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OBILIAA XAPAKTEPUCTHUKA PABOTHBI

AKTYAJILHOCTD DaGOTbI. BGHIGCTBa, coacpiKamuc TICTCPOHUKINICCKUC

dbparMeHTbl, 3aHUMAIOT Beayllee IMOJOKEHHE B OOIEM apceHalle JIEKapCTBEHHBIX
npenaparoB. [lo ganHeiM Ha Havamo 90-x rogoB, u3 1070 Hambosee MUPOKO
MPUMEHSEMbIX CHHTETUYECKUX JIEKApCTBEHHBIX MpernapaToB 661 (62%) oTHOCKUIIUCH K
rereporukiaM. McTopus  HCMONB30BaHUA  TETEPOLMUKIMYECKUX  COCIUHEHUM,
COCTOSIIMX B apCeHase MPUPOAHON anTeKd, OEpeT Havyallo M3 JAJIEKOro IMpOLUIOro,
KOT/Ia e1lle He ObLJIM U3BECTHHI CaMU JICCTBYIOIINE BEIIECTRA.

CoenuHeHusi, UMEIOIIME B CBOEM COCTaBE COWICHEHHbIE MUPPOJIUIOHOBOE,
OCH3MMHUIa30JIbHOE M OEH30THA30JIbHOE KOJIbLIa BBI3BIBAIOT MHTEPEC CO CTOPOHBI
CBOCH OHMOJIOTMYECKON aKTHUBHOCTH. MIMHUIA307bHBIM IIMKI BXOJUT B COCTaB
HE3aMEHUMOM aMMHOKHUCJIOTHl THUCTHAWHA, CTPYKTYPHBIM (parMeHT TucTaMHHAa,
MyPUHOBBIX OCHOBAHHM, psijia JIEKAPCTBEHHBIX CPEACTB (I10a30J1, METApoT U Ap.).
[IpousBoaHbie OeH3UMHUIA301a TPUMEHSETCA B KAYECTBE AHTUTE€IbMUHTHBIX
npenapatoB (MeOeHmazoi, anbOeHaazon). Cpead MNPOU3BOAHBIX MUPPOJIUIUHA
CYIIECTBYET JBa psAga OHOJIOTMYECKHM aKTUBHBIX BEIIECTB, O0JaIaroIIMX
MICUXOTPOMHBIMU ¥ AHTUTUIICPTEH3UBHBIMU JCUCTBUAMU (TpyIINa mupamerama, moju-
N-BUHWIUPPOIUIOH, KanTonpui u ap.). CTpyKTypa THa30J1a BCTPEUAETCS B COCTABE
BKHBIX OMOJIOTUYECKH AKTHUBHBIX BEIIECTB TaKUX Kak THamMuH (ButamuHa Bl) u
TaK)kK€ B  COCTaBe psjaa  cyidbpaHUJIAMUIHBIX  [pPEnapaTroB,  HaMpUMED,
MPOTUBOMUKPOOHOTO CcpencTBa (ranazona. Takke eCTh MCCICAOBAHMS M TOIMBITKA
MOJIYYUTh TETEPOLUKINYECKHE COEIUHEHMs, KOTOpbIE MpOSBISIM Obl ceds Kak

MIPOTUBOCYAOPOKHBIE MPETapaThI

Ileab  padoTbl: sBIsUIaCH  pa3paboTka HOBOTO  Clocoba  MOJydeHUs

MOJIUTETEPOLIMKINYECKUX COECTUEHEHH B3auMozeiicTBueM 4-3aMelIEHHbIX-4-
okcoOyTtaHoBeIXx  kuciaor ¢ N,S- wu  S,S-Ounykneodunamu, uU3ydeHue
OEH30MHUPPOIOKCA30JIOHOB B peakiu ¢ peakTuBoM JlaBeccoHa, MX B peakluu

a30COYETAHHS; PEIIEHUEM BOIPOCOB 00pa30BaHUS IPOLYKTOB DPEAKLIUM Ha



OCHOBAaHUM KOMIUIEKCHOTO uccienoBanus Mertogamu MK, YD u SIMP H

CIIEKTPOCKOTIHH.

