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(54) Zpisob pfipravy steroidnich hormond s pregnanovym skelsten

Vyndlez se t7ka zpusobu ziskini ste-
roidnich hormonuy s pregnanovym skelstem
s volajmi nebo blokovanymi hydroxilovymi
skupinami, umoZnujicimi vyrabét cenné
farmaceutické hormouny, jako hydrokorti-
gon, prednisolon, S-mebbylprednisolon
atd.

Zplusob podle vynadlezu, ziskini ste-
roidnich hormoanl 3 pregnanovym skeletem
cestou blokovani karbonilové skupiny ve
= poloze v molekule steroidnino skele~
tu ve formé eniminové soli spodivad v tom,
Ze enamin se srdZi pii teplotd z kyselé-
ho roztoku .a ziskanou smés (preskupime
nahfivanim) na jednoznadnd definovanou
eniminovou sil s jednim jedinym vrcholem
konjugovanych dvojnych vagib v infrader-
veném spektru pfi 1610 cm™~ a potom se
provede bromoveni a hydrolyza ochran-
né skupiny ve 3. poloze v téZe reakdni
nddobé. Blokovani hydroxylové skupiny
v 17. polozs se provadi cestou acetylacs
aphydridem kyseliny octové s kyselyum '
katalizdtorsm v pfitomnosti volné karbo-
nilové skupiny ve 3. poloze a acetylové
skupiny v 21. poloze a provede se jedna
mikrobialni preparace hydroxylace v 1l.
polozse.
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CIOCOB TOJYUEHNA CTEPOVIHEX TOPMOHOB C IIPEI'HAHOBHM CHEJIETOM

NlzobperTerue kacaeTcsa crnocofa MOAYUEHUS CTEDPOUIHEX TOPMOHOB
C NPEeTHaHOBHM CKEJETOM CO CBOOOIHHMU WIM 3a&UMUeHHHMU I'Ii-
POKCUJIBHHMY IPYIIaMU, LAOMAMA BOBMOXHOCTDL MNPOUBBOLATEL I[eH=—
Hile dapManeBTUUYeCKMe TOPMOHHN: TIUIPOKODTUB0H, NDEI3UHOJOH,
6-MEeTUINPEIHNSONO0H 7% T.l.

lzBecTHa 3amuTa KapOOHWIBHECOWX TIDPYHIH B KOJAble A B BUIE e€HU-
MUHOBOM ~OJM, KOTOpAas Iocje OPOMUPOBE&HYUA U MOCASIOBATEAb-
HOTO aumUTWINPOBaHUA NpeBpamaeTrcd B Rl-anmeToxcu-l7-runpoxcu-
nperga-4-ex~3,20~gnon /"Pafixmaiincybcranung - S -21l-agerar"/,

6e3 nedUHUPOBAHHON uUMCTOTH NPOALYKTa npu BHXOme 79% /1, 2/.

[Ipn xxaccuuecxoMm crocobe NOAYUEHUT CTEPOUIHHEX TOPMOHOB U3
ONO3TEHNHOBOI'O CHPbA NEePBOHAUANBHHI NPOLYKT COLSDEUT TUIPO-
KCUABHY® TDPYINY B 3~eM IOJOXEeEUN, KOTOpAad SaNUNaeTCH auneTi-—
JBbHOW IPYNIOH II8 HPOBEeIEeHNS COOTBeTCTBYRUWNX Deaxkuuni dyHx-
MMOHMPOBAa"NA B OOKOBON yIVMepodHOll Nell MOJNEKYIH C LeJbD
noanyuerus "PafixmaiimcyScragnun S ". B 3TOM CIyu2e T'UIPOKCIIBHAH
TDpyNINa ZOJXHA OHTH: TUIDPOJAVEOBEHZI ¥ OXMCASHA 10 KapOOHWILHONR
CPYINE B TeUeHN: OTIENBHON MUXpPOOMAaZbHON cramuu, a camo
ruIpoxcuauposadye B li-oM HOJMOXeHUY NPOBOAUTCHE BO BTOPOIH
MUKDOGUATBHOR CTamLui,

Hemocrarkom arToro cnocofa §BIAETCH TO, UTO. IPAKTUUSCKMN
NIOJAyUYREe TS CMEeCh U3 ABYX edUMMHOBHX COJell, OnLHa N3 KOTODPHX
JMeeT DeaKUNOHHOCHOCOOHYHD OBOZHYX® CBS3b B KOJAbIe B u



CI8INOBaTENbHO HeCTaOWIbHA NPU I10CJeIyRunX Onepaunax,
NIPOBOLUMEX B OOKOBOWU yrJaepOINHON uemm.

