N30bpeTeHne OTHOCWUTCS K HOBbIM coeduHeHusiM. CoeduHeHVs HacToswero usobpeTeHus nodaBnsoT
AelcTBre pepmeHTa NIMNOKCUreHasbl, U NPUMEHVMbI ANs fieYeHns nnv obneryeHnsi CUMMTOMOB BOCMaMTENbHbIX
3aboneBaHwi, anneprum n cepaevHo-cocyamucTbix 3aboneBaHwin mnekommMTaowmx. Kpome Ttoro, m3obpeteHue
OTHOCUTCH K CoAepXXaLyM Takvne coeanHeHnst hapMaLeBTUHECKM KOMMO3ULMSIM.

ApaxvugoHoBasi KMUCIOTa, Kak M3BECTHO, SBMsSeTCs BMOMOorMyeckMM npelecTBEHHUKOM HECKOMbKMX rpynmn
B1onorMyeckn akTMBHbIX 3HAOrEHHbIX MeTabonuToB. NepBbiM 3TanoMm B MeTabonm3me apaxvgoHOBOW KUCHOTHI
ABnsieTCs ee BbleneHne M3 MeMOpaHHbiX dochommnuaoB nog AenctemeMm docdommnasel A2. 3atem
apaxugoHoBasi KMCnoTa noAasepraetcd metabonvamy nubo nod AeNcTBMEM LMKINOKCUreHasbl ¢ 0bpasoBaHvem
npocTarnaHguHoOB, B TOM 4uCrie M MpoCTauuKiMHa M TpombokcaHoB, bo mod AeWCTBMEM FMMOKCUreHasbl C
o6pasoBaHMeM XUPHbIX FTMOPOKCUMNEPOKCUKMCIIOT, KOTOPbIE Aaree MOryT ObiTb MpeBpaLleHbl B IENKOTPUEHDI.

JlenkoTpreHbl SBMASIOTCS  Ype3BblYalHO  aKTMBHBIMW  BeLlecTBaMu, MPOSBASOLWMMK  BMOMOrM4eckyto
aKTMBHOCTb B LUMPOKOM AManasoHe, YacTo B OT HaHOMOIISIPHOrO A0 MMKOMOJISIPHOrO MHTepBara KOHUEeHTpaLuui.
MenTtuponerikotpueHsl (JITC4, JTTO4, JTTE4) ABAAOTCS BaXKHbIMU CYXXUBaOLLWMMM BPOHXM 1 cocyAbl BELLeCTBaMu, U
KpOMe TOro Bbi3blBalOT TPAHCCYAALMIO Ma3Mbl 3@ CHET MOBbILLEHWS NPOHMLLAaEMOCTH kanmnnsapoB. JTTB4 sensetcs
3(PPeKTVBHBIM XEMOTAKTU4ECKMM areHTOM, YCWIMBAOLMM MPUTOK FEVWKOUMTOB W WMHAYLMPYIOLUMM KX
rocriegylollee gerpaHynupoBaHue B MecTe BocraneHwus. MNMatodusnonornieckas ponb NeVKOTPUEHOB BbiSBMEHA
B Lernom psigy OornesHeHHbIX COCTOSHWIA YerioBeka, B TOM 4ucre acTMbl M POACTBEHHbIX 3aborneBaHuin c
abcTpykuuen gbixatenbHblX NyTew, annepruieckoro puHUTa, peBMaToMgHOro apTputa a nogarpel, ncopvasa u
aTtonuMyeckoro gepmartirta, pPecnMpaTtopHoro AucTpecc-cuHgpoma B3pocibix  (PACB), BocmanmmMTenbHbIX
3aboneBaHwi KulweyHuka (Hanp., 6one3Hn KpoHa), 9HOOTOKCMHOBOIO LLUOKa, arepockrnepo3a W CcepaeyHo-
COCYAMUCTbIX HapylieHu (Hamp., MHAYLMPYEMOTO MLEeMWeNn MOBPEeXAeHUss Muokapda) M rroMepynspHoro
HedpuTta. Oxwnpgaetcsd, 4to mMoboe CpeAcTBO, ModaBnsiollee [EWCTBUE fUMOKCUMreHasbl, OydeT wmeTb
3HaYUTENbHYO TepaneBTUYECKYIO LEeHHOCTb ANS fleYeHUst OCTPbIX Y XPOHUYECKUX BOCMANMUTENbHbIX COCTOSIHUNA.

O630pHyto cTaTblo Mo UHrMbKUTOpaM nurnokcureHasel cM.: H. Masamune u L.S. Melvin, Sr. Annual Reports in
Medical 1989, 24 cnh. 71-80 (Akagemuk). Heckonbko no3gHee B nateHTax EP 0 462 830, A2, EP 0 505 122 A1 n
EP 0540 165 A1 packpbiTbl 4ONOMHUTENbHbIE MPUMEpPbI MHIMOUTOPOB MNMOKCUreHasbI.

KpaTkoe onvcaHve n3obpeteHus.

HacTosilee n3obpeTeHne OTHOCMTCS K HOBbIM XMMUYECKUM COeAMHEHUAM criegytoLen hopmynel |:
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1 nx dpapMaLeBTUYECKN MpUemMremble conu, rae

Ar npefactaBndeT reTepoLMKIMYECKUA pagukan, BblOpaHHbI M3 Tpynnbl, BKIIOYAOLWEN: MMMOA30nun,
nupporvn, mmpasonun, 1,2,3-tpuasonun, 1,2,4-Tpyaszomun, MHOOMMI, uHaasonun, 6eH3MMmnaasonun, KoTopbIn
MPUCOEAVMHEH K X' Yepe3 aToM a3oTa LKA Y KOTOPbI BO3MOXKHO 3aMeLLEH OfJHUIM WM ABYMSi 3aMeCTUTE MMM,
BblIOPaHHbIMU M3 rarnoreHa, rmapoKCUrpynnel, LuaHorpynnbel, amuHorpynnel, C1—Cs-ankuna, C1—Cy-ankokcurpynmbl,
C1—Cs-ankmnTrorpynnel, ranoreHsamelueHHoro C+—Cg-ankuna, ranoreHsamelueHHon C1—Cg--ankokcurpynna, Ci—
Cys-ankunamuHorpynnel v an-(C1—C4)3nKunaMmHo-rpynnl,

X npeAcTtaensieT NpocTyio cBsA3b unn C1—Cas-ankuneH,

Ar? npeacTaBnsieT heHUneH, BO3MOXHO 3aMeLLEHHbIN OJHUM WM ABYMS 3aMEeCTUTENSIMM, BbIGPaHHBIMI 13
rarnoreHa, rvMapoKeurpynnbl, LUWaHorpynnel, amwuHorpynnbl, Ci—Cs-ankuna, Cq—Cy-ankokourpysnbl, C1—Ca-
ankunTuorpynnel, ranoreHdametteHHoro C+—Cgs-ankuna C1—Ca-ankokcurpynnbl, 3ame LLEHHON ranoreHoMm,

X2 npeactasnset rpynny -A-X unm -X-A, rae A — npoctas cBsdb unm C1—Cg-ankmneH n X npegcrasnset
OKOMrpyHAy, TMorpynny, CynbUHUN UK CyNbdOHWN,

Ar’ npeactaenseT dewnrneH, NUpUauneH, TMeHUNeH, dypUaeH, OKCasosnMMeH UMM TMa3onmnieH, BO3MOXHO
3aMeLUeHHbI OQHUM UMW ABYMS 3aMecTUTENsMW, BbIOpaHHbIMW M3 rarnoreHa, rmgpoKCUrpynnbl, LuaHorpynmel,
amuHorpynnel, C1—Cgs-ankuna, Ci—Cgs-ankokcurpynnbl, C1—Cys-ankuntnorpyHnel, ranoreHsamelleHHoro C1—Cgs-
ankuna, raroreH3ameLLeHHOM C1—C4-anKkokcnrpynnl, C1—Cys-ankunamuHorpynnol " aun (Ci—
Cs4)ankunamuHorpynnel,

R' 1 R? kaxabiit npeacTaBnsieT C1—Cq-ankun unm BMecTe oHn o6pasyioT rpynny — D'-z-D%-, koTopasi BMecTe ¢
YIMIEpPO/IOM, K KOTOPOMY OHa MpUCOeAVHEHa onpeaensieT uukn ¢ 3-8 atomamu, rae D' v D? - C+—Cy-ankuneH n z
MPeACTaBnsieT MPOCTYIO CBSI3b, OKCUIPYMMy, TUOMPYMNY, CyNbUHMA, CynbdoHUN umm BuHuneH n D' u D? moryT
6bITb 3amelleHbl Ci-Cs-ankunom u Y npeactaenset CONR3R4, CN, COOR3, COR3 unm CSNR3R4, rae R3 n R4
Kaxapivi npeactasnseT H nnm C1-Cy-ankun.

MpeanoytntenbHoe  3HaveHwe And  ramoreHsameweHHoro  Cq-Cg-amkuna —  TpudtopmeTmn 1
npegnoyTnTenbHoe 3HadeHne ansa Cq-Cs-ankokcurpynmbsl — TpudTopMeToKCUTpYMna.

MpeanoytnTe NbHas rpynna COe[MHEHUIN HacTosILLEero M3obpeTeHns BkIloYaeT coeduHeHust opmynel |, roe
AP - 1,4-cbeHuneH n Ar’® -1,3-pbenuneH unu 5-pTop-1,3-peHuneH. B pamkax npeanodtMTensHoe rpynnbl
0C0BeHHO NpeanoyYTUTENbHBI COeAUHEHNS, B KOTOPbIX:

(1) Ar' - 2-arkunumugasonun, X' - npocTasi cesisb u'Y -rpynna CONHz 1

(2) Ar' - rupporwmn, X' - rppynna CHz Y - rppynna CONH;.

YKkasaHHble COeAVHEHVS MPUMEHWMbl Ans  JfledeHnss unm obrnerdyeHwss CUMMMNTOMOB BOCMANMUTESNbHbLIX
3aboneBaHve, anneprum unuM cepaevHo-cocyamcTbix 3aboneBaHne MIeKornMTalLWMX U B KavyecTBe aKTUBHbIX
KOMTMOHEHTOB MPYMeHUMbI B hapMaLleBTUYECKUX MpenapaTax A4fis NleYeHns Taknx COCTOsHME .

MoppobHoe onucaHne n3obpeTeHust

CoegvHennss copmynbl | v ux  hapmaueBTMHECKM MpuemnieMble COnv  MOryT ObiTb  MOMyYeHbl
pasHoobpasHbiMnm MeTodamu. K npumepy, coeamHeHuss oopMyrnbl | monyyaloT peakumsmu, UNmocTpupyembiMm
cxemon |.
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B ogHom u3 BapuaHTOB coeduHeHve dopmyrbl I, roe Q - 3amellgemasi rpynna, BCTymaeT B peakuuto
coyeTaHuss C coeguHeHuem dopmysbl Il B mpUCyTCTBMM MpUEMSIEMOrO OCHOBaHWsl. Bo BTOpoM BapuaHTe

coegvHeHve dopmynbl Y, rae Q - 3amelwaemas rpynna, BCTynaeT B peakuuio COYeTaHusi C CcOoedMHEHVEM
dopmynel [V B npucyTcTBUMM OCHOBaHus. [Npuemnemas 3amelwgemas rpynna Q npegcTtaBrieHa ranoreHoM wumm
CYIbQOHUMOKCUIPYNMon, Hanpumep: hTOPOM, XIopoM, GpoMoMm, oaoM, TPUDTOPMETaHCY bOHUIIOKCUrPYMMOH,
MeTaHCyb(OHWUMOKCUrPYNMOA MM N-TOMyONCYNbOHWUIIOKCUIPYNMON, KaXKAaasi M3 KOTOPbIX ferko AocTynHa
06bI4HBIMM MeTodamn. PekoMeHOyeMble AMs peakumn CoYeTaHWsi OCHOBaHWS BKIOYAOT, Hanpumep: rmgpokcuael,
ankokcuabl, kKapboHaTbl Unu rMapvabl LWEMOYHbIX UM LUeNOYHO3EeMEeNbHBIX MeTansoB, Harnpumep: rMapokcug
HaTpus, ragpokcug Kanus, MeTOKCMA HaTpusi, 9TOKCuA HaTpus, TpeT-OyTokcwua HaTpus, kapboHaT HaTpus,
KkapboHaT kanus, TMAPWA  HaTpus WM TWAPOKCWMO —Kanus, WU amuH, HampuMmep: TPUITUMaMuH,
AVM30MPONUIdTUNAMUH UM OUMETUNaMUHO NMPUAVH. PekomeHgyemble, WHEpPTHble B YCMOBUSX peakuuu
pacTBOpUTENM  BKIIIOYAKOT, Hampumep: aueToH, aueToHuTpun, Aauxnopmetad, N,N-gumetundopmamug,
AvmeTuncynbgokcua, AuoKcaH u TeTparmgpodypaH. TemnepaTtypa peakumn MpearnoyvTUTeNbHO HaxoauTcs B
MHTEpBarne OT KOMHaTHOe TeMrnepaTypbl 40 TeMnepaTypbl KUMeHWs pacTBOPUTENS, HO MOTYT ObITb UCMOSb30BaHbI
n 6Gonee Hu3kme wnm 6Gonee BbicOkve TemnepaTtypbl. Peakumto ygoGHO npoBoAuTe B MPUCYTCTBUM
COOTBETCTBYIOLUErO  KaTtanu3aTtopa, Hanpumep: TeTpakuc-(TpudeHundocduH)nannagus, xrmopuga 6uc
(TpudbenunndocdurH) nannagms (1), okcupa meau (1), vognpa meam (1), Gpomnaa meaum (1) nmm xnopuaa meam (1).
MpoaorrKUTENLHOCTL peakumn, Kak NPaBmmo, OT HECKOSbKMX YacoB 40 HECKOMbKMX AHEN.

Kpowme Toro, coeguHenne dpopmynbl Il (um dpopmynel V), rae Q -rugpokeumn, A — C1-Cy-ankuneH, Hanpumep,
MeTUINEH, BCTyMNaeT B peakHNio coveTaHns ¢ coeamHeHnem dopmynsi |1 (umm doopmynsl 1V) B ycnoBusx peakumm
TMna peakbinv MuTuyHoOy (Mitsunobu).

K npuemnembiM KOHOEHCUPYIOLMM areHtam OTHOCHATCH, Hampumep: Auatunasogukapbokcunmat u
TpudpeHnndocdrH, 1 npuemnemMble, UHEPTHbIE B YCIIOBUSIX peakuunM pacTBOPUTENM BKIHOYAOT: AUXIOpMEeTaH,
TeTparngpodypaH M Tonyosn. TemnepaTtypa peakumn npegnoyTutenbHO Haxoautcs B umHTepsane ot 0°C go
KOMHaTHOM Temneparypbl, HO NP1 HE0H6XOAMMOCTU MOTYT BbITb MCMOMNb30BaHbI Bonee HU3kne unn 6onee BbiCOkMe
Temnepartypbl. [TPOAOMKUTENBHOCTb peakLmn, Kak NpaBuIio, OT HECKOSbKMX MUHYT 40 HECKOIbKMX 4acoB.

Ons nonyyeHus Tex coeauHeHve OopMyrbl |, B KOTOPbIX X -CyNMbMUHUM UMN CYMbGOHUN, COeaUHEHue
dopmynel |, rae X - Tuorpynna, mMoxeT OblTb OKACHEHO OOblMHbIMM MeTogamu. [puemnemble okucnmTe
BK/IOYAIOT: MepeKkMcb BOAOPOAA, HAAKWUCIIOTbI, HaMpuUMep: M-XIIOPHaAOEH30MHY WM HagyKCYCHYIO KWCIIOTbI,
nepviogar HaTpus WM nepokcucynbdathl LIEMOYHbIX MeTamnmnoB, Hanpumep, MepoKCUMOHOCYMbdaT HaTpus.
PekomeHayemble, MHEPTHbIE B YCOBUSX peakumn pacTBOPMTENIN BKIIKOYAIOT: aLeToH, AUXIIopMeTaH, X1iopodopM,
TeTparngpodypaH uim Body. Temnepatypa peakuuu npegnoyTuTeNbHO Haxogutcs B uHTepsane ot 0°C go
KOMHaTHOM Temneparypbl, HO NP1 HE0H6X0AMMOCTU MOTYT GbITb MCMOMNb30BaHbI Bonee HU3kne unn 6onee BbiCOkVE
Temneparypbl, MPOAOIPKUTENbHOCTL peakLy, Kak MPaBuiio, OT HECKOMNbKUX MUHYT 40 HECKOIIbKMX 4acoB.

UcxopHele coepuHenuss copmyn I, 1, IV n V Moryt 6biTb CHMHTE3WPOBaHbI OObIYHBIMW, W3BECTHLIMU
crneuymannctTam mMeTodamu, U3BECTHble COeAUHEHWUS MOryT ObiTb MonyyeHbl Mo OnybrMKoBaHHbIM MeToAaukaMm, a
aHarnory n3BecTHbIX COeAUHEHNe MOryT ObiTb NOSy4eHbl MO aHaNorM4YHbIM MeToAMKaMm.

CoeawnHenus cdpopmyn 1, 11, 11l IV 1 V moryT ObiTe BblAeneHbl CTaHAapTHIMU METOAaMMN N UX OYUCTKA MOXET
ObiTe  OcywecTBrieHa OObIYHbIMKW, W3BECTHbIMWM CheuManMcTaMm CpeacTBamu, Hanpumep: MeperoHKown,
KpucTannusauven n xpomaTtorpaduieckuMmm metogamu.

CoeavHeHnss HacTosiLero usobpeTeHusi, codepXalme OOWH WM HECKONbKO acMMMETPUYECKUX LEeHTPOB,
MOTYT CyLLEeCTBOBaTb B pa3nunyHbIX CTepeon3oMepHbIX dopmax. Bce Takme nHameumayanbHble opMbl U X CMECH
BKITIOUYEHbI B 06beM n300peTeHns. PazHoobpasHble n3omepbl MOryT ObiTb MoMyveHbl cTaHaapTHbIMKM MeTogamu. K
npumMepy, pauemudeckne cMecu MOryT ObiTb pasgerieHbl Ha WHAMBUOYaNbHble 3HAHTWOMEPHI CTaHAAPTHBIMM
meTodamu pasgenenus. MHaouveupyanbHble AuactepeoMepbl MOryT ObiTb MOMyYeHbl CTepeoceneKTMBHbIM
CUHTE30M W pasgerneHneM cMmecein ppakLMoHHON KpucTanmsaumen unm xpomatorpadmyeckumm Metogamu.