Crpykrypa n 00bem padorbl. BKP coctouT u3 BBeieHus, IUTepaTypHOro od3opa,

HKCIIEPUMEHTAIBHON YacCTH, BBIBOJBI, CIIMCOKUCIIONB30BaHHON nutepatypsl. BKP
U3J10KeHa Ha 51 cTpaHuIle, WITIOCTPUPOBaHA 7 pUCYHKaMU,6 TaOIHUIaMU. CIIUCOK
UCIOJIb30BaHHBIX UICTOYHUKOB U3 21 HaMMEHOBaHMUS.
OCHOBHOE COIEP KXAHUE PABOTHBI
B paboTe MCXOIHBIMH COEAMHEHUSMH SBISUTUCH 4-(beHwt- u 4-(n-Tommn)-4-
okcoOyraHoBbie KucioThl (la,b), momydennwle ammnmpoBanwem 1o Ppupento-
Kpadrcy Tonyona u OeH3o0ia SIHTapHBIM aHTUIPUAOM B INPHUCYTCTBUH O€3BOJHOIO

Xjopuaa aTrtOMHUHUASA:
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DU3NKO-XUMUYECKUE XAPAKTEPUCTUKHU  TOJYYEHHBIX 4-apuii-4-0KCOOyTaHOBBIX
KHCJIOT COBIAJIM C TAKOBBIMHU W3 JINTEPATYPHBIX JaHHBIX [17].

Ucnions3ys aBa crioco0a MPOBEACHUS PEAKIMUA B3aUMOJACHCTBUS 4-apuil-
40KCOOYTaHOBBIX KHUCJIOT ¢ OWHYKJIeopuIaMU — HarpeBaHue B KOJOe mpu
aTMOC(EepHOM JaBieHHH (METOM A) M B TEPMETUYHOM COCYJIe peaKkTopa IpHu
MOBBINNICHHOM JaBieHuu (meton b), ¢ menbto pazpadorats 3¢h(EeKTUBHBIN OBLITH
CUHTE3UPOBaHbI (heHUITETparuAponupposo[2,1-b]tuazon-5(6H)-onsl, a Taxxke 3a-

nuruapobenso[d]mupposo[2,1-b]ruazon-1(2H)-oub
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B UK cmekTpe coemuHeHHs 2a OTMEUEHAa XapaKTepUCTHYECKas II0Jioca
nornomenus amua-1 3500-3400 cm. B criexrpe AMP 'H coenunenns 2a oTMedeHbI
MYJBTUIUICTH THa3onbHOTO Iwkiaa (3.16 — 3.37) W MyJabTHUIUIETHI POTOHOB
nupposuaoHoBoro kojbia (2.59-2.85; 4H) B cuiabHOM mone. B ciaabom mose

MYJIBTHILICTHI IPOTOHOB apoMaTudeckoro 3amecrutens (7.18-7.52; SH)
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Crpoenue 3a,b moareepxkneno MK u AMP cnektpockonueit. B MK-criektpe
coequHeHust 3D MPUCYTCTBYIOT Cieayroliue mojockl noromienus: C=0 (y-nmakTam)
1710-1690 cm™?, momoca mormomenust konebanuii —C—N— B ob6mactu 1400 cm? u
noyioca norsomenus apomarudeckux koner —C-H 3028 cmt, C=C 1572-1607 cm™,

B cnexrpe SIMP 'H coenunenns 3b oTMedeHbl MyJIbTHILIETH METUIEHOBBIX
npotoHoB npu C(2) u C(3) npu 1.90-2.10 u 2.60-3.20 m.A., COOTBETCTBEHHO, CHHTJICT
METUJILHOU Ipyniibl 4-MeTHII(PEHMIBHOTO 3aMECTUTENS B 1OJI0KeHuu 3a ipu 2.40 m.1.
[IpoTOoHBI OCH30JBLHOIO KOJbIIA 3aMECTUTENs MposBistoTcs npu 7.30-7.50 m.m.
CurHasibl TPOTOHOB aKTUBUPOBAHHOTO apOMAaTHYECKOTO KOJIblla MPOSBISIOTCS MPU

6.5-7.9 m.1.



[Ipu pazpaboTke OUIMKIMYECKUX COSTUHEHMI, TyTeM B3aUMOJEHCTBUS S,S-
ounykiaeoduoB 4-perm- u 4-(n-1ommn)-4-0kCo0yTaHOBBIC KUCIIOTAMH, METOIaMHU

@HSHKO-XHMH‘IGCKOFO aHanu3a OBLIO IMOATBCPIKACHO OTCYTCTBHC JKeJTaeMOou

CTPYKTYPBHI.
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B SIMP !H cnekrpe coenuHeHus 3 CONEPKUTCS CHUHIJIET IIPOTOHA
KapOOKCHIIbHOM rpymmbl B ciadom mojne 12.01 (¢, 1H). MynbTUIUIeT METHICHOBBIX
npoToHOB reTepornukia 1.2-1.98 (M, 4H) u CHHIJIET MPOTOHOB METHUJICHOBOM TPYIIITBI
3.25 (¢, 2H) B cuibHOM TOJIe, MYJIBTHIUIET MPOTOHOB apOMAaTUYECKOrO KOJIbIA B

cnabom none (7.3-7.4; SH)

