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CUHTE3 U BUOJIOTHYECKASI AKTUBHOCT
17¢- (BYTHHEHHII-1/,3') -A*-AHIPOCTEHOJI-173-OHA-3

B mpomomkenme namnx pador (') me MBYYEHHI0 CTEPOMAHBIX COCTHHEHUIT
¢ TpaHCcQOPMUPOBAHHON GOKOBOII 1eNbI0 HaMu OcyImecTsiaen cuates 17a- (6yTn-
mesma-17,3")-A*-angpocteron-17f-ona-3 (I) — amanora IINPOKO MBBECTHOTO
IpemapaTa OPerHpEA (9THHUITECTOCTEPOHA), 00IAAIONIeT0 BEICOKOII recTaren-
HOfl akTHBHOCTEIO, IHTEpec K CHHTE3Y TaKOro aHaJora yCHIHBAICA Talke c000-

‘mermem (% °) o HarmuMm BHICOKOW aKTHBHOCTH, XOTS M APYTOTO LOPSAAKA, ¥
17 a-OyTagumHuaTecTocTepona. Harouenoil cragmeit cunresa sBILIACH KOHIEHCA-
mus mexonmEoro germaposnmanjpocrepora (1) mmm ero 3-amerara (I1I) ¢ Bm-
HEIaneTnaenoM. HecMoTDs Ha RajRylleecsa CXOACTBO LHOCAEAHEro ¢ aueTIIeHOM
¥ gHamneTICHOM, pearius puumianeTurena ¢ 17-weroHamu morpedoBasia Iis
CBOETO HPOBENEHNA HECKOABRO HHKX YCIOBHIT, YeM IPHIATHIS A DTHX peare-
ToB (*~*). ITO CBFBAHO ¢ TPYAHOCTHME OTHOBPEMEHHOTO Y/ePMKAHis B PacTBO-
POHHOM COCTOSHUN 000MX KOMIOHEHTOB PeaKI[HI — BUHEIATETUIeHIIa HATPIL
n crepousia. HamGomnee yaaunsM oRa3aldoch MOJyJeHae BUHAIANETIIEHITTA HAT-
pUs B KAAKOM aMMHAKE, ¢ IIOCAeAYIOIeil 3aMelloil 9T0ro pacTBOPUTEIA Ha TeT-
paruapodypar (TTD) u nocaepyiomeir kougencanmeit npm 0° (°). B a1nx yemo-
BEUAX BLIXOJ JKeZaeMoro pummMIaneruienororo jgmoia (IV) mocrmraer 90Y%.
AmanornyHO IPOBOJMIACE PeaKiua u ¢ J-aneratom 17-weroma (II1).

0 C=C—CH=CH,
lemOH
—_—
=
RO an HO av)
1 R=H
(111) R= Ac
»/
C=C—CH=CH, C=C~—CH=CH,
o0 Ac i ~OH
AcO AcO X
¢ SV ¢ V)

Anermmmposanne coequnenus 1V e 00BIYHBIX YCIOBHAX TPUBOAUT K €ro
3-amerary (V), a B Goxnee secrrnx — & 3,17-gmanerary (VI).

