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OcyulecTBrey CHITE3 Al{aalerarToB OKCHCTEPOHIOB, UPeACTABIAIOMUI mMHTEpeC s
TONYYeHMs aHANOTOB BHICOKOAKTHBHBIX TOPMORANGHELX OPEIapaToB IPONOETHPOBAMHOTG
Ne#fCTBYA, CTePOMMHLIX TAlTeHOB, a TariKe IS nposeferwms agOEEACH Xpomarorpadum
CTEPOMIAHLIX PeenTopoB. MeTol ABNAETCA MAIKMM H MOMKeT OBLITL FCIOJL30BRH AJA dTe-
pEPHEKANAT OKCHCOORMEEnNI ¢ mabunbroit OH-rpymnmoit.

drepuURAIEA UPHPOSEBIX I MOAAPHIMPOBAHHBIX CTEPOUTHBIX COCINHEHRE
HEMEET BAyKHOE 3MaYeHUe NP HTOIYISHHH BHICOKOAKTUBHBIX HPEIapaToB mpPo-
JOHETEPOBAHHOTO fefcrsua. B Mequm@HCKON mpaRkTHKe HIMPOKO MCIOAB3YIOTCHE
RallPOHATHI M JHAHTATHL TecTocTepoHa, 17c-okcmmporecrepora u mp. [1].
Ciorosrmsie 2hupsr 17a-0KcHIporecTepora NPEMEHATCS Kak OPANbHLIE [eCTa-
PeHEI LIS JeUeHHs HOROTOPHIX paccTpolicts B mepmoyn Oepemennocrn [2]. Pam
cnomuerx sdupos rugpokoprasona (o OH-rpynumam npm C17 u C21) upossus-
eT BLICORHI MPOTHBOBOCIANUTENbHEIN 9PQERT, NpeRblIalou(uil geffcTie Baje-
para Oeraverasona [3]. Crepompubie 2UpPH HAILIE OPUMEHEHHE ¥ Kak MH-
CTPYMEHTHL [JIST BRILENCHHA CTEPOMACICMIPHYNBIX PELENTOPOB MeTOXOM agdh-
uEEoit xpomarorpaduu [4], Kak TaOTEHB! A UMMYHOIOTHICCKUX HCCHEN0BA~
mguit [5], kax cySerpaTsl uny METHOWTODET JUIA M3YUYCHUA MEXaHm3Ma HeHCTBUA
depmenros [6].

Tem me Memee 4acTO HOIYYEHUME CIHOMHEIX dPUPOB CTEPOUIOB CBA3AHO CO-
BHAYHUTEILHBIMI DKCIIEPHEMEHTMLEBIME TPYIHOCTMY, 0COOCHHO eCJT PeUb HieT
0 COEIUUEeHMAX ¢ JaOWIBHON nim NPOCTPAHCTReH O 3aTpyaaennol OH-rpynmoii.

Hax norasano s macrosriem cooCIiIeHEN, PAaBNHIHLIC CTEPOHIEL, & TaKMKe
OPYTHE IPHPONELIC OKCHCOSNMHEHTS MOTYT OBITh JErKO HMPEBPAINEHLL B COOT-
BETCTBYIOMIME CJHOMEBIE ahupsl J-ReToKumcxor. Tarme croskubie 2DUPSHl MOTYT
HPeICTaBIATh CAMOCTOATENBHAIN MATEpPeC W, KPOME TOTO, COAePMAT B CBOCI
CTPYRTYDPE ARTHBHBIC METHIEHOBBIE TPYLIHPOBKH, YTO AAET AOUOJHHTEIbHBIE:
BO3MOKHOCTH IS CAHTe3a.

B rauecTBEe anmi@mpYIOMMX areHTOR HAMEA M30pamsl JOCTYHOHbIE D-anui-2,2-
gayernn-1,3-nmokcan-4,6-gronst (11), serko momywacsmele TP B3aUMOXEHCTRIT
rucnorsr Mensnpyma (I) ¢ xaopamrmppuyamMm min GPOMAHTEEPUIAME KHCIOT.
Crmures crosuerx 9(PEPOB TPOTEKAET coracHo cxeme 1:
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RCOCH,CO0St + CH3COCH; + CO,
rpe St — ocTaTOK CTEPOHIHOIT MOJEKYTH.
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B tabnx. 1 cyMMHEPOBAHDI JAHHBIE 110 CHETE3Y CJIOMREBIX 3(DAPOB TAKOTO POJA,
OpuYeM B PANE CIy9aes BHIXOMbI TPOAYKTOB OB seckMa Bhicokm. Crpoenne
DONy9eHHBIX 3PHUPOB TPABGNEHO HA CxXeMe 2.

