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Hnemumym 6uoopeanuueckoii xumuu HAH Benapycu, Murnck Hocmynuno 05.05.2014

[IpuponHble TPOAYKTHL, T. €. XUMHYECKHE BEIIECTBA, TPOAYIIHPYEMbIe JKHBBIMH OpTaHU3MaMH, Ta-
KHMH KaK OakTepuu, IpUOKH, MOPCKUE OPTaHU3MBI, BBICIINE PACTCHHUS, )KUBOTHBIC, UTPAIOT BAXKHYIO
poiib B pa3paboTke d(h(PEKTHUBHBIX JEKAPCTBEHHBIX IMPEMapaToB, OCOOCHHO IJIs JCUCHHUS HWHQPEKITU
u omyxose# [1]. [uOpuauzanus OMOAKTHBHBIX TPUPOAHBIX U CHHTETHUYECKUX COCAMHEHUH MpeacTaB-
JeT OAWH W3 HawOoliee IUIOJOTBOPHBIX IMOIXOMOB JUISl MW3aifHa HOBBIX OHMOJIOTHYECKH aKTHBHBIX
CTPYKTYP, TOCKOJIbKY OMOJIOTHYECKasi aKTHBHOCTh TAKUX TMOPUIOB (4aCTO HA3bIBAEMBIX TaK)KEe KOHb-
IoraTamMu) IPEeBHIIIaeT aKTUBHOCTh UCXOMHBIX BemlecTB [2; 3]. OmHuM 13 Hanbolee akTHBHO HCCIeye-
MBIX B 9TOM TUIaHE KJIACCOB MPUPOIHBIX MTPOIYKTOB SABJISIOTCS TpUTEpIieHOHIbl. CeMeicTBO TIeHTaIu-
KJIMYECKUX TPUTEPIICHOUIOB BKIIOYAET BTOPHYHBIC META0OIUTHI PACTCHHH, BhIICIAEMbIC U3 TJIOMIOB,
JIUCTHEB M KOPHI BBHICIINX pacTeHuH [4]. OCHOBHBIM NCTOYHUKOM TPHUTEPIIEHOMIOB JTYMAHOBOTO psfa,
OeTynuHa, 6€TYJIMHOBOM KUCIIOTHL, JIyTIeoJa U APYTHUX, SBISETCS KOpa Oepe3bl, B KOTOPOU Coiep:KaHue
yKa3aHHBIX MeTa0oIuTOB cocTaBiseT A0 30 %.

bnaronaps mupokoMy mpoQuiiio OMOIOrHUECKON aKTUBHOCTH, JOCTYITHOCTH U3 PACTUTEIBHBIX HC-
TOYHHKOB M HU3KOM TOKCHYHOCTH TPHUTEPHEHOUABI psija JyIMaHa W MX MPOU3BOIHBIE MPEICTaBISIOT
3HAUUTENIBHBIN TMOTEHIHAN IS CO3AaHMUSI Ha WX OCHOBE MPOTHUBOOIYXOJIEBBIX, TPOTUBOBUPYCHBIX,
anTu-B1Y, remaTtonpoTeKTOPHBIX, MPOTHBOBOCIIAIUTEIBHBIX U JIPYTUX JEKApPCTBEHHBIX IMPErapaToB
[5]. MaTepecHble pe3ynbTaThl OBUIH MONYYEHBI JJIs KOHBIOTaTOB TPUTEPIICHOMJIOB JTYITAHOBOTO Pslia
C aMHHOKHCIIOTaMH, TTPOU3BOIHBIMU 0.-TOKO(Epoia i APYTUMHU IMPUPOTHBIME OHOMOJeKynamMu [6; 7].
[ToaTOMY HECOMHEHHOU SIBIISIETCSI AKTYaJIbHOCTh pa3paboTKU HOBBIX MOAXOI0B JUIsl XUMHYECKONH MOJHU-
(uKanuy NEHTAIMKINYECKUX TPUTEPIICHOUIOB U cHHTEe3a d((DEeKTHBHBIX OMOJIOTUYECKH aKTUBHBIX CO-
eIMHEHUN Ha X OCHOBE.