3anaueft M306peTeHus gBAALTCS COBLaHUe crnocoda NoayueHUS
CTEPOUIHEX IOPMOHOB C NPEerHaHABHM CKeJeTOM MDU YIPOmeH-
HOM TeXHOJOIJNUeCKOM DeXUMe U BHCOKEOH uucTOTe mOayYaemMoro
NDOLYKT & .

Cnoco6, coruacHo U300PETeHN, LA NOJYUeHUH CTepPONIHHX
POPMOHOB C NPETHAHOBHM CKEJETOM [yTeM 3auTH KapboHILIb-
HO/l IDynmE B TpeThbeM NONTOXEHUN B MOJMEKYJIe CTEepPOUIHOTIO
CKereTa B BILE CHUMMHOBON COJM COCTOUT B TOM, YTO eHAMUH
OCaxIanT OPJ HUBKON TeMIeparType M3 KUCIOTO péCTBopa 1
[ONYyHEHHYH CMEeChb COJell NeperpynupywnT [NIyTeM HATDEBAHNS B
ONHOSHAUHO NeQUMHENPOBAHHYL SHWMUHOBY® CENAE C ONHMM eIiH-
CTBEHHIM TUKOM COIPAXeHHHX [IBOMHNX cBasell B uudpaxpacHou
crnexTpe npu 1610 cmul, IOoC/ae Uero NPOBOLST GpPOMUDOBAaHIE
Y TUAPOMNSZ 3&MUTHON TPYMIEH B TPEThEM IOJCKEHUU B TOM Xe
PEeaKUMOHHOM cOcyle. 3auuTa TUIPOKCULBHON rpymnms 3 17-o0i
HOSUOVN OCYyWeCTBIAAETCH NYTEM AUeTUINPOBAHUS YKCY CHEM
SETULPULOM [IDU KICIOM KaTalusaTope NUPH HAIWYKY CBOGOIHOM
X8POOHIIDHON TDYNNH B TPETheM MOMOXSHUN ¥ AneTarHo
rpynns 8 21-0M HOJIOXEHUN ¥ TOgBepraeTcs OOHOKDATHO MUK-
poduanpHOit 06paloTKe Iag PUIPDOKCIIVDPOBAHNa B 1ll-oM mosOXeHuu,
Cnocof ocymecTsBaseTcHa OyTeM 3amuTH KapOOHUIBHON IDYIINH

5 TPeTLeM MONOHeHUN B MOJEKYAe CTEeDOMAHOIO cKeasTa,
KOTOpas compaxeHa ¢ I201HON cBaA3:®, Ipuuem MOJNyY&eTCH
eNNHCTBEHEN! 1eQUHVDORAHHI{ NPOIYKT, cTadunbHul npu
HOCIEeLy MUY DeaKUXAX B OOKOBON yrieponHoil Ieny, 1 BSLUTH
MIOPOKCUNBHOM rpynny B 17-0it mosugun s MOJIEKyIe, NODUUEM
HoxyuaeTcs MpPONy¥T, TOLKHHHA OJAA MUKDOGUALIBHO o6padoTKil

B CTEpPOUIHHI TI'OPMOH,



Crocof, cOoryacHO UBOODPETEENN, NOJAYUaeTCH eHUMIHOBAS COMAb
C KOHOrOBawHuOi cucremoil us C =N u C = C gBoiiHHX cBaszeil,
CTACUNBHHX TMPY SJEKTPOPUILHEX PeaKlUMaxX I 3amuTa IUIDOKCUIbL-
HOW rpynms B 17-0if MOSMUIUM OCYMECTBIfETCH NYTeM aneTIIipo-

