro cnupta, 30 Ma BOAB
H3Er 4% nanjaidHpoOBAaHHOrG yrJjig NOABepraiotT FHAPHUPOBAHHIO B ABTOKJ/ABE
npy 50 atMm. u TeMmnepartype 65—70° Ilpouecc mantca 11/;—2 yaca u no-
[JolileHHe BOJOPOAA Hpckpamiaercss. ABTOKJAAB OXJa)KAai0T, KaTaJgH3aTop
OT(gUAbTPOBLIBAIOT H pacTBOpP yNapHBAIOT B BaKyyMe [pH TeMIllepaType
35—40° nmouru Aocyxa. K ocrarky npubasasitor 100 ma aneroHa, pasme-
MMBAKT, OTQHUJIbTPOBLIBAIOT, npoMblBaloT 100 Mg aunerona (noka MpPOMbIB-
Hbie NOPUMH alleToHa He cTaHYT OecuBeTHBIMH) M cywart npu 40—50° [loay-

yaloT 54,2 r (90% na VI) usaapuna.

KOPOHTHH

Jlaktat (uau rawoxkonar) DL-1-denuna-2-(1,1-audenunanponna-3’)-amu-
HonponaHa. |

(CsH ),CHCH ,CH,NACH(
C2TH33NO.5(C30H.‘39 N O 7)

CHHOHHMBI: NPEHUJAMHH, CerOHTHH.

KopontHH-/siakTaT — Oesibii  NOpPOUIOK, MJOXO pacTBOPHM B BOJle, XO-
pOLIO pacTBOPHM B cnupre, OeH3o0Je, AHOKcaHe, XJgopodopMme, T. I,
140—142°. Jlnsg WHBEKUHOHHBIX pacTBOPOB IpUMEHAETCSI KODOHTHH-IVIIOKO-

HAaT, XOPOIIO pPacTBOPHMBIH B BOJE.

M. B. 419,5¢ (523,62

Kopo#THH OKa3biBaeT KOpoHapopacUIHpsiiolllee NeHCTBHe, IPHMeHseTcs

OpH XpOHMUYeCKOfl KOpOHapHOH HelocTatodHocTH [1, 2].

Buinyckaerca B apaxe no 0,015 r (cnucok b).

Ocuopanue Kopontuna (IV) mnoayuator u3s B, P-audenunnponnonosoi
KHCI0Thl (1), KOTOpPYIO BOCCTaHABJAMBAIOT afJlOMOrMApuiom JauTHa B 1,1-nH-
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DL-1-(3’,4"-pnokcudennn)-2-u30NponHIaMHHOITAHO-

CH,CH.CsH, - CH,CHOHCOOH[CH,OH(CHOH) ,COOH]

¢enun-3-nponanon (lI) [5]. Ilocnennuit paaumopeficTBuem ¢ TpexGpoMu-

cteiM (ochopom npespamaior B I, 1-gudenun-3-6ponnponan (111) [k 7].

Bzaumoneiicteuem III ¢ I-dennn-2-amunonponanom noayuaiort IV [8, 9],
H3 KOTOPOTrO ¢ TOMOULIbK) COOTBETCTBYIOUIMX KHCJAOT TOTOBAT JakraTt V HJH

raokoHat VI [3, 4]. - o |
LiAIH, PBr,
(C4H:).CHCH,COOH — (C¢H:),CHCH.CH,;OH ——
| [ il

NH,CH(CH;)CHCeHs
(C¢H;),CHCH,CH,Br >
1

i _

CH,C HOHCOCH | CH;CH(CHCH),COOH

{ ' y
(CeH.);CHCH.CH,NHCH(CH,)CHyCeH;  (C¢H:),CHCH.CH,NHCH(CH,)CH,CH

- CHSC}\{IOHCOOH_ .+ CHyCH(CHOH),COOH
| VI

-

1. 1,1-Ondennn-3-nponanoa (II) [5]. K cmecn 21 r (0,092 mon) 1 w
300 man GespoaHoro agpupa nupuausawoT pacrteop 5 r (0,13 mon) anromorun-
puza autud B 200 Ma adupa ¢ TakoH CKOpPOCTLIO, 4TOGHl peaxklMOHHas Macca
paBHOMEPHO KHIeJa, KHOATAT 3 uaca, oxJqaxpaior go —I10° u npu nepeme-
imuBanuy npuausaioT 10 ma Boawl. Maccy duabTpylotr, guabTpatr ynapu-
BAIOT H OCTATOX NeperoHsaoT B BakyyMme. [loayuator 156 r (79%) 11, 1. Kum.
185° (10 mm).

2. 1,1-Audenun-3-6pomnponan (I11). K cmecu 15 r (0,07 moa) 1],
100 mn GespoaHoro GeH3oja u 2 MJ NUPHAHHA NPHGABAAIOT NMpH NepeMe-
musaunn 21 r (0,078 moa) tpexOpomucrtoro ¢ocdopa. PeakunoHuywo maccy
rperoT 2 yaca npu 60° M BbIAMBAOT Ha Jed. DeH3osbHLIA Ca0fl OTAEAAIOT,
ynapHBalOT B BaKyyMe, OCTaTOK NpH CTOSIHHHM KpHcTaaausyerca. Ilosyuator
29 r (97%) 111, 1. nan. 45—46° (u3 cnupTa).

3. 1-®enna-2(1’,V-pudenuanponna-3’)-aMmuHoONponan (1V). Cwmechb
795 r (0,25 mom) IiL, 79 r (0,58 moa) l-dpenunn-2-amunonponana u 400 MJ
Genzona kunATaT 6 uwacos. Ocagox ruapobpomuaa I orduabTpoBbIBAIOT.
OuabTpaT ynapHBamwT B BAKyyMe, OCTaTOK pacTBOpSIOT B 3pHpe H npHOAB-
JASIOT 2 H. COJAHYIO KHCJAOTY A0 KHCAOR peakuuu Ha KoHro, Ocaaok rui-
poxnopulla IV OoTPUALTPOBLIBAIOT, KHNAATAT B BOAE, BHOBb (UALTPYIOT, BbI-
pensaior ocHosanue IV 109 pacTBOpOM coAbl H H3BJEKAOT ero 3QHPOM.
DdupHBIl pacTBOp Tnocjie BLICYIIHBAaHUS CyabaToM HATpUA yYIapHBAIOT,
[Toayuawor 51 r (54%) 1V, 1. nn. 38—40°

4, Jlakrat 1-dpenna-2-(1°,1-pudennanponun-3’)-amunonponana (V).
K pacteopy 2,5 r (0,018 mon) 67% moaounoit xucaoter 8 50 ma BOABI NPH-
Gasasator npu 80° 5 r (0,015 mon) IV. Ocrasasior na 1 vac npn 80° u Ha
4 yaca npu 60°. 3ateM Maccy OXJaxjaaloT, ocafok OTOUILTPOBLIBAIOT, NPO-
MBIBalOT BoAOW H 3ateM 5s¢upom. [loayuator 56 r (87,5%) V, 1. nua
138—140°. Tlocae mepekpHcTannuzalyu w3 cnupta u 3dupa 1. na. 140—142°

5. I'mokonar I-denun-2-(1'1’-gudesnanponnn-3’)-amunonponauna (VI).
196 r (0,01 M™oa) rawokoHoBol kucaotel, 3,29 t (0,01 wmoa) IV wu
519 MJ AHCTHANHPOBAHHOH BOJABI HaArpeBalT MpH NepeMEIIHBAHUH H TEM-
nepatype 80° B TeueHue | waca, 3avem npu Temnepatype 40°—p TeueHHe
4 qacos. [Toayvalor 19 pacteop VI ansa uubekuni,

&8
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JTEBOMMLUETHH *

D-(-)-Tpeo-1-(n-uurpodenna) -2-aAuxjopaneTuaaMuHo-1 ,3-nponarmnoﬁ.
- H CHy;OH

|
- OgNCgH,iC C H

|
OH NHCOCHCI, |
C11H;2CloNgO; | M. B. 323,13

CHHOHUM: XJopaM@eHHKOJI.

Benbli nau Genbin co cjaabblM KeJqTOBATO-3€JE€HOBATHIM OTTEHKOM KpH-
CTAJNIMYECKH MOPOIUOK, FOPbKOTO BKYCa, Masio PacTBOPHM B BOJe, JIETKO
pPaCTBOPHM B CIHpTe W 3TUJaleTaTte, NpakKTHYECKH He PacTBOPHM B XJIOPO-
dopme, 1. ma. 149—153°% [al®®p or +18 mo +21° (5% pacteop B 95°

CriupTe), yA. NMOKa3aTesb MOTJIOLIEeHHS El‘T °, TIpH IJHHe BOJHBI 278 mpu

ot 290 no 305 (0,002% Boanbiit pactBOp).
HMcnbitanus Ha NOANHHHOCTbL, YUCTOTY H KOJHYECTBEHHOE ONpeliefieHHe
persiaMenTHpyioTest Iocdapmakoneesn X (crp. 391).
 JleBoMHUETHH — aHTHOHOTHK ¢ IIHPOKHM cnekTpoM nHeklcTteus. Ilpume-
HfieTcs AJsl JedeHus OptowiHoro Tuga U napatudos, Au3eHTepuHd, Opyue-
Jle3a, KOKJIOIIA, TTHEBMOHHH, FOHOpeU, FHOMHBIX HH(EeKIHH, TPaXOMbl H psAla
Apyrux 3a6oJieBaHHil, BHI3BAHHBIX PHKKETCHSIMH H KPYNHBIMH BHPYyCaMH.

Buinyckaercs B Tabaerkax, kancynaax # cseyax no 0,1; 0,25 u 0,5 r H
B Buae 19% masu (cnucok b).

JleBOMHUETHH — ONTHYECKH AKTHBHBIH AHTHOWOTHK, BBLIeJ€HHBIlI H3 JY-
quctoro rpufia Streptomyces venezudae. Ero crpyktypa Obina BbissiCHeHa
8 1949 r. Rebstock ¢ coTp. u noKaszana cuHTe30M [I——Sﬁ'. -

OnanuM u3 gauboJsiee JOCTYNMHBIX BeLIECTB JJIs NMOJIYUEHUS JEBOMHIETHHA
(XV) sasaserca crupos (l), Koropwiit npespamaior au6o B N-HATpPOAUETO-
tdenon (V), aubo B n-uutpodenunxaopmeruaxkapbunon (XVII). Coeanne-
s V uan XVIII nepesoasar B n-uuTpo-a-anerHiaaMunoanerogpenon (IX),
W3 [OCJEeAHETO HaJjee No olbuiell cxeMe CHHTE3HpPYIOT XV.

Jast noayueHds V CTHPOJ [TOABEPral0T METOKCHXJIOPHPOBAHHIO XJIODOM
B cpejie MeTaHoJa; IMOJyd4aeMblfl METHJIOBLIH 3(QHD XJOPTHADHHA CTHPOJA
(11) BHTPYIOT CMeChlO a30THO{l W CEDHOl KHCJIOT, a 00pa3oBaBlIylOCs CMeCh
murpousomepoB (1I1) mnoaseprawor 00paboTKe . IHEJOULI0O W BBIACJAAIOT
n-uuTpo-a-metokcuctupoa (IV); mpu ruapoause IV B NPUCYTCTBHY CEPHOH
KHcaoTH obpasyerca V [4].

