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CTEPEOXVMMUS ACHMMETPHYECKOLO BOCCTAHOBJIEHUS
(1 $)-1,3-METHLL-4-(1-OEHIID THIMIHO) ITHITEPYIITHA

) Iiccnenonaﬂa crepeoxmvxm acpmvvxerppmecxoro BOCCTAHOBJICHMSI MMHHA, IOy IeH-

. HOro n3 1 3—mmemnrmnepmmaﬂ -4-ona n (8)-a- (bemmsrpmawnna Tlokasano, uTo

" THAPHAHOE BOCCTAHORNEHNUE MMHHA | HATPUIGOPrUAPHAGM B METAHONE SIBJISIETCS. ACHM-
METDPHYECKHM U ITPHBOTMT K 00Pa30BAHUIO LUC- N IPAHC-THACTEPEOMEDPHBIX TTap 1,3 mu-
METHII-4- (X ~(DeHMASTUNAMMHO) IIMTIEPUIMHA B COOTHOWEHHF 3 : 1. IIpH MCroms30BaHMM
HATPHS B U30TIPONMIOBOM CITMPTE HADIORAETCT 00Pa30BAHIE TOIBKO ONHOMN MIPAHC-THUA-
crepeoMeproit napsl. Metonom AMP "H ycrasOBIeHbI NPOCTPAHCTBEHHOE CTPOSHME M
AUMACTEPEOMEPHAS YHCTOTA BBIACJIECHHDIX. ¢ TOMOUIBIO KONOHOURO0 XpoMatorpadums yuc- .
W LPAHC-U30MEPOE 1,3-mimeTHr-4- (O -(he A TIUTAMITHO) ITHTEPUIHHA.

HpOK3BOZIHI>Ie 4-aMUHOTIUTICPHIMAA TIPOSIBIISIOT qpesBannHo “HIMPOKHIA
cIexTp 6no.rlomqec1<on AKTMBHOCTH. Ha HX OCHOBE CO3TAHO OOJBIIOC YWC/IO
JTeKaPCTBEHHHEIX CPENCTE. OCoboe MecTo CPENi IPOM3BONHKBIX 4- aMHHOHI/IlIepHIU/IHa
NPYHAIEXUT BHCOKOI(DGMEKTHBHBIM AHATBICTHKAM.

Jasnrie mo acuMMeTpIyecKoMy CHHTE3Y ONTHYECKH AKTHBHBIX nponsBoz(me
4- aMnHonymepmmHa B JIATEPATYPE OTCYTCTBYIOT. OJJHaKo I/IMZCIOTCSI CBEHEHIY O
DasHOM aHANBTETHYCCKOM 3(h(EKTe ONTHYECKMX WM30MEPOB  TPOMZBOTHEIX
4-avmuonunepummara. Tax, (+)- z;uc—(3R 45)-1-2- Q)eﬂmsrm) 3—MeT1m 4-(N-
derann-N- nponnomrmaMﬂHo)nnnepH;mH aktusHEe (~)-yuc-(3S, 4R) -3HaHTI/IO—
Mepa B 100 pas [1]

M= HAIIIM, YTO BOCCTAHOBJEHHE MPOXHMPATBHON aSOMeTI/IHOBOII rpynnu
(1’ $)-1,3-mamerun-4-(1’ (I)GH]/L‘ISTI/UIHMPIHO)HI/IIIepH:{I/IHa D, s MOJIEKYJIe KO-
TOPOTO IPHCYTCTBYET aCHMMCTPH3YIODMA o-(QEHMIITHIBHHE 3aMECTHTETb
S-KOH(UTYpanuH, TBIFETCH CTEPCOCENEKTHBHBIM. '
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‘B pesyanaTe BOCCTAHOBJICHHU XI/IpaJIbHOI‘O mmuEA | 60pI'H,T_(pHIIOM HanHSI B
METHIOBOM CHHpTE C BEIxomoM 80 %, OpL1 momyuer (17 $)-1,3-mmmermr-4- (1" -ge-
HIUISTHIAMITHO) IAICPUARH, o6pasyiomuiicss B BHIE cmecn uuc- (Ha,6) m
mpanc-(Ila, 0)-I[PIaCT€p€OM€pHI>IX map B coornomenuu 3 : 1. yue- mpanc-In-
acrepeomepanie nmapel (I1a,6) m (I11a,6) pasmesieHBI C HOMOIIBIO . KOJOHOUHOM
xpomarorpaduu Ha oxcupe aymomuans. o manasmM cnekTpockormmu IMP 'H B