[IpousBoaHbIE HHAA301IA U APYTUX MUPA3OJICOAEPIKAILNX KOHICHCUPOBAHHBIX CUCTEM MPUBIICKAIOT
BHUMAaHUE CBOCH OMOJIOTHUECKO aKTUBHOCTHIO [§; 9]. IHma30161 001a1af0T IPOTHBOOITYXOJIEBOH, Tep-
OMLMIIHON, TPOTHBOTYOEPKYIE3HOH, MPOTHUBOBUPYCHON, MPOTHBOBOCIIATUTEILHON, aHAJIT€THYECKOH,
KapOTIOHMKAIOIIEeH aKTUBHOCTBIO M APYTUMH BHAaMH (DU3HOIOTHYECKOTO AeUCTBUs. BBeneHne aToMoB
¢dTopa unm GTOPANKMIBHBIX TPYIIN B apOMAaTUYECKOE KOJBIO MITU TETEPOLMKIMYECKY IO CUCTEMY SIBIISI-
eTcsl B HACTOSIIEEe BpeMs IMIMPOKO PACIIPOCTPAHEHHOW MPAKTUKONW MOAM(PHUKAIINN OHOIOTHYECKON aK-
TUBHOCTHU COCAUHEHUN Pa3IMYHBIX KJIACCOB, B TOM YHCIE M NPUPOAHBIX coequuenuii [10]. B nactos-
mee BpeMsi HHTEHCHBHO Pa3BUBAIOTCS METOJBI CHHTE3a (hTOPATKIICONEPKANTUX MOMN(YHKITHOHATh-
HBIX TETEPOIHMKINYCCKUX CTPYKTYpP KaK MOTEHIMAJBHBIX JIEKAPCTBEHHBIX IPENapaToB M CPEACTB
3amuThl pactenuii [11]. HenaBHO Hamu Ob1 pa3pabotaH 3(h(HEeKTHUBHBIN OMHOCTAAMIHBIA CHHTE3 I10-
nudTopankuiIcoaepKanux 6,7-quruapo-1H-unnazon-4(SH)-onos [12; 13], uro obecrne4myio J0CTYII-
HOCTh TAKMX COCJUHEHUH M MO3BOJUJIO MPOBECTH JNAJIbHEHIIINE UCCISNOBAHUS UX PEAKIIMOHHON CITO-
coOHOCTH.

C yueToM BBIIIE CKa3aHHOTO, BBEJICHUE B KOHBIOTAT ¢ OeTylI0OHOBOM (1) niu OeTynnHOBOM (2) KuUC-
motamu papMakoGopHEIX GparMeHToB 6,7-murnapo-1(H)-nama3on-4(5SH)-0HOB MPEICTABIISCTCS TIep-
CIEKTHBHBIM JIJI51 pACIIMPEHU S TEPANIeBTUUECKOTO JEHCTBUS M MOBBIIIEHHS 3PPEKTUBHOCTH UCXOAHBIX
TPUTEPIICHONIOB.
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OH (COCl),

Puc. 1. Cunres konbiorata 6eTyJI0HOBOH KHCIOTHI

Jlnst BBeIeHH s MHIa30JI0HOBOTO (PparMeHTa B CTPYKTYPY KOHBIOTATa MEHTAIUKIMIECKHX TPUTEP-
MEHOBBIX KUCIIOT psijia JylaHa HaMu pa3paboTaHbl JiBa Moaxoaa. J{Js moydeHus KOHbIOTraToB 0eTyIno-
HOBOM KHCIIOTBI HCHOJIB30BaH MOAXOA C BBEACHUEM OKCHMMHHHOTO JIMHKEPA, YTO JOCTUTACTCS allHJId-
poBaHmeM okcuma l-apui-3-(epdropankmn)-6,7-muruapo-1 H-naxazon-4(5H)-0HOB XJIOPAHTHUAPHIOM
OerynonoBoi kucnotel (3). Ilogxon MpoaeMOHCTPUPOBAH Ha MpUMepe OKcHMa 0,6-TuMeTHII-3-
niepdropuponui-1-permn-6,7-quruapo-1 H-nanazon-4(5H)-ona (4) (puc. 1).

