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Vicxonst M3 THrOr€HMHA CHHTE3MPOBAHbI M2OHHKOTHHOWITHAPA30Hb! H THOCEMHKAapOa30Hbl HEKOTOPBIX
50-KETOCTEPONJIOB, CTPOEHHE XKOTOPhIX noaTeepkieHo SIMP-, MK- u macc-cnexrpockonueit. M3yuenue
AHTHMHKOOAKTEPHANBHOK aKTHBHOCTHU [TOKA3aJI0, YTO HEKOTOPbIE N3 CHHTE3UPOBAHHbBIX H30OHHKOTHHOMI-
THIPA30HOB OOIANAIOT BHICOKOH aHTUTYOEPKYNIE3HON aKTUBHOCTBIO.

Karoueswie crosa. aHmuJuuK06afcmepuaﬂbHaﬂ aKmuUeHOCMb, LBOHMKOMUHOLLJIZM()pa.?OHbI, Sa-kemocme-

poudsi, cunmes.

BBEJOEHHME

ITo mannbiM BO3, KaKABI TPETHH KUTENb 3eM-
JU B Hacrosuee BpeMst nHpuuuposan Mycobacteri-
um tuberculosis v oT TyOepKyne3a yMUpPaeT A0 3 MIIH.
OONLHBLIX B TOJ, TO €CTh Oonblue, yem ot CIIMa,
MaJISPUU U TPONHMYECKUX 3a00J€BAHUI BMECTE B3si-
ThIX [1, 2].

OOuienpusHano, 4rto TyOepKyje3 — COUMATBHO
o0ycnoBIeHHOE 3a0oneBaHue. TPEBOXKUT YyBeJHue-
HUE Yucna 3a00eBaoUHX TYOEpKYIE€30M HE TOILKO
B Pa3BHBAOLIMXCS, HO ¥ B 3KOHOMMUYECKH Pa3BUTBIX
crpa”ax. Tak, Hampumep, CHIA, WMunusa, IOxHas
Adppuka u Hekotopsle ctpanbl CHI oTHOCsTCS K pe-
rMOHaM, Haubosiee MH(MUUUPOBAHHBIM TYyOEpKYyJe-
3oM [3]. OgauM u3 (akTOpOB, CNOCOOCTBYHOLMX
pocTy 3a001€BaEMOCTH, SIBIAETCS PA3BUTUE PE3UC-
TEHTHOCTH K JIEKAPCTBEHHBIM rpenaparam. s se-
YeHUst 6ONBbHBIX TYOEPKYJIE30M OOBIUHO NPUMEHSIET-
¢ KOMOMHMDOBAHHAS XMMUOTEpanus (U30HHUA3Uf,
pudaMNULUH, NHPa3sHHAMUL, ITAMOYTON, CTPENTO-
munuH). OFHAKO JIUTENLHOE IIPHMEHEHHE 3THX
CPENCTB KAK Pa3 M SIBJISIETCS OCHOBHOW NPHUYMHON
BO3HHUKHOBEHHS HOBBIX PE3HCTEHTHBIX IITaMMOB.
Taxum 06pa3oM, BOZHMKAET HEOOXOAUMOCTH NOUCKa
U CHHTE3a HOBBIX 3(P(PEKTUBHBIX NPOTHBOTYOEPKY-
JIE3HBIX COEIUHEHUI.

Cokpawennst: HIA — rugpasug H30HUKOTHHOBOH KHCIOTBHI
(n3onnasun); INH — n3onuxornuomwnrugpasos; TSC ~ ruoce-
mukap6aszon; MIIK — MHHiIManbHast NOgaBasoOWas KOHUEHT-
pauusi.

#ABTOp ans nepenicky (ten.: (995-32) 72-26-96; dakc: (995-32)
25-00-26; an. noyra: maiamer@hotmail.com).

OTKpbITHE TPOTHBOTYOEPKYJIE3HBIX CBOUCTB I'd-
xpasupa M30HMKOTHHOBOM kucnotsl (HIA, usonma-
3H[1) CTUMYJHPOBAJIO MOSIBIECHHE MHOXECTBA padorT,
CBSI3aHHBIX ¢ H3ydeHueM xak camoro HIA, tak u ero
NPOU3BONHBIX, B TOM YHCJIE I'MAPa30HOB CTE POMAHBIX
KeTOHOB [4-7]. OgHAaKO MPOTHBOTYOEPKYJIE3Has aK-
THBHOCTE H30HUKOTHHOMITHPA30HOB HACBILIEHHbIX
SQ-KETOCTEPOMIOR TOUTH HE U3YUEHA.