yuc-Hape COOTHOWEHWE mmacrepeomepos 1la : II6 cocrasmser 81 : 19, a

obpasyromue - mpanc-napy puacrepeomepst. 1lla - : III6. mpmcyTcTyiOT. B
coorromenmy - 87 : 13. CrenmosaTenbHO, AMACTEPEOMEDHAS UMCTOTA - z;uc— %1
mparic-nap cocrasiaget 62 u 749, COOTBETCTBEHHO. :
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IIpu Boccramopxenmn (1'S)-1,3-mumermn-4- (1" -beruIoTHANMEHO) IHICPY-
amea (I) HATpEEM B M3OIPONUIOBOM CiEpTe ¢ BhixoxoM 709, o6pasyercsa ToisKo
mpanc-nuacrepeomepras mapa (1°S)-1,3-xumermn-4- (1" -dernnsTnaaMuno) mm-
nepumura (I11a,6). Coorromenue auacrepeomepos Illa : III6 cocrasager 35 : 65,
yto cooTeercrsyer onruueckoir wucrore 30%. Hyxwmo ormermrs, uTO
mpeobaanaromuM’ B 9ToM mape seasercs puacrepeomep 1116, xoropsmi mpm
THADPAIEOM BOCCTAHOBJICHHM XMPAXBHOTO UMuHa I 651 MHHODHEIM.

IIpocrpascTBEeHHOE CTpOeHHE yuc- U mpanc-uzomepos (1'8)-1,3-gamerun-4-
(1 -hesm o TAIAMIHO) MIICPUIMHA YCTAHOBJICHO € IIOMOINBIO CHEKTPOCKOIUK
aMP 'H. TIpeobranaromuit yuc-11 apngercs koHdOpPMaNEOBEHO HEOTHOPOIEEM 1
cymecrsyer mpemmyintecrsenHo B (le,3a,4e) KOH(bopmam/m a I MHHOPHOTO
mpanc-11I KoHGOPMANMOHHOE PABHOBECKE MONHOCTBIO CMCINCHO B CTOPOHY
xordOpMEpa € SKBAaTOPHANHGHO OPHEHTHDOBAHHBIMYA 3-METHJIBHOU ¥ " 4-cbenwr-
STHIAMAHOTPYIIAMH.

SKCIIEPMMEHTAJIBHAS ‘TACTB

VK cmekTps! 3anucans! #a cnektpomerpe UR-20. Crextpsr AMP Bl 3aperuCTPUPOBAHB! HA
criexTpomerpax Varian XL-300 i Bruker WM-400 nipir xoMHaTHO# Temuepatype 8 pacteopax CeDsCD3.
Buytpenumit crangapr TMC. XuMudeckue COBHIHM JAHbl B IIKAJIE 0. Macc-crnekTpbl DOJIYUeHBI Ha
cmektpomerpe MX-1321 ¢ npsiMbiv BBOR0M 00pasiia B MOHHbIN MCTOUHMK IIPH TEMIEPATYPE UCTIAPHTENS
150...200 °C u sueprur noHwsaris 70 5B. Yie/sHoe spatienue o6pasmos H3MEPSUIOCh Ha TOJSPIMETPE
EINO-1 5 kopetax [ 0,25 v mpu 20 °C. Tonxocnom-wro xpomaTorpadro NPOBOTFUTH HA FUTACTHIKAX
DC-Alufolien Aluminiumoxid 60 Fasa d)MpMLI Merk B cuCTeMe STH/IAUETAT—TENTAH, 5:1.

