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Mcenmeposan epMenTaTBHBLI THADOIA SHAHTIOMEPREIY TIAD Mpanc-2-METORCHKADPHO-
FHIMOTHI-3-2UIUTORCH-4- {1 RITOMCHTEH~1 -0HOB 11 PALEMHYECKOr0 2-MeTOKCHKAPOOH I MET11-
4-ALETIIOKCH-2-IITKAONEHTCI-1-0HA  NAHKPEATIHOCKOi JUIasoll u amuasoit Penicillium
solitum. 1lpu 50% rpoanse cy0eTpaTon oM ydeHs TPONYRTH, 0DOTATEHHBE ORHOIT 0171~
deckoil opmoit. Yeranopnero, uro cyGerpatHue CreiHUROCTI STIX JUNA3 PA3THIA0TCH.
Caesta® BLTBOZ O APHLOAHOCTT NAHKPEATHNECKOIL JIMITasbl AU NPEMAPATHBEOTO TONyICH s
TIPONIBOANBIX 2-LHKJONCHTCHON, HCODXO UMY IS CHHTE3Q NPOCTATJQH{UHOB,

Cuocobroctn gepyenton ® clenuduieckoMy H CTePEOCEJ eKTHBHOMY KaTa-
W3y B nochefigee BPeMA DIHPOKO HCITOMB3YeTCH AAf ITONYYeHHsT OTHOCHTEI -
HO DPOCTLIX XHMPaJLHBIX COeNMHEeHUil, KOTOpPLe MOIyT OBITh MCOOIB30BAIIN
KaX «CTPOUTEILbHbIe OMOKH» — CHHTOHLI B ACHMMETPHYECKOM ChHTe3e 0Ooace
CHOKHBIX IPUPORHLIX TPOAYKTOB 1 uxX adauxoros [1].

B nacrosmeit paGore paccmorpero hepiaeHTaTHBHOE UONYIEHe OTTIYECK I
ARTHUBHbIX Z-UWKIONEHTCHOHOR, ABASIOMAXCH BaKHLIMIL  IPOMEHY TOUHbIMIL
COCMHCHIANY TIPH CuITeae Npocrardadgnsos psafa £ [2—5]. Hexoropue
ONTHYECKI AKTUBHBIE THIPOKCHIMKIOUCHTEHOHLI (EpMeUTATHBHBIM CHOCOOOM
OBLIM TONYTEHbl M pawee. s vroro 6oir ocymiecTBaeH THAPONH3 CHOHHO-
o(bUPHON Crf3u B BaMEUIEHIbIX AINIIOKCIITLKIOIEHTEHOHAX ¢ HCIOTB30BAH (-
€M 9CTepas M JNNA3 KaK REBOTHOTO, TAK M MHKPOOHOTO IPOUCXOMICHHSI.
B ravectne cyBerparton B ocHOBHOM ODUMEHCHD 2-alRMI-, 2-aJKeHHI- 11111
2-QNKHHMTBAMEeHHbE 1IPONSBOMLTbE AIUMI0KCHIKIoTieRTeHonos [6—81. Ila-
MIL B Rauyecrse cyOCTPATOR MCIONL3OBAHLL 2-METOKCHKAPOOHUANMETHIIPO3-
BOAHLIe  AlMIORCHIMKIOTEHTEHOHOB, B YacTHOCTH JHAMTHOMEDHBIE Hapbi
MPARC-2-METORCMK A POOHIIMeTHI-3-a 10 Keu-4-Rraonenren-1-onor (Ia, 6) u
paieymyeckuit  2-meroKcHKapOoHHAMeTNI-4-a e THIOKCH-2-UHKT0m enTeH-1-0H
(I (cxesmpr 1 1 2), nonyuenmple wo aeroguxe 9],
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Tatiuya 1

Pesyapratot 50% ruppoansa cyberparos (Ja, 6) u (11) mamupearnueckoit aumasoi
pH 5,8 6,0, ¢ 37°C, BOjHLIT pacTsop, Haceuennoii NaCl
S an- | HpoaysTus 20 Koudurypa- | opringecran
Cyvoerpar BlpuLi.\Lrtn ‘\rljﬁlllh DEARION O [}y rpan wiist M30kITO- .mlm.o.ra %, Braxon, %
' CMCCH (¢, | CH;OH} {noro nsoMepa >
la 90 11 -30 2R.38 29,7 35
la +36 28,81 58.8 34
16 24 11 -30.4 21,38 30,0 ° 42
16 +40.7 28 3R ¥ 30,5
e
1t Fuponmua e MPONCNOHHT