B nocnegHue rogbl Mbl CHHTE3UPOBAIHM HA OCHOBE
TUTOr€HUHA HeKOoTopble npousBoanbie HIA u Tuoce-
MuKapbasmga ¥ HcCIegoBand Hx OHOJOTMYEecKue
coucTa [8—10]. Buiny orucass! cuHTE3 U CIeUHU-
YyecKasi aKTUBHOCTH H3OHUKOTUHOMITHAPA30HOB U
THOCEMUKAPOA30HOB Al®-TiperHeHonona, peruato-
JIOHa, 3MHAHAPOCTEPOHA, AHAPOCTEPOHA M S(L-aHJI-
poct-2-eH-17-ona. B yacTHOCTH, OLHIO YCTAaHOBJICHO,
4TO Psil U3OHUKOTHHOMJTHPA30HOB O0NaJaeT BbI-
COKOH aKTHBHOCTBLIO B OTHOWIEHUN M. tuberculosis B
OTbITAX in Vifro ¥ HEKOTOPbIE U3 HUX MO BEIUYNHE
MIIK npakTnuecky He ycTyrnaroT u3onuazugy [10].
JlaHuble OHMONOTNYECKUX MUCHBLITAHHN JaNd OCHOBA-
HHE Ui DPOXOJIKEHMS] TIOMCKA HOBBIX BbICOKO3(h-
(PEXTHBHBLIX MPOTHBOTYOEPKYJIE3HbIX COCANHEHMIT B
PSRy SG-CTEPOUAOR.

PE3YJIIbBTATBHI 1 OBCYXIEHUE
Cunme3s u xumuueckue ceotcmaea

HcxonubIM COeqUHCHUREM 5 CHHTE3a MPOU3BOA-
HBIX S0-KETOCTEPOUAOB Mocayxkun turorenun (I),
BbIAENEHHBIN U3 pacTenust Jucca gloriosa (CEMERCTBO
Liliacea), kynbTuBupyemMoro B I'pysuu (cMm. cxemy).

552



AN

CHUHTE3 U3 TUT'OT'EHMHA 553

CH;,
’ 25/26 CH3 H }\
o, o2, TSN
18 - |2,23 ------ N. _O (VIIIa) R = OAc
]

"20\2
12} - —
T 111/ 3 ‘7\1 0 (VII) R = H
/
IN 9 14~
NN
3 5 7
HO/ \4/If1\6/

@

(Va)R = OAc
(Va)R=H

TuoceMukapOasun

RO
H

(ITa) R = OAc
(I6)R =H

TunoceMukapdaznn

HO

TrocemukapbasHa

(VIIo)

Cunres THAPAa30HOB SOC—KCTOCTCPOI/IIIOB Ha OCHOBE TUTOr€HHHA.
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MEPITAHM u p.

Tadémuua 1. dusuko-xummuueckue xapakrepuctuku coegunenuit (Va), (VIIa), (VIIG), (VIIla) u (VIIIG)

Coenunenne R* T. m., °C Brixon, % Omnupuyeckas (popmysia M
(Va) CH,CO 215217 40 Cy9H39N30, 477.65
(VIia) - 272-274 93 C3 HagNgO, 526.61
(VII6) - >300 c pasi. 97 C,1Hy4NgS, 434.62
(VIIla) CH,CO >280 ¢ pasin. 40 CrgH39N304 477.65
(VIIIa) H 210-212 50 Cy;,H37N30, 435.62

* CM. cxemy.