' $)-()-1,3-Armernn-4- (1’ -QeHnIs THIMMITHO) mumepumuH (1) NOAYIAIOT IO meroxmxe [2].

yuc- # mpai-zc—,[macrepeomepﬂme paper (1'S)-1 ,3-miveran-4-(1 Q)emmarmammo)nn-
nepymm{a Ia,6 m 111a,6. K OXTAKNEHHOMY 110 0 °C cMecero apaa u costut pacTeopy 3,00 T (13,04 MyoJis)
(=)-(' 8)-1,3-mymeTun-4- (1"~ (bemmsm;mwrﬂo)mmepn;(mia I B 30 MJ1 METAHOJA TP MHTEHCHBHOM
nepeMenMBaHym HeGobiMMu nopipsivu o6asnsot 0,60 r (15,79 Mmons) Harpuitbopruapiza B Tede-
Hpe 15 MuH. PEaknMOHHYI0 CMECh HATPEBATOT 34 30 My A0 KOMHATHOM TCMIEPATYPBI U TEPEMEHIMBAOT
emie 2 . MeTano.a yrapHsaiT B BAKYYME, K OCTATKY nooaa neE0T 15 MII BOTBE TS PACTBOPEHES COeE 11
aaTem 2 M § H. BoxHoro pactsopa NaOH po pH 10. C)KCTpampvxor srbyrpovx (4x10m1), o6bemAHeHHme
OPraMMUECKME BBITSKKM TOCHEHOBATENLHO IPOMBIBAIOT 5 MI BOTBL, 5 MJI  HACHIIIEHHOTO BOFHOTO
pacrsopa NaCl, cywart Na2SOs. Pacrsopurens ynépHBmOT B Bakyyme. Ocratox (3,07 r) Hawocar Ha
KOJIOHKY, 3aII0JHEHHYIO OKCHIOM ANIOMHHMS. DJIIOUPYIOT CHCTEMOMN sTHTAUCTAT—rEmTaN, 5 : 1.
Xpomarorpaduaecku omHopomrbie Gpakim o0semuusior. [Homyuator 1,81 1 yue-nmuacrepeomMepHoit
napst (1’ $)-1,3-mumernn-4- (1’ -Gemusriiamuno) nunepuansa II s suge Gecuserroro macna ¢ Ry 0,6
u 0,61 r mpauc-mfacrepeomepuoﬁ napst III B BUIE 6epusemoro macaa ¢ Rf 0,25. Ofmuit BsIxOX
(1’ 8)-1,3-mumermn-4- (1’ -benusriviamuuo) numepuguna 80% . CooTHOmMERME Yuc-HIPAHC-U30MEPOB
IL: I cocrasaser 3 : 1. ‘ - ’

uuc-macrepeomepaas napa (11a,6): [a}o® 56,2° (¢ 7,2 BGensone). Macc-criextp: M ¥ 232. Masm
232. Cnextp [IMP: 0,94 (3H, n, /=7 I'u, 3-CH3), 1,03 (3H, x, /=7Tu, 3-CH5). 1,20 GH, 3, /=7 T,
CH(CH3)CgHis), 1,22 3H, 1,7 =7 ['u, CH(CH3) CsHs) , 2,01 (3H, ¢, N—CH3), 2,06 (3H, ¢, N—CH3),
3,72 (14, k8, J=7Tu, CH(CH3) CéHs) ,3,90 (1H, B, J =7 'y, CH(CH3) C6Hs), 7,05...7,25 m. 1. (5H,
M, CI—I'(CH:;)Q@LI;) . ,[[PIHPIKpaf.- Tux 210...211 °C (u3 osraunona). Haimewo, %: C 46,37, 46,23;
H 4,47, 4,45; N 16,42, 16,45. C15H24N2 - 2CsH3N307. Bomuucieno, %: C 46,96, H 4,38, N 16,23.
Cootsomenue muacrepeomepos 1la : 116 cocrasasier 81 : 19. Xuacrepeomepras uuctora 62%.