% 1le ONpPeACCo f3-30 OTCYPCTBIA 00DABLUA CPABHCUALL,

Pesyavraret 50% rugpoansa cyderparos (la, 8) » (I1) aunasoii P .
pH 5,8 — 6,0, 37° C, sopueiil pactsop, nacsuenunmii NaCl

Tabauya 2

solitwm

- Bpewa pea- | TIponveroe e 020000 Hondurypa- | onrieckan
Cyocrpar DCAR 110 D: / (15 1BOLITOY- | yperoTa Boixon, %
' : Hirm, po”&\[;ég]t]l” " {c, I CH;OF) :Ié)rlo 1[:3L)<)A1(:pa HCTOTE, % ’
1a 188 11T -43 2R.3S8 42,6 10
la -7 2R 38 (14 41
IVa +82 28,31 9
16 80 {11 —43 2R 35 42,6 275
16 +14 98.3R 34
Vo +72 2531 25
1 42 v +5.3 16,0 425
11 ~5/4 25.5

= lle onpeneneno 112-3a OTCYTCTRIH 00paA3ila CPABHCHII,

Hast rugpoaisa caosxiosdupHbix ¢pusell cyfcTpaTos  HMCUOJbL30BAHA -
gaza (H® 3.1.1.3) momenynognoil sweqesnt cBubbit i rpuba  Penicillivm
solitum [10]. Mexonupe cyBotpaThl 0ueHb UYBCTBHTENBHL K YCJOBHAM ITOBLI-
weHHBIX 3Havenwit pr B sommbIX cpemax, HCOOXOAUMBIX [ NPOBCHEHMA
PePMEHTATHRHOLO IIJIPOH3a, TAK KaK I[P JTOM IIPOMCXONAT 1000UHbEe
peakmuu meperpynmuposki. Ilodromy ruaposins ODPoOBOMILI B HACHITHEHHOM
BOZHOM PACTBOPE XJIOPHCTOTO HaTpis B pesume plH-craruponanus 5,8—6,0
go raybumer 50% . Tar xak B BLOpPAHHDLIX IAMHE OMNTHMATLHBIX YCJIOBHAX
IMPOBEIeINA THAPOTH3a (CM. BHIIC I «IKCHEp. UacTby) HCHTPaIN3alia Kap-
0OHOBOH KMCIOTLL HPOUCXOAUT HECTEXMOMETPHUECKI, TO IS OUPefeJeHUsT
HCTUHHOM PIYOMHBE THAPOIN3a RBOIMJCH TONPaBOUlLil Kod(duiueHT, onpe-
JeJMEHHBIL 110 1CKYCCTBOHHDBIM CMECSIM ITPOAYKTOB PeAKLMY,

DepyerTaTnBHBUT  TUAPOINS B 00MEM BUie MOReT OblTh
cxemasmu 1 2, a ero pesynprTarsl Nokasaust 8 rada. 1 u 2.

Hou(urypauns Moy ICHIbIX H30MCPOB YCTAHOBICHA CPABHEIHEM UX OITH-
YECKMX CBOHCTB € TAROBLIMM JIAF HHAHTHOMEPOL HABECTHOI ROHQUTYpPAIHK
[11] w yrasana B ra6aunax. Onrnueckas ancrora coenmuenys (V) paccanrana
OTHOCHMTESBHO OUTHILCKH YHCTOTO 130Mepa, 1I0JYYIeHHOTo Hesaswcemno [11],
a omrmueckas uucrora coeguucHua (la) u (IT1) ycramosmena, npHHmMAs
BO BHUMAHME CJIAVION(ME DRCIEPIMeHTH. Paree HamMy OBLIH 110JyIeHE OUTV-
YecKM  arTuBHBIL  (2R)-rapborcuaerui-(3S)-rEAPOKCH-4-IIMKFOTIeHTe H-1-0H
(VIA) ([a]p® —98%) u ero (25, 3R)-snantuomep (VIB) ([alp?® +95,3°) wyrem
PasOeNIeHHs [UACTEPEeOMEPHBIX AQeAPIMUOBEIX COJEel PaleMUIecKod KUCIOTEL
(11]. Buimesmenunie ¢ TMmoMOTIBIO XpoaaTorpaduu Ha cHIacopie ONTHICCKH
axrupupie oopasust adupa ([1I) u 3-anerunoxcunpownseonnoro (la) — (I1TA)
n (YaB) coorsercrsenno (KOMIOHEHATHL CMECH (EPMEHTATHBHOTO THAPOIHAA)
IIOJIBCPTAIOT XWAHICCKOMY THAPOM3Y pa3baBieHHOH COAAHOH KHCJIOTOH NPy