[lyrem kumstueHus 6,6-gumeTnn-3-neppropnponui-l-pennn-6,7-quruapo-1H-unnazon-4(SH)-ona
¢ 4-KpaTHBIM H30BITKOM THIPOKCUIIAMUHA COJITHOKHCIIOTO B TUPHUIUHE C BRIXOIOM 95 % TomydeH OK-
cuM (4), aMIMPOBAaHNE KOTOPOrO XJIOPAHTUAPUIOM OCTYJIOHOW KUCIOTHI (3) B MPUCYTCTBUU TTUPUIHU-
Ha B O€H30J1€ ITPU KOMHATHOW TeMIepaType MPUBOINIIO K 00pa30BaHNIO KOHBIOTaTa O€TYJIOHOBOM KHUC-
nothI (5) o nonoxenuto C-28 ¢ Beixogom 48 %. Xmopauruapun (3) nmoaydeH npu o0padboTke OeTyII0-
HOBOW KHCIOTHI (1) M30BITKOM XJIOPHCTOTO OKcaiuja B aOCONOTHOM O€H30J€ IMpPU KOMHATHOW
temmeparype [14].

JUist moy4YeHusl KOHBIOraToB OETYJIMHOBOM KHUCIOTHI MPEJIOKEH MOAXOA C BBEACHUEM aMHUIHOTO
JTWHKEPA, BKJIIOYAIONINH alFIMPOBAHUE 7-aMHHO-3-TIepPTOpaNKUI-1-apri-6,7-muruapo-1 H-nHma3oi-
4(5H)-0HOB XJIOpAaHTHAPHAOM OETyIWHOBOW KHUCIOTHL. [logxoa MpOIeMOHCTPUPOBAH Ha IMPHUMEpE
7-aMuHO-6,6-TuMeTIIT-3 -TiepdTopriponui-1-henmi-6,7-nuruapo-1 H-unnazon-4(SH)-ona (7) (puc. 2).

Kumnsiuenue 6eTyTMHOBON KHCIOTHI (2) ¢ 4-KpaTHBIM W30BITKOM XJIOPUCTOTO OKCaIHJia B a0COIOT-
HOM OCH30JIe B TCUCHHUE 3 U MPUBOINIIO K 00pa3oBaHUI0 XJIopaHTuapuaa 3-0O-(2-X10p0o-2-0KCOameTH)
OerynuHOBOM KucnoThl (6). Ilpm mnepeMemMBaHUM OSKBHBAJECHTHBIX KOJIWYECTB 7-aMUHO-3-
nepproprponui-1-genwn-6,7-muruapo-1 H-nunazon-4(SH)-ona (7) u xiopaarunpuaa (6) B 6eHzome
B MPUCYTCTBUH MHUPUIMHA PU KOMHATHON TeMmIleparype B TEUeHHE 3 4 MOIY4YeH C BBIXOIOM 56 %
KOHBIOTAT OETYJIMHOBOW KUCIOTHI (8) 1Mo monoxkenuto C-3, mpeacTaBiIsIoNIui CMECh JUACTEPEOMEPOB.
AmuHONpou3BogHOE (7) CHHTE3MPOBAHO MyTEM KaTaJTUTHYECKOTO BOCCTAHOBJICHMS 7-a3uao-3-
nepdropuponui-1-pennn-6,7-nuruapo-1H-unnazon-4(SH)-ona Bonopoaom B npucyrersuu 10 % man-
Jaaus Ha yIjie B CMECH 3TaHoJ/TeTparuapodypan ¢ Beixogaom 71 %.

CTpyKTypa CHHTE3UPOBAHHBIX COCIMHEHUH MOATBEP)KACHA JTaHHBIMU 3JIEMEHTHOro aHanusa, UK,
SAMP 'H, BC, F cnexrpockonuu u Macc-crektpomerpun. B ciiektpax 'H IMP coenunenuii (5), (8)
HAOIIONAIOTCSl PE30HAHCHBIE CHTHAJBl MPOTOHOB METUJIBHBIX, METHJICHOBBIX W METHHOBBIX TPYIII
(bparMeHTOB CTPYKTYp OCTYJIOHOBOW KHCIOTBI W 3-mepdToprponui-1-bennn-6,7-nuruapo-1H-