Yiie yIOMAHYTOe HAMHYME y COeMMEeHHWil ¢ 170-HeHACLIMEHHON HTUHIL-
HOI mim 6yTaUIHIILHON GOKOBOI 1elTbI0 BEICOKOH GHONOrAYecKoit (recraren-
HOIl, KOHTPANENTHBHOM, AHTUTOPMOHANBHON) akTHBHOCTH (=) TO8BOMSIO
ORUJIaTh OLUPE/eNCHHON aKTUBHOCTH Y CTePONIHBIX COSAUHEHTIl ¢ BIHIIATe-
TUJICHOBON G0KOBOH nenbio. Jlag cosganmsa meofxomuMoil mis 'npo;IBJIemm rop-
MOHAJIPHOL aKTHBHOCTH A ‘-3-KeTOTPYINHPOBKM BHRMIANETAICHOBLIH IO
(IV) 6p11 oxmenen no Metony OmmeHayspa ¢ MCIHONb30BAHEEM B KAYECTBE K-
nenropa NPOTOHOB IuKIorekcanoma. IloayweHmrprt ¢ xopommm BrIxomom
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170~ (6yrurenunn-17,3")-A“-agapocrenon-17p-on-3 (VII) bt momeeprayT 6mo-:
JOTAYECKAM HCOBITAHNAM HA FeCTATeHAYI0 aKTHBHOCTH *. ['ecrareHmHas aKTIB-
HOCTH OIEHIBANACL 1O CTENEHH BEIBEIBAEMOTO IpeliapaTOM paspacTaHus CJIH-
3MCTON MATKU HMHQAHTAALEBIX KPOJNKOB, HOATOTOBICHALIX BBEJEHIEM SCTPOre-
ma (°-*). B RauecTBe CTAHAAPTHOTO BEIIECTBa HCIOAL30BANN NPOTECTEPOH, B Ka-
gecTBe 9CTPOreHa — (DOMTURYIIH,
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Menbiranus ma GHOTOTHYECKYI0 aKTHBHOCTH MORasaiu, uto 17a- (Gyrune-
omia-17,3") -A t-amgpoctenon-173-02-3 B GodpIINX 7i03aX TPH TOTKOSKHOM BBE-
JeHIU TPOARIACT BHICOKYIO I€CTATEHHYIO aKTHBHOCTH, PE3KO CHIGRAIINYIOCH
OpHU YMEHBIIEHWI JO3bl.

TemmepaTyptl TaBierus onpejerens: Ha 6roxe Hoguepa. Bee [a] o, xpo-
Me otMmeuennbix, uamepens 8 CHCl,, u.-k. cnertpsr cHATH Ha npudope UR-10
B KBr, y.-§. cmerTprr ma perucrpupyioriem cuexrpogoromerpe SP-700 B ara-
mo:e, CoerTpor .M.p. cauManich Ha mpiudope DA-60-1L ¢ mcnoapsopanmeM rex-
caMeTHANMCIUIOKCcaHa B KavecTBe BIIyTPeHHEro cragjapra. Macc-clieRTpbl cHIl-
majuch Ha mpudope MX 1303 ¢ BBojgoM BellecTBA B WOHHBIH MCTOMIHR IPH
noHusupyoIieM nanpasrennn 30 B. [ as TORROCI0HTON xpoMaTorpauE HCIOIh-
30BANICA CHAMKATeb ¢ THHCOM Ha MEKPOIIACTHHKAX. B cucTeMax 5Qup — rercam
¥ OPOABICHIeM [apaMIi HOJa M ONphICKABaRUEM pacTBopoM BaHmanHa B H,SO,.

17Ta- (Byrumenun-1"3") -A’-amgpocrengumon-3p,170 (IV}).
B Tpexropaoil koabe rommercuponanm mpu —70° 120 mx NH,, npormymenaoroe
uyepes KOH, poGapnau npu nepememmpanun Kpucramauk Fe(NO;)s m 1 ¢ Na
M OCTAaBIUIN Ha HOYH B CYXOM JbIY, 4 3aTe€M TpU —30° go6aBmwianm pactsop 6 ¢
cyxoro smauaarneruirera B 6 Ma TI'®. Cmecs mepeMemBaim B TeweHme 3 gac.
mpu —35°, satem 1 wac mpu —20°, gobasmium 100 mx 6essogmoro TI'D 1 yma-
puau NH;. K pacreopy sununanerunennga npr 0° mpukambliBadm pacTBop 3 T
pernpposnuamnpoctepona (11) B 100 ma TT'D, mepemermusanu cmecy eie 1 gac
opu 0°, ocraBuan ma 16—20 wac. mpm 20°, 3aTem mepeMmermmBaiu eie 5 gac.,
mobasuian 2 v NH.Cl, nepemeniusanu 15 MuH., pasGaBaiam BOTOM U HKCTPATHPO-
Bajxu spupom. Iocne orromru supa m pacTapaBus ocTaTRa ¢ dPUP-reKCamOM
noxyueno 3,2 v guora (IV), seixox 90%, r. mm, 145—147° (us sdupa); [a]»™
—128° (C 0,98); m.-x. cnerrp (v, cm~'): 3350, 3095, 3030, 2295, 2205, 1610;
V. cmerrp (Auas, Mp): 225 (e 10396), 238 (e 9153); cmextp mm.p. (0, a.g.):
0,8 (18-CHs), 0,95 (19-CH:), 3,4 (17-OH), 3,63 (3-H), 5,26 (6-H) u rpynma
HepaspelleHbIX MYILTHILIETOB ¢ HEeHTpaMu pn 5,43, 5,6, 5,73.

