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B Harmreii npeasiayiiei padore [1] ObL1 MpemIoKeH
TIPOCTOM CIT0co0 TOMyIeHUS 000MX PHAHTHOMEPOB MOHO-
TEPIIEHOBOr0 cnupTa uicaueHona 1 — pelcTByromero
(epOMOHHOT0 KOMIIOHEHTA KYKOB-KOPOEIOB poaa Ips.
KiroueBast cragusi cuHTE3a — ONTUYECKOE PACILCIUICHUE
HEIIOCPECTBEHHOTO CHHTETHYECKOIO MPE/IIECTBEHHUKA
urcaueHona — (+)-6-mMetr-2-(2-xmopatrn)renta-1,5-1ieH-
4-oma TyTeM IMpeBpalleHus €ro B KHUCIBIH (rajar u
KPUCTAJUTH3AIMK KUCIIOTO (hTajiaTa B BUE Cojei ¢ (+)-
um (—)-1-penmmTrnaMuHoM. 3aTeM ONTHYECKH aK-
TUBHBIE Kucible (ranatel (S)-2 u (R)-2 obpadaTbiBanu
mpem-0yTWIIaTOM Kalus B mpem-0yTHUIIOBOM CIIHpTE.
B pesynbrare meruapoxJIOpUpOBaHUS U OJHOBPEMEHHO-
IO aJIKOTOJIN3a CIIOKHO3(HUPHOI IPYIIIMPOBKY B OJIHY CTd;
JIHIO TTOMY9HITH (S)- vin (R)-WUIICANECHOI C BBIXOJOM 559

Heo6xomumocTs noy4eHust 007IbIIoro Koaug€cTt

ONTUYECKU aKTHBHOTO mricaueHona (S)-1 morpedoraga
JIETaIbHOTO HCCIICJIOBAHUST B3aUMOJICHCTB oro
¢dranata (S)-2 ¢ mpem-0yTHIaTOM K OJIBKY
peakiusi MpoTeKana C BOCIPOU3BQAHMBIM JBBIXOIOM
okono 50%. B opuruHansHONU MeET [1] TpeboBa-
JIOCh OOJIBIIIOE KOJUYECTBO P3 s U CyIIECT-

KIIMOHHOI cMecH
0JRIIECCTBO HEMPOpEar-

BEHHBI H30BITOK OCHOBaH
TIPUCYTCTBOBAJIO 3HAYNTEITHHO,
POBABIIIEr0 KHCIIOTO TICAVCHONA. Y BeInde-
HUE BPEMEHH pPEeaKIn 1 mo 3 9 u ucnoIB30BaHUE
Oosiee KOHIEHTpUpoBaHHOTO 20%-HOTO pacTBOpa mpem-
OyTwiiaTa Kajus HE TOJIbKO HE YBEIMYHIIO BBIXOJ
uncaverona (S)-1, HO W MPHUBENO K CYIIECTBEHHOMY
YMEHBIIEHUIO €r0 SHAHTUOMEPHON YUCTOTHI. B pazinuy-
HBIX OKCIEPUMEHTaX HaOI0JaIOCh HEOXKHIAHHOE U
HEMpHEMIIEMOE YMEHBIIIeHHEe SHAHTHOMEPHOTO HM30BITKa
unicauenona (S)-1 mo 75-80%.

[ereponu3 Cll0KHBIX 3(QUPOB ONTHUYSCKU aKTUBHBIX
aUTWIIOBBIX ciupToB 110 ¢Bsizu O—R (R — ocrarok ammu-
JIOBOTO CIHPTA) U COMYTCTBYIOIIUE MEPETPyIITUPOBKU
C MUTpalveill JBOMHOM CBSI3M M paleMu3alueit mo me-
xaHu3My Syl HOCTaTO4YHO MOAPOOHO HMCCIICIOBAIUCH U
oOcyxxaamuce paHee [2—5]. B OOnbIIMHCTBE CBOEM ATH

MpeBpalleHns U3y4allnch Ha MpUMepe KHUCIBIX (rana-
TOB, TIOCPEJICTBOM KOTOPBIX COOTBETCTBYIOIINE AaJlIH-
JIOBBIE CIHMPTHI PACHICTUIINCh HA WHJUBHyaTbHbBIC
SHAHTHOMEPHI. B XojeadconeoBanuii ObUIO YCTaHOB-
JIEHO, YTO TETEPOJIH JKHBIX 3(pUpoB ¢ 00pa3oBaHU-
€M aJDTIIIBHBIX K aTHOHOB PE3KO YCKOPSETCS MPHU