Puc. 2. CunTe3 KOHBIOTaTa OETYTHHOBOW KUCIOTHI
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nHaa30n-4(5SH)-oHa B COOTBETCTBYIOMIMX oOnacTsax. Hamuume cMecu nuactepeoMepoB B KOHBIOTATE
GeTyIMHOBOM KMCIOTH (8) MPUBOAMT K yABOGHMIO myOnera curHanos mportosa mpu (C-7a') m NH
B ciektpe 'H SIMP. MK crekTp KoHblorata 6eTyJI0HOBOH KHCIOTHI (5) XapaKTepu3yeTcs HaludueM
T0JIOC TIOTJIONIeHus Kap6onuna npu C-28 (1755 cm™'), cBobGonHoro kapGonuia mpu C-3 (1705 cm™)
u rpyrn C=N (1640 u 1620 cm!). B crextpe '3C SAMP coenunenus (5) cHrHaIBI aTOMOB YIIIeposa Kap-
GonupHOM rpymmsl (C-3 u C-28) u curnaisl aromos yriaepona rpymn C=N (C-4') u (C-7a!) na6miona-
totes npu 218,4; 172,0; 154,8 u 150,6 M. a. cooTBeTcTBeHHO. B Macc-cnekTpax coenunenus (5) u (8)
peructpupyroTes muku m/z: 860 [M+1]" 1 933 [M]* coorercTBeHHO. B criektpax IMP !°F konbrora-
ToB (5) u (8), conepkamux nepTOPIPONUIIBHYIO TPYIIILY, POSBIISIOTCS CUI'HAJIBI aTOMOB (pTOpa MpH-
OnusurensHo npu 8 —80,3 (CF,), —108,6 (CF,), —125,2 (CF,) m. 1. n 6 —80,4 (CF5), —109,5 (CF,), -125,2
(CF,) M. 1. COOTBETCTBEHHO.

Takum 00pa3oM, pa3paboTaHbl U peasin30BaHbl MOAXOAbI K CHHTE3y KOHBIOIaTOB MEHTALMKINYe-
CKHMX TPUTEPIIEHOBHIX KUCIIOT psAjia JyHaHa ¢ MPOu3BOAHBIMU 6,7-nuruapo-(1H)-uanazon-4(5H)-oHOB,
MO3BOJISIONINE BBOJUTH B CTPYKTYPY TPUTEPIECHOHAOB (apMakopopHbie (parMeHThl (GTopankui-
coJepKalluX MHAa30J0HOB. 1lo naHHON cxemMe HaMu MOJy4eH psill COSAMHEHUN, CUHTE3, CTPYKTYypa
1 OMosornyeckasi akTHBHOCTb KOTOPBIX OyZIET pacCMOTpPEHa B OTACIFHOM COOOIICHHH.

SxcnepuMenTaiabHas yacth. Crextpsl IMP 'H, °F u 1*C nonyuanu na cnexrpomerpe AVANCE
500 ¢pupmer Bpykep-Brocnun ¢ paboueii yactoroii 500,13, 470,59 u 125,77 MI'u ans aaep 'H, °F u 1°C
COOTBETCTBEHHO C HCIIOJIb30BaHHEM S-MmituMeTpoBoro maaramka (QNP) ¢ Z-rpagmertoM. CHeKTpbl
3amuckIBau npy Temneparype obpasua 293 K nnsa pactsopos B CDCl,, B kauecTBe BHYTPEHHETO CTaH-
napta ucnosb3oBaiu curian TMC naa AMP "H u ocrarounsiii curaan xaopodopma (77,16 M. 1) mis
SAMP 13C CIIEKTPOB, B KaUeCTBE BHEIIHEr0 CTaHIapTa MCIOJIb30BaJi CUTHAN O,0,0-TPUPTOPTOIyOIIa
pu & —63 m. 1. st IMP 'F cnexrpos. MK criekTphl 3anmuchiBanm Ha pu6ope Bomem Michelson 100
B Tabnerkax KBr. TemmnepaTypbl 11aBIeHUsI onpeaessin Ha 0yioke Boetius. DiieMeHTHBIN aHaIU3 BbI-
noiHsn Ha CHNS-O ananuzatope Eurovector EA3000. Macc-crieKTpbl perucTpupoBaid Ha KOMILJIEKCE
BOXX Accela ¢ macc-netexktopom LCO-Fleet (TpexmepHas HOHHAS JOBYIIIKA) B PEKIME XUMHYECKOH
MOHM3AIMHK NIPpU aTMOc(hepHOM JaBiieHHH. [IpoTekaHune peakuii 1 YUCTOTY MPOLYKTOB KOHTPOJIUPOBAIIH
MetonoM TCX Ha mractunkax Silufol UV-254 (armmanerar/rekcan). 6,6-/nmetun-3-nepdTopiponui-
1-dpennn-6,7-nuruapo-1H-unnazon-4(SH)-oun u 7-a3un0-6,6-numeTnin-3-neppropnponui-1-pennn-6,7-
nuruapo-1 H-uagazon-4(5H)-0oH CHHTE3UPOBAHEI TT0 METOAUKAM, IIPUBEACHHBIM B [15].