Cl, HNO, ,
CH.CH=CH, ——> CgH.CHCH,Cl ——> n-O;NCgH,CHCH,Cl ——>
CH0H | o
I 11 OCH, OCH,
1]

NaOH H,0

—— n-OgNC5H4C = CHQ —_— H"OQNC5H4COCH3
- H,S0,

[V OCH, Vv

n-Hurpoauetodenon (V) npeBpamlaoT B JEBOMHUETHH 10 ClelyIOUleH
cxeme [2. 3]. V 6pomupyior Ko n-Hutpo-a-6pomaneroperona (VI}**, us xo-

* TlepecMOTPEHO H OTPedaKTHPOBAHO C yyacTHeM KaHA. XuM., Hayk M  HU. Jo-

POXOBOH |
** V]I MoKeT O6bITh MOJyueH TakXe INpw OpoMupoBanHu IV H nocinenyiouleMm ruj-

ponunse oOpasylouierocs l-(n-HHTPO(bEHHJU*l—METOKCH-l,Z-RHﬁPOMSTaHa [8].

b6

toporo Ge3 BbifeseHHs MOAyYalT ypOTPOMHHOBYIO COJb (VII), npu ruipo-
muze VII ofpasyeTcs THIPOXJOPHA A-HHTPO-G-aMuHoaleTodeHoua (VIII)
[6]. Coeannenre VIII nanee aueTHAHPYIOT YKCYCHbiM QHTHAPUAOM B OpH-
CYTCTBHM OCHOBHBLIX areHTOB, OGpa3yloLIMHCs N-HUTPO-Q-aUeTHIAMHHOALETO
denon (IX) @py B3aHMOJCHCTBHH C ¢opMasbaeriaoM B MNPHCYTCTBHH
[JEKHCJ0ro HAaTpHA AaeT A-HHTPO-Q-alleTHAAMHHO- B-0KCHIIPONHOPEHOH (X)
7|. KeTon X BOCCTaHaBJXBAIOT CMeChIO H3ONPONKJATA Y XJA0pAdN3TIpoNuiaTa
AIOMHHUS B cMech auactepeousoMepHbix DL-1-(n-HHTPO)-2-alleTHIAMUHO-
1,3-nponanaunosos (XI), u3 koropeix Xla MpHHALJIEHHUT K Tpeo-, a X6 —K
spHTpO-pALy. [IpumMenenne onpeieqeHHbIX yCJAOBHMI BOCCTaHOBJeHHs X obec-
MmeyupaeT MpeuMyllecTBeHHOEe 00pa3oBaHHe HYXKHOTO TpEeoH3oMepa [8—10].
Cmech naoMmepos X1 moaBepraioT ruipo/nay COJ/SHOM KMCJIOTOH, PH 3TOM MO~

Jy4aloT KPHUCTA/MIMUECKHH THAPOXJIOPHA DL-tpeo-1-(n-uutpodenon)-2-aMu-

Ho-1,3-mpomanguona (XI1I) [11]. Ocuosaune XI1ll, Boiaesensoe u3 THAPOXAO-
puaa XI1, B3auMojeiicTBHEM C METH/IOBBIM 3(HPOM AHXJOPYKCYCHOH KMCJOTHI
(XIV) npespamalor B paueMmar JeBOMHUETHHA — CHHTOMHIHA (DL-XV).
Mas noayuenns XV ocuopanue XIII npeasapuTesibHO A€aST Ha OMNTHACCKHE
antunons: D(—)XII1 u L(+)XIlI; puxnopaueraanposanue D (—) X111 mpu-
BOANT K JeBoMuleTHHY (XV).

Pasnejenne X111 Ha anTUNONBL MOXKeT ObiTb OCYUIECTBJIEHO KakK C MpPH-
veHenneM D-BHHHON KucaoTwl [12], Tak ¥ MOCPEACTBOM MOOUEpPeLHON KPH-
cranausauun D (—)XIII u L(—)XIII u3 BoaHOW cpelbl B NPHCYTCTBHH XII

[13—15]. Bropo#i MeTox 3nauuTe/bHO yAoOHee nepBOro.
Br, . (CHy)eN,
n‘OgNC5H4COCH3 — [H-OQNCGH,;COCHQBY] —-
V VI
- ' HCI |
-3 [n'OQNC6H4COCH2N4(CH2)6] Bf_ > n*02NC5H4COCH2NH2'HC1 —
Vil H,0 VIHI
(CH,C0),0; H;0 | CH,0
n-0,NCsH,COCH;NHCOCH3 ——
CH,COONa IX | OH~
. CH,OH
- n*OQNC5H4COCH
NHCOCH
X
(H'CaHTO)aAl'
u-C,H,OH
NN 3
H CH,0OH (?H CII-IQOH
n'OgNCgI‘h — C C H n-02 NCSH‘*(]‘, — |C —H
OH NHCOCH; H NHCOCH;
Xla | | XI 6
DL-tpeo | DL-spurpo
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Xla"DL-tpeo
HC
| 1o
'H CHOH H CH,OH
| NaOH |
n'OzNCSH;;(l:_F—H'—'}H'OQNCBHJLC C H E
| |
OH NH,-HC OH NH, XIII
Xil |
X Doy XII
CILCHCOOCH, ' 1_(3)12CHC00CH3
X1V
H CH,OH H CH,OH

V] | - | ]
n-O2NCﬁ_d4CI _ <|: —H] . n-O,NCH,C —C—H
| | ]
OH NHCOCHCI, OH NHCOCHCI,
DL XV D(—) XV

JIpyro#t MeToR NOJYUYeHHs n-HUTPO-G-aueTHaaMuHoanerodpenona (1X)
M3 CTHpOJA 3akawuaerca B caeaywueMm [16]. Crupoa B3zauMoaeilicTBHeM
C XJIODHOBATHCTOH KHMC/AOTOH MpeBpallaloT B XJMOPrHAPHH cTuposaa (XVI),
KOTOpbIH JaJjiee HHTPYIOT KOHUEHTPHPOBAHHON a30THOH kucaotol |[17—19].
O6pasyoiuyocs cMechb HHTPOH30MEPOB HHUTPo3dHpa (eRHJIXNOPMETHIKAD-
6unoaa (XVII) Ge3 BblaeNeHHA OMbBIAAIOT A0 CMeCH HUTPOQEeHHAXJOPMETHII-
kapounoJgos (XVIII), n3 KoTopo#i npu AeHCTBHM BOAHOTG PacTBOpa €AKOTO
HaTpa MOJY4aloT CMeCb H30MEpHBIX OKHCEH HHUTPOCTHpPOJOB. M3 nocaenne
BbIACJSIIOT KPUCTANJHUECKYIO OKHCb n-HuTpocTHposa (XIX). [Ipu nefictBum
-ammuaxa Ha XIX obf6pasyetca I-(n-Hutpoderua)-2-amunostanon (XX);
Hanbo./ee NOJHO 3Ta PeakUHA NPOXOAHT B XKHAKOM aMmMmHake [20] [lasae-
HeHllee alleTHJaupoBaHue XX npuBoauT K l-(n-Hutpodenn)-2-anetTnaamMu-
Ho3Tanoany (XX1), npu oxucienuy XXI nmosy4awT n-HUTPO-G-alE€THJIAMHHO-
auetogeron (IX).

Ca(OCl) HNO,
CﬁHéCH = CHQ —» CGHE)CHCHJC] N
1 HNO,,H,0 _
OH XVI
"0,NC;H,CHCH,C! | HNO,[ O;NC4H,CHCH,CI] NaOH
| —> | —>
_ ONO, | H,0 | OH H,0
X VII XVIII .
NH, (CH,CO)0
—~ n-O,NC;H,CH — CH, —— 1-O,NC,H,CHCH,NH, -
N\ | - O
O OH
XIX XX -
— n-0,NC;H,CH — CH, Na,Cr, 0, -
| | | ~—— IX
OH  NHCOCH, H,SO0,
XXI
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A. Moayuenne DL-Tpeo-l-(n-nmpoq)enu.n)-2-amnno-1,3-nponaﬂnﬁona
(XH1) u3 n-nurpoanerodernona (V)

1. n-Hurpo-a-6pomanerodenon (VI). 62,5 xr V (60 kr 100%; 363 mou)
pacrBopsaior B 500 . amxsoparana. OGe3BoXuBalOT pacTBOp OTTOHKOH
10—15 &1 BJaxHOTO AMXJOp3TaHa, oxJaxaawt ao 30° W npu nepeMerinBa-
HUH NpUOABASIOT B Tedenue 6 vacos 58,8 kr (367 mon) Gpoma, NOAAEPNKHU-
pad Temnepatypy 30—35°. 3atem ynajfiOoT U3 peakUHOHHOH Macchl OPOMH-
CTHIH BOZOPOJ MPOAYBaHHEM OCYLIEHHOro BO3AYyXa M pacTBop VI B AHXJOp-
9TaHe HCNOMb3VIOT Ha CJelYIOLIeH CTaAHH. -

2. I'mapoxaopupy n-uutpo-a-amutoaunerotpenona (VIII). K pacrsopy
54 kr yporponuHa B 220 n Ge3BoAnOro AMXJOpITaHa MPHJAMBAIOT npn 3—8°
pactBop VI B auxJjop3sTaHe, noJyueHHbWi Ha npeablayuiet craaun. Maccy
nepeMelInBaloT B TeueHHe 40 MUHYT M oOpafaThiBalOT IpH TeMmnepartype
35—38° 360 n1 7—8Y% coasnoi KucaoTe, cojepxaiueir 60 Kr XJOpHCTOrO
Hatpra. CMmech ocraBasior Ha 3 uaca npu 25—30°, AHXNOP3TaHOBHIA. CJIOH
OTHEeNSIOT, BOAHBI CJOH IepeMeliMBaloT B TeueHHe, 2 uacos npu 5—7°, oca-
10K OT(HALTpOBHIBAIOT, npombisaloT 10% 'pacTBopoM XJOpHCTOTO HATpHA
(4%50 n). [Toayyaor 105—120 kr mactel, coxepxameil 69,5 xr (88,3%)
VIII. |

3. n-Hurpo-a-auernnamuuoanerodernon (1X). B 500 n BOABL, OXJaXK-
newnofi no 3—5°, npu nepeMemnBaduu npubasastor 240 kr nmacter VIII,
cogepxaineir 139 gkr (642 mos) cyxoro Belectsa. Ilocne nepeMelmIMBaHMA
B TeueHHe | yaca npu 3—5° npuausart 99 xr 96% yxcycHoro aHTHIApHAA
(95 kr — 100%) u B Teueune 30 MuHyT npu 5—12° — 400—420 n pac-
TBOpa, cojepxauero 65 xr auerata HaTpia. PeakunHoHHyIO Maccy nepeme-
WHBAOT B TedeHHe 2 uacoB npuH 10—16° ocanok IX OTQUILTPOBLIBAIOT,
IPOMBIBAIOT oOXJaxAeHHol po 5° Bojofi (40 ux), oxnaxpaenusim 2% pac-
TBOpoM OukapGonarta Hatpua (2X120 a) H BHOBb OXJaXXIeHHOH BOJOH
(3x 50 a). Hoayuaror oxoso 200 xr nactel, codepxaieit 104 Kkr (64,4 %
ga V) IX. TMacry IX Ge3 BhicymIHBaHHWS ReperaioT Ha CJACAYIOUlylo CTaIanio.

4. n-Hutpo-a-auerunamuHo-B-oxcunponunodernon (X). 200 o 80% wuso-
nponuaosoro cnupta ¢ 200 a Boan u 200 kr nactu [X, conepxamten 104 Kr
(459 MoJ1) CYXOro BelllecTBa, NepeMeIHBalOT A0 o6pasoBaliWsd OXHOPOIHOH
Macchl, 3aTeM HarpesaloT o 32° ¥ npuausaT 52 Kr (opMmMaluHa, COAep-
wamero 189 xr (630 moa) dopmanabrernna. [locaenyromum mpubasJe-
udem 10% pacTBopa yrJaexucaoro Hatpus jaoBoast pH cpean mo 8,0—8.5.
TeMmepaTypa peakUHOHHOH MacChi CaMONPOU3BOJLHO TOBBHIIARTCA [0
34—36°, Macca TeMHeeT, CTPYKTypa ocajka H3MeHfeTcss OT aMop{Horo IO
MeJIKOKpHCTaaauueckoro, Ilocje nepememnsanus npu 32—36° B TeueHHe
| yaca oxjaxaaior o 15° o0caiok OTPHALTPOBBLIBAIOT, MPOMLIBAIOT BOJOH
(~70 n) u 80% wusonpomuaosbim cnuprom (2X50 n). Iloaywaror 93 Kr

- (83% na IX, uan 53,5% na V) X.