IIpn wompencanum 0,5 T 3-amerara (I1I) ¢ sumnmmanerwnenwmom maTpus B
YCIOBUAX, aHAJOTEYHLIX CHECAHHBIM BBIIIE, MOJYYeHA CMECh BEIIeCTB, HPH
xpomarorpaduposasuu xoropoit Ha SiO, B cucreme adup — rexcam (1: 1) BoI-
peaeno 276 mr gmoma (IV), r. mm. 143—145°; 15 mr 3-amertara amoma (V),
1. ma. 136—138°%; 65 mr 17-xerona (I1), 1. ma. 150—151°.

3-Anerar 17a- (6yrumenmna-1'3)-A°-asgpocrernguoaa-
3p,47p (V). K pacreopy 1 r gmoma (IV) B 6 ma nupmamma mobapmam 3 ma
(CH,CO) .0 u cvmecs octasunn ma Houb mpu 20°, moce gero oGpaboranu oG-
mbeiM o0pasoM. llomyven 1 r 3-agerara guosa (V), 7. ma. 138—140° (u3 rexca-
ma); [a]o™ —126° (C 1,02); u.-g. cuextp (v, em~'): 3400, 3095, 3030, 2295,
2205, 1730, 1670, 1610, 1250; cmerrp mm.p. (6, m.j): 0,8 (18-CH;), 0,96