(111) (1v)-(vD)
CgHy7
CHS 81t
-0COCH,COR GH3
0
o COOCH3
H,C
B o 0 CH,4 o 0
0 R AN 0 CH,
| (x), (XD) l (X1V)
CH; CHy CHy  CHy

(IV) R = uao-C;H;; (V) R=CH CH,COOCHS,;
(V) R =us0-CjHy; (VII) R=uso-C,Iy;
(VIII) R=CH,CH,COOCHs; (X) R=CH,; (X1} R=G,H;.

Yrazanuag peaKus STePEPHEKAIMMHE IS NePBHYHLIX W BTOPHIHLIX CHEPTOH
JIETKO TPOTEKSET TPH HPOCTOM KHISYCHUN SKBIMOJBHBIX ROITUECTB COOTBETCT-
BYIOI[ET0 OKcHcoequueHnus i aumanpomrssogaoro (I1) B cpeme muepTHOro pact-
popmrena. TpeTuanbie CIUPTH B 9TUX YCIOBUAX He BCTYNAOT B PEAKIHIO, OLHA-
KO OpmOaBiIeHne KATANUTHISCKUX KOJIMYECTB OCHOBAHMA (HATIpUMep, TPHSTHI-
aMAHA4) MO3BOJACT HOAYIAThL M3 HHEX CIOMIHbBIC D(UPHL ¢ BHICOKMAMI BBIXONAMIM.
Taxum 06pasonm, 00pasoBagie 3PUPOR OPOTEKART B MATKAX YCIOBWMAX, M PEaK-
mEa MoKeT OBITH IMPUMEHeHa Al coepmuenmil ¢ nabmrbroit OH-rpymmoil.

Tax, B caywae szanMopeiicrsusa aumanoona (X111} ¢ 5-anermn-2,2-gmyerwr-
1,3-mmorcan-4,6-mmonom (11, R=CH;) B mpucyTcTBUE KaTalHTHUCCKAX KOJIH-
YECTB TPEITHIAMUIA ¢ BHIXOXOM 1o 86% ymaercs moayuaTh cOOTBETCTBYIOIH
ateroanerar (X), merro erymaiomumi B pearnuio Happona [7] ¢ o6pasopann-
€M TePaHmIANeTOHA — KILIOYEBOr0 IPOAYKTA B CHHTE3¢ MHOTHX TEPIEHOB, B TOM
quee IBEHETLABIX TOPMOHOB HACRKOMBIX B HMX aHAJOroB,

Jlerko  pearmpyer gmmamoon (XI1II) = ¢ S-mpommommmamazorom (IT,
R=C,H;), o6pasys mnpommommnarerar mmuamoona (XI, R=C,H;). B obonx
CIy9agx pearuus HAeT 03 AMMMILH0R HePerpyHNHUpOBKE, 9TO0 IOTEEPIRECHO
pearnmeit coegmuenusn (11, R=CH,) ¢ repaumosoM, mpuBosuleil K aneroane-
rary repasmona (XIV), orumumomy ot coepmmenus (X, R=CH,).

Taxam o0paszoM, aIlWINPOHA3BOINEIe REUCTOTEI MeJbipyma MOTyT OBITH ©
YCOEXOM MCIONb30BaHbL [iid 9TepuPURAIME BMECTO JAMKETEHA W €r0 TPYIHO-
LOCTYIHBIX TOMOJIOLOB.
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Tabavya 1

Yenosna a3TepudBKANME B TPOTYKTH PEARIHA

C Bpemsa m °
ccﬁﬁ?&?ﬁe R Eig;\\'{- | Raraszarop 4 Hpomyxr BM&ZOH‘ B méb/?«iz\?ﬁ?é;f}m"
"19-Hoprecroere-|uso-CyH, 1,5 - (I11)| 40 |94-95 (remram)
__pom
TecrocTepor u30-C3Hy 2.5 ~ (IV)] 42 |87-88,5 (reuram)
» CH;0COCH,CH, 2.5 - (VY| 93 |76—77 (remran)
» u30-C,Hy 2,5 - (V)| 38 [83—84 (remram — sdup)
1To-Taaporcn- |uso-C,Hy 0,75 (0,4 M EtsN | (VII)| 70 |222-224 (remcam)
NporecTepon ]
» CH3;OCOCH:CH, 2 0,1 s Et;N | (VIIT)| 80 |215-216 (remram)
Konecrepun CH;0COCH,CH, 1,5 ~ (IX)| 71 [68-69 (amerom —
reKcaH)
Jlmuamoos CHs 15 |04 wx BeN | (X)| 86 [101—102/0,1, n%)
: 1,4625 (cp. [8‘]3
» CaHs 1,5 10,0 M EtsN (XI)| 89 |116—118/0,1, ny
1,4625 (cp. [8])
Fepamuon CH, 1,5 - (XIV)| 95 | 98—101/0,1, »%)
1,4590 (ep. (91)

* B pacueTe Ha 1 MMOAD HCXOZHOrO COCLMHEHUS.