MockornbKy coeamMHeHUs1 HacToSALWEero n30bpeTeHns ABNATCS COeAUHEHUSMM OCHOBHOIO XapakTepa, BCe OHU
crnocobHbl obpasoBbiBaTh Mpu o6aBrneHNM KUCIOT camble pa3HooOpasHble KUCMOTHO-adAMTMBHBLIE COMM C
HEOpraHM4eCkKUMM U OpraHM4eckumMmn kucrotamu. KucrnoTHO-agaMTMBHbIE COMM HOBbLIX COEAUHEHWE OAaHHOro
n3obpeTeHnss nerko o06pasyloTcA MpU  KOHTaKTMPOBAaHUM COEAVHEHUst C BblOpaHHOE MWHeparibHoe WM
OpraHM4ecKkon KUCMOTOW B BOAHOMW PacTBOPSIOWEN cpede WM B MpMEMIIEMOM OpraHudeckom pacTBopuTerne,
Hanpumep: MeTaHone wunu aTaHore. LleneBas TBepAasi coflb MOXeT ObiTb 3aTeM MoflydyeHa OoCaXAeHWem unm
OCTOPOXHbIM UCMApeHeM pacTBOPUTESS.

KucnoTbl, npumeHsiemble Ond MofydyeHus dapmaueBTUYeCcKM MpUMeMneMblX KUCIOTHO-a4AUTMBHBIX CONen
BbILLIEYNOMSIHYTbIX COEAMHEHUI JaHHOIo U3obpeTeHus, SBMSIOTCS KMCNOTaMu, 00pasyoLLMMN HETOKCUYHbIE CONK,
Hanpumep: rugpoxnopug, rugpobpomua, rugpogoava, HUTpar, cynbdar, aueTat, dpymapat, TapTpar, CyKuuHar,
mariearT, rniokoHaT, caxapat, 6eH3oaT, MeTaHCcymbdoHaT, 6eH30CyNbdOHaT, N-TOMyoICynbdOHaN 1 naHoar (T.e.
I,I'-meTnneHbuc (2-rmgpokcun-3-Hadptoar)).

CoegvHeHnss wn3obpeTeHusi, uMeloume TakKe KWCIOTHble T[pynnbl, CMocobHbl 06pasoBbiBaTb COMM C
OCHOBaHWAMM Mpy Jo6aBneHnn pazHoobpasHbIX hapmaleBTUHECKN NPUEMIIEMbIX KAaTUOHOB. [Npumepbl NoA06HbIX



corew BKMOYAOT COMM C LUEMOYHbIMW MeTannaMn Uan LWeroyYHo3eMerbHbIMY MeTannaMmu, B 4acTHOCTW, COMM
HaTpua n kanmsa. Takme comm nonyvatoT obblyHbIMM MeTogamun. K XMMUYECKUM OCHOBaHWAM, MPUMEHSIEMbIM B
KayecTBe peareHToB Mpu MoNy4YeHun apmMaueBTU4EeCKM MPUEMIIEMbIX CONlell C OCHOBaHUAMM [LaHHOro
n306peTeHnsl, OTHOCATCA OCHOBaHUs, 06pasyloLme HETOKCUYHbIE COMNU. TakMe KOHKpPEeTHble HETOKCUYHblE COMM C
OCHOBaHMAMM BKIIOYAIOT conu, obpa3oBaHHble C Takumu hapMaueBTUHeCKUn MpueMremMbiMU KaTvoHaMu, Kak
KaTVOHbl HaTpusi, Kanus, Kanbuus, mMarHua u T.4. Takme comm MoryT ObiTb Nerko nofyvyeHsl o6paboTkoto
BbILLEYNOMSIHYTbIX COeAMHEHUM BOAHbIM PacTBOPOM, COAepXalmMm LeneBow dapMaueBTU4eCKn npuemneMbii
KaTVOH C MOCreayllWyMM WCnapeHueM Mofly4eHHOro pacTBopa Aocyxa, NpegnoyTUTeNbHO MPU MOHWKEHHOM
AasrnieHun. inm xe Takue comm MoryT GbITb Takke MoMyyYeHbl CMeLLVBaHWEM pacTBOPa KUCIIOTHOMO COeAVNHEHWS B
HM3WEeM ChMpTe C MOMEBbIM arnkoKCMAOM LUENOYHOro MeTanna C MoCredylolyM MCNapeHWem MoslyYeHHOro
pacTBOpa AoCyXa B BblLLeyKa3aHHbIX YCroBusix. B o6oumx criydasix pekomeHayT NpUMeHsTe CTeXuoMeTpuyeckme
KOnM4ecTBa peareHToB C Lerbto obecrneveHns NonHOTLl peakuum 1 MakcumaribHOro Bbixo4a LieneBoro npoaykra.

CoevHeHVss HacTosLEro u3obpeTeHVs MOAaBMsAOT aKTMBHOCTb depMeHTa S-nurnokcureHasbl. Takoe
rnogasnieHve MoxeT OblTb MOkadaHo in vitro, B aHanuM3ax ¢ NpUMEeHeHWeM Haxogsawmxcs B GPHOWHON MOMoCTM
kpbicbl (BIK) kneTok (Japanese Journal of Inflammation, 1987, 7, 145-150) n renap1MHU3npoBaHHON MOHON KPOBU
yenoseka (MKY) (Br.J. of Pharmacol., 1990, 99, 113-118). B 06oux aHanu3ax onpeaensioT BfAUAHUE YKa3aHHbIX
coegvHeHne Ha MeTabormaM apaxvMgoHOBOW KUCMOThI. [loka3aHo, YTO BCe COeOMHEHWS HUKecreOytoLmx
NPYMEPOB, UCTbITaHHbIE B BbILIEYNOMSHYTbIX aHamm3ax, obnagatT 3 deKTMBHOCTbIO B MOAaBIEHUM aKTUBHOCTM
mvnokeureHasbl. OTAeNbHblIE pekoMeHayeMble coeanHeHNs fokadamnm Hu3kue BermyunHbl UKso B nHTepsane 0,01-
1MkM OTHOCUTENBHO aKTUBHOCTM JIMMOKCUIeHasbl.

CrocobHocTs coeauHeHUM HacToslero usobpeTeHus ModaBnAaTb epMeHT FNUMOKCUreHasy genaeT WX
none3HbIMU B PErynMpoBaHMM CUMMTOMOB, MHOYLMPYEMbIX 3HAOMEHHbIMM MeTabommTaMu, BO3HUKaOLWMMKN NPy
MeTabonmame apaxmaoHOBOW KUCIO Tl y MIeKomMTaroLLmMX, 0COBeHHO y Yernoseka. Bcrneactaue atoro coegnHeHust
npeacTaBnsAloT LUEHHOCTb AN1F NpounakTMkM n nedveHns Tex Oone3HeHHbIX COCTOSHWN, MobyauTebHbIM
(haKToOpOM KOTOPbIX SBMSETCA HaKomnneHWe MeTabonUTOB apaxuaoHOBOW KWCIIOTbI, Hamp.. annepruyeckoe
BGpoHXxManbHoe acTMbl, KOXHbIX HapyLLEHWUI, peBMaToMOHOrO apTpuTa U ocTeoapTpuTa.

CoeavHeHus HacTosiwero n3obpeteHus 1 nx papmaueBTMHECKM NPUEMIieMble COMNM MOMe3Hbl, B YacTHOCTY,
ANd fievyeHus unm obnerdyeHnst CUMMTOMOB BOCManmMTeNbHbIX 3aboneBaHre Yenoseka.

Ona neyeHus pa3fMyHbIX BblleyKka3aHHbIX COCTOSIHUA COeAMHEHUS U UX hapmaueBTUYECKM MpueMrieMble
comm MoryT ObiTb BBedeHbl YerioBeky B 4YMCTOM BWAE WM, YTO MpegnoyTuTenbHee, B COYEeTaHUM C
hapMaLeBTU4EeCKM MpUEMMEMbIM HocuTeneMm wuim pasbasutenem B Buge apmMaueBTUHECKON KOMMO3MLMW,
NPUroTOBfIEHHOE COrfacHoO cTaHgapTHoe hapmaueBTuyeckon npakTuke. CoeduHeHWs MOryT ObiTb BBeEHbI
nepoparbHO 1N napeHTepansHO 06bIYHBEIM 0B6pasom.

Mpv BBEOAEHWNIN COEANHEHNIN YETIOBEKY C Liefbo NPOMMIaKTMKL Unn fieveHuns BocnanmTensHoro 3abonesaHus
nepopanbHasi gosa 6yget B uHTepBane 0,1-10Mr Ha kr Beca Tera rnogfiexallero neyeHuo cybbekra B AeHb,
npegnoytmtensHo 0,1-4mr/kr B OeHb €©AWHCTBEHHOW WMM pasgenbHbiMM  go3amu. Ecrm  xemnatenbHo
napeHTepanbHoe BBedeHWe, B 3TOM cnyvae addekTuBHas fo3a 6yaet B nHTepsane 0,05-5Mr Ha kr Beca Tena
rognexatlero neyeHuto cybbekta B AeHb. B oTAenbHbIX criydasix MoXeT oka3aTbCsl HeoOXOAUMbIM NPUMEHeHVe
OO3MPOBOK BHE YKasaHHbIX MpederioB, MOCKOMbKY [O3MPOBKA 00s3aTenbHO MEHsIIoTCA B 3aBUCMMOCTM OT
BO3pacTa, Beca M peakuum oTAeNbHOro 6OMbHOIO, a Takke TSHKECTU CUMMTOMOB Y 605bHOM0 1 3 EKTUBHOCTH
KOHKPEeTHOro BBOAMMOTIO COeAMHEHMSI.

Mpv nepopanbHOM BBeAEHUM COeAMHEHUst M300peTeHns U ux dpapMaueBTUYECKU NpuemMnemMble COmM MOryT
ObITb BBEAEHb B BuAe, HanpuMmep: TabneTok, NMOpPOLLKOB, feneLuek, CUPOroB MMM Kancyn UM B Buge BOAHOIO
pacTBopa wunmm cycneHsun. B criydae TabrneTok Ana npvema nepopasrnbHO HOCUTENM, 06bIYHO MPUMEHsieMble A1
NPUroToBreHnsi TabneToK, BKIIOYAlOT: NaKTo3y WM KyKypy3Hbli kpaxman. Kpome Toro, obblyHO JobaBnsioT
CMa3sblBaloLLye areHTbl, Takue Kak cTeapaTt marHus. B criyyae kancyn Kk npuemneMbiM pas3baBuTensiM OTHOCATCA
aKkTo3a 1 BbICYLLEHHbIV KyKYpY3HbI kpaxman. Ecrv ana nepopanbHoro BBeaeHus TpebyeTcs BOAHas CyCcrneH3uns,
aKTMBHbIA KOMMOHEHT CMELLMBAlOT C aMyInbratopamv U cycrneHavpylowmMmn cpegctsamu. pu xenaHum MoryTt
6biTe  gobaBneHbl  onpedenieHHble  MoAcrawveallme  WunM  apomatusupylolme  cpegctea.  [ns
BHYTPVMBbILLUEYHOTO, BHYTPUOPIOLMHHOTO, MOOKOXHOMO W BHYTPUBEHHOTO BBeAeHWs OOblMHO —MofyyaloT
CcTepwrnbHble PacTBOPbl aKTMBHOMO KOMMOHEHTA, YCTaHaBiMBalOT B pacTBope Tpebyemoe 3HayeHne pH u
pobasnsaoT G6ydep. [Ond BHyTPMBEHHOro BBeAEHWS MOMHAs KOHLEHTpauus pacTBOPEHHbIX BeLUeCTB AOSMHA,
perynpoBaTbCs C NpuaaHvem npenaparty U3oTOHUYHOCTW.

Kpome Toro, B 4acTHOCTW, Anst fle4eHnss acTMbl coeamHeHust opmyrbl | AaHHOTO M3obpeTeHns MoryT ObiTb
BBeJeHbl YeroBeKy WHranmsuuen. [Ona aTonm uenuM coedvHeHWs BBOOSATCH B BuAe Kanenek WM TymaHa, B
COOTBETCTBUI CO CTaHOAPTHOW MPaKTUKOW.

Mpumepbl

HacTosiee nsobpeTeHve unnoctpypyeTcsa criegyrowmmm npumepamu. OgHako, HeobxoaMMo nogyepkHyThb,
41O M3obpeTeHne He MOXET ObiTb OrpaHN4YEHO XapakTepHbIMW AeTansiMu 3Tux npumepoB. CrnekTpbl NPOTOHHOIoO
A0epHOro MarHuTHoro pesoHaHca (AMP) HonyuyeHbl npu 270MIU, ecnv HeT ocoBbiX yKa3aHwi, /W MonoXeHue
MVKOB BbIPaKatoT B YaCTAX HA MUIMUOH (4/MIH) B HUCXOASLWEM HarnpaBrieHuM oT TeTpameTucunaHa. dopma nuka
onpefenseTcs creayoLwmm o6pasoMm: C -CUHIMET, 4 - AyoneT, T - TPUNneT, M - MyNbTUNMET U LU. - LUMPOKMIA.

Mpumep 1

1-/3-dpT0p-5-/4-(2-MeTnuMng azon-1 nn)peHnn/umkno neHTax-1-kapbokcammg

A. 3tvnosbin adup 1-(3-6eH3unokeu-5-propdeHnn)umnknoneHTaH-1-kap6oHOBOM KUCHOTHI

HasBaHHOe coefvHeHWe monyyYeHo M3 3TUoBoro adupa 3-6eH3nnokcK-5-hTopdeHUNyKCYCHOM KUCMOTbI MO
mMeToAMKe rMofnydyeHuss aTurnoBoro adumpa  4-(3-6eHsumnokcun-5-propdpennn-3,4,5,6-tetparngpo-2H-nvpaH-4-
Kap©OOHOBOW KMUCIOThI, HO C 3aMeHon 1,4-anbpombyTaHoM Buc(2-xnopaTmnosoro) adupa.

1H AMP (CDCl3) 6 : 7,49-7,28 (5H,m), 6,81-6,75 (1H,m), 6,69 (1H, ang, J =9,8, 2,21 2,2l'y), 6,56 (1H, aaa, J
=10,2,2 1 2,2I'y), 5,02 (2H, c), 4,07 (2H, k, J = 7T'u), 2,67-2,52 (2H, m), 1,93-1,6 (6H, m), 1,16 (3H, T, J =7Tw).



B. Omnosein, adup 1-(5-pTop-3-rmapokcndeHnn)arkioneHTaH-1-kapboHOBOW KUCTOThI

3arnaBHoe coeduHeHWe MofyyeHo M3 3TunoBoro adwmpa 1-(3-6eH3unnokon-5-dpTopdeHnn)urknoneHTaH-1-
KapOOHOBOM KUCMOTbI MO MeToAMKe MoflydeHns 3dturosBoro adwupa  4-(5-dptop-3-rmgpokcudenun)-3,4,5,6-
TeTparigpo-2H-nupan-4-kapboHOBOW KUCIOThI.

1H AMP (CDCI3)5 : 6,68-6,58 (2H,m), 6,48 (1H, goa, J =10,2,2n 2,2l'u), 4,12 (2H, k, J = 7T'y), 2,47-2,31 (2H,
m), 1,73-1,33 (6H, m), 1,19 (BH, 1, J = 7Tw).

C. Omurosbii adup 1-/5-cpTop-3-/4-(2-MeTiMMMAa3on-1-)6eHannokecun/peHnn/umknoneHTan-1-kapboHoBom
KMUCIOThbI

3arnaBHoe coedvHeHWe rofydeHo w3 aTunosoro adwpa 1-(5-pTop-3-rngpokcadeHn)umKnoneHTaH-1-
KapOOHOBOM KMCMOTbI MO MeToAuke rMonyvyeHus aTunosoro adwupa 4-/5-pTop-3-/4-(2-meTvnumuagason-1-
un)6eHsunokcw/denunn/-3,4,5,6-tetTparngpo-2H-nupaH-4-kap6oHoBoW kucnoTel. (Mprumep 2).

1H AMP (CDCl3)6 : 7,55 (2H, A, J = 8,4T'u), 7,33 (2H, a, J = 8,4I'y), 7,04 (1H, A, J =1,5Ty), 7,01 (1H, @, J =
1,5ly), 6,8-6,78 (1H, m), 6,73 (1H, poa, J = 9,5, 2,2 n 2,2l"y), 6,58 (1H, ang, J = 10, 2,2 n 2,2I'y), 5,08 (2H, c),
4,09 (2H, k, J = 7Tu), 2,64-2,55 (2H, m), 2,38 (3H, c), 1,93-1,68 (6H, m), 1,17 (3H, T, J =7TL).

D. 1-/5-dT0p-3-/4-(2-MeTVNUMMaason-1-nn)oeHaunnokcn/deHun/-umknoneHTaH-1-kapbokcamug,

LleneBoe coeguwHeHve  nomyyeHo w3 3Tunosoro  3cupa  1-/3-bTop-5-/4-(2-meTvnumugason-1-
1n)6eH3unnokcn/deHnn/uuknoBeHTaH-1-kapbonoBon  KMCNOTel MO MeToauke nonydenns  4-/5-ptop-3-/4-(2-
meTunumugason-1-nnybensunokci/denunn/-3,4,5,6-tetparngpo-2H-nupax-4-kapbokcamuga (Mpumep 5).

1H AMP (C DCls) 6: 7,56 (2H, a,J =8,1 'u), 7,34 (2H, o, J = 8,1 'u), 7,04 (1H, c), 7,02 (1H, c), 6,93 (1H, ag,
J=22n22Tru),6,78 (1H, gaa, J =2,2,2,2 1 9,5My), 6,65 (1H, aag, J = 2,2, 2,2 9,5 'y), 6,11 (2H, w.c), 5,12
(2H, ¢), 2,52-2,4 (2H, m), 2,38 (3H, c), 2,13-1,82 (6H, m).

Mpumep 2

Omnoseln  adup  4-/5-pTop-3--/4-(2-MeTnumngason-1--un)oexHaun-oken/pennn/-3.4,5,6-tetparngpo-2H-
nupaH-4-kapOoHOBON KNCIOTI

A. 31vnosbin adup 4-(2-meTunMMmnaason-1-un)oeH30MnHOM KUCIOoTbI

Cwmecb 2-metunumugasona (50r, 0,6mons), atunosoro acumpa 4-cbtopbeHsorHon kucnoTsl (100r, 0,6mons) u
kapboHata kamms (415r, 3mons) B cyxom OMCO (1,5n) HarpeBatoT 66 yacos npu 120°C B atmocdepe asoTa.
Mocne oxnaxgeHnss OO KOMHaTHOM TeMmepaTypbl peakuMOHHYI CMeCb MNepeHOCST B nedsHyto Bogy (1n) u
akcTparmpytoT EI20 (750mn x 2). OpraHndeckyto hasy npombiBatoT Bogor 500mn) n paccornom (500mn), cywat
Hag MgSO4 u ucnapsioT. lNepekpuctannusaunen TBepAOro octarka M3 CMecu dTunaueTar-rekcaH nosny4atoT
3arnaBHoe coeauHeHwve (471, 33%) B BUOE XemnTbiX Urfl.

