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TpaecopMHpOBATIARIE CTEPOMABI ¢ OKICICHHBIMIL BGOROBBIMIL IENsMH B 00JacTr
roxbua D, ormugaromguecs HOXAPHOCTRIO saMecturenell npu Cgay Koabuma A — aueTars,
rAOKO3ANLI  u  ¢BOGoAMBIE cmupubl — B pomgentpaygue  J-40-% — 1-10-7M onaspiBalor
warubupylomce neticrsae wa Nat, Kt-ATP-asy, cTemenh LOTOPOro IMOHHHLAETCS € YBe-
MYeEHeM TOJNAPHOCTH 00macTm A* MOJZeryNbl CrepoijioB. Jlux coefwrenuil, He comep-
RAMBX TOIAAPHBIX Tpynm B ofmacti D, mpockeAwBaercss poct nNTHOUPYIOmell akTEs-
HOCTU IPH LCPEXOJe 0T 3-auerara K J-Moxosuay. [louygenwpsle JAEHBIC MOATBEpIIAIOT
HaIMYMe 3aBHCHMOCTH creneru nurndwposanns Nat, KT-ATP-asot anagorasi cyGerpara
0T GIUHIBITOCTIL MX MOJCRYIL,

Xapaxrepuas 0CO0EHHOCTL ACMMKOHOB COPAEYHO-ARTWBHBIX CTEDOV/IILBIX
raaKosafos, rErAGupyomux Na*, KY-ATP-asy wveaGpan,— maradie KHCRO-
PORCOmepP:RanIux 3axecTuTenell 8 D-ofmacra aonerynsr, a nmernino 17p-0yreno-
QEAEOCO LHEIA, M rirRo3nmioil nemy npu Gy [1]. Cyuraercs, wro ranrosmi-
Hasg 9acTh CTEPOMIA PC3KO MOBBILIAET WHIHOUPYIONY aKTHBHOCTH ATMIIROHA
no orromermuio k ATP-aze u memaer nmmrudupopawsie neodparumen 2], Hamu
FCCHETOBABMS BIMANNA MONMQPUITHPOBATIULIX CTEPOIJIOB, HIMEIOUINX KICIOPON-
cofepsRanye 3aMectrremyr 5 D- 11 A-ofmacTax MOIZCRYABL, Ha awrnpHoctn Nat,
Kt-ATP-aszpr [3, 4] mossomnnu savmounts, arto rrudupyomrdit  ATP-asy
9@dERT CTEPOMIHOrO ATNHKONA CBABAM ¢ PABIIYICM IONAPHOIO Xaparrtepa
TUX JABYX HacTed MONEKYIBI, T. €. e¢ GUPUILITOCTHIO. I3 cAaMOM Jleme, eciu yoe-
NMGeHME KICHODOCOTEPIRAIUMX 3aMecTrreneit 8 [3-000acTil MOBBIITATO CHOCO0-
HOCTH cTepomuos muErmbuponars ATP-azy, To ouoBpeMeIHOE BReJEHEE TARIX
saMecTmTeNell B mosoykenws D u 6 pexynuporano sror odderr. ITo BRBBAN0
HEOOXORIMOCTE TMPOBEPHTH BIMSHIC IIA YRAZATIYIO CIOCOOHOCTL CTEPOMIHBIX
ATMKOHOR XaparrTepa 3amecturteneii B wolosrenum 3. Has raroil npomsepry
Gpin pergpansl coequmenug (1) —(V) (e rabr. 1, 2) n gopye cooTBETCTBYIO-
UMX 3-aUETATOR, CBOGOAILIX CIAPTOB i TIIOKO3MIOB,

Ecng spickasamapie HaMy paiiee coofpaskervist 0 3apMeiIMOCT I GnpyIo-
e cmocobmocTw crepornaon  orinomternn ATP-asznt or nx momsipuoil meciM-
smerpuanoct (Gwduapuoctu) [3] npasuabHel, To g coeuennii rnma (V),
HETOMAPHEIX B 1)-00MaCTH, CAEIOBANO OMKILTATH IIORLILCA HATHOHPYIOUTeil
aRTEBIoOCTH IpH mepexone or J-amerata (V, R=Ac) n 3-orcucocynmenmo (V,
R=H) m ganee x 3-rmokozmpy (V, R=Glc). HaoGopor, mosuiirenie monfap-
noern A-obnactu v coemmmenii (1)—(IV), Hecymumx Goooluoe UHciao TOIAD-
HBIX Ipynm B D-00mactTw, JOHHEO ObLI0 OBl CHUBUTL WX MATHOIPYIONIYIO CIO-
CO0HOCTE,

* [Tom D-00macTpio MBI DOEMMAEM ROABLO D 11 zamecturemir B moxoxkennls 17, mox
A-00IaCTHIO — KOABIIO A IT 32MECTHTENM B IONOMKEHIH 3,
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Tabauya 1