IRCIEePHEMEHTATBHAL 9ACTh

Rourpons 3a xomom arepmduranum 0CYMECTBIMIE ¢ TOMOLILIO TORKOCIOM-
Hoil xpomarorpaum mna mnacrwakax cwrydon UV, (HCCP) » cmereme xmo-
podopm — apup (5:1). Xpomarorpadmposanue ¥ NePROITPOBALEE TPOBONAIH
wa Kojoukax, samonnenurix cummrarenem L40/100 mrm (Chemapol, HCCP) B
cEerTeMe xnopoopy — adup, 5: 1. Macc-cuerrpsl CHATEL Ha MACC-CIEKTPOMET-
pe LKB-9000, MK -cuexrpsr — na cumexrpomerpe UR-20 (TIP).

Cunres S-ayun-@,2-0umerua-1,.3-0uorcarn-4,6-duonos, K pacrsopy 1 mmoun
2,2-mumerun-1,3-muoncan-4,6-gmoma (1) [10] m 2 mmonn afe. nupupura B 10 M
CYXOro XJOPUCTOro MeTmaena, oxuammenuomy no 0° C, npulasiaim 0o RamisaM
npr mepeMernusapnm Pactsop 1,1 MMONiDL COOTBETCTRYIONEro XIOPAaHTHAPHILA B
5wt xpopueroro mermnena. Cmecs ocrasaanm npu 0° C ma 19, a sarem ma 11
TiPM KOMHATHON TemMneparype, PeaRIMOBEYIO MAaCCy TPOMBIBANY B HENRTENBHOM
BODPOHKE XONOAHEIM Y pacTBOPOM CONAHON KECIOTH T BONOW A YUANCHIIA
nupupraa, OpragmaecKnil crofd YUy HaJ TPORATeHERIM ¢YnsPaToM HATPHA
g yoapmsaiu 3 pakyyMe, OCTaToR OYHIANH OT CMOJI006DAIHEIX IIPORYKTOR Pac-
‘rapanmeM ¢ 3upom. IPupHLIA SHCTPART PEABTPOBANE W yUapmBaim B BaRy-
yme. TlomydeHmsit ocTaToR (Y4acTHYHO HIH HOXHOCTHIO KPUCTALIHISCKAN)
d-aumn-2,2-gumernn-1,3-guokcan-4,6-1mona #emoONL30BANN IS 9TeprQURALIE
663 NONOJHATENDLHON OYHCTRI,

Ayuauposarnue, W pacrsopy 1 mmoxs oxcmeoenunenms B 20 mia Oemsona
mpmbasisg 1,8 avonn S-ammi-2,2-gemerna-1,3-nrokcan-4,6-imona m cMech
KAOATANE ¢ OOPaTHBIM XONOIMABHEKOM, KOHTDONHPYS TEUYSHHE pearlum II0
TCX. Ilo omouvamgm pearipm PACTBOP XPOMATOrpPaUpOBANE HA RONOHKE C
-cmmmKaresem. [Iporyrt smonposanm cMechio xaopodopm — adup (5: 1) u ogn-
M| KpEeragnuzamuedt wim neperouroit. [pw nonysenwu coepmmenmi (VII),
(VIID), (X) = (XI) B wauecrse Raranmsaropa NPHEMEHATH TPHITHIAMEH
(0,1 ma/anions mexoguoro coepmmennsa). Hammsie K- g Macc-cmerTpoB mony-
“IeHHBIX COCNMHeNIi IpaBe/(enrl B Tadm. 2.
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USE OF MELDRUM’S ACID IN THE SYNTHESIS OF LOW MOLECULAR WEIGHT
BIOREGULATORS. II. SYNTHESIS OF HYDROXYSTEROID ACYLACETATES

SELETSKY B. M., SEGAL G. M., TORGOV 1. V.

M. M. Shemyakin Institute of Bioorganic Chemistry, Academy
of Sciences of the USSR, Moscow

The synthesis of hydroxysteroid acylacelates has been performed. These compounds
are promising in view of preparing the analogues of highly active hormone preparati-
ons of prolonged action, steroid haptens, and also for sorbents aimed at alfinity chro-
matography of steroid receptors. The proposed mild method may be ulilized for esteri-
fication of the hydroxy compounds having a labile OH-group.
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