NMPCACTARICH
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TTpu gemonHoM ruxponuse coegumenus (IITA) ([alp?® —57,8°) ma pean-
NUOHHON CMECH BHIENSIJIM JBA OOTHIECKHX aKTHBHEIX BEUIECTBA: HMCXOHLIH
agup (IITA) ¢ [alp?® —54,7° n rumporcurucnory (VIA) ¢ [a]p?® —55,8°.
Tagum o6pa3oM, B YKaB3aHHEIX YCIOBHAX PaNeMM3anHs Cy0cTPaToB HpPaKTH-
JecKy He OPOTERaeT M, cjefoBaTeNbHO, moJydeHHas Kucaora (VIA) maeer
Bpamenue, CooTBeTcTRYOMEe 59,5% onrtuwecko#t uwmerorrr (2R,3S8)-smantuo-
Mmepa. Ha 9T0M OCHOBAHMM MOIKHO PaccuuTaTh, 9T0 AIA 9ucToro (2R)-merorcu-
wapOonmnmeru-(3S8)-rugpoxen-4-nuriaonenres-1-ona (I111A) serwunma [a]p2!
cocrapaser —100,9° (pamee mamu JJd aHTHOOJA 3TOr0 COSMHHEHHA GHIIO
yKaszaHo Oosiee Huskoe smauemne [«lp®® [11]). Obpasen coemmmenna (Iab)
¢ [alp?® -+49,9° B yeaoBHAX HEHONHOTO KHCJIOTHOTO THAPONHE3A 00pasy-
er  (28)-merorcurapbormamerni-(3A)-runpokcu-4-unkionenren-1-on  (I11B)
([l p?® +82,3°) n (25)-rapGorcumerni-(3R)-rugporcu-4-uKaoneaTes-1-oH
(VIB) ¢ [alp* +80,6°, aro coorBercrayer 81,6 % omrmaeckoit amcToTer coenm-
wenwit. ClegoBaTelibHO, OMTHIECKH GHCTHIE (25,3 R)-9HaHTHOMED COeNMHEHN T
(IaB) umeer pacyernyro seamunny [a]p*® +-61,2°.

ITo cocrapy mpomykToB peakmui (QepMEHTATHBHOTO THAPONM3A YCTAHOB-
JIeHo, YTO MaHKPeaTHYecKad JUIa3a KaTali3upyer PaclielnsieHne S-alylokCcH-
casum B cyberparax (la) wm  (I6) ¢ dYacTHYHOR 9HAHTHOCENEKTUBHOCTHIO
(raba. 1). Tax war npm 50% raybmme rugponmsa moayuaior adup (I11),
oboramennsit (2R,35)-GopMoi, MOKHO TPUHATH, YTO HHAUBHAYANbHEE DHAH-
tHoMepsl uexonuoro (28 R,3RS)-3-annroren-2-MeTORCHKAPGOHIIME THIIIAK N0
wenreuona (la, 6) aBasorcs KOHRYpHUpYOmuMu cybcTpartamu.

Omnmudeckas 4HCTOTA HOJYEeHHOro J-rujporcunEkigonenrernona (II1TA)
orHocuTenbuo Hembicoras (30%), a HenpopearnpoBaBIIEro ALETHIOKCHCOSNN-
serua (TaB) — 58%. Samena 3-auerimmoxcurpynmel coemudenns (Ia)  1a
3-nponuonuATPYIny — npouasoaHoe (I6) — He BIHAET HA OTTHICCKYIO HHC-
TOTY TIOJYYIaeMbIX MPONYKTOB, HO BHAUMTENHHO YBENIHIMBACT CKOPOCTH IHI-
poJusa.

Tak Kak B BONHBIX CpPeHay OXHOBPEMEHHO ¢ TMAPONM30M 3-alHJOKCHCBH-
8¥, KaTAJM3HPYEMBIM JHNOA30M, MOMKET IPOUCXOIUTH M €€ HedHAaHTHOoCIwenudi-
GeCKMI XUMHYCCKHH TUAPOJHS, MOIMYCTHMO TPENIIONIOKEHNE, UTO MOCJdefHni
BBIBBLIBAET HEKOTOPOE CHIyKEHIe OMTHICcKoH guerorsl mpoayktel (I11). Onunaxc
B KOHTPOJLHOM JKCIEPUMEHTe HAMW YCTAHOBIEHO, ITO XMMWICCKUHA THIPOIM.
mpoucxomut Tonbko upw pt 7 u BeIde.