BaHUA

[lpn ycaoBuaX MONy4YeHUd SHUMEKHOBOHN COAY 13 eHAMNUHA, OIN-
C8HH:HX B LMUTUDPOBAHHOW JUTeparType, B HOPOLAYKTE OCTanTcd
MOJIEKY/IE C IBOMHHMY CBABAMUM B KOAbIe B’ CTEDPOUIHOTO CKe-
reTa. B nHOpaKpaCHOM CHeKTpe MOJYyUYaEMOI'0 HPOAYETE COmep-
RUTCH TUK ABOMHON cBasu mpu 1610 cu —, cooTBeTcTByOmui

C = C gBoituoit csazu, compsxexHOil ¢ C = N znBofiHo#l cBE3BD,
n nuk npu 1655 cm_l, XOTODHI COOTBETCTBYET MBOJIUPOBaHHO

€ = C mmoiisoill cBasbo (cM. cxemy /. TlocnermHui nMue I98ig-
eTcH MOLATBEDXJASHNEM IPUCYTCTBUS MOJEKYN C IBOMHEMKN CBg-
3amu B Koabue B. Ilepememenue 3To0il I30HON CBL3Y B KOABLO

A pocTuraeTcd UyTeM NOLAuUN CUCTeMe IONOJIHUTENBHOF SHepruu,
IpUUEeM NOAY4YaeTCHd COMb, COLepXarasd TOJBKO OINH MOUK IBOI-
HHX cBasell mpu 1610 cu —, T.e. moayueHHHM NIPOLYKT COLEDPHUT
TOJABKO KOHNIOBaHHY® cuctemy u3 C =N u C = C IBOIHNX cBgseil.
9TO IOKaBaHO TaKXe cmnexTpou AMP.

[loryueHHas CcHOCOS0M COTVIACHO WU306PEeTEHND COJXBb OCecHeunBaeT
KOMMYECTEBEHHOS NPOTeKaHNe NOCIeSyRmUX Deaxiu# - SpoMupo-
BaHUA " aneTUIVNDOBAaHUA. BDOMHOE MPOAIBOLECE SHUMUHOBOIL
conn /21l-6pom-17-rugpoxcunpersa-4-o-3,20-nu0H/ cornacHo
n306peTeHNn UMeeT T, mi. 219-220° C TOr'Za, XaK TOYXe nra-
BJGHIS COOTBETCTBYXIErC OPOMHOTO NDOMBBOLHOTO CYIf TIO
naresry PI' 1 801 410~ 185° ¢,

Bpouun tparcdopunpyerca B "Pafixmalin-cyScragnuio-S -21l-amne-

Tar" /21—aueToxcn—l?—rmgpoxcm—nperHa—4—eH—8,2O—WMOH/ 7

Y



ofpabaTHBaeTCsa aneTUINDyRUedl cMechl IAd SauiTH IUIPOKCIIb-
HOfl rpymnme B 17-0 mosuunu. [locrenHee OCywWeCTBJASETCS DU
IOMOUN aUeTHANDyUell cMecu uU3 YKCYCHOI'O aHTuIpuma B pac-
TBOPHTEJE C KATAIUTHYECKON cMech® XJOpHAadA KICIOTa B 2TWIAa-
nerare, npuuem usberaerca ynorpelieHNe LOPOTOCTOAmMEro
TPUGTOPYKCYCHOIO AQHTUIPUIA, YHIOTPEOALAEMOrO B HOLOOHHX CIY=
yasgx. YCJAOBUA IMONOODAHH TakuM o0pasoM, UTO alneTHaNpOBaHUe
MMAPOKCUABHON rpynue B 17-0f mosuuMum mpoTeKaeT KOJNUYSCTBEH-—
HO, 0e3 UBMEHeHUd ee CTeXUOMeTDUN, & KapOOoHWUIbHAaA TIpymnia

B TpeTheil MOBWUNN B CTEDOUIHOM CKeJeTe MOJIEKYIH OCTAeTCH
cBOBOIHOM uau mpeBpamaeTcs B eHosauerTar. llocrenHuit He
BIUSET Ha NpoBeAeHMe Muxpobmanbeoil cramum 1l- -ruzpoxcum-
JIUPOBAHUS, TAK KaK B YCJAOBUAX er'0 NPOBEIEHUA OH Cpasy
IIIPOJNU3yeTCa U OcBOOOXTaeT KapOOHWIBHYW IpPyniy, canpd-
XKeHHYW C [IBOIIHOIl CBA3bLD.

