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zununecruz coedunenul, C. Kynasna Mocroscroli o6a.

HMexopa ms 21-ameraror  roprexcora (I) 1 roprercomoma (I1)  crmresipopaub
At-apamorn coepumenuit (I) w (IT) (mpowspojgmste (IV) m (V)), A~ u Al S-apamori
(I) (upomssopmele (I11) u (VI)), a ramme 21-TeMHCYRIIIHATHL BCEX YIOMAHVTBIX CTe-
poupoB. Bce MOMydeHHLIE COENMHEHWA HWCCIEHOBAHBL in Vivo 1ma MIHEPaloROPTIROMEIIYIG
AKTHBHOCTL B CPaBHeHWH ¢ coemmpeHyeMm (I) M Ha aHTUMIIHEDANOKOPTIROMINYIO AKTHB-
HOCTh B CPABHEHHMH CO CIIPOHONAKTOHOM. BBeJCHMe AONOJHMICAbILIX ABOUHBIX CBA3EIL
COTIPOBOKAAETCST CHIFKCHMEM Hartpuiisanepsusalowero geiicrsiua y (IV), ero mcuesuo-
pexweM y upomsBogmoro (111} umm usppameunem y (V). B 7o wme wpems nmepexom or
coepmuenust (I) 1 coemmuenmio (TII) mpmBoyutT K yrepe Raamiiyperirmeckoro adipexra i
najee K nosipierwio y npousBopueix (ITT) u (VI) rammitsagepsrusaiouicii crnocofGHoCTI.
AT H3MEHeHHst B OMOJOPHYIECKOH AWTHRHOCTH MOTYT Oblth CBASAULL ¢ H3MEHCHMHEM B
CTEPEOXMMILM CTEPONJIHOIO CKeJeTa I OOKOBOM LenM, BAMAIOLUN HA  B3alIMOZeHicTBIE
CTePOHMA ¢ ero peientopoM, Bosmomkuo (K+, Nat)-zasmeunoii ATP-asoil,

Murnepamoroprurongsl  (asbJOCTEPOH, KOPTEKCOH) IO  CYILECTBYIOILHA
OPEHCTABLEHYAM SBAAIOTCH PEIrYISTOPDAME BOLHO-COICBOTO 00MELA Y HHBOT-
HBIX ¥ wemopera [2]. BDuccnmres wx o0sTHO TPAKTYETCS KAK MCPBOLATATBHOE
21-rupporcunuposanme 17B-alerwacrepouyioB B 1POTHEOITONOMRIOCT 17 o-Th-
PORCHIIPOBAKIIO, BEIYINeMY K 00paszosanuo raororopraxougos [3]. Hasecr-
HO, OJHAKO, UTO HEKOTOPad MIHEPALOROPTHROMAHAZ AKTHBHOCTH OOBIYLOIG
THIA, T. €. CHOCOOHOCTH R 3aHEPHSKE BOILL M 1OHOB (AaTPUN I BBHIBCUCHII M3
OPraHU3Ma, WOHOB KaJls, CROICTBEHNA II coenHeHAM §70-0RCUNPETHAHOBO-
r0o pAfa, nanpuMep KopTuaony [4].

EAHHOH TOYRM 3peHHA Ha MEeXAHHaM ACHCTBUA MUHEDATOROPIIKONAOE HA:
MOTERYJAPLOM YPOBHE LET. BLICKashIBAeTesT MUCIIE, YT0 OH MOMKET ObITh CBA-
3au ¢ wameneneM padorhl Na-macoca, B wactHocTn ¢ srusuied ma (Na*t, K7)-
sapucimyy ATP-asy., Opmaxo ocraercs HEACHDLIM, TIMECTCS JIHM B ATOM CIyuae
NPAMOE BIMAHNIE CTepoija (HAIpUMED, AlMbAOCTCPOHA) HA UPOINUAEMOCTE
MemOpaH, Jub0o 970 BANAHHE KAR-TO OUOCPEA0BAHO UYSPE3 TEHO0AM I M3MEHeHUE
GearoBoro cuntesa [ 3.

# Coolmenme 10 ca. [1].
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B epgsu ¢ 9THM TPEACTABISANIOCH HHTEDPECHLIM, BO-NEPBBIN, COIIOCTABMTE
MHHEPATOKOPTUROHUAIYIO AKTWBHOCTEL HpefcTaBuTesci ofeux nerreil Gumocwu-
tesa Koprexcoma (1) m moprercomoma (T1), a BO-BTOPEIX, TPOCHEUTEH 3aBHCH-
MOCTE TAKOIO JICHCTBHA 0T YILTOI(EHHS CTEPOMHOTO cKedera (BBefeHUE NOTON-
HITeNLHBIX ABONHDIX cBA3elr).

