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IIMCBMA B PEJAKLIIUIO

IPOCTOM CHUHTE3 METHJIOBOI'O 3®HUPA .
1-(1,1- JAMETHWJTPOII-2-EH-1-WI)-1H-UH O OJI-3-KAPBOHOBOH
KHCJIOTBI

KiroueBble ¢JI0Ba: WHIOJ, WHIOOJBHBIC aJKAJIOMIBI, pPeakuus YIIbMaHa,
UKITA3ALHS.

[IponsBoaHbIe MHAOMA, COAEPIKAIIE TPU aToMe a3oTa 1,1-TuMeTHInponeH-
2-UNbHBIA (M30MPEHMIBHBIN) QparMenT, IpeACTaBIsSIOT CO00i XOTS U HEMHO-
TOYHCIICHHBIH, HO BECbMa MHTEPECHBIN C MO3UIMHA MEIULMHCKONH XMMHHU KIlacc
MIPUPOJIHBIX COEIMHEHMH, MPOSBIAIONINI pa3HOOOpa3Hble OHOIIOTHYECKHE
cBoiictBa. Cpenn HHUX OOHApy>KEHBI COEAWHEHHUs, O0JaJalolIue MpOTHBOpa-
KOBOH, aHTUI'PUOKOBOH, aHTHOMOTHYECKOH, NPOTUBOBOCTIAJIUTEILHON U aHTH-
BHPYCHOW aKTHBHOCTSIMH [1—4].

IIpocreiimuii npeacraBuTens N-U300PEHUIBHBIX UHAOIBHBIX AJIKAJIOUIOB —
MeTuiaoBeld  3¢up 1-(1,1-gumerunnponen-2-ui-1)-1H-unmon-3-kapOoHOBOI
kucioTsl (1), BBIACTEHHBIM W3 TPUOOB O0a3HIOMHIICTOB Aporpium caryae,
MIPOSIBIISIET BRIPAXKEHHYIO aHTUTPUOKOBYIO aKTUBHOCTH [4]. Kpome Toro, coemnu-
HeHHe 1 CIYKUT CHHTETHMYECKUM TNPEANIECTBEHHUKOM IPYTHUX OHUOJOTHMYECKH
aKTHBHBIX NMPOU3BOIHBIX MHIOJA MPUPOAHOTO MPOMCXOXKICHUS — METHIIOBBIX
aupoB 1-(2,3-guruapokcu-1,1-mumermmponen-2-mwi-1)- u 1-(1,1-mumernn-
2,3-snokcunporneH-2-ui-1)-1H-ungon-3-kapooHoBbIX Kucnotr. HecmoTpss Ha
OTHOCHUTEJIbHYIO CTPYKTYPHYIO TPOCTOTY COEAMHEHHs 1, CHHTEe3 3TOro
COEMHEHHUS IPEACTAaBIACT COOOH HENPOCTYIO 3a/1ady BBHUIY HEBO3MOXHOCTHU
MPSIMOTO BBEACHUS M3ONPEHWIBHOTO 3aMeCTUTeNs B nonoxenue 1 uanona. o
HACTOSIILIET0 BPEMEHH JUIS IMOJYYEHHUS! 3TOTO COCAMHEHHs OBUIO MPEeaioKeHO
IBe "HempsiMble" CHHTeTHYEeCKUE cTpaTeruu. llepBas cTparerusi BKIIIOYAET
5 craguit (cymmapHbId Beixos 60%) M OCHOBaHa Ha TPEIBAPUTEIHHOM IIOJTY-
yeHUHd N-HU30NPEHWINHAOINHA, OKUCIEHUH €r0 B COOTBETCTBYIOIIMI MHAON U
BBEJICHUM METOKCUKAapOOHWJIBHOW TPYIIBI B MOJOXKEHHE 3 Ha 3aKIIOYUTEIIb-
HOM JTarne cuHre3a [1, 2]. Bropas crparerus Bkirodaer 7 cTaawii (CyMMapHBIi
BbIX0A 22%) W OCHOBaHa Ha INpeABapUTEeNbHOM mpeBpameHun N-(1-3Tokcu-
KapOOHMII)3TUIBHOTO 3aMECTHTENA B MHI0JE B N-M30NPEHWIIBHBIA M IOCIE-
JYIOITIEM BBEJCHIHM METOKCHKAPOOHMIHPHOTO 3aMECTUTEIS B mooxeHue 3 [3].