X — CBETJIO-KENThil KPHCTAMIHUeCKHE MHOpPOLIOK, T. mI. 166—167°
(pasa.). |

5. DL-Tpeo-1-(n-nurpodenna)-2-amuno-1,3-nponanaunoa (XIII). a) Ilo-
JydyeHHe H30mponmHaatTa aawmunus K 2,1 g1 UeThpeXXJ0pH-
croro yraepona, 27,8 kr (1020 MoJ) aliOMHHHEBBIX CTPYyXKeK, 97,7 7 6es-
BOMHOTO H30MNpONaHosaa, cojlepxailero 1,7 Kr xJopuctoroe BOAOpOAa, NPH-
GaBagioT | A pacTBopa H3omponujara aJIOMHHHA OT MpeldblAyUieH 3arpys-
KH. Lcan peakuus B TeueHHe 30 MHHYT He HauHWHaeTcsg CaMOMPOHM3BOJLHO,
mMaccy HarpepaoT (50—60°) mo Hadana paBHOMEPHOTrO Bbljie/ieHHS BOXO-
popa. Yepes 1—1!/, waca TeMmnepatypa CaMONpPOH3BOJRHO MNOBBIDIAETCS A0
150° u HauuuaeTcs KuneHwe, Kotopoe deped 1—11/, waca mpekpamaercs, H

HAYMHAETCS] CHUXKeHHe TeMmnepartyphl. IIpHOaBAAIOT BTOPYIO NOPUHIO H30NIPO-
nanona (286 n) novnusamu no 6 5 r Teuenne 6—8 nacon. [lo OKOHUAHHUH
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BHIEJICHUA Boaoponaa maccy KUnaTAT | wac npu nmepeMemtuBanuy. Ilonyuaror
340 n pacTBOpa M30ONpoONUraTA AJOMHUHHA.

06) ITonyueunne XIII. 340 7 pacrBopa w3onponunara anlOMUHHS H
305 1 Ge3BogHOTO H3ONpONAHOAA KHUNATAT NpPH NepeMewiMBanuy 2 uaca,
oxsaxnawTt 10 50° n 106aBasioT 9,5 51 UeTHIpEXXJOPHCTOrO yraeponaa, 59,5 a1
Hsonponawosa, colepxamero 7,4 kr xJgopucroro Boaopoaa u 110 xr X.
[Tocnennuit- npuGasagior 8 5 nnuemoB 4Yepe3 30 MHHYT no 22 kr. Cwmechb
pazMemtusatoT 3 uvaca npu 50—>5H2° oxnaxkpatwr no 40° w OoTTOHSIOT B Ba-
KyyMme cnupt o o6bema ~ 400 n. Jobasaswr 132 a1 ropauedt Boab H NpH
nepeMelUHBAHHN OTTOHSIOT 55 J1 BOAHOTO H30MNPOTAHOJA. |

K ocratky, conepxauiemy nzomepsl Xla u X16, npuausaror 530 1 27%
coranolt xuenorw, I10 51 guxsopatana ® cMech HarpeBawor npu 70—75°
¢ nepeMewnBanuem 1!/, vaca. 3atem Bbgep:xHBaWOT Maccy 3 wyaca npu 5°,
XIT otdunvTporbBalOT ¥ OpOMBIBAIOT 55 1 H3onponanosa. [loayuaior
100 kr macter X1I, xotopywo monpeprawT ounctke. as 3Toro X pacTtBopy
nacthi XI1 B 190 &1 Boam nobBamasiior 600 r 6ukapGouata HaTpus no pH
7,0—8.0, HarpeBatoT o 65° W NpH OTCYTCTBHM conell Kene3a N00aBJSIOT
6 kr vras. Ilepememusaror 30 munyr npu 60—65°, buasTpyloT, OXJaXKAAKOT
no 40° u rocrenenHo npubasasior 15% pacrBop enmkoro unatpa o pH
9,0—10.0. Maccy nepemewnaor 2 uvaca npu 5—7°, ocanck XIII oTduab-
TPOBBLIRAIOT, MPOMBIRAIOT BOMoO#R (H°, 2X25 n) u cywar. [Tonywaror 64 Kr
(60.169, na X} XIII. (Buixox MoXeT OHLITb NMOBHIIeH 34 cUeT H3BJeYeHHS
XIII 3 MatourelX PacTBOPOB ¢ MOMOIIBIO HOHOOOMEHHBIX CMOJI.)

Uuetnit X111 — GecrBetusle kpucranansl, T. ma. 143—145°,

b. Tloayuenne EL-](R-HHTpO)-2-aHETH.HaMHHO-1,3-np0HaHI[HOJIOB (X1)
H3 cruposa (1) uepes n-uurpodenunxnopmernakap6bunon (XVIII)

1. Xnoprugpun crupona (XVI). 2700 a poawt u 640,2 xr I npu 30° m
nepeMewunsauu noakucaswot 30% asorHoli xucmoror no pH 3,0—4.0.
3areM B Teuenue 4--6 yacos oJlHOoBpeMeHHo npubasasaior 8660 ;1 pacTtBopa
FHNIOXJOPHAA KaJblHs ¢ colep:kaHHeM aktuBHoro xJsopa 50 r/a u 30%
a3oTHylO0 kucaoty. Ilpw stom pH wmaccw nomxken 6wty 3,0—4,5, oxucau-
TeJbHO-BOCCTaHoBUTeAbNbI nortenuuan (OBIT) — 600—800 mv u Ttemne-
patypa 34—36°. B koHue peakuun OBIT 6vicTpo Bo3pactaer ¢ 800 mv 10
1100—1200 mv u He cHUXKaeTcs NpPH NEpeMEUINBAHUH B Te4yeHHe |5 MHHYT.
B cayuvae nomnxkenna OBTT npu6aragoT pacTBOp THIOXJOPHAA KaJblUd
# azotHyio kucaoty ao OBIT 1100—1200 mv. Ilo okoHuanun peaxknuy cmech
MONMKUCASIOT a30THOH Kucaorodl no pH 1,0—1.5, oTcTanBaroT, HUXKHAN C10H —
XV1— cauBawoT, a BOAHBIH — 3KcTparupyioT 600 1 AuxjgopsTaHa, pacTBOp
XVI1 B nuxJaopsTade NPUCOCAUHSOT K OCHOBHOH Macce XVI u mpubaBJsioT
1,5 kr oprodochopHON KHCJAOTH /s TEepeBOja Kene3a B HEePacTBOPHMYIO
CoMb U 0,2 Kr allerata HaTpHs AJs HEUTpaaH3allUd MHHEpPAJbHOW KHCJOTHI.
Maccy xopotio nepeMeuiuBalOT U OTTOHSIIOT AUXJOPITAH € OCTATKAMH BOJBI
B BakyyMe (300—400 mmM) npu Temnenatype He rbime 92°. Ocrarox uib-
TpytoT u noayvaior 1004 kr 80% (83,4% una I) XVL

2. Hurpoadup rn-uurpodenuaxnopmerunkapbunona (XVII). K 700 xr
azoTHoll kucaote (d?%1,5) npu —R2—5° u nepemelwwBaHuHu B TedeHHe 4—95
gacoB mnpuaupaiot 2125 xr 809 XVI. [laa ycrnemrHoro npoBeIeHHsT 3TOH
peakluu cleayeT CTporo co6GMOAATb TeMNepaTypHBIA peXUM, HelpepuBHOE
mepeMelliBalie W INPOBOJIHTL NPOLECC NMPH H30bITKE a30THOH KHCJIOTH,

[Tocne mpubaBaenus XVI maccy nepememnsaror 1 4ac npu TeMmmepa-
Type —8—12° H Hcnonb3yIOT Ha cheaviouleit craaud. Ilonyuennas HUTPO-
mMacca npeactasasger cobofi pactsop XVII B asornoit xuciaore. [lomumo
HUTPO3(HPOB, OHA COAEPXKHT HHTPONPOAYKTH, oOpasyiouiyecs npH HUTPO-
BAaHUH NpuMecell, NPUCYTCTBYIOIHX B TeXHUYeCcKoM XVI.
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[ToBHILEHHE TEeMMepaTyphl HMTPOMACChl HENOMYCTHMO, TdK Kaxk OHa

MOXKeT pasJsiaratbCsi CO B3PLIBOM.

3. n-Hurpodenuaxaopmernakapbunon (XVIIH). Hurpomacecy ot upennt-

pylied cTaAdd BBUIHBAKOT npu nepeMemwnsanun B 1100 .21 BOAB (10—15°),

oxJaasxnaior no 20° W npHu comep:Kanuu asoTHoH kucaoth 28—30% mop-

nuaMH npubasasior 65 kr MoueBunbl. [locnenusia npeaynpexknaer OKHC/H-

resqbHOe neficTBHe a3oTHON Kucaorel. CMech kunsatar (105—107°) B TeueHue

5 yacos, oxaaxnaot no 20° u cMemusaror ¢ 500 1 Bonabl, A30THYIO KHCJOTY
CAUBAIOT, OCTATOK pasMemmBaioT 2 pasa ¢ 1000 1 Boaw # MpoMbIBHble BOIbH

cauparoT. IToavuaror XVIII B Buie XKeaATOBATHIX IpaHyJs, KOTOpbie HCIIOJb-
3yIOT Ha Caelyiollen CTaxun. -

4. Oxuce n-uurpoctupoaa (XIX). K rexnuueckomy XVIII npn 30—33°
H pa3MeIUHWBaHWM npuiuBaloT 45 s 429 pacTtBopa elKOro HaTpa. Maccey
mepeMelIHBalOT A0 mosgHoro pacteopenusa XVIIT m mpu Tton ke Temmnepa-
Type npHINBAIOT eme 45 g 429% pactBopa eaxoro Harpa. Ilpu waauund
B pacTBope 2—59% u3OLITOUHON WIeJOUHOCTH TepeMellHBaOT 2 uaca NpH
90°, XIX oThHALTPOBLIBAIOT W NPOMBIBAIOT Tensof poaoi. [losyuator 86 KT
macThl, cojepxkamed; 78.5 kr (43,7% na XVhH XIX.

5. 1-(n-Hutpodenun)-2-amunosranon (XX). K 1215 gr meranoJta, mo-
MeIeHHOTO B TepMeTHUHBIH anma~aT. npufasgsaioT NpH  pasMellnBaHdU
nmacty XIX (173 xr BemectBa) u 2145 xr 250, amMmuaynofi Boaw. Peak-
UHOHHYI0O Maccy nepeMemnsaior 20 munyTt npu 20° narpeBaioT B TeuCHHE
1!/, uacos mo 53° m B Teuenwe 2 wacoB npu 53—58°. 3aTeM CMeCh ynapu-
8210T 10 JOCTHIKEHHS TeMmepaTypnl B Macce 98° oxmaxnaior po 99° 10-
6apasior ~ 800 g Boas (o6umil ofpem 2100 s), warpesaioT o 50° U MOL-
gucasior 2759 coadaunoi kucjoroii no pH 30 Maccy pa3MeminBaioT
30 MuHyT, oxaaxpamT go 30-—35°, n0GaBASIOT aMMHAUHYIO BOLY 10 pH 7,5
4 orcrampaloT 4 uaca npu 25°. PactBop ruapoxJopuia XX 0TcachiBalT
4 obpabarpiBator npu 10—15° 94 n 209% pacTBOpa eAxoro HaTpa 0 pH
9,0—10,0. ITepemewnpator 1 uvac nmpu 10—15°, XX 0oT@HALTPOBEIBAIOT, NPO-
MBbIBalOT Bogoil. [Toayuator 137,5 kr mactel, coxepxatteii 109 kr (67.1%
ga XIX) XX. Cmoabl, ocTaBuIHecs Mocje OTcachlBaHHs THApOXJOpHAA XX,
yaaJsioT, Bo n3fexanue B3pbIBA NMPEABApHTENbHO pasorpes HX ¢ GONbIIUM

. KOoJuuecTBOM BOIDbL.

6. 1-(n-Hurpodennn)-2-aueTnnamMuHoOITaHON (XXI). ITacry XX (210 xr
selltecTBa) W 45 J1 BOAL MepeMelIMBaioT Mpu 45°% OXJauaaloT 10 b° U B
revenne 1—9 wacos mpubBasasior 1356 kr 96% yxcycnoro anruipuia,
nonjepuBasi Temnepatypy 15—18° Pa:vemmnBaiotr B TeueHHe 1/, yacoB
apu 15—18° u B Tevenue | waca npu 5°. XX1 ordunprporeiBatoT. [lonyqaloT
330 kr macThl, cojepiKallefi 233 Kr (90,2% wua XX) XXI, T. nja. He HHXKC

148°.