(ilHQOR (ileoR
lIeC::‘O
Me
O
(111)
(IJHQOR ’ CH,OR
C=0 . G= ’ =0
Me .-OH Me
Me Me
0 (1v) o (V) o (V1)

R=H (a); Ac (b); CO(CH,),COOH (¢); CO{CHy),COONa (d)

Jlerupparanma woprekcomora {(II) nmposommmach nyTesm HaipeBaudg ero
3,17,21-rpuanerara ¢ ykeycHO# muemorodl B gumermidopmammue (JIMDA)
[6], a cuures A'-coemuuenmii (IV) — (VI) — myrem germppuposanug aneTa-
o (Is) — (IlI) puxmopmunmamobensoxuuonom [7].

Ilomumo 21-ameraron (I) — (VIs) cuwresmpopansl tawske 21-reMucyRIu-
marer (le) — (VIe) m mx marpuensie conn (I1d) — (II1d), (Vd) (em. Tabm. 1).

Coempmenna  (I1Is) — (VIie) w (Id) — (I11d), (Vd) wuccregonamsr
Ha MHHePANOROPTUKOMAHYI aRTHBHOCTE B CPABHEHHI ¢ AlETATOM KOPIEKCOIa
(NIOKA) (In) m auerarom moprercosona (IIB) u ma auTIMHIHEpPATOKCPTHRO-
HOHOE feficTBME B CPABHEHMH CO CHHPOHONARTOHOM. B ombirax mMenompszoBamu
GeCcrmoPOJHBIX aipeHaTaKTOMIPOBAHHBIX Kpblc-caMioB pecom 140—180 r. O mu-
HEPATOKOPTUKONIEOM dDerTe Cy Iy 110 BIRAHKIO COCUHEHIH HA dKCKPEIHIO
HOHOB HATPHA U Ramus ¢ Mouoil. Beirecrsa BBoMIN 9epes 48 9 mocie agpera-
ARTOMHEM HBaXKALL ¢ 3-UaCOBBIM wHTepBaioM. OIHORPEMEHHO C IICPBOH MHBEK-
nMell KUBOTHBIM HofroEuo Bromuan 5 Ma 0,9% pacrropa xmopueroro HaTpHs.
JIByX4acoByo LOPUHIO MOYN TONYIANM IYHRUUEH MOYEBOr0 Ly3bIpi B YCI0-
BUAX TPENBAPUTCHBLION NEPeBS3KH MOIEMCOYCKATEIHLHOTO KAHANA, KOTOPYIO
NpoMaBo M wepes 1 u 1oeie BTOPoR MuLeKImn coepuuexist. Copepmanne
HOHOB HATPUA U KIHA B MOYe ONPEINsIH METOAOM WIaMeHHOH (OTOMETPUN
na wpudope OITJI-1. AxTHMHIEPANOKOPTHROMTHYO AKXTHBHOCTE OIEHHBAJII 110
CHOCOBHOCTH BEUIECTB HETHOMPOBATL MuHepamoroprurouanoe neiicreue JIOKA
[8]. Coemumenns BROAMIII ABAXKAB BHYTPMKENyHouHo 3a 18 w u ognospeMen-
1o ¢ mepsoit mkeriueir JTOKA.,

P(‘33’JILT&’1BI HM3YUYCHUS MAHEPATOKOPTUROU/IOTO TeHCTBIA COCNUHEHIH TIPM-
BEJEHLL B Talua. 2, us I«OTopon suaHo, uro Bemecrsa (IVe) u (Id) cmmmaror
OKCKPENWI0 HaTpus ¢ Movoil coorsercrsento "Ha 950 w 40% 1 cyurectenwo wne
BIISIOT Ha Buipemenvie wragust. 1o adderTuBAOCTH YHAZAHHBIC COEXWHEHHS
Gansru K anerary xoprewconona (1T8). JIOKA (Ip) B amamorsuupis ycaoBHsix
CHIKART dRCKpelno Harpus npmmepro ua 70% u ysemumuwBacT BhHIBENEHIE
ramus 1a 35%. Coepunenne (VB) yBeNWYHBACT COMEP/MAHME HATPHS H KaNHSA
B aove coorsercreerno na 70 w 100%. Bengeersa (I118) w (Vis) npudnusn-
Tenbo Ha 309 cHIBKRA0T 3KCKDPEIPII0 Kalis, HC BIMAA HA BLIBEHCHRE 1TATPUA.
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Tabnuma Z