mpanc-JpacTepeoMepaas 5apa (Ilfa,6): [@]p® 10,8° (c 5,1 B Gensone) . Macc-cnexrp: M ' 232.
Mssm 232. Criextp TIMP: 0,89 (3H, 1, J =7 Tu, 3-CH3), 0,96 (3H, 1, J =7 'y, 3-CH>5), 1,20-(3H, 1,
J=17Yu, CH(CH3)CsHs), 1,21 3H, 1, J=7 Tu, CH(CH3) CeHs), 2,03 (3H, ¢, N—CH3, 2,07 (3H,
¢, N—CH3), 3,76 (I1H, ks, J = 7 Tu, CH(CH3) CsH3), 3,87 (1H, k8, J =7 I'y,_CH(CH3) CsH5),
7,00...7,32 M. n. (§H, m™, CH(CH3QH&) Coomomemxe ;xpxa(:Tepeomepos IIIa 1116 cocrapasier 87 13.
Huactepeomepuas uncrota 74%.

mpanc-nacrepeoMépras gapa (1'S)-1 ,3-auMeTHT-4- (1 - q:remzmamﬁammo)mmepu;uma
(IiXa, 6) K MHTEHCHBHO nepeMemMBaewom cycrenzuin 1,05 F (45,65 MMOJIB) MESIKOIHCICPCHOTO METAI-
JMYECKOTO HATPUS B CYXOM Gensone (40 M1) MOGABNSIOT M0 KATUTAM B TeYeHue 20 mu pacrsop 3;00r
(13,04 mmonn) (178)<1,3-mumeriin-4-(1" “dermvusriumMuHo) nunepuamsa I B CMECH U3OIPOIMIIOBOTr0
cnupra 1 cyxoro Sessona (60 my, 1 : 1). Peaxumomnyo, cMecs Kummsitar 3 .4, poGasmsmor- 10w
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H3OMPOIFUIOBOLO CIIMPTa M XUngTaT eme | 4. Oxnaxxmaior, paCTBOpUTeS s YIapHBAIOT B BakyyMe. K
ocTaTKy m06ansior 15 MU BOmbl, SKCTparupylor sdupom (4 X 10 ). O6beTHHEHHBIE OPTAHMYECKUE
BBITSKKM IIPOMBIBAIOT § MJI BORSI M 5 MJ1 HackleHHoro Boaxoro pacrsopa NaCl. Cywar NazS04. ddup
OTFOHSIOT B BaKyyMe. T10CHe OIMCTKH CBIPOTO MPOKYKTA PEAKHMM HA KOJOHKE, 3AMTOIHEHHON OKCHMOOM
AMOMMHUS, HOAy4aroT 2,12 v (70%) mpanc-nuacrepeomepnoit napsl (1'8)-1,3-oumerii-4-(1'-de-
HUNSTUNAMMHO) memepumysa (I11a,6) B Bune Gecusernoro Macna. Rr0,25. UK criextp (B TOHKOM crioe):
3300 et (N—HD). [ot]D20 66,1° (c 6,8 B Genzone). Macc-CexTp: Mt 232. Mguy 232. Cnextp IIMP:
0,90 (3H, m, J =7 T'u, 3-CHz), 0,97 GH, 5, /=7 Tu, 3-CHzs), 1,20 (3H, g, J/ =7 I'u, CH(CH3) CsHs),
1,22 (3H, g, J =7 T, CH(CH3) CsHs), 2,03 (3H, ¢, N—CH3), 2,07 (3H, ¢, N—CH3), 3,87 (1H, ks,
J =17 Tu, CH(CH3)CsHs), 3,94 (1H, xs, J =7 I'u, CH(CH3)CsHs), 7,20...7,40 M. 1. (5H, M,
CH(CH3)CgHs). Cooruomenue nmactepeoMepos ITIa @ III6 cocrasnser 35 : 65. duacrepeomepuas
gucrora 30%. '

Patoma evinonnena npi noddepxke Poccuiickozo ponda pyHdameHmanoHplx
uccaedosanuli, epanm Ne 95-03-09340a.
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