Memoouxa nonyuenusi oxcuma 6,6-oumemun-3-nepgpmopnponui-I1-genun-6,7-oueudpo-1H-unoa-
301-4(5H)-ona (4). K pactBopy 0,30 T (0,74 mmonb) B 10 mupuanna npudasmiu 0,20 T (2,9 MMoIb) ru-
JIPOKCUJIAMUHA COJITHOKHCIIOr0. PEakIIMOHHYIO0 CMeCh KUIISITHIIM IIPU TIepeMEIINBaHUU 3 4, OXJIaXK/1a-
JIY 10 KOMHATHOM TeMIIepaTyphl U BBIIUBAJIN B 80 MJIT OXJIakIEHHOH 18 %-HOM CONIHON KUCIOTHI. DKC-
Tparupoaiu xiopodopmom (5 x 20 mi1), OpraHUYECKUi CIOH OTACISUIM M CYIINIU HaJl CYIb(PaTom
maraus. [locne ynajgeHus pacTBOpUTENs IPU MOHMKEHHOM AasiieHuH nomydanu 0,29 r nponykra (4)
B BHUE OecBETHHIX KprucTayuioB. Beixon 94 %. T. mr. 161-164 °C. UK (KBr): v 1600, 1635. AMP: H3§
1,07 (6H, c, 2CH3) 2,67 (2H, ¢, CH,); 2,71 (2H, c, CHZ) 7,44-7,54 (SH, m, H,, on)- 13C§28,3;32,4; 36,1;
37,0; 108,9 (1. M, JCF =266 I'u, CF;CF,CF,); 112,6 (. T, JCF =255TIm, 2JCF 32, CF CF,CF,); 113,2; 118,0
(k. T, JCF =288 1, 2JCF— 34 Fu, CF;); 124,2; 128,8; 129,4; 137,0 (t, 2JCF— 29 Fu) 138,1; 144,3 (C-4);
148,9 (C-7a) YF § -80,2 (3F, m), —108,5 (2F, M), —125,3 (2F, m). Haiimeno, %: C 51,10; H 3,83;
N 9,95. CgH,(,F;N;0. Beruucneno, %: C 51,07; H 3,81; N 9,93.

Memoouka nonyuenus konvrocama bemynonosgotl kuciomsi (5). K pactsopy 0,10 T (0,24 MmMmomb) OK-
cuma (4) B 10 mu1 6enzozna npubasisiu 0,1 Mi nupuauHa u nanee o karisim pactsop 0,11 1 (0,24 Mmmonb)
XJIOpaHTHApUIa OETYIOHOBOM KUCIOTHI (3) B 15 M OeHzona. Peaknnmonnyto cmech kunsatuiau 20 4, ox-
JIKJQJIM IO KOMHATHON TemrepaTypbl, oOpabareiBain 10 %-HBIM PacTBOPOM COJISSHOM KHCIIOTBI
(3 x 10 mu1) m Boztoii (1 x 10 mm). Opranuueckyro GppaxLuio CyLIIHIN Hall cysib(aToM Maruus, GuiasTpo-
BaJIM, PACTBOPHUTEIND yIAJSIN IPHU MOHMKEHHOM AaBieHnd. OCTaToOK OYMIIAIN Ha XpoMarorpadude-
CKOH KOJIOHKE (3JIFOMPOBAaHUE CMECHIO MeTposeiHbIi 3up—aTunanerar). [locie ynanenus pactBopure-
ne#t monrydanu 0,07 T nmponykra (5) B Buae 6emoro mopomrka. Beixon 35 %. T. mn. 156-160 °C. UK
(KBr): 1600, 1620, 1640, 1705, 1755. AMP: 'H § 0,79-2,53 (24H, m, CH, CH,); 0,92 (3H, ¢, CH,); 0,97
(3H, ¢, CHj;); 1,00 (3H, ¢, CHy); 1,01 (3H, ¢, CH,); 1,06 (3H, ¢, CH;); 1,08 (3H, ¢, CHj); 1,09 (3H, ¢, CH,);
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1,71 (3H, ¢, CH,); 2,64 (1H, 1, AB cucrema, 2J=16,3Tw, CH,); 2,69 (1H, n, AB cucrema, 2J=16,3 T,
CH,); 2,70 (2H, ¢, CH,); 3,10-3,16 (1H, m, H-19); 4,62 (1H, ym. ¢, H_ . ); 4,75 (1H, ym. ¢, H_ . );
7,45-7,55 (5H, ™, Ha on)- BC § 14,8; 15,7, 16,1; 19,6; 19,8; 21,2; 21,5; 25.7; 26,7 28,4; 28,5; 29,9;
30,7; 32,5; 33.,0; 33,8; 34,3; 36,9; 37,0; 37,2; 38,5; 39.,8; 40,8; 42,6; 46,9; 49,9; 50,1; 55,2; 56,7; 108,9
(. M, 'Jg p = 266 ', CF;CF,CF,); 112,6 (r. T, 1JCF =255 ', *Jp = 32 T'n, CF,CF,CF,); 109,8; 112,5;
118,0 (k. T, JC =288 1, 2JCF— 34 T'u, CF;); 124,3; 129,1; 129,7; 137,0 (t, 2JC = 29 I'm); 138,1; 145,2;
150,6 (C-7a'); 154,8; 172,0; 218.4. '9F § —80,3 (3F, m), —108.6 (2F, m), —125,2 (2F, m). Macc-criextp, m/z:
860 [M+1]" Haiinero, %: C 67,01; H 7,02; N 4,85. C,H,,F,N,0,. Boruncieno, %: C 67,04; H 7,03;
N 4,89.