Bauaune coeaHeHMil TPy MONKOKHOM BBEJCHHH B [03€ 2 Mr/KI HA
IKEKPELHIO ¢ MOYOH MOHOB HATPHA M Kanua (B Mr 3a 2 v)
Y agpeHaJI3KTOMHPOBAHHBIX KPBIC

Konuuecrso
Beuiecrso H{UBOTHLIX B Na K Na/K
rpyrine
— 84 1,7==0,08 1,7+£0,08 1,1+0,08
Arnerar roprexcoua (IB) 96 0,6+0,06 * 2,301 * 0,2+0,02 *
- 14 1,4+0,2 1,7£0,3 1,1+£0,2
Auerar roprexcoxoma (ITs) 18 0,7%0,09 * 1,4+0,2 0,5%0,09 * ®

- 15 1,6%0,3 1,6+0,2 0,9%0,1

(I118) 15 1,2£0,1 1,101 * 1,3=0,2
— 16 1,9+0,2 1,5%0,2 1,3£0,3
(LVB) 13 0,601 #% 1,9+0,3 0,8+0,2
— 17 1,2+0,1 1,3+0,1 0,8+0,1
(VB) 19 2,0+0,3 * 2,8+0,3 * 0,701
- 9 2,5=04 2,4+0,2 1,0+0,1
(VIs) 9 1,8+0,3 1,6+0,3 * 1,2%0,1
- 13 2,4%0,3 2.2+0,2 1,001

(Id) 17 1,4%0,2 * 2,6+04 0,6=0,06 *

— g 2,010/4 24+0,2 1,0+0,1
(I1d) 8 1,7+£0,3 1,9+0,3 1,002
(I11d) 7 1,9+0,3 24+0,3 0,8+0,1

- 9 1,602 2,3x0,2 0,7+0,08
(VB) 8 1,2+0,2 1,8+0,2 0,702

* 3HavYeHMs, HOCTOBEPHO OTIMYAIOLLHMECH 0T KOHTDOJLHBIX.
Tabanuma 3 y

Brusune coenuuenuii Mpu BHYTPHKENY0UHOM BBedeHuH B Hosze 300 mr/kr
HAa HKCKPEIHI0 ¢ MOYOIl MOHOB HATPHUA M KAAMA (B Mr 32 2 )
¥ AIPCHANDRTOMHPOBAHHBIX KPHIC B YCAOBHAX COBMECTHOro BBefenusa ¢ JJOKA
2 MI/RY, DOAKOKHOE BBEIeHHC

KosmyeeTso
Bengecrno MMUBOTHRIX B Na K Na/X
rpynmne
- 53 0,5+0,06 3,00+0,4 0,220,02
CorpoBONAaRTOH 55 2,2%0,2 % 1,7+0,1 * 1,5+0,1 %
— 9 0,601 3,1£0,5 0,210,03
(I1I8) 7 0,50,2 2,4+0,3 0,2%0,05
- 6 0,401 1,8+0,3 0,2+0,09
(IVs) 5 1,6+0,3 * 4,3+0,9 * 0,4:£0,04 *
- 22 0,4+0,04 3,9+0,8 0,1:£0,02
(VB) 20 1,3£0,1 * 3,5+0,3 U 4i0 04 *
— 16 0,8+0,1 2,4=0,1 0,3+0,0
(V1s) 9 0,50,1 3,003 0,20, oz
10 1,240,2 2,4%0,2 0,5%0,05
(1d) 3 0,8:+0,2 - Z .
(11d) 5 2.420.3 * 3,707 0,80,2 &
- 16 0,8=0,1 2,4=0,1 ,3+0,04
(111d) 9 0,3+0,1 * 3,3+0,5 0,10,03 *
— 9 0,3+0,04 2,4%0,2 0,1x0,02
(vd) 6 2,240,5 * 3,706 0,10,1 *

IIpusmeuadne B KOHTPOALHOI TPYNUE NPUBENEHDLl BHAYCHMWA, IMONYUCHHBIE IPM BBEICHUIR
HOKA. 3Be3HOUKOIl oTMEMEeHBl BEJMYHHLL, ZOCTOBEDHD DTIMYAIOWMECS OT KONTDOJLHbBIX.