Karaauruueckoe peiictsue aunasul P. solitum OTHHYaeTCA OT HeHCTBIS
TaHKpeaTuyecKol mumnaswi (Tada. 2). Bo-mepsrix, sunasa P. solitum mmect
fosiee HUSKOe CPOACTBO K THApPCAN3Y J-aumiokcmessasu s cyderpare (I): peax-
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TMA I'EAPOJNN3A NPOXOAHT TPHMEPHO B 2 pasa MelJjeHHee. Bo-BTOPBIX, OTJI-
qaeTcH ¥ ux cyGerpaTtHas cuenuduuHocTb. B oTamdme oT maHKpeaTHYECKoi
JHOA3H Jauoasa P. solilum Rartanusupyer ¥ THAPOJIN3 4-aleTUIOKCHCBISY B
paniemMudeckoM cyberpare (I1), Ho crepeocmenuduaHOCTE dTOH PEAKI M HM3-
Kafd: OOTHYECRas YHCTOTA HOJNYISHHOPO 4-THAPOKCH-2-METORCHKAPOOHUIME-
Taa-2-nukaonentenona (V) cocrasaser Bcero 16%.

IIpu ruppoamse cyGerparos (la, 6) mapsamy ¢ pacimenaeHueM O-alUIIoK-
CUCBA3H, MMEIOIHHM MECTO B CJIydYae NAHKPeaTHUECKOH Jumase, Jnmasa P.
solitum oxHOBpeMeHHO KaTaausupyer u rugponunsd sz —OCHj,;. B pesyns-
Tare ITOTO HOJYIAOT CMECH TPEX COeHUHEHMIT, ONTHICCKAA AKTHBHOCTH KOTO-
PHIX, TAK KE KaK B Clydae ¢ DAaHKPeATHIeCKOIl immasol, cosgaerca oforaime-
HEEM OPONYKTOB I'MAPO/H3a ONHOM M3 OIUTHISCKH aKTHBHBIX (OpPM, a HMEHHO:
3-ruppoxcugukronenrenona (II11) — oBoramennmsit  (2R,35)-snavTHOMepoOM
(I1TA),  2-xapOowcmmerun-3-ampnoncu-4-uknonenren-1-ona  (IVa) — (285,
3R) -9HAHTHOMEDPOM U HEUPOPEATHPOBABLIEr0  S-ATMIOKCUIMKIONCHTEHOH
(Ia), oboramenHOro PASHEIME OLTHYECKH AaKTUBHBIMY (popMamu. M3 tabn. 2
BWIHO, 9T0 IpH TuApodise cyberpara (la) 3-ameTHIOKCHCOCAMBEHNE, BETeIEH-
HOe M3 PeaKlUOHHON cpensi, oforameno (2R,3S5)-sHaHTHOMEDPOM, a UDPH THJI-
ponuze cyberpara (16) — (25,3R)-snaurnomepom. OMHARO 9T0 HE CBUIETENb-
crByerT 00 M3MEeHeHMHU JHAHTHOCTeNUGHIHOCTH DPEAKUHH THAPOIU3a CyHeTpa-
a (la), raranusupyemot nunasoit P. solitum, Mo CpaBHEHHO ¢ TAHKpeaTHIe-
cko#l smmmaso¥t. T'muponus cyberparos (la, 6) aunasoir P. solilum Mo#HO
1300pasuTh CXeMOU 4, B KOTOPOH HOKa3aHO, YTO IIPH FHAPOIN3E J-alUA0KCH-
CBA3H NOpeuMylnecTseHHo pearupyer (2R, 3S)-sHaHTHOMED, a TPH THAPOTH3E
csazm — OCH,; (28,3 R)-smaurnomep.
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MosKHO mpemIoNnoAHTE, YTO ONTUIECKAS aKTHBHOCTH HeIpopearupoBaB-
mero 3-ammroxcucoeguuenus (Ia), 3aBHCHT 0T COOTHONIGHMA CKopocTedl peax-
uun vy 1 vy, Ipr ruppoamse cybcerparta (Ia) moaygawr coequnenue (Ia), o6o-
ramensoce (2R,3S)-gopmott; cHETOBATENbHO, U > Uy, OT0 NOATBEP:RIALT I
PeaKINs THAPOAM3a 3HpOHI/IOIIIUIOHCIHUIKT[OH@HTSHOH& (16), mus KOTOPOTO
MHAPONH3 3-alHIOKCHUCBA3H [AHKPEATHIECKON JMuIasoll MPoucXomiT Goiee
9eM B 3 pasa Guicrpee. HonyquHbm HenpopearupoBaBIuKil J-NpoIHOHHIOKCH-
nuraonenredon ([6) oGoramen (25,3R)-3HAHTHOMEPOM; CIEf0BATEILHO, B
ITOM Cllydae U, > Uy.