1H AMP (C DCls) & : 8,22-8,12 (m, 2H), 7,43-7,33 (m, 2H), 7,1-6,99 (M, 2H), 442 (x, J =7 T, 2H), 1,43 (1, J =
7 'y, 3H).

B. 4-(2-Metunumngason-1-un)6eH3nnoBbI cnupT

K pacTtBopy aTurnosoro agupa 4-(2-meTunmmumgason-1-mn)deHsonHowm knucnotsol (46r, 0,2mons) B cyxom CHoCla
(1n), oxnaxgeHHomy pfo -75°C, B armocdepe asota OCTOPOXHO B TeyeHne 30 MuHyT npubasnsioT
avmsobymmnanioMmuHmia rmapug (540mn, 0,93M pacTBop B rekcaHe), Mocrne 4Yero CMeCb OCTaBMslOT MeASIEHHO
HarpeBaTbCsa A0 KOMHAaTHOW Temnepatypsbl. [ocne nepemelwmBaHnsa 5 4acoB peakUMOHHYI0 CMECh OXMaXAaloT B
6aHe CO NMbAOM M OCTOPOXHO NpubaensAlT MmeTaHon (30mn). 3atem gobasnsoT 30%-bii BOAHBIM PacTBOP COMM
Powenns (500mn) n cmecb nepemelumBatoT 16 4acoB Npu KOMHaTHON TeMnepaTtype. HepacTBopuMble BellecTBa
(no cywecTBy NpoAyKT) O0TUMbTPOBLIBAIOT, OpPraHMyeckyto pady oTAenstoT, npombiBaloT Bogoi* (500mn), cywat
(MgSO04) n ucnapstoT. lNMonyyeHHbI 06beANHEHHBIN TBEPAbIN MPOAYKT NepekpucTanM3oBbiBaloT M3 3TaHona
(npum. 300mn) ¢ NonyyYeHrem 3arnaBHOro coeauHeHus (35,6r, 95%) B Buae 6enbix urn.

1H AMP (OMCO-de) 6 : 7,5-7,33 (4H, m), 7,25 (1H, g, J =1,1Tu), 6,9 (1H, A, J = 1,1I"y), 5,33 (1H, 1, J = 6I'W),
4,56 (2H, g, J =6), 2,27 (3H, c).

C. N'mpooxnopug 4-(2-meTunummngason-1-un)deHsunxnopuga

4-(2-meTnumumgo3on-1-un)éensunosseii cnupT (1,28r, 6,8mmons) B SOCI, (5mn) nepemewmsaioT 30 MUHYT
npy KOMHaTHOW TemrnepaTtype, Mocfe 4Yero rneTydvMe BelecTBa yAansloT Mpyu MOHWKEHHOM AaBfieHuu.
Mony4eHHbIN CbipoW MPOAYKT NPOMbIBaOT MUHMManbHbIM KormdecTsom EI2O 1 nocne cywku B Bakyyme nomyyatoT
3arnmaBHoe coeauHeHwve (1,65r, konmy.) B Buae 6enoro TBepAoro BellecTsa.

1H AMP (OMCO-dg) 6 : 7,91 (1H, A, J =1,84Tu), 7,79 (1H, g, J = 1,84T'w), 7,72 (2H, g, J = 8,8I'u), 7,66 (2H, g,
J =8,8Iu), 4,89 (2H, c), 2,56 (3H, c).

D. Onatnnoseii acpup 3-6eH3nnokcn-5-chTopdeHnnIManoHOBOM KUCTOThI

K nepemewvBaemomy pacTtBopy AmstunmanoHata (110,2r, 688mmornb) B guokcaHe (1n) mpu 0°C B
atmocdepe asoTa nopuusamy NnpudasnsoT rugpug Hatpus (27,51, 688mmone, 60%-an gucnepcus B MUHEpParibHOM
macne). MNocne nepemewmBanus 20mMuH npu 0°C 1 80MuH Npu KOMHaTHOW TemnepaTtype AobasnsioT Gpomug
meau (1) (98,7r, 688mmoneit) n pacteop 3-6eHaunokcu-5-pToppeHnnbpommaa J.Med.Chem., 1992, 35, 2600)
(96,71, 344mmorb) B guokcaHe (100Mm) M MOSMyYeHHyD CYCMEH3WMI0 KUNSATAT € nepemMelwBaHnem 4,5 yaca.
PeakumnoHHyto cMmecb HewTpammaytoT gobasneHvem npu 0°C 6H. consHow kucnoTel (120mn), pa3basnsioT BogowM
(1n) n akcTparvpytoT H-rekcaHom (3 x 700mn). O6beanHeHHble 3KCTPaKTbl MPOMbIBAOT BOAONW. (2 x 500mn),
HacblLWeHHbIM pacTBopoM bukapboHata HaTpus (500mn), Bogon (500mn) u pacconom (500mn), cywat (cynbdar
MarHusi) U KOHUEHTpMpOBaHHeW! Mpu MOHWKEHHOM AaBrieHun nonyvaroT 147,5r cblporo npogykra B Buae
AHTapHOM XwugkocTu. OYNUCTKYy MPOBOAAT KOJIOHOYHOW Xpomartorpadpment (cunukarenb, 1,7kr, aTunaueTtar B
rekcaHe, MnoBbllLIEHWE KOHUEHTpauum atunauetata ¢ 5% po 20%) ¢ nonydeHuem 60,8r cmecu 3arnaBHOro
coedvHeHVs C AuMdTMNManoHatom B OTHoweHun 1:1 B Buae OecuBeTHOW >XMOKOCTW. Bbixod 3armaBHOro
coeauHeHunst 34%.

1H AMP (CDCls) 6 : 7,46-7,31 (5H, m), 6,85-6,81 (1H, m), 6,76 (1H, gaa, J = 1,82, 2,2 n 9,16I'y), 6,66 (1H,
apa, J=2,2,2,56110,62ry), 5,04 (2H, c), 4,54 (1H, c), 4,3-4,16 (4H, m), 1,32-1,22 (6H, m).

E. Omnosein adup 3-6eH3nnokeu-5-pTopdeHnyKCYCHOM KUCTOThI

MonyyeHHyio cmecb  AuaTUNOBOPO  admpa  3-OeH3UNoKCK-5-hTopdEeHNNManoHOBOM  KUCIOTbl U



avatunvanoHata (mpum. 1:1,2, 1r), AMCO (10mn), Boabl (0,1mn) u LIiCl (346Mr) nomeLaoT B KPYriiO4OHHYHO
konby Ha 50mn, cHabXXeHHYI0 MarHUTHOWM MeLLankon u XonoanneHNKoM. CMechb KunaTAT 54, 3aTeM nepeHocsT B
BoAy (50mn) 1 Bce aKcTparmpyloT H-rekcaHom (2 x 50mn). O6beanHeHHble OpraHn4Yeckne SKCTPaKTbl NPOMbIBAOT
Bogon (50mn), pacconom (50mn) n cywat Hag NaxSOs. YganeHvem pactsopwutens nonydatot 283mr (57%)
3TUnoBoro agupa 3-6eH3nnokcu-5-pTopdeHUNYKCYCHOM KUCTOThI B BUAE XENToro macna.

1H AMP (CDCl3) 6 : 7,5-7,3 (5H, m), 6,77-6,5 (3H, m), 5,02 (2H, c), 4,16 (2H, k, J = 7,3T'u), 3,56 (2H, c), 1,26
(3H, 1, J=7,3u).

F. 3T1unosbiv acpmp 4-/3-(6eHsunokcm)-5-bropderun/-3,4,5,6-teTparngpo-2H-nmpaH-4-kapboHOBOW KUCTOThI

K nepemelusaemomMy pacteopy aturoBoro adwmpa 3-(6eHaunnoken)-5-topdeHnnykcycHow kucnotel (17,5r,
61mmonb) 1 15-kpayH-5 (1,32r, 6mMmork) B IMPA (300mn) gobaBnsaoT npu KOMHATHOM Temnepatype rmapua
Hatpua nopumsmun (5,371, 134mmornb, 60%-as gucnepcusi B MuHeparnbHoM Macrne). lNocne nepemelumBaHus
25MUWH Npu KOMHaTHOW TemnepaType gobasnsT noaug Hatpusa (1,32r, 6mMmonb) 1 6rc(2-xnopaTmnoBeI) adup
(9,14r, 61mmorb). Crnycta 1 AeHb cmech pasbasnstoT 0,5H.consHon kucrnoton (500mn) u akcTparmpyroT ampom
(3 x 500mn). O6beanHeHHbIe 3KCTpaKTbl NpoMbiBatoT Bogon (500mn), HacblWeHHbIM pacTBopom bukapboHaTta
Hatpusa (500mn), Bogon (500mn) n paccornom (500mn), cywat (cynbdar marHusi) U KOHLEHTPUPOBaHHEN Mpu
MOHWKEHHOM [aBrieHun nonyvawT 26,15 r cbiporo npoaykta B BUAe >KEITToW >KWUAKOCTW. KoroHo4Hon
xpomatorpacdwmen (cunukarens, 1kr; 20% aTunaueTata B rekcaHe) rnonyyaroT 3arfiaBHOe coedvHeHue B Buae
6ecueTHoM xuakoctn (12,71, 58%).

1H AMP (CDCl3) 6 : 7,45-7,31 (5H, m), 6,81-6,78 (1H, m), 6,7 (1H, aag, | = 1,83, 2,2 1 10,25 I'uy), 6,59 (1H,
aaa, J =22, 22 n 10,25 I'u), 5,03 (2H, c), 4,14 (2H, k, J = 6,96 'u), 3,92 (2H, goa, J = 3,29, 4,03 1 11,72 T'u),
3,54 (2H, ppa, J = 2,2, 11,35 11,72 T'u), 2,5-2,4 (2H, m), 1,92 (2H, gaa, J =4,03, 11,35 113,55 y), 1,19 (3H, T,
J=6,96 I'y).

G. O1unosbin adup 4-(5-bTop-3-rngpokcudpennn)-3.4,5.6-tetpa-rmapo-2H-gupaH-4-kapO60HOBOW KUCTOThI

Cwmecb aTunosoro admpa 4-/3-(6eHsunokcu)-5-ptopdenna/-3,4,5,6-TeTparngpo-2H-nnpan-4-kapboHoBoM
kucnoTel (2,71, 7,5mMmonsa) u 10% nannagus Ha aktmBupoBaHHoM yrne (0,27r) B aTaHone (100mn) nepemelumsatot
3,54 B aTMOcdepe BogopoAaa. KatanmsaTtop oThunbTPOBbLIBaKOT M UCnapeHem urbTparta nonyyaroT 3arnasHoe
coegvHeHve B Buae 6ecuBeTHO, Xuakoct (2,01r, BbIXO4 KONMYECTBEHHbIN).

1H AMP (CD Cls) 56: 6,72-6,62 (2H, m), 6,47 (1H, ppa, J =2,2,22 1 10,36 l'y), 54 (1H, w.c), 4,17 (2H, k, J =
6,96 I'u), 3,98-3,89 (2H, m), 3,61-3,49 (2H, m), 2,5-2,41 (2H, m), 2-1,86 (2H, m), 1,24 (3H, 1, J =6,961L).

H. 3Tunosein adpup 4-/5-p1op-3-/4-(2-MmeTvnummnaason-1-nn)oeHaunnokcn/denunn/-3,4,5,6-tetparngpo-2H-
nupaH-4-kapOoHOBOM KNCIOTI

MNMepemewmBaemyto cmecb aTunosoro acpumpa 4-(5-drop-3-rugpokcudpenunn)-3,4,5,6-tetTparngpo-2H-nupan-4-
kapboHoBon kucnoTel (2,01r, 7,5mMmonen, 4-(2-metvunumugason-1-un)bexHsunxnopuga rugpoxnopuga (1,82r,
7,5mMmons) u kapboHata kammsa (5,18r, 37,5mmons) B AM®A (30mn) HarpesatoT mpu 100°C 1,33u. [Mocne
OoXIaxAeHust 40 KOMHaTHOQ TemnepaTypbl CMecb pa3baBnsoT CMecblo aTunaueTaTa ¢ Tonyosniom (2:1, 200mn) un
npombiBatoT Bogow (4 x 100mn) n pacconom (100mn), cywat (Cynbdart MarH1sl) U KOHHEHTPUPOBaHWEM MOJTy4aloT
3,38r cbiporo npoAykta B BuOe SHTaApHOro TBepAoro BellecTBa. [lepekpucTannusauvein K3 CMecH
n3onponunoBoro acupa (25mn) ¢ eTunaueTaToM (2m11) NOMyYaloT 3arfiaBHoe coeanHeHue (2,22r, 68%).

1H AMP (CDCl3) 6 :7,55 2H, A, J =8,43 T'u), 7,34 2H, g, J=8,43 I'u), 7,04 (1H, g, J=15Tu), 7,01 (1H, g, J
=1Tu), 682 (1H, ao,d =2,2n 2.2 l'y), 6,75 (1H, paa, J =2,2, 2,2 1 10,26 'u), 6,62 (1H, gag, J =2, 2, 2,2 n 10,26
M), 5,09 (2H, c), 4,16 (2H, k, J = 7,33 'y), 3,98-3,88 (2H, m), 3,6-3,5 (2H, m), 2,51-2,42 (2H, m), 2,38 (3H, c),
2,01-1,86 (2H, m), 1,21 (3H, 1, J = 7,33 T'w).

Mpumep 3

4-Auetnn-4-/5-d10p-3-/4-(2-MeTINMUaa3on-1-un)beHsnnoken/-dpennn/-3,4,5,6-tetparngpo-2H-gupan

A. 4-/3-(BeHsunokcm)-5-dbTopderunn/-4-rmapokcmen-3,4.5,6-TeTparngpo-2H-nmpax

K nepemewwvBaemomy pactBopy aTunoBoro adwmpa 4-/3-(6eHaunokcn)-5-(dpropdennn/-3,4,5,6-tetparngpo-
2H-nupaH-4-kapboHoBon kucrnoTbl (1,54r, 4,3mmonsa) B admpe (150mn) Tpemsa nopumsMu  MpubaBnsoT
mTunanomuHun mugpug (0,16r, 4,3mmons). MNonyyeHHyto cycneHsuio nepemewmsaoT 20 MUH MPU KOMHATHOM
Temnepatype B atmocdepe asoTa. M3bbiTok rmapuga paspywaioT gobaBreHueM HachlLWeHHOro BOAHOTO
pactBopa cynbdara HaTpusa. Cmecb pasbasnsioT 10%-Hon BogHom cepHon kucrotow (100mMm) u opraHndeckun
crnon otgenstoT. umpHbIN crio npomMbliBatoT Bogor (100mn), HacbIWweHHbIM BOAHBIM pacTBOpoM bGukapboHaTta
Hatpua (100mn) n paccornom (100mn), cywar (cynbdar marHusi) a KOHUeTpMpOBaHWeM [ocyxa Mofy4vaioT
3arnaBHoe coeauHeHue B Buae G6enoro TBepgoro eellectsa (1,28r, 94%).

1H AMP (CDCls) 6 : 7,44-7,33 (5H, m), 6,78-6,58 (3H, m), 5,05 (2H, c), 3,84-3,73 (2H, m), 3,62-3,48 (4H, m),
2,13-2 (2H, m), 1,95-1,82 (2H, m), 1,09 (1H, 7, J = 6,96 T'L).

B. 4-/3-(beHannokcun)-5-dTopdenun/-4-dopmun--3.4.5.6-tetparnapo-2H-nvpax

K nepemewwvBaemol npu KOMHaTHOW TemnepaTtype B artmocdepe a3oTa cmecu 4-/3-(6eHannokcn)-5-
dTOopdeHun/-4-rugpokcumeTun-3,4,5,6-tetparngpo-2H-nupana  (1,28r, 4mmons), N-metunmopdonmH-N-okcmga
(0,7r, 6 mmonen) n nopowka 3 A MOMEKynspHbIX CUT (2r) ogHOW Mopuuel NpubaBnAloT neppyTeHaT TeTpa-H-
nporunammoniia (70mr, 0,2mmons). Yepes 20 muH gobaBnsitoT neppyTeHaT TeTpa-H-nponunaMmmoHuin (30mr,
0,085mmonsa) n  N-memmnmopdormu-N-okemg (0,3r, 2,6mmonsi) u nepemewmBaHue npogospkaT 30 MuH.
Xpomatorpadmen cmecu (curmkarens, 110r, 25% aTvnaueTtaTa B rekcaHe) nofyqaloT 3arnaBHOe coedvHeHve B
Buae 6ecupeTHoM xuakoctu (1,08r, 86%).

1H AMP (CDCl3) 6 : 9,38 (1H, ¢), 7,44-7,32 (5H, m), 6,7-6,58 (3H, m), 5,03 (2H, c), 3,89 (2H, aaa, J = 4,03,
4,03 112,09 I'u), 3,62-3,51 (2H, m), 2,38-2,28 (2H, m), 2,09-1,97 (2H, m).

C. 4-/3-(beHsunokcu)-5-dbTopdenunn/-4-(1-rmagpokcnatvn)-3.4.5.6-TeTparngpo-2H-gvpaH

K nepemewvBaemomy pacTtBopy 4-/3-(6eHsunokcu)-5-cbTopderunn/-4-dopmun-3,4,5,6-TeTpaHngHo-2H-
nupaHa (1,08r, 3,4mmonsa) B TI® (16mn) mpy KoMHaTHOW TemnepaTtype B atMmocdepe as3oTa Mo Kannsam
npubasnsot 0,96 M pactBop metunmarHunbpomuga (5,3mn, 5,1mMmons). Cmecb nepemeLLMBaloT MPUMEPHO
CyTkW, pas3baBnsAlT HacbiWEHHbIM BOAHLIM PacTBOPOM XxJiopuga ammoHust (40mn) wu  aKcTparmpytot




avxnopmMeTaHom (2x40mn). O6beanHeHHbIe OpraHMyeckve Criov NpomblBatoT Bodon (40mn) i pacconom (40mn),
cywart (cynbdar MarHus) 1 KOHUEHTPUPYIOT gocyxa. OunMcTKon KONoHOYHOW XpomaTtorpadpment (cunukarens, 160r,
B KayecTBe arioeHTa dTunaueTaT B H-rekcaHe C MoBblleHneM KOHUeHTpauuu aTtunaueTata oT 40% fo 60%)
nosny4atoT 3arnaBHoe coeanHeHue B Buae 6ecuseTHow xuakoctn (0,71r, 63%).

IH AMP (CDCl3) & : 7,47-7,32 (5H, m), 6,75-6,7 (1H, m), 5,05 (2H, c), 3,85-3,75 (2H, m), 3,64 (1H, g1, J = 6,96
n 6,96 lu), 3,47-3,27 (2H, m), 2,28-2,2 (1H, m), 2,06-2 (1H, m), 1,93-1,78 (2H, m), 1,11 (1H, g8, J = 6,96 'u), 0,9
(3H, 4, J =6,96 I'u).