B r1ads. 3 npusegensl peayiabTaTLl M3YYEHUS aHTHMUIIEPAIOKOPTHIKOTIHOK

ARTHBHOCTH coefuHenHil. 13 Tabauipl BHANO, UTO CIIOCOGHOCTHL YIHETATH HAT-
puiizagepsrusaoniee aeiictane JORKA obuapymunir coepunenns (IVs), (Vs),
(LId) w (Vd), koropoie ¢ylecTBeIIo He OTIHIANUCh 110 BLPAHEHHOCTH 3TOT0
Heiiersist ot cnupoHonakrora. Bemecrno (IT1d), wanporus, yemampaigo mar-
puilzapepmusawmuit odpdexr JLOKA. Hu ogno wu3 #COBITAHHBIX BEL{ECTS
B OTJIMYME OT CINUPOHOMAKTOHA HE YIHETAN0 KANWHYPETHUYECKYH aKTUBHOCTL
HLOKA, a coegumenne (LVB) mame meckonbro yeuwnrnsano ee. Bentecrno (Id)
MDH BHYTPHAKNYI0UHOM BBEJEHHH 00HAPYAMIO BBICOKOE TOKCHYECKOE HehcT-
site (Lopso 300 mr/xwr).

Beemenre n monexyny coepmaenni (Is) u (IVs) A'-geofimolt csuswm Me-
Hger GopMy KoIbUa A, NeJas ero MNOCKUM, M B KaROW-TO CTeNeHU BAWICT HA
FEOMETPIIO OCTANLHON YacTH MOAERYAL. B GuoJormdec Ko IuTase Takoe uHaMe-
HEHUE CILIMKAeT W HaTpUuRsagepyRuBaoilee W RaJUAYPeTHYECKOe AeHeTBHEe, Ae-
JLast TOCTENNEeC HEeQOCTOBEPIUBIM,

C apyroit CTOpOHBI, TEPEXOf OT THIHYLHOTO MuHepamoxoprurouga (Is)
1 17a-oxcwananory (IIn) opakrirueckn ne crassiBaercs 1a cuecobHocru (1IB)
BAMePKUBATE HATPUIl, HO IOJNHOCTBIO CHMMAET KaJIMIypeTHRecknil sd@exT.

Hockombry rerpasgpuuecknit xaparrep C(17)-umenrpa npu »1oM coxpansn-
©TCA U He TPOMCXOLHT M3MeHEHIUs TeOMEeTPHM CKesera, T0 TAROE H3MeLeHHe
AKTUBHOCTH MOKHO CBA3aTL MRG0 ¢ NOABAETHEM MOAApHoil 17c-rupoRCHITHLHOMN
rpynuel, anbo ¢ uaMenedueM xKoudopmauuy B camMoit foxonoi e, Hamer Ha
BO3MOKHYIO TIPHYHHY MOsKeT ObITH HaljeH mpH mepexone ot coemurenna (Is)
ero Al*-ananory (11Is). Ilpw srom snnmunupyercs 17o-moAApHEBIN HEHTDP, HO
IPOMCXOUT CMABHOE MCKAMEHHEe M CKexera W KoHdopMauun OGOKOBOH LEUI
crepouma. B pesyaprare He TOMBKO PE3KO I[IAflaeT HATPUIT3ajepIRUBal0mee
nmeiiersue y coemunenns (ITIB), WO M IOABAACTCA 3aMETHBUT KaNNi3ajepIRUBa-
Ui apgerr.

Coveranme B ool monexyre (VIB) ayx A'- n A'¥-gnoiiHbIX csasef, Kak
M CHEeN0BANI0 OsKHAATL, MPIBOIHT AJIITIBHO K TAKOMY JKe PesysLTarTy.

Ha srom hore memousTiblM 0cTaeTca pesynbrar, cOHAPYAEHHALIH g ane-
Tata Al-gerugpoanajiora xoprexcosona (VB), 10Ka3aBlIEro HOCTOBEPIIOE HAT-
puil-kanuiiypernueckoe peicrsue. MoKHO OPEATIONO;KRMTL, 4T KOHQOPMATMA
GOKOBOH L(eMM IIperepuesaer UaMeHeHre ¥ npu mepexcge ot auerara (IMe) K
ayerary (Vs) za cyer woudopmauwonuoit rtpamemuccuu. [lo ormomwennio x
HOHY HATPHA BBEACHHE JNOMOJHUTENBHBIX ABOMHBIX CBA3eH B MONEKRYJbI amera-
TOB KOPTERCOHA ¥ KOPTERCONOHA CONPOBOKAACTCH CHIFREHIEM TaTPH3age Prist-
satontero jeiietsis (Al-upomssomusie JJOKA)Y, ero ncuesnosennenm (A'°-mpo-
yavopsie JOKA) win msspauienueM (A'-IpousBofHbie KOPTEKCONORA).