[Tyrem Mogudukalmu paHee MoJy4eHHbIX OeH30muppodio[2,1b]okcasonos, ¢
UCIIOJIb30BAaHUEM THOHUpYOIIero areHta 2,4-6uc(4-meroxcudenmn)-1,3-aurtua-
2,4-mudocheran-2,4-mucynbdun (peaktuB JlaBeccoHa) OBIIM CHHTE3WPOBAHBI

oensomnupposio[2,1b]okcazonTHoHEI.
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C monydyennbiMu OeH30mHppoIio[2,1bJokcazonTrnonamu  ObUIH TTPOBEACHEI

PCaKIru a30COUCTAHUS C 4-6p0MaHI/IJ'II/IHOM " II-HUTPOAHUJINHOM.
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B pesynbpraTe peakmuu BbIIETIEHBI BEIIECTBA TEMHO-KPACHOTO I[BETa U
OXapaKTepU30BaHbl Kak (HeHWIIHa3eHWIauruapooen3onuppoao [2,1-b] oxcazon-1
(2H) —Tmonsi(7a,b,)

B UK-cnektpe coenunenunii 7a,b,c o6macts 1120-1140 cm? coorsercrByer
nornomenuto C=S, B o6mactu 3050-3070 cm™ ormeuena monoca mornomenus C-H
CBSI3M apOMAaTHYECKOTO KOJIbIla, HamOoJiee XapaKTEpUCTUUECKas SBISETCS IOJIoca
nornomerus —N=N— (1580-1590 cm?). Takum 06pa3om pa3pabOTaH METOJ CHHTE3a
OCH30MUPPOIIOKCA30JITHOHOB M TIOKA3aHO, YTO OHM JIETKO BCTYMAlOT B PEAKIIHIO

a30CO04YCTaHHUA C COJIIMHU apUIIANAa30HNA Ha OCHOBC HUTPOAHUJIMHA U 6pOMaHI/IJ'II/IHa



BoiBOABI

1. Pazpabotan 3¢ HeKTUBHBIN METOA CUHTE3a 7TA-(11-

Tosini)peHuaTeTparuaponupposo|2,1-b]ruazon-5(6H)-onos Ha OCHOBE
peaknunu 4-0KCOKO-JIKAHOBBIX KHCJIOT C aMHHOTHOJIOM C HWCIOJb30BAHHEM
peakTopa repMeTH4YHBIX cocyqoB Monowave 50,9To TO3BOJSET COKPATHUTh

BpEM:A pCaKIIM B HCCKOJIBKO pas.

Pa3paboTanbl ycioBHs M MNpOBeIEHA peakuus OeH30MUPPOTOKCA30JIOHOB
peaktuBoM JlaBeccoHa, dUYTO SBISETCA YAOOHBIM CIIOCOOOM TMOJIYYCHHS

6€H3OHI/IppOHOKcaBOHTHOHOB. Hpezmon(eHa CcXeMa 1pomnecca u 06CY)KI[€H21.

HCCHCI{OBaHa XUMHUYCCKOC ITIOBCACHHUC 6eH30HI/IppOHOKca3OJ'ITI/IOHOB B pCaKInu
C COJLIMH THAa30HUA. HOK&?;&HO, 49TO pCaknud IIPOTCKACT PCTHUOCCIICKTUBHO C
06p330BaHI/IeM 7-apI/IJ'II[I/IaSGHI/IH6€H30HprOJ'IOKC330JITI/IOHOB. Hpe,Z[JIO)KCHBI
BCPOATHBIC CXCMBbI pCAaKIINH a30COYCTAHHNA ITPOTCKAOIIUE KAK SHCKTpO(];)I/IHBHOC

3aMCIICHHUC B ITOJIOKCHUC C-7 ApOMAaTHUYCCKOI'O KOJIbIIa

CocTaB U CTPYKTypa BCEX BIIEPBbIE CHHTE3UPOBAHHBIX COCIMHEHUN JI0Ka3aHa ¢
MIPUMEHEHUEM JIAaHHBIX JJIEMEHTHOro aHanu3a, BOXKX, coBpeMeHHBIX (hHU3HKO-

XUMHUYECKuX MeTooB anamusa (Y@, UK u SIMP ‘H)