Hunernyeckuii xapaxrep MexaHmsma (epMEHTATUBHOTO PasfieleHHd 1103-
BOJIAET IIOAYINUTHL SHAHTHOMEPH ONTHYECKH GoJjee YHCThe, deM T€, KOTOPhIe
mocTymEe mpu 50 % cremenu rupponusa cydcrpara. CyniHocTh MeToma CocTO-
HT B CHELYIOMEeM: KOHeUHBIE mpoayKT (QepMeHTAaTHBHOTO IMIPOAN3a HOojBep-
ranT HOBTOPHOMY alJUDPOBAHUIO, BCISACTBHUE HYero TONYIaioT HCXOMHbIE
cyGeTp aT, yae oboralleHHsit onHoi (Guictpee pearupyroumei) popmoit. Tarmum
o0pasoM, oforamennpit cyderpar DoBTOPHO BROAAT B (epMEHTATUBHYIO Peak-
IHIO, B pesyabTaTe Yero MOJYYaT KOHEUHBI HPOJAYKT ¢ 00Jee BLICOKOH
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OUTHYECKOM 9HCTOTOH. B wpuHiunme mpoayrT (GepMeHTaTUBHOTO THIPOJII3a
MomeT OBThL peunrauaoBad Ho pocTwskesus uouwrw 100% ero omrmueckoit
querorTh [12].

BHUIeHanoKeHUBRE MeTOJ, TPHMEHEH HAM¥l UPH PacilenieHus CoeHuHenn g
(Ia) mamxpeatmweckoil awmasoif. IllomyueHHRH B pesyubraTe UEPBUTHOIO
60% depmentarusuoro rupponuza oboramenunid (27,2S5)-Popmoit 3-ruapo-
rennrraonenrenon (I11) ¢ ymeapHwpM omrTuveckuM mpameHuen [a]p?® —23°
TORBEPTART IOBTOPHOMY aumiuporauuio. O6pasosBasimuiics 000TaMeHHLIA
(2R,3S8)-popmoit 3-auermrnorcumrgonenrenon (la) ¢ [a]p®® +-11° Bropugno
BRONAT B KagecTre cyferpaTa B pearinio (epMERTATHBHOTO rTuaponmsa. [o-
Boas peakruio po raybunst H0%, Temeps MOTYIAOT S-THEPOKCHCOENTHEH IS
(ITT) ¢ ymempHLM omTwaecKuM Bpamennenm [alp®® —T73°, gwro coorsercrnyer
yime 72,3 % onrmueckod gucrorsl. CpABHUTEIBHO HHSKAS OITHIECKAS TUCTOTA
TOCHE BTOPOTO HUKIFA CBWALTENBCTBYET O TOM, WTO IPH IMApPoau3e cyberparta
(Ta) manrpearuveckoil snmmasoil cropoctun rugponusa (2R,3S)- u (25,3R)-
SHAHTHOMEPOB PABIWYAIOTCH Malo.

Owgepmpro, 9T0 pasnwgme CKOPOCTOH TIAAPOJiW3a 000HX DHAHTHOMEDOB
TaeT BOIMOKHOCThH TPH BHICOKMX CTENeHAX THUIPOIN3a, ®orga Oosgee GLICTpo
pearupyIomuii sHAHTHOMED TUAPOJIUB0BAH NOMHOCTHI0, MOXYUATE OMTHYCCKH
TIOYTH YUCTHIE (MeHee ARTHRHHEY J-aiUJOKCUNPOVSBORHLIE NUKIOHEHTEIIOHA
(la, 6). Tar, mpw nposepernwu ruupoimusa cyberpara (fa) mamkpearuveckoi
annasof Ao rayOusn 85% HaMU BHIETEH HEMPOPeardpPOBABINFHE IHKIOTCH-
tenoH (la) ¢ ymennHuM onrmaeckuy spamenneM [o]p*® 4-59,9°, 9ro coorser-
creyer 98% omTuuecKod wHCTOTE.