7. n-Hutpo-c-anerunamunoaueroderon (I1X). 100 51 BOAHOrC pacTBOpAa
GuxpomaTa HaTpus (520 r/n XpOMOBOTO aHrHApHAA) MpH TEMIEpaType HE
suitre 20° ¥ mepeMemMBatiiy NpHOABAAIOT K pacTBopy ol19 Kr 02,50, cepnod
kuenoTsl B 320 5t BOABL. 3ateM B CMechb B TeUeHUe 2 4acos MpH 5——7° BHOCHT
000 xr mactsl XXI (140 kr BemectBa), NMPOJOJIKAIOT NepeMelilBaTh €lic
30 MHHYT, OXJa)ialoT A0 2—3° ¥ NpuOaBAAIOT 2900 a1 Boabl. IX OTHHIL-

TPOBHIBAIOT, MPOMBIRAIOT sofoi. [Toayuvator 240 Kr nacThl, cojepxKarie
192 xr (88% na XXI) IX, r. 150—156°,

B. Moayuenue jaepomuuernia (XV) us DL-TpEO-l-(I’L-HHTpOd]EHOJI)-2-aMHHOf
1,3-nponanxuoaa. |

a) Co3naHue CHCTEMBbl PasfeeHHs XIIL 110 xr 369% _cmguoi‘i KHCJOTHI
cmemuBaotr ¢ 1100 1 AHCTHAMHPOBAHHOH BOABI U IpPH 40—50° u pasmellH-
sanuu npubasasior 280 kr XIII n 28 Kr L(+)XII ¢ 1. o 11e HHXKe 158
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H [a]®p He Menee +28°. Peakuuonnylo mMaccy HarpepaloT B Teuehne 30 Mu-
HYT 10 62—66° u onpenensior coaepxanue XI1I1 u-ero ruapoxaopuaa XII.
Conepxaune XIII ponxkno 6bTb 0T 75 10 76 kr: XI1I HOMKHO GLITb TAKOE
KOJINYeCTBO, YTOObI CO/LEPXKAHHE XJIOPHCTOTO BOAOPOAA B HEM COCTABJSNJO
oT 39,6 no 40 «r. Ilpu ust6uitke XIII noBaBasioT COJMIAHYK KHCJAOTY, NPH
Hepoctatke — XIII. ITo pocTHkeHun B cHcTeme TpedyeMoro coxep:kKaHust
XII m XIII B Hee noGaBasioT cycrneHsuio us 16 kr yriasg 1 40 o1 BOAHI.
[ocae 3Toro cHeTeMa pasfenenusi cuuTaeTes CO3LAHHOIL

Boinenenne D(—) XII u L(+)XIIl npoussoaar noovepenaHo. Ilepen
KaX[biM BBIIENEHHEM AHAJH3UDYIOT MaTOYHHK CHCTeMbl pa3lesieHns Ha CO-
nepxanue csobonnoro XIII u ruapoxnopuga XII u po6asasior HOBble NOP-
nuH no 48 xr XIIIL

[lepBoe Bhizesienne naunnaercs c «eKCTpaMuHa» — L {4 ) XIII. TTocnen-
- Hee — ThiCsunoe BbIAC/ICHHE — 3aKAaHUUBAETCH «JIeBOaAMHHOM» — D (—) X111,
Bolnesienne onTHYeCKH aKTHBHBIX TpeoaMHHOB Gosee 1000 pa3 CTaHOBUTCHA

3dTPYIANUTENBIBIM, TAK KaKk B CHCTEMe HaKanjiWBaeTCsl XJAODHUCTHI] HaTpHi,

KOJMUYECTBO KOTOPOTO K TBHICSIYHOMY BBIAEACHHUIO NOXOAMT 10 10 kr. DTo
MOXKET TIpHBECTH X BbiIe/NEeHHI0O M3 cucrTeMbl ruapoxjopuna XII. O6uuHO
MocC/ne TLICAYHOTO BBILEJEHHS H3 MaTOYHHKA OTPaBOTAHHOH CHCTEMBI BbLIe-
asiiotT X111 u co3analoT HOBYIO cucTemy.

6) Boimenenne «mekcrpamuna» — L(4 )X, Tlocre co3nauus «cHeTe-
MbI> Maccy pasmewnsaioT 10 munyt npn 62—66°, duabtpyior, yroae npo-
MbIBalOT 20 /i BoJbl. Peakunouhyio Maccy B KPHCTANAH3aTOpe HarpeBaoT
10 o0pasoBaHus Npo3pauHoro pacrsopa (b2—66°) u 3aTem OXJ1aXK 1al0T 10
27°. Kpucraansr L(+)XI1] HauHHAIOT BLIManaTh npu 35—45°. Ilpu 27°
[nepemelinBalor B Tewehne 30 MHHYT H BO3MOMHO ObicTpee OT(HJIBLTPOBHI-
BaloT L(+)XIIl. Kpucranausatop u nacry npombisaior 20 1 BOIH (60°),
KOTOpYIO NDHCOCAMHSIOT K MaTo4HOMY pacTtBopy. [loayuaior 56 xr macThl
L{+)XIIl, conepxxamefl 44,5 Kr CyXoro BeLIeCTBa, T. IUI. He HUKeE 158,
[a]*°p oT +28 po +30°. ~ '

Marounblii pacTBOp HCMOMB3YIOT Aa8 BRIxenenns D (—)XIIL.

B) Bbinenenue «nesoamuna» — D(—)XIHL. Matounnri pacTeop (0OKO0JIO
1300 n1) nocne somenenns L(4)XIIl wmarpesaor go 40° ONpeeNsoT
conepxanne XII u XII (XIII — o1 36 no 28 kr, XII — KOJINYeCTBO, CoAep-
Kaiuee XJgopucroro sogopona ot 40 po 30 kr). 3artem pobaBasiior 48 Kr
XITI v 3a 10 muuyr marpemawor no 62—66° K MOJNYYEHOMY pacTBOpY
ROGaBJIAOT cycned3nio 12 kr yras s 40 1 MaTounoro pacTteopa OT Npeabi-
AyweH onepauuu, nepemewnBalotT 10 munyr npn 62—66° u GUABTPYIOT
B KpucTanausarop. Janvueiiee Beinenenne D(—)XIII ocymectsasiior Tax
xe, Kak u pbinenenne L(+)XIIL IMoaywaror 445 kr D(—)XII1, T. mr1. ue
Huke 160° [a]®p or +28 mo +30° (59 pacTsop B | H. cowsHOll KHc-
JOTeE). .

MaTouHni#l pactBop mocae oraenenus D(—)XIII HCTIOJL3YIOT M BHI-
nenenus L () XIII. -

r) Tlepeocaxnenue Texuuueckoro D(—)XIII. B cycrensuio 12,1 kr 70%
nactol D(—)XIII B 51 »n OHCTHIINPOBAHHOM BOABI, Harperyio gpo 60—65°
BHOCAT 12,1 xr 70% nactu D(—)XIII u B Teuenue 40 MHUHYT OPHOGABJIAIOT
3,4 n 10% consnot xucaorte. Iloayuennbii pPACTBOp TNepeMelIHBaloT
10 mMunyr npu 60—65° ¢ | kr yris, QUIBTPYIOT, oxaaxaalT go 40°
o6pafaThiBalOT B TeuenHe 20 MuHYT 41 kr 95% aMMHauHOH BOAH 1o
pH 9,56—10,0. Cmecy nepememmparor 1 wac mpn 26°, GHABTPYIOT, ocaloK
MPOMBIBAIOT BOJOH (2X3 1) w cymwar B Bakyym-cywnake. Ilosyuaior
7,8 xr 99,7% D(—)XIII, T. ma. ne uuxe 160.5°.

1)  D-(—)-Tpeo-1-(n-nurpodennn )-2-nuxaopaneTHIAMHHO-1 ,S-NPponax-
nnon (XV). Cmecv 5,28 xr (35,6 moa) 969% MeTHI0BOTO s3¢pHpa AUXIOp-
ykcycHon rHcnoTe (XIV)., 30 o meTawona, 30 g OUXJ0DP3TaHa W 6 KT
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C,oH;-CI;N-HCI

(?8,§ mon) D(—)XIIl narpeBaior Ao kunewnst. PeakuuoHpyio- Maccy
oxJaxaaloT a0 5—I10° (HABTPYIOT, 0CAIOK [POMBIBAIOT METaHOJIOM H CY-
mat. [loayuator 8,38 kr [92% na D(—)XIIH] XV, 1. ma. 149—153°

HOB3MBHUTOJI

I'uppoxsopun O-KCHJAWI-AH-(2-XJ0P3THI) -aMHHA.
0-CH,C;H,CH;N(CH,CH,Cl)3- HCI |
M. B, 282,64

Beabift KpucTanaauvyeckuil mopouok, 6e3 3anaxa, Jierko. paCTBOPHM B
COHpTe, PaCTBOPHM B BOJe, XJyopodopme, aleToHe, [PAKTHUYECKH He pacTBO-
puM B 3dupe, B- BOAHBIX PacTBopax THAPOJM3YyeTcs, ¢1ado rurpockonuuel,

T. 1. 145—147°,
HUcnpiTanug Ha NOAJHHHOCTb, YHCTOTY W KOJHUECTBEHHOe ONpefeseHne

persiameHTHpYIOTCSl BpeMeHHbiIMH MPTY 42 Ne 3599-67. u
HoB3sMOHTON — OPUTHHAJIBHBIH OTeUeCTBEHHbIM IUTOCTATHUECKHH TMpPENa-

pat [1]. Tlpumensiercs npu JauMdorpanyseMaTose AJsi BHYTPUBEHHOTO BBe-

NeHHHA. _
BrimyckaeTcss B amnyjax u ¢uakoHax, cofepxauux no 0,045 r cre

owka (cnucox A).
pﬂﬂbl?i(é;?mnﬁobﬁ)m Bemfecmom ﬂ.)ﬂﬂ noJyueHdst HossMOurona (VI) saBasercs
o-kcuaoa (1), KOTOpBIE npH OPOMHPOBAHUM OPOMCYKIHHHMHAOM (Hg), B qe'l-‘
TBIPEXXJIODHCTOM yriiepoie B MPHCYTCTBHH MMEDPEKHCH OeHszouaa o paaHyUeM
o-kcuauabpomun (111) [2]. Mpa ssaumoneiicTsun Il ¢ nusTanonaMy oM
(IV) noayuasor o-KCHAuA-IH-(2-okcuaTua)-amud (V). O6paborka H%Cﬂnﬂf:l
HEero XJOPHCTBIM THOHMJIOM B XJopodopMe OPHBOIANT X THAPOXJIOPHAY

. 0-KCHJIMJI- M- (2-XJI0p3THI) -aMua — HoBamGutoay (V1) [3].

| NH(CH,CH,0H),
O“CH3C5H4CH3 + (CHzCO)gNBI' — O-CH3C5H4CHQBI A
| | 3

[1 _ >

. | SOCl, f
0-CH,C (H,CH,N(CH,CH,;OH); —— 0-CH;C;H 4C§,I%N(CH2CH2C1)2~HCI
\Y

1. o-Keunua6pomun (111). Cmech 44,3 ¢ (0,4 moa) 1, 73,4 r (0,4 mon)
I, 150 ma uvernipexxJgopuctoro yraeposa u 0,1 r nepexkncn OeH3ousa Harpe-
pator fo 85—90°, oxsaxaaioT Bo H30exaHue OypHOro KHnenus, 3aTeM Ha-
rpepatoT 40-—50 MHHYT, 0XJ1aXK13I0T, OCANOK OT(DHJIpr(}quIBa}OT, NpPOMBI-
BAIOT UETBIPEXXJOPHUCTBIM yraepojaoM, cywar W noaydawot 39,6 r (0.4 moi)

cyknuHAMuia. PuabTpaT ynapuHBalOT W OCTATOK [EPEeroHdloT B BaKyyMe.