D. 4-(5-®T1op-3-rugpokcmaenunn)-4-(1-rbgpokcmatun)-3.4,5.6-tetparngpo-2H-nnpaH

3arnaBHoe coefvHeHve MoflydeHo Mo metoawvke, mpvBegeHHon B [pumepe 2G ans nonyyvyeHuss 3TUNOBOro
acupa 4-/5-pTop-3-rugpokcndenna/-3,4,5,6-tetparngpo-2H-nupaH-4-kapboHOBOW KWUCMOTbI, NPUMeHeHneM 4-(1-
rMapoKcnaTun)-4-/3-(6eHsnnoken)-5-propdennn/-3,4,5,6-tetparngpo-2H-nupana.

IH AMP (OMCO-de ) 6 : 9,7 (1H, w.c), 6,6-6,52 (2H, m), 6,4 (1H, ana, J=2,2,2,21 10,63 l'y), 4,62 (1H, w. A,
J =476 l'u), 3,77-3,61 (2H, m), 3,54-3,41 (1H, m), 3,3-3,12 (2H, m), 2,11-2 (1H, m), 1,95-1,72 (3H, m), 0,7 (3H, 4,
J=6,23Tu).

E. 4-Auetnn-4-(3-d10p-5-F'mgpokcmdperntnny-3.4,5,6-tetparngpo-

2H-nupaH

3arnaBHoe coeguHeHWe MofydYeHO Mo MeToauke, npuBedeHHow B [Mpumepe 3B amm nmonydenus 4-/3-
(6eHsunokcm)-5-dpropdernn/-4-dopmun-3,4,5,6-TeTparngpo-2H-nnpana, NPUMEHEeHVEM 4-(5-cpTop -3-
rmgpokcudenun) -4- (1-rmgpokcnaTun) -3,4,5,6-TeTparngpo-2H-nnpana.

1H-AMP (CDCl3) 6 :6,61 (1H, 8, J =1,84,2,2 199 I'y), 6,55-647 (2H, m), 5,9 (1H w. c), 3,85 (2H, pag, J =
44,441 12,09 I'u), 3,59 (2H, aog, J =2,2,9,42 n 12,09 '), 2,4-2,29 (2H, m), 2,19-2,18 (2H, m), 1,97 (3H, c).

F. 4-Auetnn-4-/5-p1op-3-/4-(2-meTvnumugason-1-un) 6eHsnnokeun/

denunn/-3.,4,5,6-TeTparngpo-2H-nmpax

3arnaBHoe coeuHeHve MonyyYeHo No meToauke, npvBeAeHHou B Mpumepe 2H ans nonyvyeHust 3TUMOBOro
adpupa 4-/5-¢pTOp-3-/4-(2-MeTUIMMUKZa3on-1-un)deHsunokci/denunn/-3,4,5,6-teTparngpo-2H-nmpaH-4-
KapboHOBOMI KUCMOTLI, NpUMeHeHnem 4-(5-ptop-3-rugpokcmdennn)-4-(1-rugpokcnatun)-3,4,5,6-tetparngpo-2H-
nMpaHa BMecCTO 3TunoBoro admpa 4-(5-brop-3-ruapokcundenunn)-3,4,5,6—rteTparngpo-2H-nupax-4-kapbonoson
KMCIOThI.

1H AMP (CDCl3) 6 : 7,54 (2H, a,J =843 Tu), 7,34 (2H,a, J =8,43 'u), 7,05 (1H, g, J = 1,47 T'u), 7,02 (1H, g,
J=1,47Tu), 6,73-6,61 (3H, m), 5,08 (2H, c), 3,84 (2H, pon, J =4,4,4,4n 12,09 Ty), 3,58 (2H, ang, J = 2,57, 9,52
n 12,09 I'y), 2,38 (3H, ¢), 2,41-2,31 (2H, m), 2,2 (2H, paa, J = 4,4, 9,52 1 14,29 I'y), 1,95 (3H, c).

Mpumep 4

4-/5-d10p-3-/4-(2-MeTnUMuaason-l-un)  6emsunnokcu/denunn/-3,4,5,6-tetparnapo-2H-nmpaH-4-kapboHoBas
KucnoTa

MepemewmBaemyto cMmecb 3TuroBoro acdwupa 4-/5-hTop-3-/4-(2-MmeTnnumuaason-1-un)doeHaunokeu/peHnn/-
3,4,56-TeTparngpo-2H-nnpaH--4-kapboHoson kucnoTel (Mpumep 2) (1,1r, 25mMmons) B BOAHOM pacTBope
rmgpokcuga mtusa (0,13r, 30mmornki, 5mn), metaHone (15mn) n TT® (15mn) kMNaTAT 244. PeakumnoHHyto cmech
HenTpammsayioT | H. COnsiHOM KNCNOTON. JleTyune KOMMOHEHTbl YAansaioT UcnapeHnem npu NOHWKEHHOM AaBlieHUu.
OcrtaTok cycneHavpytoT B cmecu Boabl (20mn) u docdartHoro 6ydepa (pH 7,5mn) u kmnatat 30muH. Mocne
oxnaxaeHuss go 0°C ocagok OTUMbTPOBLIBAKOT, MPOMbIBAOT BOAOW, M 3aTeM 3adupoMm u cywaTt 144 nog
Bakyymom npu 80°C OO MOCTOSIHHOM Macchl C MOflydYeHUeM 3arfiaBHOro coedvHeHus B Buge Oernoro TBepaoro
BewecTtsa (0,98r, 96%).

1H AMP (OMCO-dg) 0 : 7,62 (2H, o, J =8,43 T'u), 7,48 (2H, o, J =8,43 T'u), 7,3 (1H, A, J = 1,1 I'y), 6,92 (1H,
a,J =11 Tu), 6,96,76 (3H, m), 5,19 (2H, c), 3,84-3,85 (2H, m), 3,5-3,4 (2H, m), 2,36-2,27 (2H, m), 2,29 (3H, c),
1,88-1,75 (2H, m).

Mpumep 5

4-/5-P10p-3-/4-( 2-MeTUIMMHUA a3on-1-un) 6eHsunokecun/pennn/-3.4,5,6-TeTparngpo-2H-nvpan-4-kapbokcammg

K  nepemewwuBaemorn cycneHsum  4-/5-dpT1op-3-/4-(2-MmeTvnummaason-1-nn)oexaunnokcw/denunn/-3,4,5,6-
TeTparngpo-2H-nupax-4-kapbcHoBon kucnoTel (616mr, 1,5Mmons) B guxnopmeTaHe (20mn) npu 0°C B atmocdepe
asoTa gobaenatoT okcanunxnopug (419wr, 3,3mmons). MNonyveHHyto cycneHsuo nepemewwmsatoT 30muH mpu 0°C
n Iy npn komHaTHOM Temnepatype. ObpasoBaBLuylocs Genyio CYCMeH3M0 KOHLEHTPUPYIOT AOoCyXa M OCTaTok
[006aBnsAoT K NepemelLMBaeMoMy BOAHOMY pacTBopy ammuaka 26%, 20mn), nocne nepemewwmsanus 70MuH npu
KOMHaTHOe TemrnepaTtype 0cafoK oTunbTPOBLIBAIOT, MPOMbIBAOT BOAOW U nocrne cywku B Bakyyme npu 80°C B
TeyeHue NMPYMEPHO CYTOK A0 NMOCTOSIHHOWM MaccChl MOyyatoT 3arfiaBHoe coeanHeHue (337vr, 54%).

1H AMP (OMCO-d6) 6 : 7,61 (2H,8,J =8,43Tu), 7,48 (2H, o, J =8,43Tu), 7,3 (1H, g, J = 1,08 T'u), 7,24 (1H,
w.c), 7,08 (1H, w.c), 6,92 (1H, a, J = 1,08 'y), 6,89-6,82 (2H, m), 6,8-6,75 (1H, m), 5,18 (2H, c), 3,66-3,57 (2H, m),
3,51-3,4 (2H, m), 2,44-2,35 (2H, m), 2,,29 (3H, c), 1,84-1,72 (2H, m).

Mpumep 6

N,N-OumeTnn-4-/5-dT1op-3-/4-(2-MmeTinumuaason-1-nn)6exsunnokcun/denni/-3.4,5,6-tetparngpo-2H-nmpaH-4-
kap6okcamung

K nepemewvBaemon cycneHswn  4-/5-pTop-3-/4-(2-meTunummngason-1-un)deHsumnckcn/denunn/-3,4,5,6-
TeTparngpo-2H-nupax-4-kapboHoson kucrnotel  (100mr, wn,24mmons), rugpoxropuaga AumetunamuHa (98w,
1,2mmorns) M TpuatunammHa (253wmr, 2,5mmonsa) B TI® (50mn) gobaensaioT npu 0°C gmatunuymaHodocdoHaTt
(44mr, 0,27mmons). Cnycta 10MuMH peakumoHHyl0o cmecb pasbasnstor Bogow (50mn) m  akcTparvpylot
amunaueTtatom (50mn). SkcTpakT NpombiBatoT Bogow (50mn) n pacconom (50mn), cywaT Hag cynbdartom MarHis n
KOHUEHTpMpYytoT. OuMCTKOM OcTaTka KOMOHOYHOW Xpomatorpaduen (cunukarenb, 50r, B kadecTBe aroeHTa
NOMSIPHBIV FPaAueHT OT AuxriopmeTtaHa go 5% meTaHona B AuxriopmeTtaHe) nonyyatoT 117Mr cbiporo Npoaykra B
Buge GecuBeTHOW neHbl. lNepekpucTannusaunen M3 cmecu U3onponunoBbli- adup-atunaveTat (1:1) nonyvatot
3arnasHoe coeauHeHue (51mr, 50%).

1H AMP (CDCl3) 6: 7,54 (2H, o, J =843 1Twu), 733 2H, A, J =843 Tu), 7,04 (1H, g, J =1,1Tw), 7,01 (1H, g4,




J =1,1 lu), 6,69-6,58 (3H, m), 5,08 (2H, c), 3,93-3,85 (2H, m), 3,83-3,72 (2H, m), 2,67 (6H, w. c), 2,38 (3H, c),
2,28-2,19 (2H, m), 2,05-1,92 (2H, m).

Mpumep 7

4-LinaHo-4-/3-/4- (2-mennmmugason-1-un) 6eHsunokcn/denunn/-3,4,5,6-tetparnapo-2H-nmpaHx

A. 4-LinaHo-4-(3--meTokcndpennn)-3.4,5,6-TeTparngpo-2H-nvpaH

3arnaBHoe coefuHeHWe 4OMyYeHO Mo MeToauke, npuBedeHHoW B Mpumepe 2F, 3a UCKNoYeHMeM, YTO BMECTO
3TunoBoro adupa 4-/3-

(6eHsunokcm)-5-dpTopernn/-3,4,5,6-tetparngpo-2H-nupaH-4-kap-60HOBOM  KMCMOTbI  MUcnonb3oBaH  (3-
MeTOKCUeHU)aLe TOHUTPUI.

1H AMP (CDCl3) 6 : 7,34 (1H, ga, J = 8,1 n 8,1Tu), 7,02-6,98 (2H, m), 6,93-6,84 (1H, m), 4,19-3,75 (4H, m),
3,84 (3H, c), 2,22-1,98 (4H, m).

B. 4-LinaHo-4-(3-rmapokcudpenun)-3,4,5,6-tetparnapo-2H-nvpax

3arnaBHoe coeguHeHWe MofydeHo no metoawvke, npuBedeHHon B MNpumepe 20B, 3a TeM uckioyeHueM, 4To
BMeCTO MeTurnoBoro adupa 1-(3-dpT1op-5-meTokcndeHMN)UMKNoneHT-3-eH-1-kapOOHOBOW KUCTOThI UCMOSb30BaH 4-
umaHo-4-(3-meTokcudpennn)-3,4,5,6-Tetparngpo-2H-nnpaH.

1H AMP (CDCl3) 6 : 7,36-7,21 (1H, m), 7,1-6,95 (2H, m), 6,89-6,77 (1H, m), 5,79 (1H, c), 4,21-4,03 (2H, m), 4-
3,8 (2H, m), 2,25-1,95 (4H, m).

C. 4-LinaHo-4-/3-/4-(2-meTunmumaason-1-unn)beHsnnokcu/dennn/-3,4,5,6-tetparnapo-2H-nvpaH

3arnaBHoe coeguHeHue ¢ BbixogoM 38% nonyyeHo no meToauke, npueedeHHow B MNpumepe 2H, peakumnen 4-
umaHo-4-(3-rmgpokcuderun)-3,4,5,6-TeTparngpo-2H-nvpana c 4-(2-meTunMmmngason-1-un)oeH3nnxnopuaom.

1H AMP (CDCl3) 6 : 7,57 (2H, g, J = 8,4 T'u), 7,42-7,29 (3H, m), 7,19-6,93 (5H, m), 5,15 (2H, c), 4,16-3,81 (4H,
M), 2,38 (3H, ¢), 2,22-2 (4H, m).

MK (KBr ): v 1610, 1585, 1519, 1489, 1416, 1391 cm-1, T.nn. 153-154°C.

Mpumep 8

4-/3-/4-(2-MeTvunumuaason-1un)denunrmo/dennn/-3,4,5,6-Tetparngpo-2H-nnpax-4-kapbokcamug

A. 4-(2-MeTnnnumuaason-1-unn)dpenmnnoana0

K nepemelwmBaemomy pactBopy 2-meTtunumugasona (13,6r, 165mmonen) 8 JMPA (500mn) gobasnsioT
nopumsamMu rmapug, Hatpus (6,6r, 165mmonen, 60%-ast aucnepcus B MMHepansHOM macre).

O6pa3soBasLuytloca Genyto cycneHsmo nepemewmsaioT 30MUH NPy KOMHaTHOW Temnepatype, AobaenswoT 4-
dToproaberson (33,3r, 150mmonen) n cmeckb HarpesatoT o 100°C. Yepes 164 ocHoBHyto maccy IMPA yaansiot
ncnaperueM. OcTaTok 3aTeM pacnpegensoT Mexay CMecbto atunaueTtaT-tonyon (2:1, 500mn) n Bogown (250mn).
OpraHuyeckuin crioi oTAansaT 1 NpoMbiBatoT Bogom (250mn). MpoaykT akcTparvpytoT 10%-0W ConsHOM KMCoTon
(2x200Mmn) 1 06beanHEHHbIE BOOHbIE IKCTPaKTbl HenTpanmaytoT 30%-bIM BOAHBIM PacTBOPOM rMApOKCHaa Kanusi.
O6pa30BaBLUylOCA CYCMEH3UI0 3KCTParMpyrT CMecbio aTunaudeTtart--tonyon (2:1, 3x250mn) n ob6beanHeHHble
opraHvMyeckne 9KCTpakTbl MPOMbIBAOT Bogow (2x250mn), paccomom (250mn), cywar (cynbdar marHus) wu
KOHLEHTPMPYIOT gocyxa. [Nepekpuctannmaaumen octatka u3 Tofyona nonyyatoT 3arfiaBHoe CoedMHeHve B Buae
CHexxHo-6enoro BewecTtsa (21,9r, 51%).

1H AMP (CDCl3) 6 : 7,65-7,61 (2H, m), 7,32-7,26 (2H, m), 7,33 (1H, g, J = 147Tu), 6,98 (1H, a4, J = 147 Tw),
2,83 (3H, c).

B. Omwnosbin adup 4-(3-6pomdennn)-3.4,5,6-TeTparngpo-2H-nupaH-2-4kap60HOBOW KUCMOTbI

K nepemelumBaeMomy pactBopy 3TUroBoro adupa 3-6pomdeHun-ykcycHow kucnoTel (Guenthes O. u gp.,
Cem. Ber. 1967, 100, 425) (41,3r, 170mmonew) n 15-kpayH-5 (3,74r, 17mmonen) B AM®PA (151) npn KOMHaTHOM
Temnepatype nopuusmun npubaensoT ruapug Hatpusa (14,8r. 370mmonen, 60%-as gucnepcust B MUHeparbHOM
macne). lNocne nepemewwvBaHuss 40MyH MpW. KOMHATHOW Temnepatype AobaensT noaua Hatpua (25,5r,
170mmonei) n 6uc(2-xnopatunosbin) adup (30,4r, 210mmonent). Cnyctsa 10,54 ocHoBHyto maccy OM®A yaansoT
npy MOHWKEeHHOM AasneHuun. OcTaTok MOKpbIBaT cMeckio atunaueTar-tonyon (1:1, 500mn) 1 npombisatoT 0,5r.
congHon kucroton (500mn). BogHbln criolt akcTparvMpyloT cmecbto atunaudetart-tonyon (1:1, 1x500mn) u
o6beanHeHHbIe 3KCTPaKTbl NPOMbIBAIOT BOAON (250mn), HaCkILLEHHBIM pacTBopoM GukapboHaTa HaTpust (250mn),
Bogon (2x250mn) n pacconom (250mn), cywaT (cynbdar MarHusl) U KOHLEHTPUMPOBAHWEM MPU MOHWKEHHOM
AaBrieHun ronyyalT 56,8r cblporo npodykta B BuOE OpaHXeBOW KMAKOCTM. OYUCTKOW KOMOHOYHOM
xpomatorpacdwmen (curmkarens, 700r, 15% wn 3atem 20% aTunauetata B H-rekCaHe) MOMy4aloT 3arfaBHoe
coeaiMHeHve B BMAe Xernrou xuakoctu (36,51, 69%).

1H AMP (CDCl3) 6 : 7,52 (1H, pa, J = 1,83 v 1,831u), 7,4 (1H, ppa, J =1,83,1,83n 7,7Tu), 7,31 (1H, gag, J
=1,83,1,83 18,06 I'y), 7,22 (1H, aa, J = 7,7 n 8,06I'u), 4,16 (2H, k, J = 7,33l'y), 3,94 (2H, gag, J = 3,29,4,03 n
11,73lu), 3,56 (2H, gog, J = 2,2, 11,73 n 13,56I'y), 2,5 (2H, apg, J = 2,2, 3,29 n 11,36lu), 1,94 (2H, oA, J =
4,03,11,36 n13,56I'y), 1,2 (3H, 1, J = 7,33IL).

C. 4-(3-bpomdenun)-3.4,5,6-TeTparngpo-2H-nmpaH-4-kapboHoBas-kucnoTta

MepemewmBaemyo cmecb 3TunoBoro agupa 4-(3-6pomdennn)-3,4,5,6-tetparngpo-2H-nupax-4-kapboHoBon
kucrnoTbl (36,5r, 117mMmonelt) , BOOHOrO pacTBopa rugpokcuaa nmtua (6,14r, 146mmonen, 50mn), metaHona
(150mm) v TT'P (150Mmn) kMNATaT 1 geHb. PeakumoHHy0 cmech pacnpegenstoT Mmesay adupom (100mn) n 10%-bim
BOAHbIM pacTBOpOM rugpokcuaa kamms (300mn). SdupHbIn cnon otgenstoT, akcTtparvpytoT 10%-HM BOAHBLIM
pacTtBopoM rugpokcuaa kanus (2x100mn) u otbpaceiBaoT. O6beAnHEHHbIE BOAOHbIE 3KCTPaKTbl MOAKUCSIOT
KOHLIEHTPMPOBAHHOW COMSHOM KUCMOTOW, obpasoBaBlmMiic 6enbll 0CagoK OT(UNLTPOBLIBAIOT, MPOMbIBAOT
BOAOW M mocne cywku B Bakyyme npu 80°C OO MOCTOSIHHOWM Macchl Mony4atoT 3arflaBHoe coeduHeHve B Buae
6ernoro TBepaoro BellecTsa (26,4r, 79%).