Vrar, npm cpapmexmu meifcTeus Aunassl P. solifum v TaRAKpeaTUaecKoi
JMNA3bl ¢ LEeJBI0 PaspaboTKM  MeTOXOB [Jf MIPemapatiHBHOr0 UONXYYeHHHA
OUTHYECKY ARTHBHBIX CHHTOHOB CHHTE3a NPOCTATTAHAUHOB UPEUMYDIECTBO
OTIAETCH DaHKpearHueckoin aunase, G ee TMOMOULIO MOKHO HOJNYYHTH IPON3-
BOLHEE THIPOKCHULFKIOTEHTCHONOB ¢ YIOBICTBOPUTESBHEIM XHUMHICCKHAM BbI-
XOMOM ¥ TPHEMIENOHM OTNTHICCKOM YHCTOTOH, IIPHTOMHEIC NI CHHTE3a TpocTa-
HOWJIOB ¢ Lpupognoil mouduryparnueir zavecruresein apu C8, C11, C12 (upo-
CTAITVIAHINHOBAS HYMEPAIHSA ATOMOR).

Bripamaem ¢Bor0 HpU3HATEIBHOCTH COTpYAHEKAM JucTHTyTa OpraHude-
cworo cmuresa Al JlarsCCP 0. B. Caxaprosoir, JI. A. Bpusranmue,
M. B. Typoscromy, M. M. LaBapcy 3a #HHCTpYMEHATaNbHBIE AaHANM3BL I
A, . Jluenuwe — 3a HapaBOTRY HMCXONHBIX BEUIECTB.

IKCIePUMEHTANDHAR YACTD

B paboTe mCHONL30BaH TPeapar JHNassl 113 NOMAeNYROYHON KeJe3nl CBHIBII IPOI3-
pogcrsa HIIO «Buomapy (Onarige) maprit b ¢ aktnpsgocThio 11 en./mr mperapara (onpege-
JeN0 10 IMAPONH3Y TPHOYTHpWHA) I nunasa Penicillium solifum OTCYCCTBEHHOTO NPOH3BOL-
CTBA ¢ ARTHBHOCTBI0 2600 ex./Mr npenapara (ONpPeAciero 0o THAPOINIY ONHBROBOTO Macha).
DepmenraTuBHE THAPoAn3 xposopuiy B Adeline pH-crara Radiometer TTT-1¢ (Hawmus)
apu 37° C. Comexrper TH-AMP roxygenst #a criextpomerpe WH-90/DS. Macc-crnewkTpt ro-
nydersl Ha ¥pomaromacc-cunerrpomerpe MX-25 (Kratos). Hanmiuapuas xomomra Sil-d
(Chrom pack). Jdas xpomarorpauucckrX ICCACFOBaHHI  HCIOJL3OBAMIE  HIIKOCTHBIT
xpomarorpad (Du Pont, Model 8800), cuadmemHbIil pePParTOMETPIYECKIM NETCRTOPOM
(Du Pont, komomra 4,6 X% 250 », copbeur — Zorbax Sil (6 mwry)). Tlopsmmuoit dasoil
CHYIRII PACTBOP AMOKca® -— rexcan, 1 : 3.

Ornrirgeckoe BpajleHire ONPEAelsANnt HAa aBToMaTHIecKom womspmierpe Autopol-TI
(Rudolph Research USA) B memitosos cnupre 11pi 20° C. Pasgesente NpogyKkToB 0CyIe-
CTBIEHO KOMOHOWHOit Xpomarorpaduiell wa crmixarene L40/100 (WCCP) nam cumacople
600 (30 muar) (ACCP) B cucremaX »Tunauerar — rekcad, 1 : 2 (A), sTuyanerar — rekcan,
2 :1 (B), stuxamerar — rercan, 1: 1 (B). TCX rposoper ma raractuakax Silufol UVa,
B Tex ske cmeremax. IIpospiemite XpoMaTOTPaMM OCYIECTRIANH 1% BOXHEIM PACTBOPOM
MapramuoBoRacaoroe Kaxng uir 10% pactnopos HocoPHOMOITOHEHOBOIT KHCKOTH B DTH-
JIOBOM CITIIpTe, )

TIp1 noleIeHHU TPORXYKTOR PEAKLUMII OTTOHKA PACTBOPHTEICH HPOBOLINACH B POTA-
LHOBHOM HCHAPUTCNE Upi Temueparype Bomswol Oamu me sumre 40° C.

Hexopupie  cyOCTPaTel  2-MeTOKCHKAPDOHIIIMeTIN-3-aleTio kel -4-1IKIoneHTen-1-0x0
(Ia) 1w 2-MeTORCHKAPOOHITIMETIA-4-aeTIToke-2-Inraonenren-1-on (IT) momy2ensr cor-
sacHO Meronuke |9].