Msl mpemmaraeM HOBBIH NpOcTOil W A((QEKTHBHBIA METOX CHHTE3a
coequHeHHs 1, OCHOBAaHHBIM Ha HCHOJB30BAaHMM OINMCAaHHOIO HAMU HEJaBHO
MeToga cuHTe3a N-3amemeHHbIX |H-MHION-3-KapOOHOBBIX  KHUCIIOT B
pe3yibTaTe KaTanu3upyeMmoi noauaoM Meau(l) BHyTpUMOJIEKYIISIPHON peakIinu
Vinemana [5]. Ilpm KuIsueHUW pacTBOpa OKBUMOJAPHBIX —KOJHYECTB
MeTHioBoro 3dupa  o-hopMui(o-0poMpeHIIT)yKCYCHOW KUCIOTH  (2) |
KOMMEPYECKH JIOCTYITHOTO 1-MeTmnOyTHH-3-MI-2-aMHHA B METAHOJE MBI
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MONTyYMIIH €HaMHH 3, HEOOXOIUMBIN ISl [IUKIIM3AlUHU, U MCIIONB30BaM €ro Ha
crenymomeil cragun 6e3 TOMOTHUTEIHHON OYMCTKH. PaHee MbI OTMEYasu, 4yTo
LUKIN3alUsl €HAaMUHOB, IIOJYYEHHBIX U3 0-pa3BETBICHHBIX MEPBUYHBIX
anudaTnieckux aMuHOB B cTaHgapTHbIX ycioBusix (Cul (5 momp %), K;PO,
(2 9xB.), 80 °C), mpoTeKaeT MeIJIEHHO, MOJHAs KOHBEPCHUS UCXOIHOI0 €HaMHHA
JIOCTUTAETCs 3a MPOJOIKUTENbHOE Bpems peakuuu (10-20 1), mpuyeM BBIXOJIBI
WHAOJO0B He npeBbimaioT 50% [5]. AHanorumyHas CUTyalusi HaOJI0Ianach mpu
IUKIN3AI eHaMiuHa 3, BBIX0 N-HU30IPEeHMIFHOTO HH/I0JIA 4 B 3TUX YCIOBHUSX
He mpeBbiman 36%. YBenuuenue temreparypbl peakuuu g0 140 °C npuseso
JIUIIb K HE3HAUYUTENbHOMY IMOBBIIIEHHIO Bbixoaa 10 50%. Cnenyer oTMETUTD,
YTO TIOJTHAsl KOHBEPCHs eHaMuHa 3 HaOIoJanach yKe M0 HCTedeHWH 4 4 W,
MO-BUJUMOMY, CBf3aHAa TakXe C MPOTeKaHHEeM IMOOOYHBIX TIPOIECCOB C
y4acTHEM TEPMHUHAJIBHOM alleTUIEeHOBOM rpymnibl. CyIecTBEHHOTO MOBBIIECHHS
BBIXO/Ia MHIONA 4 YJAIOCh JOCTUYh MPH UCIOJIH30BAHUM KapOOHATa IIe3Ws B
KayecTBe OCHOBAHHWS C OJHOBPEMEHHBIM yBEIIMYCHHEM TEMIEepaTyphl PeaKIliu
¥ COKpaIeHueM BpeMeHH. B 3ToM citydae 3a 3 4 Mbl HaOIIOAaN TMPAKTHIECKH
KOJINUECTBEHHYIO KOHBEPCHIO HCXOIHOTO coeinHeHus 3 1 0O6pa3oBaHue HHI0Ta
4 ¢ BeIxO#OM 76%.

JanpHeimee 9acTUYHOE THAPUpOBaHWE N-IIPOMAPTUILHOTO HWHIONA 4 ¢
MpUMEHEeHHeM KaTtanuzaropa JluHgmapa mnpuBeno K N-H30IMPEHUIBHOMY
ungoiny 1 ¢ Berxogom 96%.

Taxum 00pa3oMm, B pe3yibTaTe MpPeAIOKEHHOT0 HaMU TO0X0/1a METHIIOBBIN
s¢up 1-(1,1-gumerunnponen-2-uin-1)-1H-unnon-3-kapoonoBoir kuciotel (1)
ObUT IOJTy4YeH B 3 CTaluK ¢ CyMMapHbBIM BbIX0JI0M 73%.
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PearenTnl u yciaoBusi. a. 1-MetunOytun-3-un-2-amud, MeOH, kunsaenue, 3 d;
b. Cul (5 moms %), Cs,CO; (2 3xB.), IM®DA, 140 °C, 3 4, 76% cyMMapHO 1O IBYM
crapusm; c. Hy (1.5 atm), xaranusaTtop Jlunmapa (5 Bec. %), 25 °C, 3 4, 96%.