1H AMP (CDCl3) 6 : 7,55 (1H, g, J = 1,83 n 1,831u), 7,43 (1H, aoa, J = 1,46, 1,83 n 8,06'y), 7,35 (1H, aau,
J =146, 1,83 n8,06ly), 7,24 (1H, g, J = 8,06 n 8,06l'u), 3,94 (2H, apa, J = 3,67, 4,03 n 12,09Ty), 3,62 (2H,
aga, J =1,83,11,72 n12,09I"y), 2,5 (2H, m), 1,97 (2H, goa, J = 4,03,

11,72 n13,92l'u).

D._MetunoBbli adup 4-(3-metuncynbdunundenunn)-3.4,5,6-TeTparngpo-2H-nvpaH-4-kapboHOBOW KUCMOTbI




K nepemewmBaemomy pacTtBopy 4-(3-6pomdenun)-3,4,5,6-TeT-parngpo-2H-nmpaH-4-kapboHOBON KUCHOTI
(19,1r, 67mmonen) B TI® npu -78°C B atmocdepe aszoTa npubasnsatoT pacteop H-6ytunmmtua (1,6 M pacTteop B
H-rekcaHe, 100mn). Cnycta 45MuH megneHHo B TedeHve 30MuH mpubaBnsalT pacTtBop AuMeTMaAMCynbduaa
(8,84r, 94mmons) B TI® (50mn) n cmecb nepemewmsaioT npu -78°C ewe 70MuH 1 3ateM 34 nNpu KOMHAaTHOM
Temnepatype. K obpasoBaBLuerica cycneHsum gobasnsaoT 2 H. comnsHyto kucnoTy (500mn) u crnon pasgensiorT.
BogaHbI cron akcTparvpytoT aTunauvetatom (2x250mn), o6benHeHHbIe opraHM4eckue Crioum MPOMbIBalOT BOAOM
(4x100Mmn) 1 pacconom (100mn), cywat (Cynbdat MarHusa) u KOHLEHTPUPYIOT AocyXa.

Ocrtatok (21,5r) pactBopsitoT B MeTaHore (100mn), go6asnsaoT 10%-bii MeTaHOMbHBIN PacTBOP XIIOPUCTOrO
Bogopoda (100mn) u cmecb kunaTaT ¢ nepemewmsBaHuneM 134 Ewe ogHy nopumio 10%-ro mMeTaHOMbHOIO
pactBopa xnopucToro Bogopoaa (100mn) go6asnsAoT U HarpeBaHWe NPOAOITKAOT eLle 74. JleTydme KOMMOHEHTbI
MCMapstoT, ocTaToK pacTBOpsoT B aTunauetate (500mn), npombiBaloT BoAoN (2x250mn), HachlLWEHHBIM BOAHBLIM
pactBopoM bukap6oHata HaTpus (250mn), Bogon (250mm) u paccornom (250mn). BoaHble criov o6beanHSAT 1
aKCTparvpytoT ammnaueTtatoMm (2x250mn). O6beanHeHHblE OpraHuMyeckMe criou cywaT (cynbdar marHus) wu
KOHLIEHTPMPYIOT JocyXa.

MonyyeHHbIn NpoaykT (17,9r) pacTBOopsoT B MeTaHore (200mn) n oxnaxgatoT go 0°C. JobasnsioT pacTBop
nepviogata Hatpus (16r, 75mmonei) B Boge (200mr) n o6pasoBasLUytocs cycneH3umo nepemelumsatoT 14 npu O°C.
PeakuunoHHyto cmecb pasbasnsaioT Bogon (500 mm) m akcTparupyioT AuxriopmetaHoMm (200mn) u 10%-bim
mMeTaHornoMm B AuxrnopmeTtaHe (3x200mn). O6beanHeHHble 3KCTpaKTbl NMPOMbIBaOT paccoriom (200mn), cywar
(cymbdat MarHus) u KoHUeHTpupytoT gocyxa. OumcTKOM KOMOHOYHOM Xpomatorpadment (cunukarens, 700r,
eTunaueTtaT) nofyyarT 3arnaBHoOe coeavHeHue B Buae bBecuBeTHoM xuakoctu (12,2r, 64%), 3aTBepAeBatoLLei
npv CTOSIHUN.

1H AMP (CDCls) 6 : 7,71-7,68 (1H, m), 7,55-7,5 (3H, m), 4,02-3,92 (2H, m), 3,69 (3H, c), 3,62-3,5 (2H, m),
2,73 (3H, c), 2,62-2,52 (2H, m), 2,06-1,59 (2H, m).

E. MeTnnosbin adup 4-(3-mepkantodenun)-3,4,5,6-Tparngpo-2H-nvpan-4-kapboHOBOW KUCMOTbI

B TpudTtopykcycHom aHrugpuge (50mn) pacTBopsitoT MeTUrnoBbI admp  4-(3-MeTuncynbuHUIdeHun)-
3,4,56-TeTparngpo-2H-nnpaH-4-kapboHoBon kucnoTel (12,2r, 43mmonsa) n pacteop knmataT 30MuH. JleTyune
KOMIMOHEHTbl UCMAapsloT M OCTaTOK pacTBOpsOT B MeTurnosoM crmpte (100mn). B ToyeHne S5muH npubasnsioT
TpuatvnammH (100mMn) M cmecb KoHUeHTpupyloT fdocyxa. OcTtatok pacTBopsitoT B 3dTunauetate (500mn),
NPOMbIBaOT HaCbILEHHbIM BOAHBIM PacTBOpOM xropuga amMmmoHus (200mn) v pacconmom (200 mn), cywat
(cymbbat mMarHvsl) n KOHLEHTPUPOBaHUEM JOCyxa MOfyqaloT Cbipoe 3arfaBHOe coefuHeHue B Buge OnHaHO-
YepPHOW XXMOKOCTU, KOTOPYIOUCO Mb3YIOT Kak TakoBYyo 6€3 AOMNONHNTENbHON O4NYTKM.

1H AMP (CDCl3) & : 7,5-7,13 (3H, m), 4-3,9 (2H, m), 3,68 (3H, c), 3,64-3,48 (2H, m), 2,58-2,48 (2H, m)2,04-
1,93 (2H,m).

F. Otunosbii  acpup 4-/3-/4-(2-metvnumugason-1-nnydennntuo/-dennn/-3,4,5,6-tetparngpo-2H-nupan-4-
KapbOHOBOW KMCNOTbI

PactBop meTtunoBsoro adupa 4-(3-mepkarrodenun)-3,4,5,6-teTparngpo-2H-nvpaH-4-kapboHOBOW KUCHOTHI
(1,04r, 3,5mmons), 4-(2-meTvnnmugason-1-un)denuniogmnga (0,89r, 3,5mMmons), TpetbyTokocuaa HaTpus (673wmr,
7mmonen) n Tetpakuc-(Tpudenundocdur)nannagma (162mr, 0,14mMmons) B cyxom aTtaHone (20mn) kunsaTaT c
rnepeMeLMBaHVeM MPUMEPHO CYTKW. JleTyume KOMMOHEHTbl y4ansiloT UChapeHWeM K OCTaToK pacrnpegensior
mexagy etunaueTtatom (100mn) u Bogon (100mn). BopgHbli crior akcTparvpytoT atunaudetatom (100mn).
Ob6beavHeHHble opraHudeckue CroH npombiBaloT paccoriom  (100mn), cywat (cynbdar marHus) u
KOHUeHTpupoBaHneM pocyxa nonyyaioT 1,09r cbiporo mpoaykta B BuAe KOPUYHEBOW XugkocTh. OumcTkon
KOMOHOYHON Xpomatorpaduen (cunmkarens, 50r, mMeTaHOnm W JuxropmeTaHe, MOBbIEHWE KOHLEeHTpauum
meTaHona ¢ 0% po 4%) nony4atoT 3arnasHoe coeduHeHuve (0,9r).

1H AMP (CDCls) & : 7,51-6,98 (10H, m), 4,15 (2H, A, J = 6,96 I'u), 3,98-3,88 (2H, m), 3,61-3,5 (3H, m), 2,55-
2,45 (2H, m), 2,37 (3H, c), 2,01-1,9 (2H, m), 1,18 (3H, T, J = 6,96 'w).

G. 4-/3-/4-(2-MeTunumnaason-1-nn)denunrmo/denun-3,4,5,6-teTparnapo-2H-nmpax-4-kapboHoBas kucnoTa

K pactBopy aturnosoro adupa 4-/3-/4-(2-meTunmmugason-1-un)denuntmo/dpennn/-3,4,5,6-tetparngpo-2H-
nMpaH-4-kapboHOBON KUCIOThI, MOJyYEHHOTO BbilLenpuBEAEHHbIM criocobom, B cmecu TeTparngpodypaHa (20mn)
¢ MeTaHonoM (20mn) gobasnsoT BOAHBIN pacTeop rugpokcuaa mmua (0,42r, 10mmonen) n cmecb KumaTaT 114,
JleTy4me KOMMOHEHTbI YAansaT Npyu NOHWKeHHOM gasneHnn. OcTaTok pacnpeaenstoT mexay acmpom (100mn) n
Bogon (100mMn) u 3duMpHBIN Crow aKcTparvpyloT 1 H. BOAHbIM pacTBOpPOM ruagpokcuaa kamms (2x50mn).
Ob6beavHeHHble BOAHbIE CMOW HEMTPanu3yloT 1 H. COMAHOM KMUCIOTOW WM HacblLEHHbIM BOAHbIM PacTBOPOM
6ukapboHaTa HaTpus. Ocagok oTUMLTPOBLIBAKOT, NMPOMbIBAIOT BOAOW M CyLIKOW B Bakyyme mpu 80°C nonyyatot
3arnaBHoe coeguHeHwve (488mr, 35% Ha MeTunoBbIn 3dup 4-(3-meTuncynbduHundenun)-3,4,5,6-tetparngpo-2H-
nupaH-4-kapOoHOBOM KNCMOTHI).

1H AMP (CDCl3) 6 : 7,49-7,37 (7H, m), 7,34-7,29 (1H, m), 7,3 (1H, g, J = 1,1Tu), 6,91 (1H, A, J = 1,1T"y), 3,9-
3,78 (2H, m), 3,49-3,36 (2H, m), 2,38-2,28 (2H, m), 2,28 (3H, c), 1,88-1,76 (2H, m).

H. 4-/3-/4-(2-Metunumuaason-1-un)dpennnrmno/denni/-3,4,5,6-teTparnapo-2H-nupax-4-kapbokcamug

K nepemelwwmBaemow cycneHsmm 4-/3-/4-(2-metmnumugason-1-un) denuntmol/dpennn/-3,4,5,6-tetparngpo-2H-
nMpax-4-kapboHoBon kucnotel (217mr, 0,55mmonsi) gobasnaoT npu 0°C okcarmnxrnopug  (254wr, 2
mmons).MonyyeHHbIn pacTBop nepemewwvsaoT 30mMuH npu 0°C  n 3atem 20MWH Npu KOMHaTHOW TemnepaType.
JleTyume KOMMOHeHTHI yaansT ucnapeHvem. Octatok Ao6aBnsAlT K nepemeLuBaeMoMy BOAHOMY PacTBOpPY
ammuaka (30mn) n nepemewmBatot 14. MNocne oxnaxgenus go 0°C ocagok OTUMLTPOBLIBAKT, NMPOMbIBAOT
BOAOW U CyLLKOW B Bakyyme mpu 80°C A0 NOCTOSIHHOM Macchl MoflyyvatoT 3arfiaBHoe coeamHeHne (207vr, 96%).

1H AMP (OMCO-ds) & : 7,49-7,26 (10H, m), 7,1 (1H, w. c), 6,9 (1H, A, J = 1,1T"u), 3,78-3,68 (2H, m), 3,52-3,4
(2H, m), 2,46-2,36 (2H, m), 2,28 (3H, c), 1,06-1,64 (2H, m).

Mpumep 9

4-/3-/4-(Muppon-1-unveTtun)denntmo/denunn/-3,4,5,6-Tetparnapo-2H- nvpaH-4-kapbokcammg

3arnaBHoe coefvHeHve Mosly4eHO Mo meToauke, mpvBedeHHon B [Mpumepe 8F gna nonydeHus 3TMNoBOro




adpupa 4-/3-/4-(2-meTvnumugason-1-un)dpenmuntmo/dennn/-3,4,5,6-teTparngpo-2H-nvpaH-4-kapboHoBow
KMUCNOTbl, MpUMeHeHneM 4-(mmpporn-1-unvetnn)dpennniiogmuga (EP 488 602 A1) BmecTo 4-(2-meTunumugason-1-
un)dpeHuniioguaa.

1H AMP (CDCI) & : 7,38-7,34 (1H, m), 7,28-7,18 (5H, m), 7,04 (2H, g, J=8,43I'u), 6,68 (2H, 7, J =2,2l'y), 6,19
(2H, 7, J = 2,2I'u), 5,05 (2H, c), 4,12 (2H, k, J = 7,33I'u), 3,96-3,86 (2H, m), 3,49 (2H, m), 2,5-2,42 (2H, m),1,99-
1,85 (2H, m), 1,16 (3H, 1, J = 7,33 'L).

B. 4-/3-/4-(Mvppon-1-meTun)dexntuo/denn/-3,4,5,6-TeTparmapo-2H- nupaH-4-kap6OHOBOW KUCTIOThI

3arnaBHoe coefuHeHve MoOMy4eHO BO MeToauke, npvBedeHHou B lNpumepe 8G ans nonyveHus 4-/3-/4-(2-
meTtunumugason-1-unydbennruo/.doenun/-3,4,5,6-tetTparngpo-2H-nupaH-4-kapboHOBOW  KUCMOTbI, MPUMEHEHVEM
amunosoro adupa 4-/3-/4-(ruppon-1-nvetnn)denuntro/dpennn/-3,4,5,6-teTparngpo-2H-nvpaH-4-kapboHoBow
KUCINOTN BMeCTO 3TuroBoro adupa 4-/3-/4-(2-metunumugason-1-unycbenuntuo/dpennn/-3,4,5,6-tetparngpo-2H-
nupaH-4-kapOoHOBOW KUCIOTHI.

1H AMP (CDCl3) 6 : 7,4-7,37 (1H, m), 7,32-7,25 (4H, m), 7,23-7,16 (1H, m), 7,04 (2H, g, J = 8,43I'u), 6,68 (2H,
T,J =2,2lu), 6,19 (2H, 7, J = 2,2I'uy), 5,05 (2H, c), 3,96-3,87 (2H, m), 3,66-3,55 (2H, m), 2,51-2,41 (2H, m), 2-1,88

(2H, m).
G. 4-/3-/4-(Mvppon-1-unmeTun)denntmo/dennn/-3,4,5,6-tetparngpo-2H- nupax-4-kapbokcamua.
CycneHsuio 4-/3-/4-(mppon-1-meTun)dennnrmo/denunn/-3,4,-5,6-teTparnapo-2H-nupax-4-kapb6oHoOBON

kucrnoTbl (0,36r, 0,93mMmons), GukapboHata ammonusa (0,44r, 5,58mmonst) U 2-3Tokcu-1-aToKCUKap6oHWn-1,2-
avrngpoxuHonuHa (0,28r, 1,12mmons) B auxnopmeTaHe (20Mn) nepemelLMBaloT Mpyv KOMHaTHOW Temrepatype
npumepHo cyTkn. BukapboHaT amMmoHuMA u  2-39TOKCK-1-3TOKCMKApOOHWIT-1,2-OUrMOPOXMHONMH OO  MOJIHOMO
MCYe3HOBEHUS KUCMOTbI. PeakunoHHyto cmech pasbaBnstoT guxropmetaHoM (50Mn) Kk npomblBatoT Bogow (50mn).
OpraHuM4ecKknin aKCTpaKT NMPOMbIBaIOT XOnogHon 1 H. comnsiHow kucroTton (50mn), Bogon (50mn), HacbILWEHHBIM
BOAHbIM pacTBopoM GukapboHaTta HaTtpusa (5mn), Bogon (50mn) a pacconom (50mn), cywart (cynbdart marHms) H
KOHLIEHTPMPYIOT gocyxa. Nepekpuctannmsaumnen octatka U3 aTunaleTara nosyyaroT 3arnaBHoe coegunHeHve (198
Mr, 54%).

1H AMP (OMCO- de¢) 6 : 7,38-7,25 (6H, m), 7,18-7,03 (4H, m), 7,8 (2H, 7, J = 2,2I'Ll), 6,02 (2H, T, J = 2,2I'wy),
5,09 (2H, c), 3,77-3,66 (2H, m), 3,5-3,38 (2H, m), 2,42-2,32 (2H, m), 1,82-1,68 (2H, m).

Mpumep10

N-MeTnn-4-/5-p1op-3-/4-(2-MmeTnummng azon-1-un)éeHsumnokcu/dpennn/-3,4,5,6-tetparnapo-2H-nmpaH-4-
kap6okcamung

3arnaBHoe coeauHeHWe MonyvyeHo no mMeToauke, npuvBedeHHoun B lNpumepe 5, 3a TeM UCKMOYEHWEM, YTO
BMECTO BOLHOMO ammuaka MpUMEHSIT BOAHbIN MeTunamuH (40%). W3bbiTok mMeTunamuHa ygansiooT Mpu
MOHWXEHHOM [AaBfieHuM, ocTaTtok pasbasnsaT Bogow (100mMn) u akcTparvpyloT AuxnomeTaHoM (2x100mn).
O6beanHeHHble 3KCTpakTbl cywaT (Cynbdar marHusi) n KoHueHTpupyloT. lNepekpuctannusaumeln octatka u3
aTunaueTaTa nofy4aroT 3arnaBHoe coeuHeHne B Buae Menkoro 6eroro nopoLuka.

1H AMP (OMCO-de) 6 : 7,69 (1H, w. c), 7,61 (2H, g, J = 8,43l"u), 7,47 (2H, a, J =8,43l'u), 7,29 (1H, g, J =
1,1Tu), 6,91 (1H, A, J = 1,1Tu), 6,9-6,8 (2H, m), 6,79-6,7 (1H, m), 5,17 (2H, c), 3,75-3,65 (2H, m), 3,48-3,36 (2H,
M), 2,55 (3H, ¢), 2,41-2,31 (2H, m), 2,29 (3H, c), 1,9-1,77 (2H, m).