Bo seex cnywasx mpegenue Z2l-remumeyripmuaruoir rpyarst (1d) — (VId)
CYLQCTBEHNHO cHuyyKaer nub0o BOOOHIE NMKBUANPYECT MUIEPATOKODTHROMHOE
JEHCTBHE, OTEBIANO, BCIAEJCTBHE HCUE3HOBEHIST BO3MOKHOCTEH ANA Twapodos-
NOr0 B3AMMOIEHACTBU L,

[onyuenunie pesynurarsl, TO-BUAUMOMY, Jyulle VYRIQTBIBAIOTCI B CXEMY
HerocpejcTrsenmoro s3anmyoneiictsua creponna ¢ ATP-asoir. Ipuuem mommo
NPERCTABITE, YTO W3MEHEHHs TEOMETPHY cydcTpara NPUBONAT K COOTBETCTBYIO-
M g8MeHenaM Kom@op aliiy PerenTopa B ero ROMIUIEKCE ¢C CTEPOHAOM.

CHITTe3UPOBAHNLIC CORTUHEHIS MOIYT SBATLCA WITTCPECHBIMU MOALTAMY JUIS
MZYUEIMA MEXaHM3Ma MHHEDPALOKOPTHROUAHOIO AeHCTBIA HA MONERYIAPHOM
VPOUBHC.

SKCHepHMeHTaJIBHaH qJacTb

Texmepatypsl ILIasaerus ompejenenst na Gioxe Hodaepa. MI-cnerrpur
cnuMaau ma npubope UR-10 B ra6merre ¢ KBr. list ananiurmueckoro KOETPONIL
3a xopon peanumit mpivensuin TCX Ha MHIKPOIMIACTHHRE C 32KPEILTeHIIBIM
croem cumkareis (mnemepcrocts H— 15 MrM), Hadtnenssic mauuse saemMent-
HOLO AHAJNNBA COOTBCTCTRYIOT BBIYUCIEHHEIM.
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Hoayuenue 21-ayerara npeena-4,16-0uen-21-0a-3,20 duorna (I1lg). Pacr-
Bop 1,5 r amerara WKOPTEKCONOHA (IIB) 1 0,45 T n-ToNyoNCyIHQHOKHCAOTH 1
G a1 yreyenoro amrmapuga marpesani 3 u apu 80° C. Cwmech sotmumr B 50 i
BOABI, BHITABWMI ocanor ordurbrposany, Homyaerno 1.6 v 3,17, 21-rpuanerara,
pacrsop 1 r Kotoporo B 8 i cyxoro pmmerriadgopMamMuia Harpesany 9
0,5 r Geasomnoro auerarta waaug npu 105—110° C. Pearumonuyw cmech nocie
OXJAMICUHMA BLUIHIN B XOJMOAHYIO BOAY W OTMUALTPOBANM BBHITABIUMI 0Ca; 0K,
Honyuewo 0,85 r 3,21-gmanerara. Pactrop 0,02 © mocacnuero B 12 mir souioro
arUIaneraTa, cogepmaniero H0 Mr n-ToryorcyrbQORUCAOTH ¥ 2,5 M YRCYCHOH
KUCJTOTEL, KUTATHI 4 ¥, mocye yero pasdanuam Bogoil w oTQuILTPORANH BRI~
mapmuit ocagox. Honyaeno 0,28 ¢ amerara (I111s), 7. mn, 152—153°C (n3 aue-
rona — rexcana) (cp. [9]). UH-cmexrp (v, em™'): 1220, 1240, 1590, 1620,
1665, 1680, 1740.

1,2-Nlecudpuposanue 21-ayeraros (I6)—(I116) ¢ noxnowvro 2 3-0ur.iop-
9,6-0uyuanéensoxunona, I8 pacrsopy crepomga (0,008 moun) B 75 »ur abe.
AMoKcaHa pobasmamr muxaopauiiuantensoxunon (0,008 moan) 1t eaecth wkmist-
runn 10 v, Tlocne oxnamyteuns BEIDABIINH OCAJOR OTHILLTPOBBIBAII X TPOMLI-
BaJiy Ha (QUILATPE XJIOPHCTHLIM MeTHaeHoM mnm xnopodopaom. Mugsrpar yma-
PHBAIH J0CYXa, OCTATOK PACTBOPANH B TOM e PACTBOPUTENC M TMpodhinanTpo-
shpagu uepes caoii AlLQO, (~70 r). Vmapuwpamuem ¢uiabrparta mOFYUEHE!
Al-crepounsr (IVe) — (VIs) (car. rafm. 1).