3aBHcHMOCTh cTenenu HHrnouposanna Nat, K+-ATP-asst nmpoussojHsmMm
21,24-nunopxon-5-en-168,23-oxreno-20-00a or xapakrtepa samemienns B HEx upa Cg,

Murudnpylouuit a@derr (%) npu KOHUeHTpanmuax, M

CrpyrTypa R
! 10—+ \ 10-5 l 10—+ 107
|
Ac 4.3
o 27,5 20,5 12,4
Gle 92,4 75,8 11,0 5,5
Ac 28,4 275 18,4

HO 0 (VD)

Heficteirrensio (ey. tadn. 1), juisa coejurnenui (V) mepexof oT auerarta
K CHEPTY CONPOBOMIAACTCS IIOBLIUIEHIEM HETHONDYIOINEH aKTHBHOCTH CTepPOH-
aa B wounenrpamun 10 MEM nouTn B 5 pas, a AKTUBHOCTL COOTBETCTBYIOIET0
3rmoxosmra (V, R=GCGlc) wonsmuaercs yme v ~20 pas. 3amerHoe, nrecti-
RpaTHOe, YLBCAMYEHMe HINHOHPYIOell ARTWBIOCTH HaOKIOfAN0Ch B cilyuae
3-anerara  CTepoiy(d, COJepRAIEr0 MOMAPHYI0  De-0KCH-(-ReTorpynmuposn-
vy (VI). B 1o me speva y coemumenuii (I)—(IV), noxspusix B obmacti
D-roapya, micer mecto obparmusiit agdert (radu. 2). B caMoMm gene, Torga rax
POCT WHCIA  KECJIOPOICOEDRALUIX  3aMecTyreneil 3 D-ofmactu crepomposn
(I—1V, R=Ac) compsmred ¢ MOBBIIEHHEM HX HHTAOHPYIOMEN AKTHBHOCTI,
JIEPEXO/ 0T MEHeC MOJAPHOTO BAMeUIeHHA K 00jee NOTSIPHOMY B NOJLOHEHNH 3
BLIBLIBACT TPOTHBONOJOAOe Hamenenue. [lpn aroy B coepupennsax (1), (IV)
CTEICHD WHIMOMPOBAHYA VMCNLInaeres s nocrelosaressuocts 3-0OAc>3-0H>
<3-0Gle, a B coequuenuax  (I1), (111) — s rmocaemopareapuocTit 3-OAc>
>3-0Cle=>3-0OH.

Bamanme 6uduasrocTy MOJCEKYNB RAPAHOTOHMIOCKUX TUMKO3HIOB HA JIX
AXTEBIOCTD IIPOCIIEHIIBAETCH M 1A 1IPHPOJHBIX COCTUHEHIAX,

YV Kappeuonnmos, WMEIONNY 0;(NIAKOBEIE yraesoauniid gparMent npu Cg,
wanpasep 33-(a-L-paMuoswjion), GUOTOITYECKAS ARTHBHOCTD YMEHBILACTCH
¢ TOMBJISHUEM TOJAPHEIX sarecrireneil B D-odnacrn momerynsl. Tar, meramn-
Hag fg03a Ha xomkax (Mrp/RI), coCTaBASITONIAS JJIA 9BOMOHWOSHIA, PAMHOIEIA
mrrurokcurenmna (38,148~ moma) 0,278, Bospacraer puya popercmEa B, pam-
nosmga ruroxcmrenrma (38,148,16p-rpwona) o 0,34, Haobopor, Gmomormae-
CKOE pelicTpEe YCIIUBAEGTCS ¢ POCTOM IOIAPHOCTH A-obmactm. Hampuwmep, me-
TamBHAS [038 Yy HePHIIOPAaMHO3UAR, paMHO3uma uepmmmorenmaa (3B,58,148-
rpmona) magaer no 0,18 [5]. Tor e morasaresdn Mg KOMBAILIOTORCHHA, PAM-
wosupa crpodanrupnra (3p,58,140-rpron-19-ansa), pasmptir 0,079, Bozpacraer
mo 0,191 nmra amonmrokcmma, pamosuma ajounwrowcuremmua (3p,148,16p-tpr-
0i-19-ay151) npu mepeMemenMy IUAPOKCHILHON 1IPYIISI W3 LOOJOMeUNs Op
» mosorkerue 168 [O].