Mpumep11

4-/5-®10p-3-/4-(2-MmeTNUMMaason-1-nn)oexsunnokcu/dpenn/-3,4,5,6-tetparmapo-2H-nmpax-4-
Trokapbokcamug

K nepemewvBaemomy pactBopy 4-/5-¢pTop-3-/4-(2-meTvnummnaason-1-nn)oexaunnokcw/denunn/-3,4,5,6-
TeTparngpo-2H-nupax-4-kapbokcamuay (Mpumep 5) B TTP (10mn) gobasnsaoT neHtacynbdug docdopa (236mr,
0,53mmonsd) n bukapboHat HaTpusa (176wmr, 2,1mmMons). lMonydeHHyio cmecb HarpesatoT 44 npu 40°C. Cwmecs
KOHUeHTpupytoT B Bakyyme. K octatky gob6aensioT sogy (100mMn) M cMmecb 3kcTparvpyloT AUXIIOpMeTaHOM
(2x100Mmn). OBbeavHeHHble OpraHW4ecKkMe IKCTPaKTbl CywaT Hag cynbdartoM HaTpus U KOHLEHTPUPYHOT B
Bakyyme. O4McTKON ocTaTka KonoHo4Hon xpomatorpadwmen ( Li Xponpen-NH2 u 3atem n-TCX ¢ anoupoBaHueM
CcMecblo auxrnopmMmeTaH-meTavon (10:1)) nonyvatroT 38mr 3arnmaBHOro coeguvHeHus B Buge Oernoro TBepdoro
BellecTBa.

1H-AMP (CDCl3) & : 7,67-7,49 (3H, m), 7,39-7,29 (2H, m), 7,03 (1H, g, J = 1,47T'y), 7,01 (1H, g, J = 1,46lw),
6,98-6,62 (4H, m), 5,09 (2H, c), 3,95-3,8 (2H, m), 3,7-3,54 (2H, m), 2,7-2,55 (2H, m), 2,37 (3H, c), 2,3-2,14 (2H, m).
WK (KBr) v : 1620, 1590, 1520, 1420, 1140 cm-1. T.nn. 167-170°C.

Mpumep 12

4-/3-/4-(2-MeTvnumuaason-1-unvetmn)denuntvo/dpenni/-3.4,5,6-teTparngpo-2H-nvpaH-4-kapbokcammg

A. 4-(2-MeTunumunaason-1-un)metun/pennninoana

Cwmecb 2-metunmmupasona (0,66r, 8mmonen), 4-nopdeHsunbpomuaa (I. Am. Chem. Soc.1949, 71, 3360)
(2,38r, 8mmornent) n kapboHata kamma (2,21r, 16mmonent) B aueToHuTpune (100mn) KMNATAT € NepeMeLLMBaHNeEM
154. Tllocne oxnaxaeHns 0CagoK OTUNMLTPOBLIBAT W UbTPAT KOHUEHTpUpYT pgocyxa. OcTtaTtok
pacnpegenstoT mexagy adupom (100mn) 1 Bogow (100mn). SMpHbIA Cron OTAENsAT, NPOMbBIBAIOT Paccosiom
(100mn), cywar (cynbdat marH1s) U KOHLEeHTpupYytoT. OYMCTKON KONIOHOYHOW XpomaTorpaduent (cunukarens, 50r,
MeTaHon B AvxriopMeTaHe, noBbilweHue koHueHTpauum ¢ 0% po 5%) nonyyatot 3arnmaBHoe coeguHenve (1,05r,
44%).

1H AMP (CDCl3) 6 :7,67 (2H, g, J =8,42I'y), 6,96 (1H, A, J =1,1Tu), 682 (1H, g, J=1,1Tu), 6,79 2H, a, 7
=8,42I'y), 4,99 (2H, c), 2,32 (3H, c). B.

B. Omnosbin acup 4-/3-/4-(2-meTvnumunaason-1-nnvetun)denunntmo/dennn/-3,4,5,6-teTparngpo-2H-nupaH-
4-kap60OHOBOW KUCTOThI

3arnaBHoe coefvHeHve Moslyd4eHO BO MeToawke, mpvBegeHHon B [Mpumepe 8F gna nonydeHus aTunoBoro
adpupa 4-/3-/4-(2-meTnummgaason-1-un)denuntmo/dennn/-3,4,5,6-tetparngpo-2H-nmpaH--4-kap6oHoBO M
KUCNOTbl, MpuUMeHeHueM 4-/(2-meTunumugason-1-un) metTur/deHunioguga BmecTo  4-(2-meTunumugason-1-
un)dpeHuniioguaa.




1H AMP CDCl3) & : 7,4-6,82 (10H, m), 5,27 (2H, c), 4,13 (2H, k, J = 6,96I4), 3,96-3,66 (2H, m), 3,61-3,47 (2H,
M), 2,52-2,42 (2H, m), 2,33 (3H, m), 1,99-1,87 (2H, m), 1,25 (3H, T, J =6,96I'L).

C.  4-/3-/4-(2-Memvnumungason-1-nnmemwmn)denunivo/dpennn/-3,4,5,6-Tetparngpo-2H-nmpaH-4-kapboHosas
KucnoTa

3arnaBHoe coefvHeHVie CMHTE3UPOBaHO MO MeToAavke, NpueedeHHow B Mpumepe 8G ansa nonyyenus 4-/3-/4-
(2-meTvnumugason-1-un)dpenunrmo/denunn/-3,4,5,6-TeTparngpo-2H-nupaH-4-kap60HOBOW KWUCOThI,
npyMeHeHvem atunosoro adwupa 4-/3-/4-(2-metnumugason-1-nnmetmn)dbenuntuo/dpennn/-3,4,5,6-TeTparngpo-
2H-nunpaH-4-kapboHOBOM KMCINOTbI BMECTO 3TUNoBOro adupa 4-/3-/4-(2-meTurmmugason-1-un) cderuntuo/dennn/-
3,4,5,6-TeTparngpo-2H-nnpaH-4-kapbOHOBOW KUCTIOThI.

1H AMP (CDCls) 6 : 7,56-7,52 (1H, m), 7,45-7,4 (1H, m), 7,36-7,23 (2H, m), 7,19 (2H, g, J = 8,42 T'u), 6,95
(1H, o, J = 1,46l'u), 6,91 (2H, 4, J = 8,42l'y), 6,79 (1H, g, J = 1,46l'u), 4,98 (2H, c), 3,96-3,86 (2H, m), 3,74-3,62
(2H, m), 2,57-2,47 (2H, m), 2,31 (3H, c), 1,97-1,83 (2H, m).

D. 4-/3-/4-(2-MeTunumuagason-1-unvetmn)denmnvmo/denni/-3.4,5,6-Tetparngpo-2H-nvpaH-4-kapbokcammg

3arnaBHoe coefvHeHVe CMHTE3UPOBaHO BO MeToauke, npuBegeHHon B Mpumepe 9C ansa nonyyenus 4-/3-/4-
(nuppon-1-un)metnn/ dexuntuo/dpennn/-3,4,5,6-tetparngpo-2H-nupax-4-kapbokcamuga, npymeHeHwem 4-/3-/4-
(2-meTvnumugason-1-unvetnn)pennntmo/denunn/-3,4,5,6-tetparngpo-2H-nupaH-4-kapOoHOBOW KWUCIOTbl BMECTO
4-/3-/4-(nmppon-1-nnmetun)denuntuo/dpennn/-3,4,5,6-teTparngpo--2H-nmpaH-4-kapboHOBOW KUCTOThI.

1H AMP (CDCl3) & : 7,39-7,36 (1H, m), 7,37-7,19 (5H, m), 6,99 (2H, g, J = 8,79I'y), 6,96 (1H, g, J = 1,47Tw),
6,85 (1H, a, J =1,47Ty), 5,2 (2H, w. c), 5,04 (2H, c), 3,82-3,72 (4H, m), 2,34 (3H, c), 2,35-2,29 (2H, m), 2,09-1,97
(2H, m).

Mpumep 13

[-5-dpTOp-3-/4-(2-MeTMNUMMaason-1-nn)oeHsunnokcu/denn/umknorekcan-1-kapbokcamug

A. 3tnnosbin adwup 1-/3-6eH3nnokcn-5-dpTopdeHnn)urknorekcaH-1-kapboHOBOW KUCNOTbI

3arnaBHoe coeguHeHWe Mofly4eHo U3 3TUIoBOro acmpa 3-6eH-3UrnoKcK-5-pTopdeHNNnyKCyCHON KUCTOTbI Mo
meToAuke, nmpuBedeHHon B [Npumepe 2F, 3a Tem wuckmioyeHueM, 4TO BMeCTO Ouc(2-xnopatunoBoro) adupa
npumeHstoT 1,5-gubpomneHTaH.

1H AMP (CDCl3) & : 7,48-7,27 (5H, m), 6,84-6,8 (1H, m), 6,73 (1H, gua, J =10, 2,2 n 2,2l'u), 6,56 (1H, gua, J
=10,2,2n22ly), 5,02 (2H, c), 4,11 (2H, k, J = 7Tu), 2,49-2,32 (2H, m), 1,77-1,35 (8H, m), 1,18 (3H, T, J = 7TL).

B. O3mwnosbin adup 1-(5-dTop-3-rnapokcndreHnn)umnknorekcan-1-kapboHOBOM KUCMOThI

3arnaBHoe coefuHeHWe Mofy4yeHo u3 atunosoro adwupa 1-(3-6eHsnnokcu-5-propdennn)umknorekcan-1-
KapbOHOBOM KUCNOTLI MO MeToAuKe, NpvBeaeHHoM B MNpumepe 2G.

1H AMP (CDCl3) 6 : 6,72-6,63 (2H, m), 6,47 (1H, oga, J = 2,2, 22 n 10lu), 4,13 (2H, k, J = 7T'y), 2,48-2,33
(2H, m), 1,75-1,35 (8H, m), 1,2 (BH, T, J = 7T"w).

C. O1unosbii adup 1-/5-pTop-3-/4-(2-MeTMIMMunaason-1-nn)beHsunnokcm/dennn/unknorekcax-1-kapboHoBom
KMCNOTbI

3arnaBHoe coeguHeHue MonyvYeHo w3 aTurnosoro adwupa 1-(5-dpTop-3-rmgpokcmdeHnn)umknorekcan-1-
KapOOHOBOW KUCIOThLI N0 MeToAvKe, NpuBeaeHHoN B [MNpumepe 2H.

1H AMP (CDCl3) 6 : 7,55 (2H, g, J = 84Iu), 7,33 (2H, g, J =8,4I'y), 704 (1H, g, J =1,5lu), 7,01 (1H, @, J =
1,5Ty), 6,86-6,83 (1H, m), 6,76 (1H, gap, J = 2,2, 2,2 1 9,7Ty), 6,58 (1H, aga, J = 2,2, 2,2 n 10ly), 5,08 (2H, c),
4,12 (2H, x, J=T7Iy), 2,49-2,38 (2H, m), 2,38 (3H, c), 1,79-1,58 (6H, m), 1,53-1,32 (2H, m), 1,19 (BH, T, J = 7Tw).

D. 1-/5-d10p-3-/4-(2-MeTNUMMaason-1-nn)6eHsnnokcu/deHnn/umknorekcan-4-kapbokcamug

LleneBoe coeguwHeHve  nomyyeHo w3 3Tunosoro  3cupa  1-/3-bTop-5-/4-(2-meTvnumugason-1-
1n)6eH3unnokcu/deHnn/uuknorekcaH-1-kapboHOBOM KMCIOThI MO MeToAuke, NpueeAeHHou B [MNpumepe 5.

1H AMP (CDCl3) 6 : 7,53 (2H, g, J = 8,1Tw), 7,22 (2H, A, J = 8,1T'u), 7,08 (1H, c), 6,96 (1H, c), 6,95 (1H, m),
6,83 (1H, anp, J =2,2,2,219,5I'y), 6,56 (1H, gaa, J =2,2 2,2 1 9,5M'u), 6,1 (2H, w. c), 5,11 (2H, c), 2,6-2,35 (2H,
M), 2,33 (3H, ¢), 1,79-1,5 (8H, m).

Mpumep 14

1-/5-P10p-3-/4-(2-Me TINMMUAa3o-1-mun)beHsnnokcn/deHnn/umknoneHT-4-kapbokcammg

A. Metnnosbit adup S-hTOp-3-METOKCUDEHUNTYKCYCHOWN KUCMOTHI

K nepemewvBaemon cmecu MeTuroBoro admpa S5-hTop-3-rmapok-cudeHunykCcycHon kucnotel  (3,3r,
15,7mmons) kapboHata kanua (1,82r, 50mmonen) B AM®PA (30mn) gobaBnsaloT nNpu KOMHATHOM Temnepartype
metunnogung (1,82r, 50mMmornert) U peakuMOHHYI0 CMeCb MepemMeluMBaloT MPUMEPHO CyTkM. 3aTtem cMmech
pasbasnstoT Bogon (50mn) n akcTparupytoT achnpoM. ObbeanHeHHbIe 3KCTPaKTbl MPOMbIBaOT BOAOW 1 PaccosioM,
cywat (MgSOs) n koHUeHTpupytoT BBakyyme. O4MCTKOM OcTatka KOloHOYHoW xpomatorpaduen (SiOo, 150r,
rekcaH-avnaueTaT (10:1)) nonyvaroT MeTunoBbln 3adup 5-pTop-3-MEeTOKCUMEHNTYKCYCHON KUCIOTblI B BuAe
6ecuBeTHoro macna (495wmr, 55%).

1H AMP (CDCl3) & : 6,64-6,57 (2H, m), 6,53 (1H, gag, J = 2,2, 2,2 n 11Tu). 3,79 (3H, c), 3,71 (3H, c), 3,57
(2H, c).

B. MeTnnosbin adup 1-(3-d10p-3-MeTOKCUEHU)LMKIONEHT-3-eH-1-kapbOoHOBOW KUCMOTbI

K nepemewwvBaemomy pacTBopy MeTwunoBoro adupa 5-dTop-3-mMeToKcdeHunykcycmon kucnoTel (708mr,
3,6mmons) B TT® (10mn) npubasnstoT npu -30°C B TeveHne 0,254 1 M pacTtBop TpeTbyTOoKCcmaa kammsa B TIP
(4mn, 4mmons). MNocne nepemelumBaHus |4 Mpy TOW XXe TemnepaTtype Mo Kannsam npubasnstoT pacTeop uwmc-1,4-
AnxnopbyT-2-eHa (526mr, 4mmons) B TT®P (2mn) n peakyMOHHYI0 CMeCb B TeYeHWe 24 HarpeBaloT 40 KOMHAaTHOM
Temnepartypbl. PeakunoHHyto cmech oxnaxgatoT o -30°C, gobasnsot 1 M pacTtBop TpeTbyTokcmaa kanusa B TIP
(4mn, 4mMmoOns) M CMeCb MepeMeLLmMBaloT MPUMEPHO CYTKM MPU KOMHATHOW TemnepaTtype. PeakuumoHHyl cmech
HenTparmayloT p[obaBneHMeM HacbIWEHHOro BOAHOMO pacTBopa X/opuga amMMOHWS W SKCTparmpylot
etvnauetatoM. O6bednHeHHble JKCTPaKTbl MPOMbIBAOT paccorioM, cywat Hag MgSOs u KOHUEHTpUpYOT B
Bakyyme. OunCTKOW KOMoHOYHOM xpomatorpadumen (SiO2, 150r, rekcaHatunaueTar (20:1)) nonydatot 495mr (55%)
meTunoBoro adupa 1-(5-dp1op-3-meToKcUpeHUN)UMKIoneHT-3-eH-1-kapboHOBOW KMCnOTel B Buae HecuBeTHOro
macna.




1H AMP (CDCl3) 6 : 6,67-6,6 (2H, m), 6,49 (1H, ana, J =11, 2,21 2,2l'u), 5,75 (2H, ¢), 3,78 (3H, c), 3,66 (3H,
c), 3,36 (2H, g, J=15lu), 2,72 (2H, A, J = 15TL).

C. Metunosbin adwup 1-(5-d1op-3-rmapokcudre HN)umknoneHT-3-eH-1-kap6oHOBOM KMCAOTHI

K nepemewumBaemomy pacTtBopy MmetunoBoro 3dupa 1-(5-pTop-3-mMeToKCUdDEHUN)UUKIONEeHT-3-eH-1-
kapboHoBON kucroTbl (495mr, 2mmonst) B cyxom guxrnopmeTaHe (10mn) npu -78°C  npubasnsT 1 M pacTtsop
Tpexbpomuctoro 6opa B guxnopmeTtaHe (10mn, 10Mmornelt) n cmecb nepemMeLLmBatoT |4 Mpy ToM e Temnepartype.
PeakumnoHHyto cmecb HenTpammsyloT gobasneHvem Boabl (20mn) n obpasoBaBLUylocsi CMeChb MogkucnsaT | H.
COMSAHOW KWCIOTOW, MOCMe 4ero 3aKcTparvpyloT atunadetatom. OpraHuyeckyio a3y MpOMbIBalOT PaccorioM,
cywaT W KOHLEHTPUPYIOT MpW MOHWKeHHOM AasneHun. OcTaTok pacTBOpPSIOT B CMecu MeTaHona (5mn) c
TonyonoMm (15mMn) “ npu KOMHaTHOW Temnepatype W nepemewmvBaHui pobasmstor 2 M pactBop
TpymeTUCcMnMngnasomeTaHa B rekcaHe (2mn, 4mmons). Cnycts 0,54 peakHUOHHY0 CMeCb pacnpeaensoT Mexay
aTMnaueTatoMm W BOAOW, OpraHndeckyto a3y oTAensioT, a BOAHYyH a3y IKCTparvpyloT 3TurauetaToMm.
Ob6beanHeHHyl0 opraHMyeckyto gasdy npombiBaloT paccorioM, cywat Hag MgSO4 1M KOHLEHTPUPYIOT B Bakyyme.
OumcTkoM” Noly4eHHOro Macna KonoHo4YHoun xpomatorpaduent (SiOz, 150 r, rekcaH-atunaueTar (4:1)) nonyvatot
407wmr (87%) meTunosoro adwmpa 1-(5-pTop-3-rmgpokcndeHnn)UUKNoneHT-3-eH-1-kapbonoBon KUCnoTel B Buae
6enbIX KpMCTansoB.

IH AMP (CDCl3) 6 : 6,64-6,57 (2H, m), 6,46 (1H, aog, J = 9,9, 2,2 2,2I'y), 5,75 (2H, c), 5,68 (1H, w. c), 3,67
(8H, c), 3,35 (2H, A, J = 15Tu), 2,71 (2H, A, J = 15TL).

1-/5-P10p-3-/4-(2-MeTINMMUAa3011-1-mun)beHsnnokcn/deHnn/umknoneHT-3-eH-1-kapbokcammg

MetunoBbin acpup 1-(5-cpTop-3-rmapokcndeHnn) UMKNoneHT-3-eH-1-kapboHOBOWM KUCMOThHI MpeBpaLLaloT B
3arnaBHoe coefdvHeHue no meTtoauke nosnyyeHus 4-/5-dpTop-3-/4-(2-meTnnumuaason-1-un)-6eHsmnoken/dpennn/-
6,4,5,6-TeTparngpo-2H-nnpax-4-kapbokcamumaa (Mpumep 5).

