HOJYHNPOAYKTHI VI CUHTE3A COBPEMEHHBIX U
HEPCHEKTUBHBIX IIMPETPONHBIX THCEKTHIIUA0OB

Hukn uccnedosanuti 1989-1994 ze., evinonnennvlx nod pykosodcmeom A.B.Tkauésa:
Tocyoapcmeennvie npemuu Poccutickou @edepayuu ons monoowix yuéuvix 3a 1995 u 1996
200v1, 3010mas meoanv 441 MedscoynapoOoHoil evicmasKku u300pemenut, UCcie008aHull u
npomviunennvix unnogayuti BRUSSELS EURECA'95 (1995).

[MupeTponiHble HHCEKTUIUABI SBISIOTCS OTHUM

u3 Hanbosee 3PPEKTUBHBIX CPENICTB KOHTPOIIS YUCICHHOCTH IR e
BPEIHBIX  WIEHHUCTOHOTMX. MX  HMHCEKTOAKapHIWIHASL e

aKTUBHOCTb 3aBHCHUT OT IIPOCTPAHCTBEHHOTO CTPOEHUS
Mouiekyn. Ilomyuenue nmupeTpougHbIX MHCEKTUIUAOB (1R)-
KOH(UTYpaluu B SHAHTUOMEPHO YHCTOM BUJE MO3BOJAET B

HECKOJIBKO pa3 IMOBBICUTH HUX 6I/IOHOFI/IqCCKyIO AaKTUBHOCTHh U
T

nonynPoaYKTbl ANsA CUHTE3A

YMEHBUIUTL 3KOJOTUYECKYIO0 HArpys3kKy OT UX NPUMCEHCHUA.
NMWPETPOMOHLIX MHCEKTWL

OnuH 13 HauboJee MEPCIEKTUBHBIX OIX00B K ITOJIyUYCHUIO
OITUYECKU AKTUBHBIX HAPETPOUIOB OCHOBaH Ha | (+)-3-kapeu
HCTIOJB30BAaHUU TIPUPOJHBIX XHUPAJIBbHBIX COEJUHEHUN B

KaueCcTBE WCXOJHBIX BEMIECTB M CcHHTe3a. OJHUM U3 TaKUX BEIIECTB SBISICTCS NPUPOIHBII
MOHOTEPIIEHOBBIN YriieBoaopon (+)-3-kapeHa — KOMIIOHEHT CKHUITUAPOB, MOJTyd4aeMbIX MPH MepepadboTke
MHOTHX BHJIOB XBOWHBIX TIOpOJT cemeticTBa Pinaceae (COCHOBEIE).

B pesympraTe naHHOTO WHCCIemOBaHWS pa3paboTaH HOBBIA TOAXOA K ITOCTPOSHHUIO MOJEKYI
MOJTyIPOTYKTOB IS CHHTE3a Ha OCHOBE (+)-3-KapeHa MUPETPOUIHBIX HHCEKTHIIM/IOB B ONTHYSCKU aKTUBHOU
(hopMme, He CBA3aHHBIN C TPUMEHEHUEM TPAIUIIMOHHBIX OKUCIUTENBHBIX CUCTEM:
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(+)-3-kapeH (1R)-nnpeTponaHLIe
MHCeKTULMObI

HoBelif moaxos OCHOBaH Ha WCHOJB30BAHMM PpEAKIUU HUTPO3OXJIOPUPOBAHUS KapeHa s
pacuienyieHus] MIeCTHWIEHHOTO KapOOLUKIa UCXOAHOW MOJIEKYJIbI BMECTO TPaJAWIHMOHHBIX OKHUCIHTEIBHBIX
peaxkuuii. Pa3paboranbl npenapaTHBHO-IpUEMJIEMBIE METOJbl IIONYYEHHs LEJEBBIX COEIUHEHUI, 4YTO
OTKPBUIO IyTH K MOJyYEHHUI0 MPOU3BOAHBIX (1R)-NIMKJIONPONAHKAPOOHOBBIX KHMCJIOT C HCIIOJIB30BaHUEM
MPOTEKAIOUINX B MATKHX YCJIOBHAX MEPErpyniupoBoK y atoma azora (bekmana, ['opmana, Tumana).

KnroueBpIM MOMEHTOM B HOBOM TaKTHKE CHHTE3a SBJsieTCs mpeBpaiieHue oxkcuma 3-(N,N-
AUMETUJIAMHUHO)-KapaH-4-0HA B KETOHUTPMJI C TIOYTH KOJHMYECTBCHHBIM BBIXOJOM IIOJ] ICHCTBHEM
YKCYCHOTO aHTHIpWIA, TPU 3TOM IIENIEBOM NPOAYKT YPE3BBIYANHO JIETKO OTAEISACTCS OT IMOOOYHBIX
MPOAYKTOB peakiuu. JaHHbIH crocod Xopolno macmradupyercs U peanr3oBaH B ONBITHOM ITPOH3BOJICTBE
HoBocubupckoro uactutyTa opranmdeckoit xummu CO PAH:

KETOHUTPUN



IMuperpouanbie 3¢upbl HAa ocHOBe (1R)-mpanc-XpU3aHTEMOBOIl KHUCJIOTHI OTJIMYAET COUYETAHUE
BBICOKOI OMOIOTHYEeCKON aKTUBHOCTH C OYEHb HU3KOH TOKCHYHOCTELIO JUIA MIJIICKOIIMTAOIINX, YTO ACIACT UX
YpEe3BBIYAMHO TEPCICKTUBHBIMU JIJIsi OOpPBHOBI ¢ OBITOBBIMH HaceKOMbIMU. [luperpoumnsie 3¢upsl (1R)-
Mpanc-XpU3aHTEMOBON KUCIIOTHI B 00IIEM citydae mpeBocXoasaT 3¢upsl (1R)-yuc-Xxpu3aHTEMOBON KHUCIOTHI
[0 MHCEKTHUIUIHON aKTHMBHOCTH, OJIHAKO B OTHOIICHUHM HEKOTOPHIX OOBEKTOB (HalpUMep, KOMapoB) OoJee
AKTUBHBIMU OKa3biBatoTCs (1R)-yuc-xpuzanremarsl. [loaToMy pazpaboTka yJoOHBIX crioco0oB cuHTe3a (1R)-
YUC-XpU3aHTEMOBOW KHUCIIOTHI TPEACTaBIsieT HeCOMHEHHBIH wuHTepec. (1R)-yuc-HOp-XIOpXpH3aHTEMOBas
KHCIIOTa SBIIACTCA CTPYKTypHBIM THOpUIOM (1R)-yuc-Xpu3aHTEMOBOH W TEPMETPUHOBOW KHCIIOT.
[lony4yeHHBIE € UCIONB30BAaHUEM TAaKOW KHCIOTHI THPETPOUABI COYETAIOT B ce0e CBOMCTBa Kak
XpU3aHTEMATOB, TaK W 3(PUPOB MEPMETPUHOBOW KHCIOTHI: 1O CBOCH WMHCEKTUIUJIHON aKTUBHOCTH OHU
ONMM3KH K COOTBETCTBYIOIIMM IPOM3BOIAHBIM HEPMETPUHOBOW KHCIOTHL, HO, B OTJIMYMHM OT TOCIETHUX,
3HAYUTCIIbHO MEHEC TOKCUYHBI JJIA pI)I6, YTO ABJACTCA UX BAXKHBIM IIPEUMYIIIECTBOM.

Pazpa6otanbl npocthie M 3¢ deKTUBHBIE CXeMbI OJYUEHHS BCeX TPEX NMPETPOWIHBIX KHCJIOT:

(1R)-yuc-xpusaHTemoBas
KucnoTa

35% (1R)-mpaHc-xpu3aHTemoBas
Kucrnorta

HO %,z  (1R)-yuc-Hop-xnopxpusaHTemMoB as
‘I Kucrora

HoJsyuyeHune a30TcoAepKANMX AHAJOIOB nupeTrpouaoB. OnuH H3 BaXHEHIINX MEXaHHU3MOB
JNETOKCUKALMU TMUPETPOUIOB B OpraHU3ME HACEKOMBIX COCTOMT B THAPOJIM3E€ MOJEKYJIbl IO MECTy
CIOKHOX(UPHON TPYNIHUPOBKHM TIOj neicTBHeM dcTepa3. Paspaboransl  mertombl cuHTe3a (1R)-yuc-
XpU3aHTEeMWIAMHHA — BAXHOTO MPOMEXYTOYHOTO COEAMHEHHUS TpPH TOJyYEHHH a3a-aHaJIOTOB
NUPETPOUIHBIX MHCEKTULUUIOB, TaKUX Kak, Hampumep, (IR)-umc-xpuzaHreMwi-(3-gpeHoxkcudeHn3n)-
HUAHAMU/IA:

=

™~

(1R)-yuc-xpnsaHTeMunamuH
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Taknm oOpasom, B pesynbrarte BbIMOMHEHUS MPEACTABNEHHOrO LUMKIa WccnegoBaHui
paspabomaHa npocmasi, 3ggekmueHasi, Jie2ko Macwmabupyemass cuHmMemuyeckasl
nocsedoeamenibHOCMb, M10380J10WasT nNpespawames NPUPOOHbLIU meprneHosbill y211e8000p00
(+)-3-kapeH ¢ 6bICOKUM 8bIXOOOM 8 UeHHble 6uosio2u4ecKu aKmueHble eeujecmea
nupempoudHo2o psida. Pesynbmambi OaHHOU pabombl Mo2ym Halimu npuMeHeHue e
pasfuyHbix obsiacmsix - Onis1 co30aHusi cpedcme KOHMPOJIsi YUCJIEHHOCMU 8peOdHbIX
HaceKoMbIx, cuHme3a ¢ghapmayeemuyecKkux rpenapamos, MOHKO20 Op2aHU4YeCKo20 cuHmesa ¢
ucnosb308aHuUeM xupanbHbix cyb6cmpamoes.
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