MetuaoBsiii 3¢up 1-(1,1-mumMeTnanponu-2-ui-1)-1H-ungomn-3-kapooHoBoii
kucJaoThI (4). K pacteopy 0.5 r (1.95 mmoinb) metminoBoro 3dupa o-popmui(o-opom-
(deHnmn)ykcycHoi kuciothl (2) B 15 mi meraHona noGasnsitor B oauH npuem 0.161 r
(205 mkn, 1.95 mmonb) 1-meTunOyTHH-3-MI-2-aMHHA, KHISTAT 3 4, pacTBOPHUTEINb
YIAJSIOT B BaKyyMe, OCTaTOK pacTBopstoT B 8 Mt IM®DA, « pacTBopy D00aBIISIOT
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1.271 v (3.9 mmons) kapOonara mesws, 18.5 mr (0.1 mmons) mogmna mean(l). Komdy
NOMENIAIOT B MIPENBAPUTEIBHO HArpeTyro 10 140 °C macisHyro GaHio ¥ BbIIEPKUBAIOT
IIpH yKa3aHHOM TeMIepaType W WHTCHCHBHOM IlepeMeImnBaHNH 3 4. PeakimoHHYyIO
CMECh OXJIKAAIOT, PACTBOPUTEND YAAIAIOT B BaKyyMe, OCTaTOK PacTBOpsOT B 20 Ml
sTmnanerara, npombiBatoT 10 mu Bogsl, 10 ma 2% pacrBopa HCl, HachleHHbIM
BonHbIM pactBopoM NaHCO;, cymar cynbharom Harpusi, pacTBOPUTEIb YIAISIOT,
ocTaTok xpomarorpadupyloT Ha KosoHke ¢ cumkarenem (0.040-0.063 mm) B cucreme
rekcaH — atwianetar, 20:1. [Toxygaror 0.357 t (76%). becniBeTHas Bs3Kasi )KUAKOCTb.
Cnektp SMP 'H (Bruker Avance-400, CDCl;, 400 MTI'1, craHmapT — OCTaTOYHBIC
MIPOTOHBI JeiTepopacTBopuTens), 6, M. a.: 2.01 (6H, c, Me,C); 2.67 (1H, ¢, C=CH);
3.96 (3H, c, MeO); 7.31-7.37 (2H, m, H-5 u H-6); 7.92-7.98 (1H, m, H-7); 8.11 (1H, c,
H-2); 8.26-8.31 (1H, m, H-4). Cnextp SIMP "“C (Bruker Avance-400, CDCls,
100 MI'm), 6, m. 1.: 29.9 (Me,C), 51.0 (MeO), 73.5 (C=CH), 84.8 (C=CH), 106.8,
113.7, 121.9, 122.0, 122.4, 128.0, 131.2, 135.5, 165.6 (C=0). Macc-cnektp (Finnigan
MAT 90, npsamoii BBOm, 70 5B), m/z (Iyw, %): 241 [M'] (34), 175 [M" —
H,C=C(Me)C=CH] (74), 144 [M' — H,C=C(Me)C=CH — OMe] (100), 109 (46).
Haiineno, %: C 74.71; H 6.29; N 5.77. CsH;5sNO,. Beruucneno, %: C 74.67; H 6.27;
N 5.81.

MetunoBbiii  3¢pup 1-(1,1-mumeTunnponen-2-uj-1)-1H-unnomn-3-kapoonoBoii
kucaoTbl (1). K pacteopy 0.357 r (1.48 mmons) coenuuenus 4 B 20 M1 MeTaHOJA
nobasisiror 17 Mr karanuzartopa Jluamapa (5% Pd/CaCOs;, 3.5% Pb, Acros Organics),
MONMyYCHHYI0 CMEeCh HWHTCHCHBHO IIEpEeMENIMBAlOT B  atMocdepe Boaopona
(mauvanpHoe maBienue 1.2—1.5 atM) 3 u mpu ~20 °C. Karanuszatop oTGHIBTPOBBIBAIOT,
MPOMBIBAIOT  JOMOJHUTENbHBIMH 20 MJI  MeTaHOJia, pacTBOPHI  OOBEIUHSIOT,
pacTBOpUTENF YAAISIIOT B BaKyyMe, OCTaTOK XpOMarorpadupyioT Ha KOJIOHKE C
cumukarenem (0.040-0.063 mm) B cucreme rekcan — stwianerar, 20:1. ITomyuaror
0.345 r (96%). becuperHas Bs3Kasl )KUAKOCTh, TEMHEIOIIAs NTpH XpaHeHHH. [lapameTpsl
crnexkrpos SIMP 'H, ®C n MacC-CHEKTPOB IOJYYEHHOTO COEIUHEHHS 1 TOJIHOCTBHIO
COBMNAAAIOT C OMMCAHHBIMU paHee [4].
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