MOBBIILIEHHOM neparype, HO CaMH OMNTHYECKH aK-
THUBHBIE algfin CITUPTHI HE PaIeMU3YIOTCS W He
nepegy TP al0TCSI B CHJIBHOUIGIIOYHOU cpefe
HaxKe 11 o0JDKUTeIsHOM HarpeBanuu. [Ipu 100°C

WS CIIOXKHOTO 3(pHpa ONTUYECKU aKTUBHOTO
0 CITUpTa — mpauc-NeHT-3-eH-2-11 4-HUTPO-
aTa — mpoTeKasla 3HAYUTEIHHO OBICTpee, YeM THI-
0JIN3 UCXOTHOTO CIoXHOTO »dupa [5]. CrkopocTh pa-
eMU3aluu MOMYNHSIIACH KHHETUYECKOMY YPaBHCHHIO
MEPBOTO MOPSIIKA, YTO MOJATBEPKIAIO0 BHYTPHUMOJICKY-
JIIPHBIN MEXaHW3M 00pa30BaHHsS WOH-TIAPHOTO WHTEP-
MeZfaTa; COCTaBISIOIINE €r0 HOHBI PEKOMOMHHPOBAITN
B pameMudeckuii 4-HutpoOeHsoar. B cpeme mpoToHHOTO
pacTBOPUTEIISI C BLICOKOM JUANIEKTPUUYECKON pOHUIIae-
MOCTBIO 00pa3oBaHKe 4-HUTPOOCH30aT-aHHOHA U AJITHIb-
HOTO KapOOKAaTHOHA BIIOJHE OXHIaeMo. MexaHu3M
paneMM3aIiy 10Ka3aH ¢ MoMoIpio kapooumn-O'® me-
YEHOTO CIIOXHOTO 3dupa [5]. MOKHO caenath BBIBOJI,
gTo ¢ranar urcaueHomna (S)-1, eme He BCTYNHUBIIHKA B
PEaKIMIo aJIKOT0JIN3a, MOKET TOI0OHBIM ke 00pa3zom
paleMHU30BaThCS B CITUPTE C 3aMETHOM CKOPOCTBIO, 0CO-
OCHHO TP BBICOKOW TeMIIepaType.
JeruaporanoreHupoBaHue Mpu ACHCTBUU mpen-
OyTmiiaTa Kajausi B KHUIISIIEM pPacTBOpPE MPOTEKaJo
MIPaKTHYECKA MIHOBEHHO ITOCIIE CMEITNBAHUS BEIIECTB,
B TO BpeMs KaK aJKOTOJIN3 (TajJaTHOW TPYIIEI MPOUC-
XOJIWJI CPAaBHUTEIIEHO MEJJICHHO, M PEAKIIHsI 3aMeIsi-
Jack emE OOJbIIe B KOHIICHTPUPOBAHHBIX PACTBOpAaX.
MBI TpeNoNoKIIN, YTO AIKOTOJIU3 CI0XKHOro 3dupa
MOJKHO YCKOPHUTH, 3aMEHHUB MPOCTPAHCTBEHHO 3aTPy/I-
HEHHBIA mpem-OyTUIIAT HA METWUIIAT-aHUOH, W TIPOBECTH
[IPY 3aBEJOMO HU3KOM TeMIepaType, UCKIUaromei
pauemuzanuio ¢ranara uncauenona (S)-1 mo uoH-
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yjlyltmeHHbll; CuHmes onmMu4ecKu akmuHo20 UNCOUEHOILA

napHoMy MexaHusMy. llocie 3aBepuieHus craguu
JETHAPOXJIOPUPOBAHHUS, UL KOTOPOH Mbl UCIIOJIb30BaIN
HECKOJIBKO MEHE€ KOHLEHTpUpOBaHHBINH 16.5%-HbIi
pacTBop mpem-OyTHiaTa Kajusi, peakIMOHHYIO CMECh
He3aMeIUIUTeNbHO 0o0padarbiBaiii MeTaHoiIoM. MeTa-
Hoym3 (hranaTta uncareromna (S)-1 mporekan 6e3 3aMeT-
HBIX OCJIO)KHEHHMH M IIOJHOCTBIO 3aBEpIIaCs IOCIe
BBIJIEPKUBAHUSI PEAKIIMOHHOW CMECH TMPU KOMHATHOM
TeMmeparype B TedeHue 60 u ¢ BbixoaoM cBbiiie 70%.
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Ananus criextpa SIMP 'H sdupa Morrepa momydeHHoO-
ro urcaueHona (S)-1 moATBepaInI MOTHOE COXpaHCHUE
ONTUYECKOW YUCTOTHI.