Lrnocof, coraacHo U306pPeTeHUO, I8 SWKUTH B 17-0M DOJTOXEHUN
~QH rpynns B OPUCYTCTBUM XAPOOHUIBHON IPYNOE B 3-eM MIOJO0-

KeHUN IaeT BO3MOXHOCTEL NPOBOLNTHL IMIAPOKcHIUpoBaHue B 17-oum
MOJOXEHUY IYTEeM OITHOKPATHO! MUKPOOKanbHON 06paboTKu.

Cnoco6, corsacHO uB00DPETEeHUD, TPOTEeKaeT N0 cJaenypueil
cxeMme:
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[IpemymecTBa uM300peTeHNUsa BHPAXENTCH B CAeLyOUeM:

- noJyuvaeTcsa IPOILYKT C COBEDUEeHHO OIpPenesNeHHON CTPpyKTi -
poil - eHUMUHEOBAag COJAb, NONYCKaxWas KOJLNUeCTBEHHMe NpeBpalle-—
HUS HE OTIeJbHHX BTallax IpeBpameHus Pafixmalin-cyScTanmmm-S -3

- B page cayuaeB usberaeTcd USBOJYUPOBAHUE MNDOMEXYTOUHHX
NPOAYKTOB Tpu cruHTede Pallxmaifiz-cyScranuun—-S -;

- CUHTE3 OCYWEeCTBAASTCH NPV YMEHBUIEHHOM DAaCX0le PacTBO-
pDUTeNell, DHepruu, TPYIa M BPEMeHU;

- CO3IaH YIOeMeBJSHHHN CTN0OCO6 aueTUNNPOBAaHUS TUIPOKCWILHOM
rpynns B 17-0M TOJNOXeHUN B TPUCYTCTBUYM OTKPHTON KapSOoHUIL-
HOoft rpynne B 21-0M HOJOXeHUYU 5e€3 U3MEeHEHNT CTepPeOXUMUIA
BOKOBO UelN;

- MuxKpobuanrpHad oébaéoTKa samume HAO "Palixmaig-cyfcTanun-
S ~" Oopm ruzZpokcuaIupoBaHuUlM B 1ll-0OM [DONOXEHWUM U T.I.
OCywecTBJAsSeTCA ONHUM OSTaIOM.

MsobpeTeHlle MINXNCTPUPYETCA CJAEIYRUUM IIPUMEpPOM:

10 ¢ 17-4& -TUOPOKCUNIPOTe CTEPOHA DACTBODPSNT TPU KUISHUZ

B BOO,CM8 CYXOTrQ MeTaHOJI& U TOKe asoTa., Hamrgmu mpubas-—
“aaxr 4 CM8 4EeCTUIVPOBANHHOTO MUDOJIUINEA. [locae OXISKICHNL
OTISCTUNUPYOT Hp#u Bakyyume 70% pacTBoDUTeJ s 1 NCJAYHUEHHHN
egaMyd QUABTDYOT . Se3 CYUEHUS NOoCASrHUY npufaBasoT XK 0%~
JaXIeHHOMY CYXOMY MeTaHOJOoBOoMYy pacteopy /18 - 20 °c/
xaopHO# Kucaorm /500 CMB )
DACTBO OCTaBAAXT LO MPUOOPEeTeHVd KOMHATHON! TeMuepaTyDH