Memoouka nonyuenus xinopareuopuda 3-0O-(2-x10po-2-okcoayemun)bemynunogou xKuciomol (6).
K pactBopy 0,20 t (0,4 MmMosb) OeTyIMHOBOM KUCIOTHI (2) B 10 Mt OeH3oma nmpubasisau 1 M1 XJIOpu-
CTOr0 OKcayiniia. PeakIMOHHYI0 CMeCh KUIIATIIIH 3 4, yIAISJId PACTBOPUTEIb MPU ITOHM)KEHHOM J1aB-
JICHUH, TONy4asi MPOAYKT (6) ¢ KOJIMUYECTBEHHBIM BBIXOJIOM B BHJIE KEITOBATOI'O MOPOIIKA, KOTOPBIH
HCIIOJIB30BAJIN 0€3 IOTOJHUTEIBHON OYMCTKY Ha CIACAYIOIIECH CTa M.

Memoouxa nonyuenus 7-amuno-06,6-oumemun-3-(neppmopnponun)-1-genun-6,7-oucuopo-1H-unoa-
30n-4(5H)-ona (7). K pactBopy 0,45 r (1 mmonb) 7-a3uno-3-neppropnponui-l-denn-6,7-guruapo-
1H-wnnazon-4(SH)-ona B 15 mi sTaHona u 5 ma Terparunpodypana npudasuiau 0,036 T 10 %-Horo
Pd/C (8 % ot macce a3ujia). B peakinoHHYH0 cMech ITPOITyCcKaiu BoJopoa B TeueHue 4 4. OTduisrpo-
BBIBAJI KaTaJIN3aTOp, PACTBOPUTENH YIS IPU TTOHWKEHHOM JIaBJICHUH, OCTATOK OYHIIATH Ha XPO-
MaTorpauyeckoil KOJIOHKE (JIFOMPOBAHUE CMECHIO TIETPOJICHHBIN pup—aTianerar), nonyuas 0,30 r
npoaykra B Buje OecrieTHoro noporka. Beixog 71 %. T. mn. 103-106 °C. UK (KBr): v 1500, 1690.
SAMP: 'H § 1,01 (3H, c, CH,); 1,14 (3H, ¢, CH,); 1,47 2H, ym. ¢, NH,); 2,30; 2,76 (2H, &, 2J=169 I',
CH,); 3,75 (1H, ¢, CH); 7,54 (3H, M, H,, o> 181 2H, M, H,, on)- 13C §25,2; 26,2; 38,9; 47,5; 53,1; 1089
(. M, "J. = 266 T, CF;CF,CF,); 12,6 (r. 7, Uy =255 T, 2Jcp = 32 T, CF;CF,CF,); 116,6; 118,0
(&. T, JCF—288 I, 2JCF—34 I'u, CF,); 124,8; 126,6; 129,6; 138,1; 138,9 (t, ZJCF—3OFu) 153,2; 189,0.
19F § ~80,4 (3F, m), —109,4 (2F, M), —125,8 (2F, m). Haiineno, %: C 51,04; H 3,80; N 9,90. C,¢H,F,N;O.
Brraucieno, %: C 51,07; H 3,81; N 9,93.