1H AMP (OMCO-dg) 6: 7,62 (2H, o, J =84Tu), 748 2H, g, J =84Tu), 7,3 (1H, A, J =2,2I"y), 6,92 (1H, A, J
=2,2l'y), 6,92-6,83 (1H, m), 6,79-6,75 (1H, m), 6,74-6,67 (1H, m), 5,76 (2H, c), 5,18 (2H, c), 3,27 (2H, g, J = 15I'L),
2,62 (2H, a, J = 15Iy), 2,3 (3H, c).

Mpumep 15

4-3-/4-(2-Metvnumuagason-1-nn)6ensunokcwn/dennn/-3,4,5,6-tetparmapo-2H-nupax-4-kapbokcamug

A. 4-(3-beHaunokcndennn)-3,4,5,6-teTparnapo-2H-nupax-4-kapboHoBas kncnoTa

3arnaBHoe coeauHeHWe MonyvyeHo no mMeToauke, npuvBedeHHoun B lNpumepe 4, 3a TeM UCKMIOYEHWEM, YTO
MCMOMb30BaH 3TUMoBbIN 3acup 4-(3-6eHannokendenun)-3,4,5,6-tetparnapo-2H-mnmpaH-4-kap60HOBON  KMCIIOThI
(EP 462830 A2) BmecTo atunoBoro adumpa 4-/5-hT1op-3-/4-(2-MmeTnnumuaason-1-un)oexaunokcu/pennn-3,4,5,6-
2H-nnpaH-4-kapboHOBON KACMOTbI.

1H-AMP (CDCl3) 6 : 7,68-7,22 (6H, m), 7,22-7,01 (2H, m), 6,95-6,82 (1H, m), 5,09 (2H, c), 4,1-3,8 (2H, m), 3,8-
3,41 (2H, m), 2,8-2,25 (2H, m), 2,19-1,75 (2H, m).

B. 4-(3-beHaunokcudenunn)-3,4,5,6-teTparngpo-2H-nupan-4-kapbokcamug

3arnaBHoe coeauHeHWe MonyvyeHo no mMeToauke, npuveedeHHoun B lNpumepe 5, 3a TeM UCKIOYEHWEM, YTO
npumeHstoT 4-(3-6eH3unoken)-3,4,5,6-TeTparngpo-2H-nnpan-4-kapboHoBon K1cnotel BMecTo 4-/5-dTop-3-/4-(2-
meTunumugason-1-nn)oensunokcun/denunn/-3,4,5,-6,-tetparngpo-2H-nmpax-4-kap60HOBOM KUCMOTHI.

1H-AMP (CDCls) 6 : 7,52-7,3 (6H, m), 7,04-6,99 (2H, m),6,98-6,88 (1H, m), 5,19 (2H, w. c), 5,07 (2H, c), 3,91-
3,74 (4H, m), 2,43-2,31 (2H, m), 2,19-2,02 (2H, m).

C. 4-(3-T'mgpokcudpennn)-3.4,5,6-TeTparngpo-2H-nupaH-4-kapbokcammg

3arnaBHoe coeAuHeHWe MonyveHo Mo MeToauke, mpvBedeHHon B MNpumepe 2G, 3a TeM UCKIIOYEHUEM, YTO
BMeCTO 3TUrnoBoro acupa 4-(3-6eHannoken-5-dpropdenunn)-3,4,5,6-tetparngpo-2H-nmpax-4-kapboHOBOW KUCIOThI
npumeHstoT 4-(3-6eH3unnokcndennn)-3,4,5,6-tetTparngpo-2H-nupax-4-kapbokcamua.

1H-AMP (CDCl3) 6 : 9,4 (1H, w. ¢), 7,11 (1H, 1, J = 8,1Tu), 6,97 (1H, ¢), 6,78 (1H, A, J = 7,7Tu), 6,62 (LU, g,
J=8,4l'u), 3,68-3,82 (2H, m), 3,58-3,4 (2H, m), 2,44-2,27 (2H, m), 0,82-0,68 (2H, m).

D. 4-/3-/4-(2-Metunumuaason-1-un)6eHsnnokcu/denunn/-3,4,5,6-tetparnapo-2H-nmpax-4-kapbokcamug

3arnaBHoe coeduHeHuWe nonydeHo  peakunen  4-(3-rugpokcu-penun)-3,4,5,6-teTparngpo-2H-nvpan-
kapbokcammga ¢ rmgpoxropuaom 4-(2-meTunummgason-1-un)beHsunxmopuga no meToavke, MpuBeLeHHON B
Mpvmepe 2H. T.nn. 183-186°C.

1H-AMP (CDCls) 6 : 7,6-7,57 (2H, m), 7,41-7,32 (3H, m), 7,09-7 (4H, m), 6,98-6,91 (1H, m), 5,36-5,22 (2H, ww.
c), 5,13 (2H, c), 3,89-3,76 (4H, m), 2,44-2,33 (5H, m), 2,19-2,02 (2H, m).

MK (KBr) v : 3430, 3200, 2900, 1680, 1520, 1420, 1380, 1310, 1250, 1170, 1100 cm™.

Mpumep 16

1-3-/4-(2-MeTvnummnagason-1-nn)6eH3unnokcn/deHM/UMKNo neHTaH-1-kapbokcammg

A. 3Tnnosbin adup 1-(6eH3nnokendeHMN)UNKNo NeHTaH-1-kapboHOBOW KUCNOThI

3arnaBHoe coeAuHeHWe CMHTEe3UpOBaHO Mo MeToauke, npusedeHHow B lMNpumepe 2F, 3a Tem WCKMloYeHneM,
4yTo BMECTO 6uc(2-xmopatunosoro) adupa npumeHsitoT 1,4-gubpombyTaH, a BMecTOo 3TUMoBOro adupa 3-
(6eH3unnokcm)-5-hTopPeHNyKCYCHOM  KACIOTbl  MPUMEHSIOT  3TUIoBbIN  acup  3-6eH3nnokcudgeHnnyKcycHom
KMCIOThI.

1H-AMP (CDCl3) 6 : 7,52-7,3 (5H, m), 7,3-7,2 (1H, m), 7,09-6,94 (2H, m), 6,91-6,82 (1H, m), 5,05 (2H, c), 4,06
(2H,k, J =7Tl), 3,72-2,56 (2H, m), 1,99-1,83 (2H, m), 1,82-1,64 (4H, m), 1,15 (3H, T, J =7Tw).

B.1-(3-BeHsunnokcndenmn)umnknoneHTan-1-kapboHoBas kucnoTta

3arnaBHoe coegMHeHWe CYHTE3MPOBaHO MO MeToavKe, NpuBeAeHHoN B [Npumepe 4, NpUMeHeHnem 3TUMOBOro
acupa 1-(3-6eHsmnn-okcmeHnn)umknoneHTaH-1-kapboHOBONM KUCINOTbI BMECTO 3TuUrnoBoro adwupa 4-/5-dptop-3-/4-
(2-meTunumagason-1-un)beHsnnokcu/cbenun/-3,4,5,6-teTparngpo-2H-nupaH-4-kapb6OHOBOW KUCTOThI.

1H-AMP (CDCl3) 6 : 7,56-7,21 (6H, m), 7,09-7 (2H, m), 6,88 (1H, m), 5,03 (2H, c), 2,71-2,53 (2H, m), 2-1,88
(2H, m), 1,87-1,66 (4H, m).

C. 1-(3-beHaunokcndeHunn)umknoneHTaH-1-kapbokcumung

3arnaBHoe coefvHeHVe CUMHTe3MpOoBaHO Mo MeToauke, npusBedeHHoW B [Mpumepe 4, 3a TEM UCKIIOYEHUEM,




4yTO BMECTO 4-/5-(pTOp-3-/4-(2-MeTUIMMUKZa3on-1-un)deHsunokcu/denunn/-3,4,5,6-teTparngpo-2H-nmpaH-4-
Kap©OOHOBOM KMUCIOTbl NPUMEHsIOT 1-(3-6eH3unokeu-dpeHnn)y MKnoneHTaH-1-kapboHOBYIO KUCIOTY.

1H-AMP (CDCls) & : 7,5-7,22 (6H, m), 6,92 (2H, c), 6,88 (1H, m), 5,48-5,1 (2H, w. c), 5,04 (2H, c), 2,52-2,36
(2H, m), 2,12-1,95 (2H, m), 1,92-1,55 (4H, m).

D. 1-(3-T'mapokcundennn)umnknoneHTan-1-kapbokcummng

3arnaevem coeavHeHWe CUHTE3MPOBaAHO Mo MeToauke, nMpuBegeHHon B [pumepe 2G, 3a TeM UCKIMIOYEHNEM,
4YTo BMECTO 3TUnoBoro adwmpa 4-(3-6eHaunokcu-5-bTopdennn)-3,4,5,6-TeTparngpo-2H--npaH-4-kapboHoBow
KMCnoTbl NpumMeHstoT 1-(3-6eH3nrnokcmdeHnn) uuknoneHTaH-1-kapbokcamua.

1H-AMP (CDCl3) 6 : 9,84 (1H, w. ¢), 7,59 (1H, 1, J = 7,7Tu), 7,45 (1H, c), 7,3 (1H, c), 7,1 (1H, A, J = 8,4I'w),
3,06-2,88 (4H, m), 2,3-1 (4H, m).

E. 1-/3-/4-(2-MeTunummgason-1-nn)beHsunnokcun/peHnn/umnknoneHTaH-1-kapbokcamug

Mo meToauke, npuBedeHHon B MNMpumepe 2H, peakunen 1-(3-rmapokcudeHnn)umknoHeHTaH-1-kapbokcammnaa c
rmapoxrnopugom 4-(2-meTunummugason-1-un)deHsnnxopmuaa nomny4aroT 3arnaBHoe coegmHeHune. T.nn. 163-164°C.

1H-AMP (CDCl3) 6 : 7,56 (2H, g, J = 8I'u), 7,5-7,31 (3H, m), 7,18-6,99 (4H, m), 6,97-6,88 (1H, m), 5,45-5,2 (.
c), 5,11 (2H, c), 2,6-2,3 (2H, m), 2,38 (3H, c), 2,19-1,6 (6H, m).

MK (KBr) v : 3400, 3200, 2950, 1670, 1610, 1580, 1520, 1420, 1370, 1310, 1290, 1260, 1060 cm™".

Mpumep 17

4-/5-P10p-3-/4-(2-MeTNUMMaason-1-nn)6eHsnnokcn/denunn/-3,4,5,6-tetparngpo-2H-nupax-4-kapbokcamuaa
rmapoxnopug

B 10%-omM wmeTaHONMbHOM pacTBOpe XJopuctoro Bogopoda (2mn) pacTtBopsitoT  4-/5-dTop-3-/4-(2-
meTunumugason-1-un)oensunokcn/  denun/-3,4,5,6-tetparngpo-2H-nmpan-4-kapbokcamug  (39mr,  0,1mmons).
Mocne nepemewuBaHus 10MWMH neTyunme KOMMOHEHTbl YAANAT MWCMapeHnemM W nepekpucTannmsauven
Mofly4eHHOro ocTaTka M3 3TaHona Mofy4qaloT 3arfiaBHoe coefuHeHuwe (24mr, 57%) B Buge Oemnoro TBepdoro
BellecTBa.

IH-AMP (OMCO-de) & : 7,87 (1H, c), 7,78-7,63 (5H, m), 7,25 (1H, c), 7,08 (1H, c), 6,88-6,74 (3H, m), 5,23 (2H,
c), 3,8-3,66 (2H, m), 3,6-3,42 (2H, m), 2,54 (3H, c), 2,5-2,33 (2H, m), 1,88-1,69 (2H, m).

Mpumep 18

4-3-/4-(2-Metvnumugason-1-nnydennn/tnodpennn/-3,4,5,6-tetparmapo-2H-nvpan-4-kapbokcammaa
rmapoxnopug

BocnpoussegeHa metoauka, npuBedeHHas B Npumepe 17, 3a TeM UCKMOYEHWEM, YTO BMecTo 4-/5-pTop-3/4-
(2-meTvnumugason-1-nn)éeHsnnokcu/cdennn/-3,4,5,6-teTparngpo-2H-nupaH-4-kapbokcammaa npumeHsioT 4-/3-/4-
(2-meTunumugason-1-un)denun/-tnodenunn/-3,4,5,6-tetparngpo-2H-nmpaH-4-kapbokcammng.  T.nn.  216-222°C.
(pasnoxeHue).

1H-AMP (OMCO-de) 6: 7,86 (1H, g, J =2,2l'y), 7,75 (1H, g, J=2,2l'y), 7,59 (1H, a4, J = 8,79I"u), 7,53-7,5 (1H,
m), 7,49-7,33 (3H, m), 7,41 (1H, A, J = 8,79 I'y), 7,32 (1H, w. c), 7,1 (1H, w. c), 3,78-3,69 (2H, m), 3,51-3,43 (2H,
M), 2,51 (3H, ¢), 2,48-2,37 (2H, m), 1,88-1,74 (2H, m).

Mpumep 19

4-3-/4-(2-Metunumugason-1-unydernnruo/dpennn/-3,4,5,6-tetparngpo-2H-nupan-4-kapbokcammaa
nonydymapar

B metaHone (3mn) pacteBopsitoT 4-/3-/4-(2-meTunmmugason-1-un)denuntuo/dpennn/-3,4,5,6-tetparngpo-2H-
nupax-4r-kapbokcamug (39mr, 0,1mmons) n dpymaposyto kucrnoty (12wmr, 0,1mmons). MNMocne nepemelumBaHus
10MWH neTydyMe KOMMOHEHTbl YAanAlT WCNapeHWeM W nepekpucTannM3aumen nofyyYeHHoro ocTatka M3 2-
nponaHona rnonyyalT 3arfaBHoe coeguHeHue (40mr, 78%) B Buge Genoro TBepgoro Bewectsa. T.nn. 183,5-
184,5°C.

1H-AMP (OMCO- de) & : 7,43-7,34 (7H, m), 7,32-7,25 (3H, m), 7,08 (1H, c), 6,93 (1H, c), 6,63-6,61 (1H, m),
3,79-3,64 (2H, m), 3,55-3,37 (2H, m), 2,45-2,36 (2H, m), 2,28 (3H, c), 1,84-1,72 (2H, m).

MK (KBr) v : 3400, 3200, 2950, 1670, 1610, 1580, 1520, 1420, 1370, 1310, 1290, 1260, 1060 cm™".

Mpumep 20

1-/3-14-(2-meTIMmuaason-1-nn)6eHsunokcwn/dennn/unknobyran-1-kapbokcamug

A. 1-LinaHo-1-(3-meTokcudernun)umknobyTaH

K pactBopy (3-meTtokcidenun)auetonntpuna (3r, 20mmonen) B OMCO (120mn) npu KOMHaTHOM
Temnepatype gobaenaoT 3 kanmm 15-kpayH-5 v rugpug Hatpus (60%-aa (Mac./mac.) aucnepcus B MUHeparibHOM
macne, 1,6r) u peakumoHHyto cmech nepemelumsatoT 30 MuH. 3atem gobasnsioT woaug Hatpus (3,6r, 24mMmons) n
1,3-aubpomnponaH (8r, 40mMmonei) n cMecb MepemeLuMBaloT npumMepHo cyTku. lMocrne gobasneHuns 2 H. HC1
(50Mmn) cmech akcTparvpytoT adpmpom (100mn x 2). O6beanHeHHbIe 3KCTPaKTbl NpombiBatoT Bogow (100 mn x 2) n
paccoriom (100mn), cywat (MgSOs4) n KOHUeHTpupyloT B Bakyyme. OumMCTKOM oOcCTaTka KOIOHOYHOWM
xpomartorpadwmen (SiO2, 300 r, rekcan-atunauetar (20:1)) nonyyatoT 3arnaBHoe coeguHenve (2,1r, 56%) B Buge
6ecuBeTHOro macna.

1H AMP (CDCl3) 6 : 7,32 (1H, ga, J =13,9 1 59Iu), 7 (1H, m), 6,93 (1H,J =2,2un 2,2I'y), 6,85 (1H, ag, J =
8,1 n2,6ly), 3,85 (3H, c), 2,9-2,77 (2H, m), 2,71-2,58 (2H, m), 2,54-2,31 (1H, m), 2,18-2 (1H, m).

B. 1-LinaHo-1-(3-rmapokcmdeHnn)umknobytaH

K nepemelwwmBaemomy pactBopy 1-umaHo-1-(3-metokcmdperun)-umknobytana (1,93r, 10MMoner) B Cyxom
avxnopmeTaHe (50mn) pob6asnsawT npu 0°C 1 M pactBop Tpexbpomwuctoro Gopa B AuxropMeTaHe (22mn,
22mmorst), cmech nepemelumBatoT 30MVH Bpy TOW Xe TemnepaTtype W 3aTteM MPUMEPHO CYTKM MpU KOMHaTHOM
Temnepatype. PeakumoHHyi0 cmecb HenTparmsyioT pgobaeneHunem Bogbl  (100mn) u akcTparmpylot
anxnopmeTavom (50mn x 2). OpraHudeckyto a3y npombiBatoT paccosiom (50mn), cywat (MgSOs) u
KOHUEHTpupoBaHneM B Bakyyme nonyyaioT 1,71 (100%) 3armaBHOro coegvHeHWss B Buae MPO3payHoro
KOPUYHEBOro Macna.

1H AMP (CDCl3) 6 : 7,29 (1H, g, J = 1,8 T'u), 6,98 (1H, m), 6,83 (1H, m), 6,78 (1H, w. c), 2,91-2,78 (2H, m),
2,78-2,53 (2H, m), 2,52-2,33 (1H, m), 2,2-1,99 (1H, m).




C. 1-LnaHo-1-(3-metunumugason-1-nn)oeHsunnokcun/dpeHnn/umknobyraH

Cwmecb 1-umaHo-1-(3-rmgpokcundpeHun)uiknobytara (1,76r, 10mmonen), rugpoxnopuaa 4-(2-meTunummnaasorn-
1-un)6eHsmnxnopuga (2,1r, 10mMmonen) n kapboHata kanms (6,9r, 50mmons) 8 AM®A (80mn) nepemewmsaioT 34
npu 80°C. MNocne gobasneHus Bodbl (200M51) cMecb 9KCTParupyroT cMecbto atunaueTtaroenson (2:1, 100 mn x 2),
npombiBatoT Bogow (100 mn x 2), pacconom (100mn), cywat (MgSOas) u koHUEHTPUPYIOT B Bakyyme. OuncTkon
ocTatka KoroHou4Hou xpomatorpaduen ((SiOz, 150r, guxnopmetaH-meTaHon (20:1)) nmonydaot 2,9r (84%)
3arnaBHOro CoeAvHeHVs B Buae NpO3payHoro Xenroro Macna.