IIpespawenue Turorennta B So-kerocrepouns (Ia),
(Is), (1) u (IV) mpoBomuOCh 110 paHee ONMCAHHBIM
meropukam [8—11]. M3onukotnronnrugpasons! (INH)
(Va), (V6), (VIa) u (VIIa) u Tmocemukap6a3ous! (TSC)
(VB), (V16) u (VIIG) monyyanu KuIsr4eHUEM COOT-
BeTcTBYOLMX KeToHOB (11a), (I16), (ITI) u (IV) ¢ HIA
WM THOCEMUKapOa3uioM B ataHose, xoTs INH (Va)
4 (V6) 06pa3oBbiBaiCh NPH B3aUMOICHCTBUM C Ke-
TOHOM M IPY KOMHATHOH Temnepatype. Kpome Toro,
npu kunssyeuuau ketonos (Ila) u (1I6) nabaroganoch
TaKke OOpa30BaHUE COOTBETCTBYIOLLMX LIMKJIH30BAH-
HBLIX Mpopykros — mupaszonuHoB-2 (VIIIa) u (VHIG).
B murepaTtype onucano o6pa3oBaHUE NOJOOHBIX CO-
€NMHEHMI NyTEM KOHJCHCALMM TUIPA30HOB C O-T'HA-
POKCHMETHUIIEHKETOHAMH U UX MPOM3BOAHbIME [12, 13],
IUKIM3aUMEN THAPA30HOB (,3-HEHACBIUIEHHBIX Ke-
TOHOB [ 14], B3auMoaeHcTBHEM !, 3-3TOKCHKETOHOB C
ruapasuHamy [15] u 1,3-gunonsipHbIM npucoeguHe-
HUEM anudaTUYeCKUX NUa30COeqUHEeHu K o, B-He-
NpenesbLHbIM KeToHaMm [16, 17].

M3BecTHO, YTO He3aMelICHHbIE AJKWI-, APWI- U
ALMIIrMIPA30HbI O, B-HEHACBILIEHHBIX COEIMHEHNMH TIpe-
TEPNEBAIOT BHYTPUMOJEKYJISIPHYIO UUKIJIOKOHJCHCA-
UMIO, MPOTEKAIOLLYIO My TEM HYKJIEO(MPHIBHOTO MPUCO-
enmueHust NH-rpynmsr no xkpartHoit csizu. Jlerkocts
3aMbIKaHUs MIPA30JMHOBOTO LIMKJIA 3aBUCUT OT MPH-
pPOAbl 3aMECTUTENEN B KAPOOHUIBHOM U THJIPA30HO-
BOM octaTkax. LIMKknu3auusi npoTeKaeT CIIOHTaHHO
y>K€ B MOMEHT OOpPa30BAaHUS IUAPA30OHOB HIIM NIPH UX
HATPEBAHNM B PA3JIMYHbIX PACTBOPHUTENSX, 4acTO B
HOPHUCYTCTBHU KUCAOT (KaK ITPaBUJIO, B PacTBOPE YK-
CYCHO# KMCNOThI). [lpH yBenuyeHUN 3IEKTPOHOAK-
UETITOPHOrO XapakTepa 3aMeCcTUTENsl B THIPa30HO-
BOM OCTaTKE CIIOCOOHOCTD K HUKITH3ALNI YMEHBLIAETCS
[18]. OOHapyKeHO, YTO HEKOTOPbIE AUMITHAPA3OHbI
Al®-keTocTepouoB BOOOLIE HE OOPA3YIOT MHPA30-
JUHOB [19].

Crpykrypsl coenunnennit (V)—(VIII) noareepxae-
Hbel SIMP-, UK- u macc-ciexktpamu. B MK-cnexrpax
INH npucyTcTBYIOT XapakTEpPUCTHHYECKHE ONOCHI MO~
TJIOWEHMS BaJIeHTHBIX Kojebanuit NH-rpynns! npu
3440-3400 cm!, kapSoumia HNC=O-rpynns! — npu

BUOOPTAHUYECKAS XUMUA

1700-1680 cm™, C=N-csi3u — npu 1650~1640 cm~! u
C-C- u C-N-cBsizell MUPHAMHOBOIO KONbLA — IIPHU
1550-1450 cm!. TIosochl MOrMOIIEHHS BAJIEHTHBIX
koseOanmit N—H-cBsizu TSC nosiBisitoTcsl B HHTEPBAJIE
vactor 3400-3300 cm!, C=N-cBsisu — nipu 1645 cm~! u
THOKAPOOHWIBbHOM rpymmbi — npu 1400-1300 em.
XapakTepuCTUYECKHE TIONOCHl NOTVIOIUEHUS TUIPO-
KCWJIBHOW TPYNIbl CTEpOWa OTMEYEHbI B O0JACTH
3300-3500 em