[Tonyuator 47 r (63,5%) III, 1. kun. 90—94° (10 MMm); ¢pakuus o T. KHI.
123—129° (10 MM) — O-KCHAHJIAHGPOMHUL.
0-KcuanabpoMHua — CHJIbHBI JlaKkpHMaTop, M OpH padoTe ¢ HHUM Heoﬁ-

X0AUMO cOOM0AATb OCTOPOKHOCTD. |
2. o-Kcunua-nu-(2-okcuatua)-amuu (V). Cmecs 47 ¢ (0,253 mon) 111

H 57 r (0,5 mon) IV nepemelinBalOT [0 MOJNY4eHHsI MPO3PAa4yHOH MacCCh,
narpeparot [0—I15 uacos npu 80—85°, oxsaxnaloT, npHOABAAIOT 100 ma
BOAbl U IKCTPATHPYIOT AHXJOP3TAHOM. JHXJIOP3TAHOBLIH 3KCTPAKT H%OMbI-
BAlOT BOJOHK, CcywlaT CcyabdaToM HaTtpHsS H YOapHBaloT B BaKyyMe. o.ra%-
qaloT 45 r (85.2%) Texuuueckoro V, dgp 1,070—1,077, n?p 1,5400—1,5360,

KOTOPbIHl MCNOJbL3YIOT B cHHTe3e VI
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3. TuppoxJopun o-KCuaHA-Zu-(2-XA0P3THA )-aMHHA (VI). K pacrsopy
90,3 1 (0,4/3 MoJs1) XJ0pHCTOro TUGHHJAA B 150 MJa 6€3BOAHOrG Xa0podopma
NpUOEBJISAIOT NIPA OXJaXK/ACHUN W NepeMelNBaHNK pacTBop 45 r (0,2107 moda)
TexHH4yeckoro V B loU Moa xjaocpogopma. llocae BblgepKKH peakiuOHHOI
cMecd B TedenHe 12-—15 vacos npu lo—20° Harpesaior npu 50—60°, satem

g

_npu 90—95° o npexpalleHids BbiAC/EHHSI XJOPUCTOrO BOAOPOAA, OTTOHSIOT
XJI0pOGOPM M XJIOPHCTbIA THOHM/ B BaKyyme. K OCTaTKy ABaMbl [ipudas-
JAIOT XA0pOQOPM C NOCAEAYIOLEH er0 OTiOHKOH. UCTAaTOK NpPOMBIBAIOT IPHU-
poM — Aexkantauneir no 10v—1z5 ma. Kpueramisl 0TQHALTPOBBLIBAIOT, HpO-
MbIBRIOT 3()HPOM H [EPEeKPHCTaNJH30BbIBAIOT M3 aleroHa. Boixog VI —

30,/ r (60% ), 1. na. 14o—147°, -

[Ipn nonasanumu Ha KoXy M CAM3HCTHle 060M0YKH VI BBI3BLIBAeT CHJb-

HO€ pasjpax<eHue.
XIMTOPBYTHH

y-1n-Au- (2-xa0patun) -amunodennn]-MaciasiHas KUCJIOTA,
n-(CICH,CH,), NCgH ,CH,CH,CH,COOH

C1HgCINO, | M. B. 304,22

CHHOHUM: XxJopambyiu.

beJiblii U1 Oedibili €O CAABLIM PO30BATHIM MM KPEMOBATHIM OTTEHKOM
KPHCTANJIHYECKHH NOPOIUOK, CO ¢/1a0biM 3al1aXxoM, JIETKO PACTBOPHM B CIHPTE,
XJA0pOQOpMe U 3(pHpe, DPAKTHYECKH He PACTBOPHM B BOAe, T. nJa. 64—67".

kicubitadHs Ha [OAJAMHHOCTb, YHCTOTY H KOJHYECTBEHHOE onpejedqeHHe

- peraaMentupyorca I ocdapmaxkoneed X (cTp. 184).

XJOPOYTHR — aAKWJHPYIOUlee HMTOCTATHYECKOe BelleCTRBO, IIpUMeHsAeTCA
[IpH XPOHHYCCKOM JIMM{POJCUKO3e  ([INEHUMYLLECTBEHRO JeHKeMHYeCcKHX ¢op-
Max) H JauMm@orpanyJeMatose, XOpoilo BcacbiBaeTcs NpH IpHeMe BHYTPb.

Boinyckaercst B Tadaetkax no u,U002 n U005 r (cnHcok A).

Vicxoanpim BellecTBOM AJs NOJydYeHHs XJAOPOYTHHA CAYXKHT METHJIOBLI
3QHp Y- (n-aMHHOPEHH) -MACASIHON KUCAOTH (1) Li}. Ilpu B3aumopeACTBUH
I ¢ okucbio stusena (ll) obpasyercsa MeTH/IOBbiA 3QHUP Y- |n-AH- (2-OKCH-
3THJ) -aMuHOeHuI|-MacaaHou Kucaotht (111). Ilpu obGpabotke 1l xusop-

OKHCbIO Qoc@opa B OeH30/e I[0JMYy4alOT METHJOBBIE 3QHp Y- |n-au-(2-x70p-

3THJI) -dMHHOPEHUI | -MacAs IO KUCA0Tx (1V), KOTOpbIN KHISSYEHHEM B COJIS-
HOH KHCJIOTE [NEePEeBOAAT B Y- |[n-AH-(2-XJOP3THI)-aMUHOPEHH | -MACAHYIO
KHCJAOTY — XJA0pOyTHH (V).

| OKHCb 3THUJIEHA
' H-NH2C5H4CH2CH2CH2COOCH3 li
I

—

| POCI,
~ n-(HOCH,CHy);NCgH,CH,CH,CH,COOCH,, —
il

— H'(CICH2CH2)2NC5H4CH2CH2CH2COOCH3 -
Y

—» Fl "'(CICH2CH9)2NC5H4CH2CH2CH2COOH
\'

1. Merunosuit  agup y-[n-N-nu-(2-oxkcuatun)-amunoderun}-macasHoi
kucaoret (111). K pacrsopy 0,181 kr (0,94 moa) I B 1,0 1 25Y; yKcycHOM
KUcA0Tbl NpH TemnepaTtype 0—(+95)° npubasasor B TedeHHe 30 MHHYT NpH
nepememinBandn 0,4 kr (8,9 mon) 98,0% okucu a3runesa (lI), oxsmarxaeH-
Hoit Ao 0° PeaklHoHHyI Maccy nepeMelIHBalOT 2 4aca npu 5—8° u 5—6
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qacoB npu 18—22° mo orpumartenbHo#i Npobel Ha [ IHpH AMA30THPOBAHMH.
M36biTok Il ypansior B BakyyMe, K pactsopy npubasasior 10 r yrag npu
18—20° u mocsie 15 MHHYT NepeMelUnBaHus PUAbTPYIOT. ¥YTOoqb MPOMBIBAIOT
100 a1 209, ykCycHOH KHCJAOTH M OObelHHeHHble (PUJAbTPAThl HEHTpPaJH3yIOT
2,2 n 14% pacreopa coasl go pH 7,5. Macaoo6pasuoe BeliecTBO 3KCTpa-
THPYIOT XJOPHCTBIM MeTHJeHOM (4X 1 J1), 3KCTpakT NIpOMBIBAIOT BOJAOH KO
HEHTpaJbHOH peakuun (2X2 Jg) u cymar cyabdarom martpusa. I[locae orT-
FOHKH XJIODHCTOTO MeTHJeHa B BaKyyMe octatok III pacrBopsitor B 0,91 &
OesBoaHOro 0eHsoJsia U UCHOJB3YIOT AJd noayuyenus IV. S

2. Metunosmit apup y-|n-N-gu-(2-xn0patui)-amaHodennn] Mac/asHOI
kucaorsl (IV). K oxmaxpennomy po 10° 1,1 o 6ensonbnoro pacrsopa I,
IOJIY4YEHHOro Ha NpelblAyllel cTaiuy, NpuOasisalOT B TeYeHHe 30 MHHYT IIPH
nepemermunBanud 0,452 kr (2,94 Moa) xsopokucu ¢ocdopa (tremieparypa
PeakUHOHHOH Macch <C20°) 3arteM HarpepdloT B TeueHue 1 vaca mo 78—80°
M BLIAEPKHBAIOT 1 yac npu 3T10H TeMmneparype. Ilocse OTTOHKH XJIOPOKHCH
gocopa U OeH3osMa B Bakyyme noayudaioT ~ 0,37 kr macgaocGpasHoro IV,
KOTOpbIM 0e3 OUYUCTKU NMPHMEHAKT Ha CJAeAYIOILeH cTaliH.

3. y-[-n-Ju-(2-xa0parna)-amunodennnl-macasnaa xkucaora (V). K mo-
JydYeHHOMY Bblile 1V npubasJjsior B Teuende 30 MUHHYT Npu NepeMelIMBaAHHU
0,4 kr (3,95 Mos) 369Y% cCOMAHON KHCJAOTH, KHOATAT | yYac, oxJaxKpamwr IO
45°, BblMBAIOT B © s JIeAAHOH BOABI ¥ 3KCTPATHDYIOT XJOPHCTHIM MeTHUJIe-
HOM (DX1 x). IDxeTpakt V cyllaT CepHOKUCALIM HaTpHeM, 00paldaTblBaloT
30 © yrig B QHABTPYIOT. ¥roap npoMmuisalOT 100 mMa XJaopHCTOro MeTHJeHA
H o0befHHeHHble QuabTpaThl ynapusalor B Bakyywme. Iloayuaror 0,25 kr V,
KOTOpPBIH NEePEeKPHCTAJMJIH30BbIBAIOT H3 CMECH NeTpoJeiiHore agupa c GeH-
sonioM (6:1). Beixog V 0,13 xr (46,5% ma 1), 1. . 64—67°

Pa6ora ¢ V HoJxHa NPOBOJUTbCA C OCTOPOXKHOCTbLIO, TAK KaK IIpH IIO-
IafjaHHy Ha KOXY M CJAH3HCTHle O0OJIOYKH OH BBI3bIBaeT pasjpaxKeHHe,

CAPKOJIU3HUH *#

Fuppoxmopun DL-a-amuso-f- [n-nu- (2-Xa0paTtua) -aMmaaodenua] -npo-
NIHOHOBOH KHCJOTHI. |

I (C].CHQC H2)2 NC6H4CH QCHCOOH
|
NH; - HCI

C13H18C]2N202'HC1 - - M. B. 34l

CHUHOHHMBI: paueMe b(panaH, CapKOXJOPHUH,

Deablit MaM cjerka KeJTOBaThlii [OPOLIOK, pacTBOPHUM B BOJe IpH Ha-
rpeBanun (1l : 1,5), pacTBopHM B MeTaHOJe, B KHCJOTaX, I1Ueg04Yax, TPYAHO
pacTBOPHM B 3TaHOJe, He PacTBOPUM B 3Qupe U xJopodopMme.

VicneitaHug Ha NOJJIHUHHOCTE, YHCTOTY M KOJHYECTBEHHOE OlIpele/eHHe
persiaMedTHpyIOT I'ocdapmakoneenr X (ctp. 607).

CapKOoJIM3UH — aJKUAMPYIOLUHA LHUTOCTATHYECKHH IIpemapaTr; NpuMe-
HACTCA NIPU CeMHHOMe sIMYKa, PEeTHKYJOCapKoMe u capkome lOura.

Brimyckaerca B tabaerkax no 0,01 r u ¢aakonax no 0,02—0,04 r (cnu-
COoK A}. |

CapkoJn3ug Oblyl BHEpPBbLle CHHTE3HPOBAH OAHOBPEMEHHO M HE3aBHCHMO
B CCCP {1, 2] u B Auraun [3].

o * IlepecmoTpeHo u oTpelaKTHPOBAHO ¢ yyacTueMm KaHA xuM. Hayk T. C. Ca-
DOHOBOH.
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[To Merony, paspa6orannoMy B CCCP, ucxoanbiMu BelllectBaMu B CHH-
Tese CapKOJH3MHa SIBJSIOTCS aueTHIAMHHOMAJOHOBHI 3QHp M N-HHTPOOeH-
3UN6POMHUA, B3aUMO/1eflcTBHe KOTOPbIX B NPHCYTCTBHH METAJIHYECKOro HaT-
PR MPHUBOAMT K A-HUTpoGeH3HIalleTHIaMHHOMaJJoHOBOMY 3¢upy. [locaea-
HU BOCCTAHABJHEAIOT 4O N-aMHHOOEH3MJALETHAAMHHOMAJIOHOBOrO 3¢dupa H
Ianee o6pabGaTbiBalOT OKHCbIO 3TuaAeHa. [losyuaembifi n-au- (2-OKCHU3ITHI)-
aMHHOGeH3UuAaleTHNaMHHOMAJIOHOBbIH 3up peaklHeld ¢ XJAOPHCTbIM THOHH-
JIOM npeBpallaioT B n-AH- (2-XJ0P3THA)-aMHHOOEH3HIaleTHIaMHHOMAN0HO-
Bhil 3(Up, KOTOPbLIH KHNSIUEHHEM C COJISIHOH KHCJOTOH II€peBOAAT B CapKoO-
ausun (VII) [4]. | |