Memoouka noaywenus xonviocama bemynunogoti kuciomol (8). K pactopy 0,047 t (0,11 Mmoin)
amuHa (7) B 4 M 6en3ona npubasisiin 0,1 M nupuanHa u ganee no karsim pactsop 0,05 1 (0,11 MMosb)
xjopanruapua (6) B 5 M 0eH301a. PeakIMOHHYI0 CMECh MTepeMENTNBaIA 3 9 TP KOMHATHOM TeMIIe-
patype, mpoMbiBaiu 10 %-HBIM pacTBOPOM COJISTHOM KHUCTOTHI (3 X 3 MJI), HACKIIIEHHBIM PAacTBOPOM
xjopuctoro Harpus (1 x 3 mur). Cymmmy opraHnydecKyio (Gppakmuio Haa cyabpaToM MarHus, GUIbTPo-
BaJii, PaCTBOPUTEINb YAAJSIIM, OCTATOK OUMINAIN Ha XPOMAaTOrpauuecKod KOJIOHKE (DIIOMpOBaHHE
CMEChIO TIeTpoJIeHHbIH dpup—aITunanerar), noiaydas 0,05 r mpoxykra (8) B Buae Oenoro mopomika. Bei-
xox1 56 %. T. mn. 175-179 °C. UK (KBr): v 1640, 1700 (ym), 1760. IMP: 'H § 0,68-2,37 (51H, M, CH,
CH,, CH,); 2,56-2,65 (2H, m, H-13, H-16); 3,00 (1H, m, H-19); 4,44-4,49 (1H, m, H-3); 4,61 (1H, ym. c,

H,, ..0); 474 (1H, ym. ¢, H_  ); 5,40; 5,41 (1H, 27, 3J=10,2 'y, H-7°); 7,00; 7,03 (1H, 2z, 3J = 10,2 T,
NH); 7,38-7,49 (SH, m, H, ). '°F & —80,4 (3F, m), —109,5 (2F, m), —125,7 (2F, m). 1*C & 14,6; 16,0; 16,1;
16,2; 16.4; 16,5; 18,1; 19,4; 20,9; 22.7; 23.4; 25,4; 26,7; 26,8; 28.0; 28,1; 29,7, 30,5; 32,1; 34,2; 37,0; 37,1;
38,1, 38,2; 38,3; 40,4; 40,7; 42,5; 46,9; 49,2; 50,4; 51,1; 51,2; 51,3; 55,3; 56,3; 85,3; 85,4; 108,9 (T. M,

Jop =266 I'y, CF;CF,CF,); 112,6 (r. T, 1JCF =255Tm, JCF = 32 I'u, CF,;CF,CF,); 109,8; 118,0 (k. T,
1JC r=28811, 2JC = 3411, CFy); 118,4; 125,1; 129,5; 129,6; 130,0; 130,1; 137 6; 139,3 (r, JC F=29T);
147,9; 150,3; 156,1; 156,2; 159,2; 159,3; 181,1; 187,8. Macc- -criekTp, m/z: 933 [M]" Haiiznewo, %: C 64,33;
H 6,70; N 9,90. C5,H,F,N;O,. Berancneno, %: C 64,29; H 6,69; N 9,87.
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SYNTHESIS OF CONJUGATES OF PENTACYCLIC TRITERPENE ACIDS OF LUPANE GROUP
WITH 6,7-DIHYDRO-1H-INDAZOL-4(5SH)-ONE DERIVATIVES

Summary

Approaches to a synthesis of new conjugates of betulonic and betulinic acids with 6,7-dihydro-1H-indazol-4(5H)-
one derivatives had been developed and realized. Conjugate of betulonic acid was obtained via the acylation of 1-aryl-3-
perfluoroalkyl-6,7-dihydro-1H-indazol-4(5H)-one oxime with betulonic chloride. The synthesis of conjugate of betulinic acid
was accomplished via the acylation of 7-amino-1-aryl-3-perfluoroalkyl-6,7-dihydro-1H-indazol-4(5H)-one with 3-O-(2-chloro-
2-oxoacetyl)betulinic chloride.
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