Hlenounoe omviaernue Z1-ayeraros. 15 PACTBOPY CTEPONAA (O 004 wmourn) B
150 mx meramona mobapmanm 5% pomuBIl  pactsop OukapOomaTta  Kadlrs
(0,015 moxup) u ocrasmsin mpn 20°C na 48 4. Meranos yrmapupain B Baryvae,
0CTaTOK pasGasisany BOLOW, BBINABIINH 0CALOK OTOMILTPORBIBAIHE, TPOMLIBAJLT
oot m suicywusaai. [lonyuennt 21-owcuerepoupsr (I1Ta) — (VIa) (e
Tabm. 1).

Hloayuenue 21-cemucyryunaros. Pacrvop crepouga (0.0029 wonn) i1 sn-
raproro amrmapria (0,0008 mons) v 20 M cyxoro nnpwaAHNa Rarpenaxin la
pofsHoM Gaue mpu 95—98°C B tegenme 4—10 u, 0CYIWIECTRIAS XPOMATOrPa-
Grgecknit wourpoas, ITupupnn yuapusainm B BakyyMe, 0CTaTOR pasbaBisIm
BODOY W BEINABUINI TEMHBIH 0CALOK OTPUIBTPOBHIBAIL, TPOMBIBAIT BOJONH 1
BercymmBanu., A-TemHcyRuuuatsl oudmany TpoIaBIMBaTeM 0 a30T0M ye-
pes romorKy ¢ Si0, B cucreme adhwp — rercan — meranon, 16:4: 1. Iloayue-
uer remucyrunuarsl (Ie) — (VIe) (em. radir. 1).

HHoayuenue Na-coaeii 21- eemucyruunarog. H | )acwopy 21- 1‘e\mcv}sunnaq a
(0,001 wmoap) B 25 wmx mMeramona A00ABNANM PacTBOD OHKapboHaTa NATHH
(0,001 mons 8 4 »u opwr) m ocrapisu na 1w npu 20°C. Meramor n Bojy
YIapHBa L B Baryyse. LT monsoro yaameHHs BOAB pearlIONHYI0 ¢MeCh vita-
pPHBaNK HeCcKoaBKO pas ¢ abe. dewzomom. Ocraror obpabarbmami ade. amowca-
HOM ¥ BRIUAJAOLIME Opw 97oM O6edbif amopdubit 0canor OT@rIRTPORDIBAIM.
[omyaensr Na-conu 21-renmeyrnmnaros (Td) — (VId).
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BIOLOGICAL ACTIVITY OF TRANSFORMED STEROIDS. 11. ON CORRELATION
BETWEEN A DEGREE OF MOLECULE FLATNESS
AND A MINERALOCORTICOID ACTIVITY

KAMERNITZKY A, V., PAVLOVA-GRISHINA N. S., SKOROVA A. V.,
KAVERINA L. P., KRUGLOVA O.N., TEREKHINA A.I.

N.D. Zelinsky Institute of Organic Chemistry, Academy of Sciences
of the USSR, Moscow, Institute of Biological Testing of Chemical
Compounds, S. Kupuvna

Starting from cortexone acetate (f) and cortexolone acetate (11), the A'-analogs
of (I) and (I1) (derivatives (IV) and (V), respectively), the A!S- and Al 'S-analogs
of (I) (IIT and VI), as well as 21-hemisuccinates of all the above compounds were
obtained. The compounds were assayed in vivo for mineralocorticoid activity as com-
pared with (I), and for antimineralocorticoid activity in comparison with spirono-
lactone. The addition of extra double bonds resulted in the decrease in sodium reten-
tion capacity with (IV), its abolishing with (I1I1) and its inversion with (V). Simul-
tancously, on passage from (I) to (II) the potassiumuretic effect disappears and is
further replaced by the potassium retention action in the case of (IIT) and (V1). The
changes in biological activity may be related to the changes in stereochemistry of
steroid skeleton and side chain. These in turn may modify the mode of interaction
between steroid and its putative receptor, probably K+, Nat-dependent ATP-ase.