B 'H-IMP-cniextpax rugpazonos (V)—(VIII) cur-
HaJb!l AHTYJISPHBIX 18- ¥ 19-METUNBHBIX TPyNN NIpo-
SABJAIOTCS B Buje cuHraeros npu 0.56-0.92 M. 7.,
[IPOTOHbI NMPHAMHOBOIO KOJIbLa — B BUAE ABYX AYO-
netos npu 7.50-8.65 m. 1. ¢ KCCB J,,,0 = 5.85, 010 =
= 1.2 Tu. Curman NH npossnsercs B npepenax
10.18-10.68 M. 1. B Buae cuurnera (8 DMSO). Curya-
JIbI AKCHANBHBIX 3C(-ITPOTOHOB 3[3-CTEPOUIHBIX CIUP-
TOB NIPECHAHOBOIO PSIfia U UX 3(PUPOB XaPAKTECPH3Y-
IOTCS HanuuueM MyJIbTHILIETOB 11pu 4.06 1 4.60 M. 1.
cootseTcTBEHHO. B 'H-SIMP-cniektpax coenuHeHmit
(VIIIa) u (VIII6) oTrcyTerByoT cursanst ot NH rug-
pazoHa, nposmJsitorEics npu 7.66 y (Va) n 10.48 m. g.
y (V) [10] u nosiBisieTcst HOBBIA curHan ot H17 npu
2.51 u 3.36 M. 1. COOTBETCTBEHHO, B BHAe AyOneTa ¢
Ji716 = 8.7 T'll, UTO yKa3pIBAET HA YUC-COYNIEHEHUE
CTEPOURHOro D U Nupa3oJMHOBOrO KOJELL,

B BC-sIMP-cnexkrpax INH nposensitorcst fiBa uH-
TEHCHBHBIX XapaKTEPUCTHUYECKHUX MHKA MUPUIUHOBBIX
yraepopoB npu 149.6 1 121.4 m. 1., cCurHan 4eTBepTU-
HOTO yriiepofia MUPHAMHOBOrO KoJbua npyu 140.5 M. 1.
¥ JBA MIKa MEHbIIEH HHTEHCUBHOCTH, OTHOCSILIUECS K
KapOOHWILHOH TPyNe rHApasona, npu 176.23 M. 1. 1
C=N-cBsizn npu 163.9 m. 1. B PC-SIMP-ciexrpax TSC
NPOSIBISIIOTC  MHTEHCUBHbIE XapaKTEPUCTUUECKUE
TIMKH THOKAPOOHHMIBHBIX U I'MAPA30HOBbIX YIIIEPONOB
nipu 167.2 1 156.8 M. A. COOTBETCTBEHHO.

PUBNKO-XUMHYECKUE XAPAKTEPUCTHKM COEJUHE-
nuit (Va), (VIla), (VII6), (VIIIa) u (VIII6) npusepe-
Hel B Tadn. 1 u 2, a gis coequuenuii (Vo), (VB), (Via)
u (VIG) onybauxkosansl B pabortax [8-10].
Ne 5
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Taéamua 2. Jaunsie 'H-SIMP- u UK-crexTpos coenunenuit (Va), (VIIa), (VIIG), (VIIIa) u (VIIIG)

CoepnHenue

IH-sIMP

UK, v (ecMm™)

(Va)

(VIla)*

(VIIG)*

(VIIIa)

(VIIG)*

0.71 (3H, ¢, C18-Hy), 0.72 (3H, ¢, C19-H3), 1.86 (3H, ¢, C21-Hy),
1.94 (3H, ¢, OAc), 4.25 (1H, m, H16), 4.60 (1H, M, H3), 7.53

u 8.63 (4H, nn, apomatuy. IpOToHsl, J .., 5.84, ., 1.2),

7.66 (1H, yur. ¢, NH)

0.91 (3H, ¢, C18-H;), 0.92 (3H, ¢, C19-H3), 7.70-8.65 (4H, nn,
apoMaTiy. npoTousl, J ., 5.84, J 0., 1.2), 10.18 (IH, yur. ¢,
NH), 10.68 (1H, yur ¢, NH)