B pa6oTe aHrJufickux aBropos npd cuuTese VII ucxomar us P-¢enna-
o-anaiiiHa. [TocjaeaHuii HUTPYIOT, A-HUTPOQEHHNaNaHHH HarpeBalT ¢ ¢{ra-
JEBLIM aHTHAPHAOM M [0JYy4aioT n-Hutpo-N-OTanns-¢pennnananus, KOTOpbif
npespaulaloT npH AeHCTBHY 3TaHOJBLHONO pacTBopa  XJOPHCTOTO BOAOPOAA
B 3THJOBHIE 3QHp A-HHTpo-N-dranua-dpennnanannna. [locneannis BoccTa-
HABJAMBAIOT C NaJjaiHeM L0 3THJAOBOro sgupa. n-amuHo-N-QTanua-peHn-
aJlaH{Ha, KOTODPbI NpH NocjaefoBaTe/ibHOR 00paboTKe OKHCBIO 3THJEHA, XJO-
poKHChio docdopa ¥ colgHON KHCAOTOH obpasyer Vil

Mapecren Takke cuutes VII 3 2-pennn-4-n-HUTpoGEH3aIb0KCa30/0H2-D,
I0JIy4aeMOro B3aHMOJENCTBHEM I-HHTpOOeH3aJblleriiia ¢ FURMYpPOBOH KHC-
qortoit [5, 6]. Ilpu ankorosaude asnaxroHa o6pasyeTcsi ITHJNOBbIA 3(HP
a-6eH30HAaMHHO-N-HUTPOKOPHYHON KHCJIOTbI, KOTOpbIH BOCCTaHaBJUBAIOT
C najnajfveBbiM KaTa/Jau3aTOpPOM [0 3THJOBOTO 3(upa B- (n-aMmusodenn)-
o-GeH30HAaMHHONPONKOHOBOH  KHUCAO0TH.  OcyulecTBAsia  NOC/AC10BATE/NBHO
OKCHSTH/JAHDPOBAHHE, 3aMEHY OKCHIPYNOL HA XJOp H KWCJHOTHbIH THADOJH3
stuaosoro adupa B-[n-(2-xn0patha)-aMHHOPEHHA]-a-0EH3011aMHHONPONHO-
HOBO# KHCJOTHI, noaydaior VI,

Bosee yno6Ho noJyuyaThb CapKOJM3HH, HCHOMb3ys B a3]aKTOHHOM CHH-

Tese afbierng ¢ roTopoil mu-{2-xaop3tua)-amunorpynnoin [7, 8]. Bsan-

MozrelicTBHeM aHuauHa (l) € OKHCbLIO 3ITUJEHA HAH STHJACHXJOPTHAPHHOM
noJy4arT AH- (2-okcHITHA)-aHuaud (1) 9], xoTopeii 0O6paboTKOW XJOP-
OKHCBIO docdopa MpeBpamaoT B AH- (2-xa10p3THa) -anuaun (111). [Mocaenuusn
IpH B3aHMOAEACTBHH C JAMMETHAPOPMaMHAOM HIH MeTHA (3Tna) PopMaHH-
JUAOM B NPHUCYTCTBHH XJOPOKHCH ¢ocpopa obpasyer n-1aH1- (2-XN0PITHI) -

amunoGenzanbaerua (1V) [10]. Konnencauner [V ¢ runnypoBoii KHCJOTOMH'

ponyuaioT asaakton (V), KOTOPbifi BOCCTAHABJIHBAIOT B OEH30M/ICAPKOJH3KHH
(V1). KucnotubiM rujponusom VI nosyyailoT CapKoaAH3uH (VII).

OKHCH STHIEHA - POCl,
CeH:NHy —— J’CBHE:.N(CIIilz(:HQOH)z S
I

(CH,),NOCH
- J1- OHCC5H4N(CH2CH2C1)2+
POCl, 1V

C.H,CONHCH,COOH 7n
—>n-(CICHgCHy):NCeH,CH=C——C=0 ¢’

N O
N/

&,

> C6H5N((:l}l{2CH2C1 )2
1
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HCl
== !’1-(ClCHzCHg)gNCGH,;CHQCHCOOH —

|
v NHCOCeH;
- n'(C]CHQCHz)zNCbH4CHQCHCOOH

|
ViI NH;-HCI

1. Nn-(2-okcuatua)-anmann (11). K cmecn 250 r (2,7 moxm) T n 150 Ma
4 H. pacTBOpa YKCYCHON KHCJOTH, OXJaXAEHHOH [0 0—4°, npuauBaloT
050 Ma OKHCH 3TnaeHa. Ilocie BbilepXKKH B TeuenHe 12 4acoB K peaKIHOH-
HO#l cMecu npubGaBasioT 250 Ma OKucH 3TH/EHA, MepeMElnBaloT 24 4aca,
HeATPanH3yIOT PaCTBOPOM COJbl H 3KCTParupylior xaopodopMom (3X250 ma).
DKCTpaKT cyluaT MOTalloM, pacTBOPHTENb OTTOHAIOT, @ OCTATOK leperoHsioT
8 pakyyMme. [loayuaior 435 r (40%) 1I, T kun. 175—180° (3 mm). Ilpn
OXJla IeHHH BellleCTBO 3aKpPHCTA/IH30BLIBaeTcs, T. ma. 56°.

9. Ilu-(2-xaopatun)-annaun (111). K 96 r (0,6 Mon) XJIOpOKHCH ¢oc-
¢dopa npu6aBAsIOT HeGONbUIHMH NOPLUHAMH NpH 5° 40 r (0,22 mon) 11. CMmech
garpepaioT | wac npu 100° o0X/N1aX[al0T B BLUIHBAKOT B 150 mMn OeHsoJja,
a GenzonbHblil pacTBop — nHa 200 r sbga. DensoabHbi pacTBop OTAGJAIOT,
BOAHbI — 3KcTparupylor Gensosom (3X100 ma). BenzoabHble 3KCTPAKTHI
06 beIHHAIOT, CcywarT cyabpaToM HATpHA H HCOOJAb3YIOT B ciaeAyIoiel
CTalHuH.

3. n-Jlu-(2-xa0patha)-amunoGensansaerun (IV). K pactBopy 35 r
(0,23 mon) xaopokucu ¢ochopa B 170 Ma auMetnadopmMaMHia, OXJaxX-
fentoMy fo 0°, npubasasioT pactBop 49 T (0,22 mona) 111 B 170 Mn nuMe-
tundopmamuaa. [locie BbIEPXKKH PEaKUHOHHOH Macchi 15 muuyr npu 15°
HarpeBalT 2 uHaca IpHu 40° BLITMBAIOT B CMeChb Jibla C BOAOH H OBICTPO
OTQHALTPOBLIBAIOT He BOIUEIINH B peakuHio I11. ®uabTpat O0CTABJAIOT
mosuaca npH Temnepatype O—(+45°), ocanok OTHHUILTPOBLIBAIT H NEPC:

. Q
KpPHCTANM30BBIBAIOT M3 CNHPTA. BHIXOX IV—239 r (71%), T. oa 85—88".

4. A3nakToH n-iu-(2-Xa0paTha)-amunoGensanpaernga (V). Cmech 30 T
(0,12 moa) IV, 24 r (0,13 mon) runnypoBOH KHCJOTHI, 10,8 r mpoKaJeHHOro
anerata HaTpusA H 36 MJ YKCYCHOro aHTHApHAA Harpesaior 3 yaca HA
cumslel BOASHON GaHe, OXJax1aloT, OCTaBJAKT Ha 12 yacos Ans KpHCTaj-
au3anpn V, npubasasior 15 Mg cnupTa, 0CaioK oT(dHALTPOBLIBAIOT, TIPO-
MbiBaloT cnupToM u cymar. [Joaywaior 39,4 r (83%) V, 1. na. 136—138°
(u3 cnupTa HaH GeHso.a). |

5. I'mapoxaopui a—amnno-ﬁ-[n-nm-(2-—x.nop3m.n)-amunoq)enm]-nponﬂo-
soBoil kucaotst (VI1). K pacrBopy 40 r (0,13 Mous1) TeXHUUECKOTO V B 200 Ma
ykcycHoh u 300 Ma1 CONSTHON KHCJIOT npu6aBsiioT HeOONBUIHMH TOPLHAMH
npy 25—30° u sHepruuHoM nepeMemwnBaHuy 80 T HMHKOBO# mnblH, Peak-
((HOHHYIO CMecb nepeMellHBaT 40 MHHYT, QHIBTPYIOT, duabTpaT pasbas-
ASIOT paBHbLIM 06BbeMOM BOIbl M J00ABJAIOT 30%, BOAHLIF pacTBOp alleTaTa
gatpua o pH 4,0. BblenuBuinucs Macaoo0pa3Hblii APOAYKT KHIOATAT
3 yacd ¢ 200 mMa 209% consiHOH KHCJOTHI, OXJaXJaloT, 6eH30HHYI0 KHCJOTY
oThHALTPOBHBAIOT, (QUILTPAT pa3baBiAlOT PABHBEIM o6beMoM BOABH, 00pa-
6aThIBAIOT NpPH HArpeBaHHH yrieM H QHIBTPYIOT. duabTpaT 0XJaXKAAM0T,
apubasasior 30% BOAHBIA pacTBOp auerara HaTphd, OCalOK OTHHIBTPO-
BHIBAIOT, NMPOMHIBAIOT Bojoll M cywart. Iloayyaior 15,75 r ocHosanus VII,
r. mia. 169—170°, Koropoe pacTBOPAIOT INpH HArPEBAHHH B 100 Ma cnupra,
HACHIIEHHOr0 XJOPHCTBIM BOAOPOAOM, K OCTABJAIT IpPH 0° Ha 12 uacos.
Ocanok OT(HHJILTPOBLIBAIOT H NMEPeKPHCTANIU30BLIBAIOT U3 CIIHPTA (80 mua)
¢ no6asnenueM yras (7 r). [oaysator 9,1 1 (26,3%) VIIL.
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[Tpu pabote ¢ VII Heo6XoaMMO COGMIONATh OCTOPONKHOCTb, TAK Kak
onajaHue 3TOrQ BEUIECTBA2 Ha KOXKY H CJIH3HCTHIE O06OJIOYKHM BBI3BIBAET

pasipaKeHue, 3
| SEINNPAHOH

I'mapoxmopun DL-1-denun-2-austunamMuHonponadoHa-l.

C;H.COCH(CH ,)N(C,H.-),-
Cy5H;sNO-HC : (CH3)N(C;H;),- HCI

CHHOHUMEL: aMm(enpaMoH, renaHu.l.

Denbiil uam 6enblii ¢ KpeMOBBIM OTTEHKOM KPHCTAJNIHYECKH{I MOPOIIOK,
C XapakTepHBIM 3amaxoM, FOPbKOro BKyca, JierkKo pacTBOPHM B Bojle, pac-
3

TBOPHM B CHOUDTe, He pacTBOpPUM B asdHpe H OeH3one, T. ma. 170—174°

(B npegenax 2°).

HCHI}ITE‘IHHH Ha ITOAJHHEHOCTb, YHCTOTY H KOJHUYECTBEHHOE OIIpejeJieHHe

peraaMeHTUpVIOTCH BpeMmeHHbIMH MPTY 42 No 3226-64.

DenpaHoH OTHOCHTCH K alOpPEeKCUTeHHBIM BEIHEecTBaM, T. €. HOAaBJseT

anIeTUT; NPUMEHSETCST U JCUeHHS OXKUPEHHS.
Brinyckaercss B tabaerkax no 0,025 r (cnucok A).

Qenpanod cunTe3upyoT U3 nponuodenona (I), xortopwii GpoMHpoOBa-
HUeM mnepeBoadaT B 2-Gpomnponuodenon (II) u . manee B3auMoiefcTBHEM
Cc JaustuaamunoM B 1-¢penun-2-pustunamuHonponaton-1 (III). Ilocaennui
CO CIIUPTOBBLIM PACTBOPOM XJOPHCTOTO Bogopoha gaer IV [1].

o Brg HN(C,H
CoHCOCH,CH, —> C;H,COCHBICH, (Gl
I1
| HCI
-+ GHCOCH(CHN(CiH,)y —> CiH.COCH(CHN(CsHa- HCI
Y

1. 2-Bpomnponunodenon (II). K pacrsopy 37 r (0,27 Mo |
puxJgaopartana npu 30—35° HpHJIHBaIOTI‘) 44,9 EY(O,BG 1\/50:!1) 6p6hza.l Igeaz{:i?mh:f
Hyl0 Maccy mepeMmemmuBaior i'/o—2 vaca npu 30—35° mpoayBalOT BO3AYXOM
%J::Ha%fﬂaJIEHHH 6p0MHCTOBOHOpOﬂHOI;I_I KHCJIOTHl U OTIOHSIIOT JHXJOP3TaH.