* HeuslTanuss OPOBOAWIMCE B J1afopaTopuyl HRCUEPUMEHTANLAON Tepalnm OTHexa
113°ce00103ﬁ'0ro HayIHO-HCCIe/[0BATeNbCKOT0 XUMAKO-(PapManeBTHIECKOTO HACTHTYTA B HOC.
WVIaRfa.
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(19-CH,), 1,96 (3-Ac), 4,5 (3-H); 5,26 (6-H) u rpynmna mepaspenieHHBIX MYIb-
TUNNETOB ¢ IeBTpaMm upn 5,43, 5,63, 5,78; momeryusapuniii sec 382 (mace-
CHEKTPOMETPHUIECKH) .
Haijineno %: C 78,26; H 8,91
C»:H3103s. Brruncaeno %: C 78,49; H 8,95
317-Muamerar 17a- (6yrumenun-1.3)-A°-angpocrenguo-
aa-3p,17p (VI). K pacrsopy 0,3 r 3-amerara (V) B 6 Mx nupugnna gobasu-
mt 3 ma (CH;CO).0 u cmecs wumaruin 3 daca, nocae vero seummin B 200 ma
BOJBI, BLINABIOUH 0CaoR OTPUIALTPOBAIE U XpoMaTorpadguposanu Ha Si0; B cu-
creMe oup — rexcam (1 : 1), mpuvyem seigeneno 0,12 r 3,17 puamerara puona
(VI), 1. ma. 128—129° (us cumpra); [a]»*® —128° (C 1,10); n.-x. cmextp (v,
em™t): 3100, 3030, 1735, 1670, 1610, 1250.
Haiieno %: C 76,60; H 8,82
C27H304. Beruncaenio %: C 76,38; H 8,54
170- (Byrumennn-1.3")-A~amgpocrenon-17p-ou-3 (VII).
Ot pacreopa 2 r awoaa (IV) B 140 M Geuspogroro Toxyoda U 25 M NUKIOreK-
caHoHa oTorHaxd 20 MJ PacTBOpHTENs W Ho0aBWIH PACTBOP 2 T W3OUPOIMUIATA
asromuensg B 140 mu GesBogmuoro romyosa. CMech RUIATHNHE O vac., A00aBHIK
. 300 Mma CH;COOH, ronyoupuslii ciaoil oraesmnan, npoMbuin pactsopom NaHCO,
¥ mepernaiu ¢ BogsEbBM mapoM. OcraToR »KeTparmpoBaam S(PUPOM U YKCTPAKT
yuapuan. omyueno 1,92 r ocraTka, 13 ROTOPOro yTeM XpoMaTorpaIpoBaHI
na Si0O; B cucreme shup — rercan (2 : 1) segeneno 1,2 r A*-3-xeroma (VII),
soixof 60%, T mr 136—139° (us sdumpa); [a]n™ +6,6° (C 1,05); n.-=k
cmertp (v, em™*): 3430, 3100, 3015, 2290, 2210, 1670, 1620; y.-@. cuertp (Amas,
mu): 238 (e 22800); cimertp ma.p. (6, mu.): 0,8 (18-CH;); 1,13 (19-CH;) =
yeTslpe MyJIbTHIUIETA ¢ HeHTpamu npu 5,21; 5,38; 5,55; 5,71,
Haiigeno 9%: C 81,57; H 8,86
C23H3002. Berancneno %; C 81,66; 1 8,93
I'ecrarennmas axtTuBHOCTb Onpegenanach Ha WHOAHTHILHBIX KPO-
ankax (600—800 1), noproTosunernerx neegenneM (ounuxyauna (°~%). Mcnw-
TyeMble HpelapaTsl PACTEOPSAN B TaHoe/de WM alleTOHEe I CMeITuBAIu ¢ abpu-
KOCOBBIM MAacJIOM B HYKHBIX HDONOPIHAX TaK, 4TOOBI pasoBag /[03a BeIecTBa
cofgepsranack B 0,5 Ma. Jramon WAM aneToH OTTOHAIN M3 MAacAAHOI0 pacTBopa
o BaryyMmom npu 40°.
HenbrryeMsle mpenapatsl wiim HporecTepod ssopunu & gozax 4,0 u 04 wmr
B jleHb B TeueHHe O fHeil (coorBercrseino 20,0 m 2.0 Mr ma naruAHeBHRI Ry pC).
B ramgoit rpynme memoTp3oBanu TPeX KPONHKOB. PeARIUIO CUMTALI IIOJOGKI-
TEABHOIT, €CHU OIA HMeJa MeCTo, 0 KpailHell Mepe, ¥ JIBYX JKUBOTHRIX U3 TPeX.
HKpoanros sabmsamu uepes 24 uwaca mocme mociepmeit mirbexuuu. MaTry
H3BJIEKATH, 0CBOOOIKIANI OT ;KUpa U Opann rycouer pasmepom 1—0,5 cm, Ko-
Toputit purcuposanu B Popymanaune. Cpesui rommuuoii 10—12 p rortoBman Ha
3aMOPaKABAIOIIEM MUKDPOTOME, OKPAIINBANE TeMaTOKCIUIZHOM ¥ DO3WHOM W
MuURpocKonuposain upn yseianvenuy 8 100 pas. Vsmenenwe cansmcroil MaTRR
OIEHWBANM II0 CTeTTeHH Pa3BeTBIEHNH BBIPocTOB nociaenmeit. OxazalZoch, 9To
A*-3-reron (VIl) mpm noprosmoM BBefienun okassiBaer B mo3e 4,0 MU CHib-
H0e recTareHHoe JeHCeTBIe, CPABHUMOE ¢ MPOreCcTePOHOM, ofuako B fgoze 0,4 Mr
ohperT ero pesKo cHUIKALTCSL.

Hucruryr oprammueckoit xnmium um. H. JI. 3emumnckoro Jlocrymumo
Arapemnu wayr CCCP 29 VI 1971
Mocrsa
HUTUPOBAHHAS JUTEPATYPA

‘A A Axpem A B. Kamepuunruir, I. I. Pemetora, Asr. cug. CCCP,
Nt 304254, Biomn. ms306p., Ne 17 (1971). 2 P. Feather, V. Petrow, Brit. Pat,
Ne 1108 758, 1968; Chem. Abstr, 69, 87349 (1968). 3 P. Feather, V. Petrov, Brit
Pat. Ne 1081494, 1967; Chem. Abstr., 67, 100331 (1967). % J. N. Gardner, O. Gnoj
et al, Steroids, 4, 802 (1964). > A. A. Axpewm, A. B. Kavepuuuruii, B. H.
Hacrtyxosa, Apr. ceug, CCCP Ne 320486; Biomr. msobp. M 34 (1971). ® G. W. Cor-
ner, Transact. of the Edinburg Obstertical Soc., 1937, p. 61. 7 C. I JleTuura,

[pobu. sooTeXEAKM H BKcI. BHAOKPHEOL, 11, 383 (1935). & A. M. Ka6au, IlpartaxyM
o snjgorpusaosorun, M., 1968, c1p. 45.

338