2-Memoncurapbonuimemua-3-nponuonuaokcu-d-yuraonenmen-I-on  (16). Pacreop
5,8 1 (0,034 MOIb) 2-MCTOKRCHRAPOOHHAMETHI-3-EiapoKeH-A-urionenten-1-oua [9] B 50 mx
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CYX0TO 0eH301a oXaaxiauu npu nepemcmmsanuu o o° G, pobasaaaum 4,8 »a (0,06 yonn)
nEPHAMIR, 3aTeM pactsop 5,2 ma (0,06 ayoxav) nponuoruaxaopiga B 10 ax Geusona. Teare-
parypa Pearimnonmoil cMecH 10CTeNeHHo noppunaniach no 20° C. Hepemelnusanne 1npogoi-
aaan 1, eMeeh npoMpBaAM BOAOI (2 X 25 M) M HACBULCHHEBIM PACTBOPOM NaCE (25 ).
Oprannvccknii  pacTBOPUTENs OTLOMANI (TCMITEPATYpa Bonsmoil Oawum ue soume 30° C).
Ocraror 7,7 r \pouaTorpad)Irpondrm ga KoJouke ¢ 250 r cnanxareas (cuctema A). llomy-
YU 5,9 £ 2-3eTOKRCIKADPOORIIMETINI-3-UPONROANI-4-IuKIorenter-1-ona  (16). Buixox
7% . np® 11,4735, Macc-enerrp, mfz (7, %): M* 226 (0,3), 195 (4), 171 (4), 170 (42),
169 (2), 152 (2), 142 (2), 138 (19), 137 (6), 121 (6), 110 (12), 109 (1), 97 (41), 93
(11), 66 (9), 65 (10), 59 (12), 57 (10), 55 (10), 39 (12}, 29 (56).

Crexrp *H-AMP (CDCly, 6, ». ) 1,15 (3H, T, 3J 7,4 'u, CH,CH,); 2,38 (2H, xs,
LH201~13); 2,55 (IH, 7, 3Jy,5 2,4 Tn, 31” 5,4 I‘u HZ), 2,90 (2H, n, 1—12) 3,64 (34,

COOC 2); 9,77 (1H, », H3); 6,35 (1H, am, 87,4 5,8 T, 475 5 1,4 T, HH), /,47 (1H,

L34, 2() [1[, 114).

Tunosas semodura @epiennamusnozo 2uopoIUIE. JA D M BOYHOTO pAcTBOpA, HACHI-
mennoro NaCl it copepsrawmero CaCly, (50 \1\1) gooamrmu 0,1 r deprertHoro NpenapaTa.
pH pacrsopa ycragaBiiBaii B DPCASTAX 5,8—6,0 nobasxenuem 0,1 M pacrsopa NaHCO,,
maceiernaoro  NaCl. pubasramny cyberpar pgo komuemrpawmimn 0,125 M 1 nipoBoaniu
ruppoans po raybumst 50%, RoTOpPYyIO ONPCHEIALIT [0 ROMUUECTBY DPACTBOPA NaHCO,,
H3PACXOTOBAHEOTO S [IOARCPHKAMIT meobxomnmoro pH  (monpasodnstii  wosddunent
LIS QUCTHIORCHIPOU3BONHEIX — 1,20, padg nponuointmorcHopoussonproro ~— 1,09). [To-
npasoynbie KoGHHIHCHTS oupeu@wmm Turposannes 0,1 M pacrsopom Nal]CO HACLI-
werpssry NaCl, uckycersenuoir emecu wpouykros 50% QepMeRTaTHBHOrO ruupomua (Bon-
HBU{ PacTBOP machuenzoro NaCl, copepixaimuit CH3COOH 1 Gl ,COOH, coorsererny-
YOI I‘II/’UJOI\C!JIJ,LII\JIOIIOH1OHOH (TTT womrr V), MCXOMEBLT ¢YyOCTPAT (Ia 16 Tt II) B KOBIIeI-
TpaLe { 1,0625 M rassmbil 1 CdCl B xoBueHTpanny 0,05 M). Ilpnbasranu maonpounno-
BRHIIL CI[IIpT o Koruenrpanm 85% (rro ofpemy). Ocamoxr m(}nmmponhmaml duanTpar yna-
PHBQIIL IO CYXOTO 0CTaTKa, KOTOPHIlL Xpomarorpadbuposami Ha criacope B cucreme B.
HUCToTY UPOAYKTOB ONPEReNAT MeTOLOM BJHL\ (mc memee 99,6%). Brixom npogyKkIoB
I X OUTHYCCKIIC XaPAKTePICTHKY Jlaskl B Tadda. 1 11 2, CTPYRTYpPA BUGPBLIC NOJIYICHILIX COe-
pnmenmn (IVa, ©) ycramosnena merojoMm IH-AMP.