TATOK HEeperoHdAl0T B BaKyyMe, q 0
DeTaTok (1%—18 o yy oayuatlotr 48 r (81,6%) II, . KHIL.

2. 1-denna-2-auarnnamudonponanon-1 (I1I). Cmecr 34,3 r. (0,15 mou

1, 100 M G6eszpognoro Gensona u 23 r (0,3 MoJa) IAM3THAAMHHA HE;I‘pEBaEOT

no 78—80° m npodosKalT HarpeBaTh 2 uaca. PeakumoHHyw maccy obGpa-
6ateiBator 100 ma 259 pacTBopa exxoro Hatpa, oxJaxjaawT jaco 15—20°
BOAHO-UIEJOUHON CJOH CAHBAIOT, a OeH30JbHBIH PAacTBOP OTAEAIOT.. bensou
4 W3GBITOK JHSTHJAMHHA OTFOHAIOT, OCTaTOK IEperoHsloT B BaKyyMe.
[Tonyuaror 27 r (81,8%) III, 1. xkum. 130—135° (5—7 mMm).

3. Tuapoxsopun 1-denun-2-puaruaamunonponasona-1 (IV). K pac-
TBOpY 60 r IH B 150 M1 Ge3Boanoro atuganerara npe 0° nmpuamsaior 35%
CIIUPTOBOH pacTBOD XJOPUCTOTO BOAOPOAa 0 KHCJAOH peaklUud Ha KOHTO.
Peaxkunonnyio Maccy IepeMellHBaioT. 11/,—2 uaca mpu Temnepatype 0-5°.
Boiaenusuniics IV oTduabTpoBLIBAIOT, NPOMBIBAIOT 3TUNALETATOM M 3(QH-
pom. Noayuator 57,2 r (80,9%) 1V, 1. na. 170—173°.

OKCAPEHAMU ]
n-OkcudeHnIcaaHIHIaMuL,

| 0-HOC.H ,CONHC:;H,OH-n
C13H11N03 : o . v
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M. B. '2_29',24

M. B. 241,77

CHHOHHUM: JAPHOJL. |

BesLiil uaH Geablii ¢ JHAJOBATO-CEPHIM OTTEHKOM IOPOILOK, 6e3 3anaxa,
He pacTBOPHM B BOJle, DACTBODHM B CNUpTe H B pacTBOpAX IeJiouei, TPyAHO
pacTBOpHM B 3(HDpE, T. ML 175—-178°. |

VcnbiTaHKRS Ha NOAJUHHOCTb, YHCTOTY ¥ KOJHUECTBEHHOE ONPEAENEHHE
peraamentupyiores [ocpapmakoneeH X (cTp. 502).

OxcadeHaMuj ycuIuBaeT 00pasoBaHHe H BHIIEJNCHHE KEIUH: IHPHME:
useTCsl MPH XOJEHHCTHTAX, XOJAHTHTAX, MKeJIYHOKAMEHHOU GoJIe3 U,

Brinyckaerca B TabaeTKax IO 0,25 u 0,5 1.

Oxcadenamug (lI) monyvarwoT H3 n-amuHodenona (l) u camnoJa.

0-HOCzH,COOCgH;

n-HoNCH,OH . » 0-HOC;H,CONHC;H,OH-r
| I I

Cumech 15 kr (70 Moa) canona u 8 kr (73,3 moiq) 1 HarpeBalOT TDH
nepememupannn go 190°. Tlpu aToH TeMmepartype HaUMHAIOT OTIOHKY obpa-
sylomerocst (eHosla B BaKyyMe (300—400 mm), cobupas ero B NPHEMHHK
¢ 209, pacTBOpPOM IIEJNOYH.

[lo oKONUAHHM OTFOHKH Maccy oxaaxzaior no 120—130° npuGaBasioT
40—45 1 40% H3ONpONUAOBOrO CIUpPTa W NOAKHCIAIOT 109 pacrBOpOM
consaHoi xucaotsl go pH 3,0 (2—3-a1). 3arem [1006aBJAIOT 0,75 xr yras,
HarpesaloT Ao 70—75°, mnepeMelIHBAIOT 10—15 wmunyT u HIBTPYIOT.
K oxnaxjienHomy jgo 40—45° pacTsopy npubasnsfioT L OCBETJCHH 50 r
FHAPOCYJb(HTA, OXJAXKAAT 10 10° u ocTaBJsilOT Ha 1 uyac mpu 3TOH TEM-
nepaType. BoijenuBuinecs KpHCTAJLIbI OTGHUABTPOBLIBAIOT M NPOMBIBAIOT
usonponuaosbiM coupTom  (30—40 ). Cyxolt TPOLYKT KpPHCTAMIH3YIOT
nBaxibn u3 409 H3OMPONKIOBOro cnupTa ¢ A0DaBJIEHAEM 0,7 Kr yrad H

20 r THAPOCYJIb(HUTA.
IToaygator 11,8 xr (69,66%) 11, T. nu. 175—178°.

AMUJUH *

Iurpat n- (LH3THAAMIHOSTOKCH) - eHnIPeHeTHAKETOHA.
n-(CoH;).NCH;CH,OGCH LCOCH,CHyCgH; - CsHO;

_C21H27N02'C6H307 M. B. 517,58

MeJIKOKPHCTAJIJINIECKUH TTOPOIIOK, MajJo pacTBOPHM B BOJe ¥ CIHPTE,
(IpaKTHUECKH He pAacTBOPHM B S(Hpe H xaopodopme, T. M. 115—119°
(B mpelenax 2°).

MenbTanyst Ha MOAJHHHOCTb, YMCTOTY H KOJUHYecTBeHHOe ONpPeACICHHE
pernamentupyores MPTY 42 Ne 307-62 (1963, ¢6. 1, crp. 91). -

SuauH — OpUTHHAJBHBIA OTeYeCTBEHHBIN Npenapar, OKa3biBaKIUKA 3MH-
nupylomee AeficTve. [Ipumensercs LI yAalCHIA BOJIOC MpPH JEeUeHHH
rpHOKOBBIX 3a00/1€BaHNH BOJIOCHCTON 4acTH I'OJIOBBL

BeinycKaeTcsl B BHJe IUIACTHIPS C/elyloulero CocTaBa: nuauHa — 4 T,
BOABI JHCTHJAMHUPOBaHHON — 15 MJ, JaHOJHHA Ge3BoAHOTO — 22 T, BOCKA
TUAHHONO — 5 T, CBHHILOBOrO IJiacThipst — 54 r (cnucox b) [1].

Anuand (IX) noaydamT H3 n-uurpoanerodenona (I), xoTOpHH . BOC-

| oTAHABIMBAIOT 10 n-amuHoametodeHoHa (II) UYryHHbIMH CTpYXKKaMH

s BonHofi cpege [2, 3]. 1l myTem AnasoTHPOBAHUS K MOCHCHYIOILETO pas-
TOKEHUA COJH HAHAa30HUS IepeBOIAT B n-oxkcuanerodpenon (II1), KOTODhHIH
ssauMonelicTeieM ¢ GenaaabiaeruaoM (IV) npespaumaiorT B n-okcudeHu -

* [TepecMOTPEHO H OTPENAKTHPOBAHO C y4acTHEM KaHA. XHM. gayk B. A. 3acocoBa,
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CTHpUJKeTOH (4-okcuxankon) (V) [4, 5]. V nonrepraior H3buparensHOMY
THApPHPOBAHHIO Haa uukeaeMm Penes ¢ obpa3zosaHuem n-okcHpeHnadereTna-
KetoHa (V1) [6]. Peakuns npoTekaer nouTu kosuuecTBeHHO. B TO BPEMST
KaK /pyriie MeTGRbl BOCCTAlOBJEHHS XAJKOHOB He AAK0T XOPOWIMX pPe3y.b-

TaToB. B3aumoneiicteuem VI ¢ aunstunamuuostuaxaopuaom (VIH) s npH-
CYTCTBHH €1KOro HaTpa MnoayvalTt n-(P-AH3ITHAaMHHO3TOKCH)-denHndeHe-

THAKeTOH (VI1II), KOTophIf ¢ NOMOLLBIO JHMOHHON KHCAOTHI peBpallaloT

B ero matpat — 3anunand (1X) [7].

- Fe, HQO 1) NﬂNOg/ngo4
n-0yNCyH,COCH, ~———— n-H;NC,H,COCH, >
! | - il 2) H,0,4
= CeH-CHO .NaOH |
- n-HOCH,COCH, —— = n-HOC,H,COCH = CHG,H; —»
| \Y%
. (CoH,):NCH,CH,CI
Ha/Ni VI 2 |
-—> n-H OC({/"[‘;COCHJCH ;g,CﬁHa o
| CH,0,
~ n-(C,H,),;NCH,CH,0C,H COCH,CH,CeHy —
- VIII
.—-:-n-(C_gH5,)2NCHgCH20C5H4(IZ>'C()CH2CH2CﬁH5-C6H807

1. n-Amunoauerodenon (II), cyavar. Cmecr 800 wma Bomm, 105 r
35.6% coasvolt kueaoTel 0 105 r 4yryHuBIX cTpyxek KunataT 10 MUHYT NPH
- NlepeMelIHBAHHH, oxaaxaaleT 20 90° uw BHocAT B8 Teuenme 2—2'/, wacos

nopunsmu no 2—3 v 1, scero 83 r (0,5 mon). 3atem peaxumonsyio Maccy
Npu nepevellWBaHHH KHNATAT euie 4-—5 uacoB, oxaaxaawT o 45—50° u
npubasasior ~26 Ma 25% pactsopa eakoro uatpa ao pH 10.0. Il BmecTe
C XeneshbiM waamoM npi 60—065° oThnILTPOBLIBAIOT, OCaAOK HarpesaloT
30 MuHyT npu nepemewnsanun ¢ 300 Ma usonponunoBoro cnupTa ao 70°
NpHOaBAAIT 3 © yras, GUJABTPYIOT, IAAM NPOMBIBAIOT H3GNPOMHIOBLIM
cnuptTom (2X30 ma). Pactsop 1 oxsaxaawt ao 15—20° u « HeMy 0OpH
nepemewyBannn 8 Tedenue 10—15 Munyt npuansaor 30—31 r 929 cepnoit
KHCAOTBl 10 KHC/ION  peakulhn Ha kouro. Maccy oxsnaxnaior po 0° kpu-
CTaap cyabgarta |l orduabTposuiBaloT U npoMmuiBator 50 Ma H30MpONHJO-
soro cnapra. lNoaywator 90—91.5 r (81,5—83% ua 1) cyavdara II.