128 paaﬁasﬂﬂ'zom LOCaBOUHEM KOJLAUSCTBOM CYXOrc MeTa"oJa



250 CM8 M HArpeBaRT B TeURHJNE HECHKOJDBKUX MUHYT 10 TeM-—
napaTypr KuneHus pactecpuress. Ocamnor nepxioparHoi coau
DacTBopgeTCA, OpuUYeM pPacTB0D OfeclUBeUUBaETCH. lloCae OXJaK-
neHnsg mo 30 - 33 °¢ kamraun NpudaBaIagnT 2 en® 6poma, pacrt-
BODeHHOTO B 50 em® CYXOr'o MeTaHosa., Besd usonupoBaHusg 6poM—
HOT'O NPOUSBOZHOIO BallUTHAS IPYNI& yCTpPaHfeTCd NOpUCAaBJIeHUEeM
120 cu® HZO nm 10 r HZCOS’ MpeIBaPUTENbHO PACTBOPEHHOTO B

30 cm® Bons. [lpm oToil meaounoit o6padoTre Marepransa, KOTODHSA
IpOBOOUTCA B TeueHue uaca npu 30 °C Takxe [IPOIYCKaeT CTPY®
830Ta. [VIaBHOE KOJAUUECTBO cnmbTa OTHEeCTUINPYETCH IIPU Baky-
yMe /Temmeparypa xumeHug 30 - 35 OC/ U MNONYYEHEHN OCTaToK
paslabaserca 50U - 60 KpaTHHM KOJIMU2CT3OM XOJOIHON BOIH.
MonyuzaeTca Sexwmil ocagox us3 2l-6pou=-1l7-ruspoxcu~npersa-
4-eu-3,20~g10Ha, KOTODH QUIBTPYOT, IPOMIBANT OGUIBHO
XOJOJHO BOIOM U cymarT B CTpye TEIIOTO B03xyxa -50 °a,
TonyuyeHHOe coenuHeHUe ¢ T.mi. 210 - 215 °C DacTBODAKT B

500 cum® aueTOHa, COZepXawero 5 r amerara Xalud, I DACTBOP
KUTATAT OpYU OCPATHOM XOJOLUIBHUXE B TedeHNe 2 - 3 4acoB.
llpcae 0THmeCTUINPOBAHNA OCHOBHOIO ROJIUISCTBA ANETOHA
pasbaBaanT 50 ~ 60 LpaTHIM KOJANUECTBOM JeISHON BOL u
UPONYKT QUABTDYRT ¥ HPOMHBANT B040%. [oayusHHYDL Pafixmain-
cyScTannupn- S -2l-anaranr cymaT U KUOATAT ¢ 4=-5-KparTHHM
KOJNUYECTBOM MeTaHOJIA, DABSABAANT OGOJBUAM KOJAUECTIOM BOIH,
OXJIaXLa0T IO 0° ¢ n QUABTPYHT « BrcymesHuH% 21l-aueToxcuU-
17-rugpoxcu-upersa-4-gu-3,20-1u0 nMeer T.max 240 °C,
Baxon 9 rpaMmmos.

10 r Pajfxwmaiia-cyScragguu~ S -21l-anerar pacrsopanT 3 20 e’
MeTIIeHxaI0puIa, 10 cm® yECYCHOrO auruzpuia u 10 cu° kara-
AUTUYECKOJl CMeCH M3 5TUIaueTara, cojeDxamed 1% P=T0JaY 01—
CyAIpGOHOBOY HUCAOTE MAY XIODHOR XIICAOTH. Juecs 3aKuIaeT

4 TOIYydaeTCs pacTsop. HYspes 3 ~ 4 uaca 2UeTWIXDOBAHNE OXOH-
WO M moJAydleTCs CMeCh U3 13YX NPOAVETOB - Paftxmaiia-cysc-

F 1 4 o -
Tagmis -5 - 17,21-muanerar

o

1 Paixmaiu-cydcra HAH—S-uxl7,@_,
—~rpransrar. llocae oxnaxmeHus pacrtzopa xo. 30 °p IpUD aBA £ 0T

# L .x



100 com® meraHona, B OIPUCYTCTBUI MeTaHoga U XACAOTO KaTa-
AN3aTOPAa C3060IHEI YKCYCHH{ AHTUADUIL HeDPesCcTepUdNIUpyeTcs