2-Kapoorcunemua-2-ayem uaorcu-4-yuraonenmen-1- -on. (IVa). Cmexrp ‘H-fIMP (8,
M. I., C’)Cl) 2,1 (3, ¢, OCOCH,); 2,568 (1H, ar, 3/, 52,9 Tu, H2); 2,93 (2H, 11 3T,

5 ZI“u H2'); 5,76 (1H, »r, H3); 6,36 (1H, pm, 455 1,4 Fu, s 5,8 I'my, H3); 7,47 (1H
am, A5, 23 Tu, H4).

2-RapOorcumnemua-3-nponuonuaoncu-4d-yuraonenmen-I-on.  (IV6). Cnexrp H-AMP
(6, ». x., CDCly): 1,09 (314, =, 875 47,9 T, OCCH,CHy); 2,32 (2H, re, COCH,CH,); 2, 02
(1H, 1 H2) 282 (W, o, 275,," 18,0 Tu, 3J2 2 6,0 Ty H2); 2,91 (1H, i, 37,
4.8 lu U2 5,70 (1H, M, H3); 6 31(1]] o, 8 g ) 5,9 I'u, s, 1,3 o, HB); 7,43 ( Ifi
n, 3, 2 G I’u, H4).

l'qupo.a,u.s ONMUNeCKEY  armusn0z0 Z-wemorcuiaporuanemua-3-zudporcu-d~yuraonen-
men-I-ona (IITA). Caecw 0,22 1 coepnmemua (111A) ([¢] %7 —57,8° ¢ 1, CH OH), 1 mx
Bogel 1r 0,4 ma xony. HCl nprn nepeseumparuy nmarpesayn 3 4 upn 50° C. PeakIROHAYO
€Mech OXTARANH 0 ROMHATHOIL TeMIepaTyphf, pobasranm 20 mMa gmoxcama I a3e0Tpoil-
HO OTTOmAJN BOAY (TeMuepaTypa Bojsieoil Hamm me pwime 30° C). Ocratox xpomartorpadr-
powpayu ma 25 r cusacopba (creresa b).

Hosryumnr 0,036 © mexopmoro coepunennsa (ITTA). (la],* —54,7°, ¢ 1,77, CH;0H)
n 0,089 1t 2-rapGorcnmMeTnI-3-ruapoxcn-i-unkaonenter-1-oma  (VIA) ([a]p20 —55,8°,
e 1,022, CH,O).

L'udpoaus onmuuecku @rRMuUeH020  2-MEMOKCURAPOOHUAMEMUL-F-QUemUIORCU-L-Yura0-
nenmen-I-ona (Ia, 5). K pactsopy 0,2 r coepnmenna (laB) ([a] ,* +49,9°, ¢ 1,023, CH,011)
B D M1 cMectt grokcan — Bopa (1 1) mpodasrsaar 0,75 »u wopu. HCL n nmepesenupanu 24 9
npu 20° C. Pacrsop HACKUTATUL CY XTI NaCl, sxcrparupoBami 9THIALETATOM. JTHIATIETAT-
BBUT cnoli cymnau Gessopnsim NaySO, OT(I)lmmpOBBIBaIm OTTOHANE PACTBOPUTENE T OC-
TATOK \pmraTorpafpnpondmr wa 10 » cxmacopoa B cucTeMe A.

Tonyuur 0,017 v 2-meTorciRapOGoHHAMeTHI-3-rugporcH-4-nuaraoneuTen-1-oma (IT10)
([ p20 ~-82,3%, ¢ 1,03; CHZ0H) 11 0,045 r 2-kapBoKCHMETHII-3-EHAPO RCI-4- LI KITOTIENTCH-1-

oma (VIB) ([e]p® 4-80,6° ¢ 1,03, CHaOH).
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ENZYMATIC PREPARATION OF OPTICALLY ACTIVE
2-CYCLOPENTENONE DERIVATIVES BY MEANS OF LIPASES

VEINBERGA I., FREIMANIS Jf,, LOLA D., BOKALDERE R.

I'nstitute of Organic Synthesis, Academy of Sciences
of the Latvian SSR, Riga

Biochemical optical resolution of enantiomeric pairs of ¢rans-2-methoxycarbonyl-
raethyl-3-acyloxy-4-cyclopenten-1-one and 2-methoxycarbonylmethyl-4-acetyloxy-2-cyc-
lopenten-1-one by pancreatic lipase and lipase from Penicillium solitum has been stu-
died. Resolution of enantiomers proceeds kinetically and at 509 degree of the substrate
hydrolysis products are enriched with one optical form. Substrate specificity of different
lipases varied. Pancreatic lipase is useful for preparative production of 2-cyclopentenone
derivatives, synthones for prostaglandine synthesis.