Homyuennpsre pesyaprarsl napagy ¢ HeCTeIoBanaMu prrHduporanms Nat,
Kt-sasuenyoit ATP-a3p1 310010HIHPOBATIBIMIE CTEPOUTHLIME arIHKOTa i | 3]
TOATBEPKAAOT HAMMHE ONPCACALNHON 3aBUCAMOCTH uHrEOIpYyIoUwlero jefcr-
BUS CTRPOM/0B 0T OMAUILIOCTIL MX MOJEKYJIbL.
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Tabauya 2

3asucnrmocrh crenenn wArnGupoBanma Nat, K+-ATP-asws crepospaMu OT Xapaxrepa
saMeureHus B Hux npu C ;)

Wurudupyioinee nefrctnie (%) mpu
KOHIEHTPANUAX, I

CTpyKTYpa R
10— \ 10-5 105 10-7
4 7
CO(CI,)20011, ﬁc 354 1?’6 15,
| ______ 18] (}1(] 13,5 711 2’2 1!65
RO ()
Ac 65,8 20,7 14,7
0 0 239 41 | +129 | +159
COCH —CHCLIy Gle 88,4 15,6 9,6
.0
. _“O><
RO (1)
CO(CH)a0CH, Ac 46,6 28,4 10,2
H 16,1
Gle 93,1 22,9 20,3 11,5
uo 4 (111)
CH,COCH,
% Ac 60,0 40,8 30,5 20,4
o }11 29,7 24,7 89
< Gle 234 15,0 12,2 7.0
T
RO (1v) |

JKCHePUMEHTATBHAA 4ACTh

3-Oxcu- u 3-aperarst crepoujion (1) (V) cHHTE3HDPOBAHBI TI0 METOHAM,
oumeanusiM B padorax [6—8]. CoorBereTBYIOUE TIIOKOSHIBI TONYICHBL IIHKO-
BUNMpPOBanEeM 3-orcutpomasounx crepomgos (1) — (V) B yemopusax paGorst
[9] BsammogeiicTemeM ¢ aeToOpOMIMIIORO80H B HUTPOMETANE B IPHCYTCTBAL
umaHmga pryrn B ragecrse awuenropa HBr npu 20° C. Ofpasywoumecs ame-
TaThl B-THIOKO3ULOR MPeBPAIICHEL B CBOGOJMEIE THIOKO3UARL odpadorkoll 8%
K,CO,; B meramone. Crpyrtypa Kazgioro DHIORO3HAR TOATREPAKACHS HANIIHENM
B IIMP-crerrpe cormana anovepmoro mporoua & 4,08 amg. (Ji. 7,4 1'm).

Hreubuposanue ATP-asvr crepoudanu, Crepoupibl, mpepBapiresbHo pac-
TBOpEHHble B guMeriicynbdorcune (1-10-2 M), moGasisan B HHERYOAIMOH-
Hy10 eMech, comepmainyo 1—10 amr/mr ATP-aser, 130 MM NaCl, 5 M KCI,
2 uM MgCl; u 30 MM rpue-HCI, pH 7,5, u seipepsurasu 4> smuu npu 20° C,
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Pearumo ngmmumposanm seepeAnem ATP no womuesrtpanmm 1 MM, pearmn-
ounyio cMmech seimepmupant 10 mum npn 37° C uw 3avem ocramasimBamu K06aB-
genuem 7% HCIO,. Marmbupylommit apderr crepomos (%) paccumrsipanm,,
onpeenss ocrarounyio aktuBEocTs ATP-aspr (A.,) Kax orTHomieHEe TOTe-
pAEHOfi B mpmeyTeTpmu EHTHOHTOpa aktusHOCTH (Ai—Aie) K AKIABHOCTH
depMenTa, TERYOIPOBAHHOTO B TeX e YeIoBUAx Oes crepompa (Ac).
Axrurnocts ATP-aspr ompepessiin 1o KOIHYECTBY HEOPraHEYECKOro ¢oc-
dara, peamusyemoro B xoge peaxumm [10]; comepmanmme Gemra —mno Mern-

ny [11].
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EFFECT OF ARRANGEMENT OF POLAR GROUPS IN STEROID MOLECULE
ON ITS
INHIBITORY ACTIVITY TOWARDS Na*,K+-ATPase

KAMERNITSKY A. V., RESHETOVA I. G., MIRSALIKHOVA N. M.,
UVAROVA N. I., ATOPKINA L.N.

N. D. Zelinsky Institute of Organic Chemistry, Academy of Sciences
of the USSR, Moscow; Institute of Biochemistry, Academy of Sciences
of the Uzbek SSR, Tashkent; Pacific Institute of Bioorganic Chemistry,
Far East Science Center, Academy of Sciences of the USSR, Viadivosiok

Transformed steroids having oxidized side chains in the D ring site and varying
by polarity of the substituent at the ring A C(s)-position — acetates, glucosides or with
free hydroxyls —in the concentration range 1-10=%—1.10-7 M were found to inhibit
Nat, K+-ATPase. The extent of inhibition decreases with the rise in the polarity of
the A region of the steroid molecule. With the corpounds devoid of polar groups in
the D region an increase in the inhibitory activity is observed on passing from 3-acetate
to 3-glucoside. The data obtained confirm the relationship between the extent of Na+,
K+-ATPase inhibition and biphilicity of the molecule.
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