0.70 (3H, ¢, 18-CHj3), 0.79 (3H, ¢, C19-H;3), 7.23 1 7.83 (NH, TSC
rpu C3), 7.38 1 7.90 (NH, B TSC npu C17), 9.71 (1H, ¢, NHC=S
B TSC npu C3), 10.00 (1H, ¢, NHC=S 8 TSC npu C17)

0.56 (3H, ¢, C18-H,), 0.75 (3H, ¢, C19-H;), 1.95 (3H, ¢, C21-Hy),
2.51 (1H, 1,J,7,16 8.7, H17),2.01 (3H, ¢, 3-OAc), 4.08 (1H, M, H16),
4.60 (1H, m, H3), 7.20 u 8.65 (4H, nx, apomMaTiy. IPOTOHBI,

Jopmo 5845 oma 1.2)

0.61 (3H, ¢, C18-H,). 0.74 (3H, ¢, C19-H,), 1.93 3H, ¢, C21-Hy),

1730 (C=0), 1680 (NHC=0), 1620
(C=N), 1550 (mupuoMHOBOE KOJBLO),
1280 (C—N)

3440-3280 (NH), 1700 (NHC=0),
1650 (C=N), 1550 (mupugunoBoe
KOJIbLIO)

3440 (NH,), 1645 (C=N), 1500 (C=3),
1300 (NHCS)

1730 (C=0), 1700 (NHC=0), 1620
(C=N), 1550 (nupuaMHOBOE KONbHO),
1280 (C-N)

3300-3500 (OH), 1680 (NHC=0), 1620

3.36 (1H, 1, J|; 16 8.7, H17),4.06 (2H, M, H3 u 16H), 7.64
u 8.64 (4H, nn, apoMaTHy. IPOTOHBL, J o, 5.84, S g 1.2)

(C=N), 1550 (mipuguHOBOE XONBLO),
1280 (C-N)

* CnekTphbl coefiuHenuil cugThl B DMSO-dg npu 60°C.

Taéauua 3. AaTuMukodakTepHanbHas akTuBHOCTE (MITK, mxr/mi) coepgunenunit (V)—(VIII)*

Coen- IITaMMbI

fewme M. H37Rv |M. academia| M. bovis 8 | M. kansasii | M. avium | M. intracellulare | M. fortuitum | ATCC-607 | M. phlei
(Vo) 3.5 <0.08 - >150 >1000 - >1000 - -
(V) - >1000 - >1000 >150 - >150 - -
(Vla) 0.04 <0.08 <0.08 23 >1000 >3.5 >23 150  |>1000
(VIs) | >1000 150 >1000 >150 >1000 >150 >1000 >1000 | >1000
(VIIIG) <0.08 <0.08 >3.5 150 - 150 - - -
HIA 0.015 - 0.06 - - - - 64 8.0

* AHTUMUKOOAKTEpHATbHAA aKTHBHOCTE coepnaeHui (Va), (VIIa), (VIIG) u (VIIIa) ne uccnenosanace.

H3yuenue 6uono2u4ecKoll akmMusHOCmU

BaxrepuocraTuyeckasi akKTHBHOCTb COEIMHEHHUI
(V6), (VB), (VIa), (VIG) u (VIII6) usyyeHa B onbiTax
in vitro. Ycranasnusanacs MIIK B psgy cepuiHbIX
pasBeperwil Ha cpepe CoToHa. B kauecTBe TECT-KyJb-
Typ ObUIM UCHONB30BaHbl M. tuberculosis (11TaMMBbl
H37Rv, M. academia, M. bovis 8), ycIOBHO NATOrEH-
HbIE MUKOOaKTEpHH (1iTamMmbl M. kansasii, M. avium,
M. intracellulare w M. fortuitum) u canpo@uUTbI
ATCC-607 u M. phlei. TlonyuenHsle pe3yabTaThl
NpUBEAECHBI B TadJ. 3.