TakuM 00pazoMm, HaAMHU TPEUIOKEH M OOOCHOBaH
yIIy4IICHHBIN BapUaHT paHee pa3pabOoTaHHOTO MpeBpa-
IICHUS, TIO3BOJISIOIINI YBEIIMYUTh BBIXOJI UIICIUCHOIA
(S)-1, ycTpaneHa pamemMm3anus, 3aMETHO CHIDKAIOIIAs
MpenapaTUBHYIO [EHHOCTh ONTHYECKOTO paclieTICHUs
QJUTWIOBOTO CITUPTA NIPU KPUCTAITU3AIINY.

CO,H
o
9 t-BuOK-#-BuOH (~20%-Hb1il pacTBOp), Kunsyenue 3 u
al 7 45-50%, ee 75-85%
(5)-2

1. -BuOK-#-BuOH (~16.5%-Hblil pacTBOp), KUDSueHUE 5 MUH

2. MeOH, 20°C, 60 u

>70%, ee >98%)

(4S5)-2-MeTnia-6-MeTHJINAEHOKTA-2,7-1HeH-4-0J1
[(S)-uncauenoa] (S)-1. 29.9 r (0.767 Moinp) MeTamu-
YECKOTo Kanwsi pacTBopsiti B 490 r 6e3BOIHOTO mpem-
OyTHIJIOBOTO CIIMPTa NP WHTEHCHBHOM II€pPEMEIINBA-
HUU U KdrsrdeHnd. K ModydeHHOMY pacTBOpY mpe,
Oyrtuiata kamusi, Harpetomy 10 75°C, npu UHTSHC
HOM TIepeMelIMBaHuU J100aBIsud B TeueHUe 10 NuH
pactBop 54.0 r (0.160 moiw) kucioro ¢ranara (2 [1]

B 50 T 6e3BOHOTO Mpem-0yTHUIOBOTO Iocne
N00aBJIEHHs BCErO BEUIECTBAa cMech KHMITmm 5 MuH,
HpOJOJIKas TMepeMenInBaHue, MocC BICTPO OX-
JaXJIanu 10 KOMHAaTHOM TeM (20°C). Ilpum

BHEIIHEM OXJIXKJICHUU KOJIO,
MEIIMBAaHUU B PEAKIIHOH
0€3BOHOTO METAaHOJI
Temrieparype Ha 60 d. IIMOHHYIO CMECH YITapHUBal
Ha POTOPHOM HMCHAPUTEISMIPH IIOHIKEHHOM [IaBJICHHH,
K octatky nobasisii 800 M1 BOIBI, MPOAYKT PeakLUU
9KCTPArupoBaiu mpem-0yTHIMETUIOBBIM 3(UPOM
(4x150 mi). DoupHBIA SKCTPAKT MPOMBIBATIH HACHI-
meHHbME pactBopamu NaHCO; u NaCl, cymmiu npo-
KaIEHHBIM Na,SO,4 1 yrmapuBaiyd Ha pOTOPHOM HCIIApH-
TeJe MpY NOHMKEHHOM JaBieHuH. OCTaTOK O4MILAIN C
MOMOILBIO0 KOJIOHOUHOW xpomatorpaduu Ha 300 T cu-
mukarens (70-230 memr), UCIIONB3Ysl B KauecTBE IIIO-
eHTa CHavaja netpojierHsid a¢up (T.kum. 40—-60°C), a
3aTe€M ero cMech ¢ atunanerarom, ot 50:1 go 10:1. BeI-

ensileil BOAOW U mepe-
no6asistn 500 mun
SUIM TP KOMHATHOMU

X0, r ¥70%). CnexTpaibHble XapaKTepPUCTUKU H
0 YECKOT0 BpAallleHHs COCAMHEHHs COBIAIH C
MTOJTYICHHBIMU [1].
Crextpst SIMP 'H u "*C pacrBopoB coequnenmuii B
DCIl; momydenst Ha mpubope Bruker Avance 400 c
pabouumu gacroramu 400 u 100 MI'm cooTBeTCcTBEH-
Ho. UK chekTpsl 3ammcaHbl Ha CHEKTPOGOTOMETpe
Vertex 70. Y aenpHOE BpallleHHE ONpPEAEIsIM Ha MOJIs-
pumerpe CM-3 mpu 20+2°C. PacTBOpUTENM CYIIHIN
CTaHJAPTHHIMU METOAMH U IIEPETOHSIIH.

Paboma evinoanena npu gunancosoti noddepaicke
Munucmepcmea necnoeo xozaucmea Pecnyonuxu bena-
pycb. Aemopul O1azodapsam npogeccopa P.M.Kennoeea
(«Syncom B.V.», Huoepaanowt), xomopwlil npursin yua-
cmue 8 00CyHcOeHUU NOTYUEHHBIX Pe3YIbIMAmos.
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