B STWIANETAT B TeueHUe 3 - 4 UacoB IpHM KOMHATHO! TeMmiuepa-
Type. PacTBOpUTEND OTEECTHINDPYETCH IO HOJAYUEHUA TyCTOH
KpUCTAKMIeCcKOil Kamu, KoTopasg pasbfaBiasgeTcd BOLOH U moayua-
orcg BeaHe KpUcTaaZLs COOTBEeTCTRY WX Z—aHeTaTHHX opouspon—
axx Palixwaliz-cyScranuun—-95 ~, npudeM ofa coLepxar samu-
HeHHYO AUeTIN03NM DaIWKaToM THADOXCHI:HY® I'pyuny 3 17-ou
nonoxeHun. Ilocae dPuasTpOBAHYA ¥ BHCYUXBAHUA KDUCTANJIUUECKOIl
vMaccH moayuanT okoao 10 r mpomyxTa, IOZHOTO OAS MUKDOOSUAIB-
HOTO I'UIPOKCUANPOBaHUS B 1l-OM MOJOXEHUU.



SOPMYJA VISOBPETEHVA

Crocol MoNy4YeHUS CTepPOXLHHX TORMOHOB C NPErHAHZ0BHM CKeJas-—
TOM NyTeM BallUTi KAPOOHMWIBHOY TIDPYINN B TPETheM IIOJOXeHAU

B MOJSKYJe CTEePOULHOIO CKeleTa B BilAe €IUMIHOBOIN couawu,
SpoMuUpoOBaHuA, TUIPOAUBa 3AMKTHOR TPYINN B 3-eu HOﬂomeHmk,
AUeTMINPOBaHNA B Rl-0M MONOXEHNN, SAmMXNTH TWJIPOKCUIBHON I'pymd-
na B 17-0M TONMOMEHUM U MUKPOSUALIBHOTO TUIDOKCUIUDOBAHIA

8 1l-oM nosoxeHun, OTANYAXMUICT TeM, UYTO SHAMUH OCARIADT
Ip¥ HUBKOH TeMIeparype U3 KNUCJIOTO PaCTBODA U MNONYyISHHYD
CMEeChb coJiell MeperpynupyxnT OyTeM HArpeBAHIS 3 OIHO3HAUHO
LeQUHNDOBAHHYH eHUMIHEOBYX COJABb C ONHUM eIUACTBEHHIM IUKOM
CONPAXEHHHX [IBOIHNX CBa3ell B NEQPaAKPACHOM CIEKTDe NDI

1610 CM-l, Iocse 4ero OpOMUPOBAHYE ¥ TYUEPOJANS 3aLUTHON
FPynms B 3-eM *HOJOXeHUN NPOBOLET 3 TOM X2 DPOAXUMOHHOM CO-
Cvie, samuTa IUTIPOKCUABHOR rpynnm 3 17-0M NONOKEHXUN MIDPO-
BOIUTCA I[IYyTeM AUeTWINPOBaHAs YKCYCHHM AHTUNDILOM U KUCAOM
KaTanusarope HOpU HaINUUU ¢3000OHOHA XaplOHIIBHON Ipymm:

B 3-eM MOJOKEeHZN U AUeTWIbHOI Ipynms B 2l-omM modoxenuu

4 [MOmBeDraeTcs OLHOKDATHON MUKDOSUAanbHOI 05pa00TKe Iag Iri-
POKcCUANDOBAHUA B 1l-0OM rosoxeHIN,

Jdureparypa:
1. Haresr 3P 1 801 410
2.
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AHHOT AIVA

¥ usobperexun "Crocof MOAYUSHUT CTEPOULHHX TODMOHOB

C IIPETHAHOBHM CKeJaeTOoM"

NsoSpererue xacaeTcd crnocoda INOAYUSHNA CTEDOUIHHX TODPMOHOR
C TIDETHAHOBHM CKeJeTOM CO CBOOOLHEMU WIZ sammmeﬁﬁmmm TUIL—
DOKCUIBHEMNI IPYIO&MY, IAXIIMY BOSMOKXKHOCTD M3TOTOBASTDL LeH-
Hile dapMaunesTHUUeCKUe T[OPMOHN: THUIPCXOPTUIOH, NPEeIHU30J0H,