MoxxHo BuaeTs, uto uzyueHubie TSC (Ve) n (VIG)
He 0o0najaloT aHTUMHUKOOAKTEpUATbHBIM JEHCTBU-
em, B To Bpems Kak INH (V8) u (VIa) u coeuHenue
Ne 5
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(VIII6) nposiBASIIOT BBICOKYHO aKTHBHOCTb B OTHO-
wennd M. tuberculosis n no senuunne MITK nourn
HE yCTynaroT u3oHuasuny. Kak u H30HMAa3uA, OHU HE
OKa3bIBAIOT CYILLIECTBEHHOTO BAMSHUS Ha POCT yCJIOB-
HO MATOTeHHBIX ¥ CanpOPUTHBIX MEKOOAKTEPUH.
[lony4yeHHbIE pe3ynbTaThl CBUAETENLCTBYIOT O HE-
OOXOAMMOCTH ANbLHENIETO YTAyOJIEHHOTO U3YUYEHHS
TUAPA30HOB SO-CTEPOMIHOTO Psifia ¢ LEJIbIO BBISBJICHHUS
NOTEHUUAIBHBIX TIPOTUBOTYOEPKYIIEIHBIX CPEACTB.

OKCITEPUMEHTAIIBHAA YACTH

TemnepaTypbi nJIaBieHUs] ONIPERETEHBI Ha OJIOKE
Kodnepa. MK-criekTps! cHsThl Ha npudope Magna-IR
Spectrometer 550 B Tabnetkax ¢ KBr. Macc-cnekTpbl
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3alKMCAHBl HA XpoMaTomacc-crektTpoMerpe MAT-112
(sHeprust HOHU3UpyLUX 3JeKTpoHoB 70 3B, Tem-
nepaTypa UOHW3aAUMOHHON Kamepsl 180°C, mpsimoit
BBOJ ob6pasna B uctoynuk). Cnextpsl AMP noayue-
Hel Ha npubdope Bruker AC 250 (pabouas yacrora
250 MI'y no npotonam u 62.5 MTI'y no 13C); npuse-
HEHBbI 3HAYEHUS XUMHUECKUX CABUIOB IPOTOHOB OT-
HOCHTENbLHO BHYTPEHHETO CTAHJAPTA — TETPAMETHII-
cunada B MuwutnoHubIx foiisix; KCCB — B repuax.
Cnextpsl SIMP cHaTbI B fefiTeprpOBaHHbIX PACTBO-
putensx CDCl; unn DMSO-ds. PesymbTaTel sire-
MEHTHOTO aHaJN3a COOTBETCTBYIOT BBIUUCIEHHbBIM.
IlporexkaHue peakuuil U YHCTOTY MPOJYKTOB KOH-
tpoaupoBanu metonoM TCX na mmacrunkax Silufol
UV 254 (Kavalier, Yexus1) B cucreme xnopodopm—
metanon (6 : 1). ITsaTHa oOHapy>kuMBaNu paccMaTpu-
BapueM B Y ®-cseTe unu onpuickuBanueMm 10% pac-
TBOpOM (POCHOPHOMOMUOAEHOBOH KUCIOTBI B 3Ta-
HOJIE C NIOCJIEAYIOLINM HarPEBAHUEM.

N308MKOTHHOMITHAPA30HbI 3B-auerokcu-5a-
npers-16-en-20-ona (Va) u 3B-ruppokcu-So-npern-16-
en-20-oma (V6). Cwmecs kerona, 3f-auneToxcu-5a-
npers-16-eH-20-ona (Ifa) wiy 3B-ruppoxcu-S0-npery-
16-en-20-ona (I16) (1 MMoOmb) ¢ H3OHUABUIOM
(1.1 MMOJNIB) mEpeMELINBANM B 3TAHOJE B IPUCYTCT-
BHH YKCYCHOH KHUCJIOThI IPH KOMHATHO! TEMIIEpATY-
pe B TeyeHue 24 4. PacTBOpUTEND YIIapUBalll, OCTa-
TOK IIPOMBIBAJIKA BOAOH, ¥ ChIPOU NPOAYKT Pa3fesiin
XpoMaTorpaupoBaHHEM HAa KOJIOHKE C CHJIMKAre-
JIeM, 2JIIOMPYst MOCIEIOBATENLHO CMECSMH HEeTpO-
neinbld aup—-sTunanerart, 20 : 1 u 10 : 1. Beixopsr
nponykToe (Va) u (V6) — 40 1 50% coOoTBETCTBEHHO.
Macc-cnekTpsl, m/z: (Va), 477 [M]*, 462 [M — CH,]Y,
371 [M - COCsH,NT* (V6),435 [M]*, 420 [M — CH,]",
329 [M — COCsH NT*