2. n-Oxcnauetodenon (H1). 90 r (0.4 mon) cy.abdata 1l pacTBOpSIOT
py nepemelinsannn ¥ Harpesanun no 95—I100° 8 2 n Boawl, pactBop npH
SHEPTHYHOM nepeMelUBaHWH ObICTPO OXJaxKaaloT 1o 5—8°, npubaBasioT
Tonkod cTpyed 121 r (1,13 mon) 92% cephoii KucaOTH H TeMmnepaTypy
posoaat onate no 5—8°. Ilpubasasior 75 r Jbga # nocreneHHo, noadep-

KHBasi TemnepaTypy He Bbile 5° npuauBaioT 3a 30 mMuHyT pactsop 34,2 T
(0,4 mon) uutpuTa natpua B 90 M BOAbL. |

[lo oxonuauuu peaxuuu AHa30THpOBaHHA (KOHTPOJb Ha HOAKPaxXMaJb-
Hy0 npoby) TemrnepaTypy pacTsopa npH nepeMeitHBAHHH MEAJEHHO MOdHH-
MaloT: 3a nepsble 1!/, vaca 40BOAAT ee g0 20°. a 3atem paBHOMEpHO 3a

9 4YacoB — a0 70° u npu 3TOM TeMmnepaType BHIACPKHBAIOT O MOJHOTO

- PasfiOKeHHA CePHOKHCAOro n-aueTHAdEHRAAHA30HHA, |

- - Ilo okowuaunu pasnoxenus (npoba Ha aszacoueranve ¢ AMMETHAAHUJIH
HOM) peakunoHHYl0 Maccy oxaaxiaant no 0° ocanok I[1l orduabTposh-
- BAIOT, NPOMBIBAIOT 73 MV BOAH H NePeKpHCTANAH308biBAIOT U3 900 MJ BOAM

/0

= - - : . Ca - i 4o . o 7
¢ Y r yraa. O6mus Beixox 111 (c yueToM npoiykta, BbijiefieHHOTO ¢ yIisa)—
49 r (73,50/0). : |

3. n-Okcudennactupuakeron (V). 30 r (0,71 mon) 95% enxkoro natpa
pacTBopsioT B 207 MJa BOAbl, K pacTBopy npubasasior 48 r (0,352 mon) llg,
70 ma cnupTa u 384 r (0,36 mon) 1V. Cmecb narpesator 2 uaca npu 707,
octaBasiioT npu 15—20° na 6 uyacos, 3atem pastGasanior 200 Mg BOABL, [I€pE-
MeWHBAIOT ¢ 2 I yras # GuabTpyioT. K ¢puabtpaty npubdasasior 167—172 ma
15% co/fHOH KHCJAOTH A0 KHMC/AOH peakuHn Ha Kouro. BblaesuBiuniics CBET-
no-#eaTblil ocagok V npombiBaiotr 100 -mMa Boabl, [loayuaior 105—110 r na-
cTht V. C BJAAXKHOCTBIO 35—45%, KOTOpYI0 nNepeKkpHCT2J//1H30BLIBAOT H3
200 Mn u3onponanoda ¢ AoGaskoi yras. Buixoa V 59 r (75.6% na ).

4. n-Oxkcndenundenernakeron (VI). 63 r (0,28 mon) V B pacreope
11,8 r (0,28 moa) 959 eakoro HaTpa B- 286 MA BOAbW THAPHPYIOT ¢ 6,0 T
Hukeass Penea no norjouieHus 6,5 a1 sogopoaa. Kartaausatop oTQuiAbTpC-
BbIBAIOT, pacTBOp NOAKHCAsAOT 100 Ma 10% cOAgHON KHCAOTHI, BBIACAAETCA
ocagok V1. Ero otaeasnor u npomuisaict 100 Mg AHCTRAJMPOBAHHOR BOABL
[loayuaior 62—63,5 r VI (98—99Y% na V). |

5. Liutpar ° n-(P-AH3THNAMHHOITOKCH)-(peHHADEHETHIKETOHA (1X).
12,7 r (0,3 mon) 95% eankoro naTpa pacTBopaioT B 26U Mj CNUPTA, npubas-
Aa0T 62 1 (0,274 mMos) VI n nocrtenedso TORKOW cTpyei npuauBaior 40,7 T
(0,3 mMon) VII. Cmech KuNATAT 2 4aca, nocjie 4ero Aesatot npoby Ha OTCYT-
CTBHE BEIECTB HEOCHOBHOFO XapakTepa, He pacTBOPSIOUIMXCA B H30OBITKE
CONSHON KHCAOTH. Bblaeausliviica XJaopucThlii Hatpuin (16 1) OT(PHALTPO-
BLIBAlOT u mpoMblBaloT 30 ma cnupra. K ¢uabTpaty fipd Xopoliem nepe-
MelUHBaHUN ®# Temnepatype 40—45° npnansawot pacteop 56,3 r (0,293 mox)
JHMOHHON KHCAOTH B 280 mJj cnMpra. Ecin B Tedende H—7 MHHYT He OyAeT
HaOJIOAaTHCH BbINAJEGHHA OCanka, TO NPHOABIAIOT «3a3TPABKY» IX, pac-
TEODP MepeMeWHBAIOT K OxaaxaaioT Ao 10—I15°. BemaBwini ocanok oTCa-
CbiBaloT W npombisair 30 Ma cnupra. [loaywawr 105—109 r (74—76%

Ha Vi) 1X..

$EHACAI

N-(2!-Xnop-4'-uHTpodeHua) -aMua  5-XJOPCANHLHIOBOH KHCJOTHI.
cr Cl
CONH NO,

OH . |
C13H5C]2N20‘ | M. B. 327, 12

CurioyuM: OecToUMI.
[Topotwlok OT CBeTJIO-CEpOro M0 CBETJIO-XENTOTO 1BeTa, Ge3 3anaxa

H BKYyCa, NJOX0 PacTBOPHM B ropsueil BOJe, YMEepeHHO — B CNHpTe, TPYIHO

pacTBOpPHM B alleroHe u Gensone, T. mi. 226—230°.
WcnbiTavug Ha NOAJHHHOCTb, YHCTOTY H KOJHYECTBEHHOe OnpelaeleHHe

peryiaMenTHpyloTcsl BpeMeHHbMH MPTY 42 Ne 3456-66.

denacas — NPOTHBOIJIKCTHOE CPEACTBO, NPUMEHAETCA NpU TeHHAPHHXO3E
# anpuanoborpuose [1—3]. |

Hau6onee yno6ubiM MeTonoM cuHTeda Qenacana (l1I) aBsagercs B3au-
MoAeficTBHE 5-XJopcatulnaoBoll kucaotnt (1I) ¢ 2-xj0p-4-HHTPOAHHAHHOM
B NpUCYTCTBHH XJopokHcH ¢ocdopa [4—7]. I noayuaior xjopHpoBaHUeM
caauiugaoBoii kucaotn (1) B cpese xaopGensoaa [8—10].
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| | Ci
- Ci
H,N NO
| Cl . 2 < >
</ N —COOH —5~ COOH : :_
—— POCI,
OH | OH |

1. 5-XaopcaauuuaoBag kucaora (II). 100 r (0,72 moa) 1 pacreopsiror
npu Harpesanuu B 850 mMJa XxJopOeH30Ma ¥ AponyckamT npu 115—117° ¢ ne-
peMelrnBaueM B TeueHue 2'/,—3'/y dvacoB xsop g0 npuBeca 24—27 r
(0,67—0,76 moua). Peakuuonnym cwveck oxgaxznan™ 1o 15-—17°. Boigenus-
muica 11 orduapTpoBbiBalor v nmpombiBaioT 200 Ma xgop6ensona. [Touay-
qatot 109 r (87%) II, . na. 167—172°. | |

2, N-(2’-Xaop-4’-nuTpodennn)-amuj-5-xjaopcanuuuaosoii kucaors (I11).
759 r (0,44 mon) 92,3% 2-xm0p-4-HHTpOaHHJAMHA pacTBOpslOT mpH 100°
B 300 Mu xsopGensoJia, pacTBOp HepeMEMBaKT 15 MHHYT ¢ yriem (3,5.T)
H ¢uabTpylor. K peakuuoHHon Macce npubasasior 69 r (0,40 moa) II
A 3a 20 muHyr npu 60—80° npuansaior 40,2 r (0,26 MoJa) XJOpPOKHCH
¢docdopa. Ilocne sroro Temnepatypy noseimiaior no 102-—104° u ocTaBasIOT
(pH 3TOH TeMmepaTtype Ha 1 yac. 3arteM oxgaxzxamT A0 15—17°, 106aBASIOT
200 M1 BOABI, 0CafoK OTGOHILTPOBHIBAIOT, TPOMEIBAIOT HarpesanneM ¢ 500 M
‘BOXBI 10 KuNEHHUs, CHOBA oOTcackiBawTt, npombiBaioT 50 ma 5% pactsopa
bukapGonata HarTpus, 3aTeM BoZo#l no pH 7,0 u ropsuum xmop6ensonoM IO
MOJIHOrO OTAeJNEHHS 2-XJ10p-4-HUTpOaHnanHa (KOHTPOJb KaueCTBEHHOH peak-
IMeH Ha dapOMATHYECKYID AaMUHOIPYNNY: [AMa30THPOBAaHHE M COYETAHUE C
B-uagpronom). Ionyuater 92 r (70%) III, T. 1. 226—229°,

XJAOPAKOH

Bensunamuzn B-x10pOpONHOHOBONH KHCJIOTHL. '
CsH:CH,NHCOCH,CHCI

C;oH:CINO : | M, B. 197,67

CUHOHHMBI: OekaaMHu, XHOUKOH.
besblli nay Gedblfi ¢ KeJTOBATHIM OTTEHKOM KPHCTAJJHYECKHH MOPOIIOK

punu OJecTslHe JIMCTOUKH, TOPbKOrO BKyca, ¢jaforo 3amnaxa, pacTBOPUM
B CIHpTe, XJopodopMe, TPYyJAHO DACTBOPHM B 3THJaueraTe, 3QHpE, NOYTH

He pacTBOPUM B Boje, T. . 90—94° (B npenenax 2°).
McenbiTanua Ha NOAJHHHOCTb, YHCTOTY W KOJHUYECTBEHHOE OIIpeJesleHHe

peraamenTupyrorca MPTY 42 Ne 288-62 (1963, c6. I, ctp. 57).
XJIOpakKoOH OKa3biBaeT MPOTHBOCYLOpPOXKHOe JeficTBHe. Ilpumenserecs

IJI JIeYeHHs SMUJeNCHH, IJaBHBIM 00pasoM InpH OOJBIIHX CYAOPOKHBIX
NpUnajxax H INpH MCHXOMOTOPHOM BO30YXKIEHHH.

2

Brinyckaercst B nopoiuke B Tabaetkax no 0,25 u 0,5 r (cmucok B).
Xiaopakon (IIl) mnoaywaror nmyrem aunumaupoBaHusf OeH3HJAMHHA

p-xsopnponnonnaxaopugom (I11) [1, 2.

CoH,CH,NH, + CIOCCH,CH,Cl — C4H,CH,;NHCOCH;CH,Cl
I il -

1. bensunamua P-xaopnponuonopoit xucaoret (II1). K cmecu 4,2 kr
(39,2 wmon) OGensunamuna (I), 40 a1 Boawl u 20 51 Gensona npuGaBJAIOT
2,11 kr (50 Moa) 959, enkoro HaTpa, pPeakUHOHHYIO MacCy OXJaxKAaloT A0
7—8° u npuJauBaOT B TeueHWe 5 yacoB 6 xr (45,7 moa) 97Y% 1I, He mony-
CKasl MOBHIIEHHS TeMueparypbl Gojee ueM go 7—8°. Or6upaloTr npoby Ha
KoHel peakuuu. [IpoGy oT¢uALTPOBHIBAIOT OT OCajKa, B OEH30JbHbIHI CJOH
nobapasior I, ecan npu 3TOM 0CaJOK He BbilajlaeT,— peaklius 3aKOHYEHA.
B nporusHoM cayuae npoposuKaiorT npubasiaare [I. Ilocne ngoGaBneHus
II pH cpeabr nonxen OviTh B OeH304bHOM cjaoe 7,0, B BOZHOM CJI0€ —
6,0. Ecim pH oTkjousiercas B Ty HJAH JPYTyl0 CTOPOHY, €F0 JOBOJAT [O
HYXKHOr0 3Ha4YeHUs1 ¢JjaabblMH pacTBOPaAMH COJSHOM KHUCJAOTBI HJIH LIEJIOUH.
[ocme 3TOro peakUNHOHHYK Maccy Bbigepxupaior 2 vaca npu 10—12°
Ocanox IIl oTpuIbTPOBHIBAIOT, NIPOMBIBAIOT BOLOH (3X6 J1) M nepekpucradl-
Jau3oBbiBaloT Hu3 10 4 usonponuaosoro cnupTa ¢ gobaskoin 0,3 Kr yras,

[Tonyuaior 5,546 kr (71,6%) III.

®EHAKOH

N-DeHUN3TUHI--XTOPIPOITHOHAMHA.

CeH:CH,CH,NHCOCH,CH,CI
C,,H,,CINO M. B. 211,7

BeJsble GJecTsliHe HUTOJOUYKH TOPbKOro BKyca, ¢1aforo Cnemu(uiecKkoro
3anaxa, XOpoIIo PacTBOPUMEIE B ClIUpTe, OeH30/€e, XJ0opodopMe, 3THAANECTATE,

s¢upe, NpaKTHYECKH HE pacTBOpHUMEIE B BOJe, T. 1. 60—64°.
HcnblTanusa Ha MOAJMHHOCTH, UHCTOTY H KOJHYECTBEHHOE OIPEAE/CHHE
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