G—MGTMJ-HpeﬂHHBCﬂOH L Tolo

3anmavell Us00peTeHNa ABJIASTCA CO3LAaHME CHOCcOo0a HOJYUSHUS
CTEPOVIHHX TODPMOHOB C NIPETHAHOBHM CKeJeTOM IPU YIDOUeH-
HOM TEXHOJNOTINUECKOM DeXlMe ¥ BHCOKOM UYNCTOTe NOJAYUYaeMOTO

OPOOYyXKTa.

Crocob. COTIACHO #300peTeHUD, MIA OOAYUYSHAG CT

0]

DOMIHIX
TOPMOHOE ¢ IPEeTHAHOBHM CKeJeTOoM OYTEeM 3&iTi XapOoHWIb-—
HO{I IpyNIHE B 3-eM TOJOQXeHNN B MOJASKYJIe CTEPOUIH

B 31Je eHUMWUHOBOI COJXM COCTOXT 3 TOM, UYTO EHB3WM OCAaXI2KT

IpY HUBKOW TeMumepaType M3 HKUCIOTO PACTBODPA U IOAYUSHHYD CMEcCh
cosell NMeperpyunpy®RT NYyTeM HarpeBaHWus B OLHOBHAUHO aeduUHL-
POB&HHY® SHUMAHOBY® COMB C OXHNM SNUHCTBEHHHM NUKOM CONDS-
KPHHHNX IBOMHNX cBdA3eil B #HPpaKpacHOM cIekTps mnpu 1610 oMt
mocae 4ero NpOBOIST OSPOMUDOBAHYAE ¥ [ULDOLN3 SAUWNTHON TIDYIIH

B 3-eM IOJOXeHNUX B TOM K& DEaKUNOHHOM COCYIAe. JauUTa IUIDO-
KCUIBHO! Tpynus B 17-0M MOJOXEHWUN OCYWLECT3JALeTCH MOyTeM
AUeTUINPOBAHIA YKCYCHNM QHTMIPUIOM I KUCJIOM XaTaiusarope

IpU Hanruuuiy cBOOOLHOY KAPCOHWIBHOT TDPYNNN B 3-eM NOJOXSHUN

M aueTWABHON rpynns B 21-0OM [OMOXEHNX ¥ IOIBEDraeTeH OLHOK-
pargo MuXPOOUHANBHON 05DadoTKe Zad THAPOXCUAYDOBauyg 3 1ll-ou

TIOJNIOXEeHU U
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Pfedmét vynalezu

Zplisob pfipravy steroidnich hormond s pregnanovym skeletem
blokovanim karbonilové skupiny v poloze 3 v molekule steroid-
niho skeletu ve formé eniminové soli, bromovanim, hydroljzou
ochranné skupiny v poloze 3, acetylaci v poloze 21, chrané-

nim hydroxylové skupiny v poloze 17 a mikrobialnim hydroxylo-.

" vanim v poloze 11, vyznadujici se tim, Ze se enamin srdzi pri

teploté 10 aZz 15 °C z kyselého roztoku a ziskand smés soli
ge pPesmykne za varu v methanolu na eniminovou sil s jedinym
vrcholem konjugovanych dvojnych vazeb v infralervenem
gpektru pfi 1 610 em —, potom se v té Ze reaklénl nadobéd
provede bromovéni a hydrolyza ochranné skupiny v poloze 3,
ochrana hydroxylové skupiny v poloze 17 acetylaci anhydridem
kyseliny octové a kyselym katalyzétorem v pfitomnosti volné
karbonylové skupiny v poloze 3 a acetylové skupiny v poloze
21, nade? se ziskany produkt podrobi mikrobialni hydroxy-
laci v poloze 1l.

Uzndno vyndlezem na zakladé vysledkl expertizy, provedené
Institutem pro vyndlezy a zlepSovatelstvi, Sofia, BG
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