3pB-Auerokcn-1'-n3onukoruronn-3'-merui-5a-
angpocran-[17,16d]-nupazommn-2 (VIIa) n 1'-u30H8-
kKoTHHOWT-3'-MeTHn-50-anapoctan-33-0.-[17,16d]-m-
pazosmu-2 (VIIIG). Cmech xeTona [3[B-aueTokcu-5o-
nperd-16-eH-20-oua (Ifa) wmm  3B-ruppokcu-5o-
nperH-16-eH-20-oua (I16)] (1 MMOJB) ¢ U30HHAZUAOM
(1.1 MMOJIB) B 3TaHOJIE B TPHCYTCTBUH YKCYCHOM KHC-
JOThI KHNATUAU B TedeHue [0 4. Peakuuounyro
CMECH OXJIaXKaiu, (UILTPOBAIH, B OCATOK NMPOMbI-
Banu BOROHU. PasgeneHueM Cbiporo npogykrTa Kouao-
HOYHOH Xpomarorpapuer Nmpu nociexoBaTENbHOK
SJIIOLUH CMECSIMH NETPOAEHHBIA 3(PUp—-9TUNALETAT,
20: 11 10: 1, nony4anu coenunenus (VIa) u (VIIIG)
¢ 40 u 50%-HbIM BBLIXOHOM COOTBETCTBEHHO. Macc-
criextpsl, m/z: (VIlla), 477 [M]*, 462 [M — CH,]*, 371
(M — COCsH N]*; (VHIS), 435 [M]*, 420 (M — CH,]*,
329 [M - COCsH,NT*

JAMH30HMKOTHHONITHAPA30H So-agapocTan-3,17-
nuona (VIIa). Cmech Sa-auppocrau-3,17-guona (IV)
(1r,3.46 MMOnB), n3onnasuga (1 r, 7.3 MMOb) U 1 Mt
YKCYCHOH KUCAOTH! B 10 M 3TaHOMAa KUNSITUIIU B Te-
YEHHE 2 9 U OXJIAXK/aNH O KOMHAaTHOH TeMIIEpaTy-
pbl. BeinaBuruit ocaiok oTUILTPOBLIBAIM, TPOMbI-

BUOOPTAHUYECKASA XUMHI

MEPIIAHU u pp.

BAJIM BOJOH M KPUCTAIM30BANY U3 3TaHoNa. Brixopn
npopykta (VIIa) 93%; T. . 275-277°C [20].

[dntHocemukapda3zon Sa-asppocran-3,17-guona
(VII8). Cmech Sa-anppocran-3,17-guona (IV) (1.5 T,
4.32 Mmorb) U THOceMuKapOasuga (0.78 r, 8.64 Mmob)
KUIISITHIM B 9TaHONE B Teyenue 10 MuH M OXJtaxkaanu
A0 KOMHATHOH TeMIepaTypbl. BpIMaBuIui 0cagox
OT(HIBTPOBBIBAIH, TIPOMbBIBANIA BOJOH U KpUCTAII-
au30Bany u3 aTadona. Beixon npogykra (VIIG) 97%.
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Some Derivatives of Sa-Ketosteroid Hydrazones:
Synthesis from Tigogenin and Antituberculosis Activity
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ul. Saradzhishvili 36, Thilisi, 0159 Georgia
*% Institute of Physical Chemistry, National Research Center Demokritos,
Athens, Greece
*#%k Center for Drug Chemistry, All-Russia Research Institute of Pharmaceutical Chemistry,
Moscow, Russia

Isonicotinoylhydrazones and thiosemicarbazones of some 50-ketosteroids were synthesized from tigogenin,
and their structures were confirmed by NMR and IR spectroscopy and mass spectrometry. Their antimycobac-
terial activities were studied, and it was shown that some of the synthesized isonicotinoylhydrazones exhibit a
high antituberculosis activity. The English version of the paper: Russian Journal of Bioorganic Chemistry, 2004,
vol. 30, no. 5; see also http: // www.maik.ru.

Key words. antimycobacterial activity, isonicotinoylhydrazones, 5 a-ketosteroids, synthesis
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