1H AMP (CDCl3) 6 : 7,6 (2H, g, J. = 8,2l'u), 7,44-7,3 (3H, m), 7,13-6,88 (5H, m), 5,18 (2H, c), 2,93-2,78 (2H,
M), 2,73-2,58 (2H, m), 2,52-2,58 (2H, m), 2,52-2,3 (4H, m), 2,2-2 (1H, m).

D. 1-/3-/4-(2-MeTunumuaason-1-un)beHannokcn/dennn/unknobyrax-1-kapbokcammg

K OXIaXAEeHHOMY o 0°C pacTsopy 1-umaHo-1-/3-/4-(2-meTvnumugason-1-
un)beHsunokcu/dennn/uuknobytaHa (2,9r, 8,4mmons) B8 AMCO (5mn) gob6aensaioT 30%-yto HxO2 (2mn) um
kapboHat kanusa (0,4r). CMecb OCTaBMAIOT HarpeBaTbCA A0 KOMHATHOW TeMrnepaTypbl, NepemMeLuMBatoT npu 3Tomn
TemnepaTtype npuMepHo cyTkm n 64 npu 60°C. lNocne pobasnenms Boabl (100Mn) cmecb aKcTparvpytoT
amunauetatom (100mn x 3). O6beauHeHHbIe opraHmyeckme crion akcTparmpytoT 2 H. HC1 (100mn x 2) 1 BOAHbIN
crnou npombiBatoT aTunaveTatom (100mn x 3). BogHbin kucnbin cnor noawwenadvseatoT go pH 9 nobaenenve 5 H.
NaOH (150mn) un akcTparmpytoT etunaugetatom (100 mn x 3). ObbeguHeHHble OpraHM4Yeckue IKCTPaKTbl
npombiBatoT Bogow (100mn), pacconom (100mn), cywat (MgSO4) 1 KOHUEHTPUPOBAHHOM B Bakyyme Mosy4aioT
cblpol NpoaykT B Buae Gernoro TBepaoro Bewectsa. lNepekpuctanmmsauvent u3 atunauyeTaTta nosyyaoT 2,13r
(70%) 3arnaBHoro coeguHeHvs B Buae 6enoro TBepaoro BeLlecTsa.

1H AMP (CDCl3) 6 : 7,56 (2H, A, J = 8,4I'y), 7,36-7,29 (3H, m), 7,08-6,87 (5H, m), 5,2 (2H, w. c), 5,12 (2H, c),
2,91-2,78 (2H, m), 2,56-2,42 (2H, m), 2,38 (3H, c¢), 2,28-2,1 (1H, m), 1,98-1,82 (1H, m).

Mpumep 21

1-/3-14-(2-MeTvnumua ason-1-un)beHannokcu/deHnn/uvknonponas-1-kapbokcamug

3arnaBHoe coeguHEHWE NONy4EeHO N0 METOAWKE, NpMBEeAEeHHON Ans nonyyYenus 1-/3-/4-(2-metunumuaason-1-
nn)6eHsunokcn/deHnn/uuknobyTan-1-kapbokcammaa, 3a TeM MUCKIIOYEHUEM, YTO MpumeHsoT 1,2-AnbpomaTaH
BmecTo 1,3-ambpomnponana (Mpumep 20).

1H AMP (CDCl3) 6 : 7,56 (2H, g, J = 8,4I'y), 7,37-7,28 (2H, m), 7,12-7,07 (2H, m), 7,04 (1H, g, J = 1,5T'y), 7,01
(1H, g, J =1,5I'y), 6,95 (1H, gpg, J =8,1,1,8 n 0,7Tu), 5,8 (HI, w. c), 542 (1H, w. c¢), 2,38 (3H, c), 1,68-1,56 (2H,
M), 1,17-1,06 (2H, m).

Mpumep 22

4-/5-d10p-3-/2-HTOP-4-(2-Me TNUMUA a3ost-1-un)beHsnnokcu/denun/-3.4,5,6-TeTparngpo-2H-nupaH-4-
kap6okcamung

A. 4-/3-(BeHsunokcm)-5-dbTopenunn/-3,4,5,6-tetparnapo-2H-nupaH-4-kapboHoBas kucnota

3arnaBHoe coefvHeHVe CUMHTe3MpOBaHO MO MeToauke, npusBedeHHoW B [Mpumepe 4, 3a TEM UCKIIOYEHUEM,
YTO BMECTO 3TUnoBoro adupa 4-/5-dpTop-3-/4-(2-meTnnummngason-1-un)deHsunokeun/-dpennn/-3,4,5,6-tetparugpo-
2H-nnpaH-4-kapboHOBOW  KUCMOTbl MPUMEHSIOT 3TUMOBbIN  adbp  4-/3-(6eHsunokcm)-5-dpTopderun/-3,4,5,6-
TeTparngpo-2H-nupan-4-kapboHOBOW KUCIOTHI.

1H AMP (CDCl3) 6 : 7,49-7,29 (5H, m), 6,87-6,8 (1H, m), 6,74 (1H, goa, J =1,8,2,21n9,9I'y), 6,62 (1H, A, J =
2,2,2,21n10,3l'y), 5,02 (2H, c), 4-3,85 (2H, m), 3,7-3,5 (2H, m), 2,52-2,38 (2H, m), 2,04-1,85 (2H, m).

B. 4-/3-(beHawnnokcn)-5-dpTopderunn/-3,4,5,6-teTparnapo-2H-nupax-4-kapbokcamug

3arnaBHoe coefvHeHVe CUMHTe3MpOoBaHO Mo MeToauke, npusBedeHHoW B [Mpumepe 5, 3a TeM UCKIIOYEHMEM,
4yTO BMECTO 4-/5-¢pTOp-3-/4-(2-MeTUIMMUKZa3on-1-nn)deHsunokcu/denunn/-3,4,5,6-teTparngpo-2H-nmpaH-4-
kapboHoBON KUCTOThI NPUMEHSIOT 4-/3-(6eH3wnnokcn)-5-dpTopdennn/-3,4,5,6-teTparnapo-2H-nupaH-4-
Kap©OOHOBYIO KUCIIOTY.

1H AMP (CDCls) 6 : 7,48-7,31 (5H, m), 6,82-6,76 (1H, m), 6,71 (1H, paa, J = 1,8, 1,8 n 9,9'u), 6,65 (1H, aaga,
J=2,2,221n10,3lu), 523 (2H, w. c), 5,04 (2H, c), 3,85-3,7 (4H, m), 2,4-2,26 (2H, m), 2,1-1,95 (2H, m).

C. 4-(5-d1op-3-rngpokcudennn)-3.4,5,6-tetparngpo-2H-nupax-4-kapbokcamug

3arnaBHoe coefuHeHve MoflydeHo Mo meToawke, mpvBegeHHon B [Npumepe 26, 3a TeM UCKOYEHUEM, YTO
npumeHsoT 4-/3-(6eHsunnokcun)-5-propdenun/-3,4,5,6-tetparnapo-2H-nmpan-4-kapbokcamvug BMEeCTO 3TWUIIOBOIO
acpumpa 4-(5-pTop-3-6eH3unnokcmdpennn)-3,4,5,6-teTparngpo-2H-nmpaH-4r-kapb0HOBOM KUCMOTHI.

1H AMP (CDCl3) 6 : 9,32 (1H, w. c), 6,75-6,45 (3H, ¢), 6,13 (1H, w. c), 5,83 (1H, w. c), 3,9-3,58 (4H, m), 2,47-
2,3 (2H, m), 2,1-1,9 (2H, m).

D. 4-/5-d10p-3-//2-dTOP-4-(2-MeTMNMMHUE a3on-1-un)oeHsnnokcn/dpennn/-3,4,5,6-teTparnapo-2H-nupan-4-
kap6okcamung

Mo meToawke, npueeaeHHou B Mpumepe 2H, peakumnen 4-(5-dpTop-3-riwpokcudenunn)-3,4,5,6-tetparngpo-2H-
nvpaHkapbokcammga c rugpoxnopugoMm 2-rtop-4-(2-Mmetvnumugason-1-nn)oexHsunxnopmga ¢ BbixogoM 41%
nofy4atoT 3arnaBHoe coeguHeHve B Buage 6enoro nopoLuka.

1H AMP (CDCl3) 6 : 7,63 (1H, ga, J = 7,7 n 8,1'u), 7,2-6,98 (4H, m), 6,89-6,6 (3H, m), 5,41 (2H, w. c), 5,14
(2H, c), 3,93-3,7 (4H, m), 2,46-2,28 (5H, m), 2,14-1,96 (2H, m). UK (KBr) v : 3310, 3165, 1687, 1619, 1590, 1519,
1456, 1415.

Mpumep 23

4-//2,5-AndpTop-3-/4-(2-MmeTIMMua ason-1-un)6eHsnnokcu/denunn/-3,4,5,6-tetparnagpo-2H-nmpax-4-
kapbokcamung

A. 0-TpeT-ByTunammetnnucunmn-2,5-audprodppexHon

K nepemeluBaemomy pacteopy 2,5-audtopdeHona (15,1r, 116mmonent) 8 AMPA (100mn) npu oxnaxaeHnm
nbgom gobasnatoT rmapug Hatpus (60%-as (mac./mac.) gucnepcus B MuHeparnbHoMm macre, 5,13r, 139mmonen).
Mocne nepemewvBaHs 30MuH pgobasnswT  TpeT-OyTungumeTtuncununxiopug (17,5r, 0,116mmonsa) w
nepeMelwwvBaHve npogospkaloT ewe 14. Cmecb nepeHocsaT B Body (200mn) u akcTparmpytot acbmpom (300mr).
OKCTpaKT MpomblBatoT paccosnioMm (200mn), cywat (Cynbdat HaTpus) U yganeHMem pacTBOPUTENS MCMapeHueM




nonyyaroT 26,65r (94%) 3arnaBHOro coegunHeHvs B Buge 6ecuseTHOro Macna.

1H AMP CDCl3) 6 : 7,05-6,91 (1H, m), 6,7-6,52 (2H, m), 1 (9H, c¢), 0,201 (3H, c), 0,197 (3H, c).

B.3-TpeT-bytungumetunucununokcu-2,5-gud ropbeHsansgerng

K nepemewwmBaemomy pactsopy O-TpeT-6ytvngumetuncunun-2,5-gHdTopdeHona (5r, 20mmonen) B TI®
(20Mmn) npu -78°C npubasnstoT no kamnam 1 M pacteop BTop-Buli (21,5mn, 21,5Mmonsa). Yepes 0,54 no kannam
npubasnsioT AM®PA (1,9vn, 24,6mmons), noggepxusas Temnepartypy Hwke -70°C. Cnycta 30MuH cmech
OCTaBMAOT HarpeBaTbCA B TedeHne 30MyH 40 kKoMHaTHOM Temnepatypbl. K cmecn gobasnsaoT 3 H. HCL (30 mn) n
nepemewwvBaHve npogorkaoT 30mMuH. Cmech akcTparmpytoT acbmpom (100mn) u SKCTpakT MPOMbIBaOT BOAOW
(100mn), pacconom (100mn), cywaT (cynbdar HaTpus) n ucnapsitoT. KonoHo4How xpomaTorpadpren (Cummkarens)
ocTatka C 3NIoMPOBaHMEM H-rekcaHom nonyyaroT 3,56r (64%) 3armaBHOro coeguHeHus B Buae GecLBETHOrO
macna.

1H AMP CDCIs) 6 : 10,31 (W, A, J =2,93ly), 7,12 (1H, ppa, J =3,3,4,4n7,7Tu), 6,89 (1H, poa. J=3.3,7m
9,2l'u), 1,02 (9H, c), 0,245 (3H, c), 0,24 (3H, c).

C.2,5-IndTop-3-netokcnbeHsanbgerng

K nepemewuBaemomy pactBopy 3-TpeT-OymungumeTtuncununokcun-2,5-gudptopbeHsansgervga  (1945r,
67mmonss B AM®A (100mn) npu KoMHaTHOW Temnepatype pobaenswoT dTopwg kanms (7,79r, 134mmons) u
nogmeTtaH (4,98mn, 80mmonen). Yepes 54 cmecb mepeHocAT B Body (100Mn) u akcTparvpytloT eTunauetaTtoMm
(200mn). QkcTtpakT mpombiBatoT Bogon (100mn), paccornom (100mm), cywat (Cynbdar marHusi) U ucnapsior.
OumncTKOM OCTaTKka KONIOHOYHOW XpomaTtorpaduen (cunvkarenb) C 3I0MPOBaHNEM CMEChI0 dTunaueTaT-H-rekcaH
(1:10) nonyyatoT 8,58r (74%) 3arnaBHoro coeguHeHus B Buge 6enoro TBepAoro BeLlecTsa.

1H AMP (CDCl3) 6: 10,35 (1H, g, J=2,93I'u), 7,08 (1H, ana, J =2,9,4n 7,3Mu), 6,94 (1H, aoa, J =2,9,6,6 n
9,5I'y), 3,94 (3H, c).

D. 2,5-AndTop-3-MeTOKCUBEH3UMOBLIN CMPT

K nepemewwvBaemomy pacTtBopy 2,5-gudtop-3-metokcmbeHsanbgernga (8,57r, 49,8mmonsa) B aTaHone
(100mn) pobaBnsAT Npu KOMHATHOWM Temnepatype Gopruagpua Hatpus (2,83r, 74,7mmons). Cnycta 30MuUH cmecs
KOHLIEHTPMPYIOT, ocTaTok pa3basnsaoT acpmpom (300mn) 1 nocrnegoBatensHO npombiBatoT Bogon (200mn), 10%-
ON MMMOHHOM kucroTor (200mn), Bogom (200mn), paccornom (200Mm) m cywaT Hag CynbdaroM MarHus.
YnaneHvem pactesoputens nony4daiot 8,261 (95%) 3arnaBHoro coeguHeHus B Buae 6enoro TBepAoro BeLlecTsa.

1H AMP (CDCls) 6 : 6,8-6,69 (2H, m), 4,74 (2H, c), 3,86 (3H, c), 2,14 (1H, w. c).

E. 2,5-nd1op-3-MeToKCUeHUNALE TOHUTPUN

K nepemewvBaemomy pactBopy 2,5-gudtop-3-meTtokcBbeH3unosoro cmmpta (8,26r, 47 4mmons) B
avxnopmeTaHe (100mn) po6aBnsioT MpuM  KOMHATHOM Temnepartype n-tonyosncynbdonunxnopug  (9,95r,
52,2mmong) n tpuatmnamut (7,3mn, 52,2mmons). Yepes 3,54 cmecb nepeHocAT B Boay (200mMrm) M aKkcTparmpytot
acbmpom (200mr). SKCcTpakT MpombiBatoT paccosiom (200mn), cywat (cynbdar marHusl) u ucnapstoT. K octatky
pobasnaT AMCO (200mn) n unanug Hatpus (3,48r, 71mmorb). [NonyyeHHy0 cMecb NepemMeLLmMBaloT 24 1 3aTem
nepeHocsT B Bogy (200mn), n akctparupytoT acpmpom (300mn). SkcTpakT npombisaioT Bogon (100mn), paccosniom
(100mn) n cywat Hag cynbdatom MarHus. YganeHvem pactBoputens nonydatot 5,91r (63%) 3arnasBHoro
coeavHeHVs B BUAE KpacHOro macna.

1H AMP (CDCls) 6 : 6,8-6,65 (2H, m), 3,89 (3H, c), 3,76 (2H, 4, J = 0,74Tw).

. MeTunosbIvi adup 2-AndTop-3-METUNKCUT EHUITYKCYCHOW KUCIIOTbI

K nepemewumBaemomy pactBopy 2,5-gudTtop-3-meTokcudpenun-auetonutpuna (5,92r, 30mmonen) B
atuneHrnukone (150mn) gobaensaoT rmgpokeng kammsa (85%, 3r, 45mmonen). Cmeck HarpesatoT 14 mpu 120°C,
3aTeM cMmecb nepeHocsT B Bogy (100mn) i npombiBatoT acupom (100mm). BoaHbi crion nogkucnsaoTt 6 H. HCL
(10mn) n akcTparvpytoT adupom (200mn). SkcTpakT npombiBaloT Bogow (50mn), paccornom (50mn), cywat
(cynbbat marHust) u ncnapstoT. TBepbli OCTAaTOK pacTBOpsOT B MeTaHorne (200mn) n k pactBopy AobaensoT
KOHLL. CepHYt0 KucnoTy (2mn). MNonyveHHyto cmecb KunataT 14, oxnaxgaroT U KOHULEHTPUPYIOT B BakyyMe. OcTaTok
pacteopsitoT B acupe (100mn), npombiatoT Bogow (100Mn), HacbIWEHHLIM BOAHBIM PacTBOPOM rugpokapboHaTta
Hatpusa (100mn), pacconom (100mn) u cywaTt Hag cynbdartoM marHus. Yganas pactBoputernb nonydaioTt 3,81
(59%) 3arnaBHOro coeguHeHVs B BMAE XEeToro macna.

1H AMP (CDCl3) 6 : 6,7-6,5 (2H, m), 3,87 (3H, c), 3,72 (3H, c), 3,65 (2H, 8, J = 1,84Tw).

G. MeTtnnossbiii acpup 4-(2,5-audtop-3-meTokcmdennn)-3.4,5,6-TeTparngponmpan-4-kapboHOBOW KMCTOThI

3arnaBHoe coeAuHEHWe CMHTE3MpOBaHO Mo MeToauke, npusedeHHow B lNpumepe 2F, 3a Tem WCKMloYeHneM,
YTO BMECTO 3TUMOBOro acdhupa 3-6eH3nNokeu-5-pTopdeHnyKCYCHOM KACTOTbl MPUMEHSIIOT MeTUIOBbIN adhup 2,5-
AndpTop-3-MeToKCMAEHNITYKCYCHOW KUCTIOThI.

1H AMP (CDCls) & : 6,71-6,59 (2H, m), 3,93-3,73 (4H, m), 3,86 (3H, c), 3,75 (3H, c), 2,45-2,32 (2H, m), 2,14-
1,96 (2H, m).

H. MetnnoBbi admp 4-(2,5-andTop-3-rugpokcmdenun)-3.4,5,6-TeTparngponmpan-4-kapboHOBOW KMCTOThI

3arnaBHoe coegMHeHWe CYHTE3MPOBaHO Mo MeToauke, npuBedeHHon B Mpumepe 14C, 3a TeM UCKIIOYEHNEM,
YTO MPUMEHSIT MeTUNoBbIN adup 4-(2,5-gudTop-3-meTokcudpekun)-3,4,5,6-TeTparngpo-2H-nvpaH-4-kapboHoBow
KMCNOTbl BMECTO MeTUnoBoro acupa 1-(3-pTop-5-rmapoken)umkroneHT-3-eH-1-kapboHOBON KUCTOThI.

1H AMP (CDCls) 6 : 6,8-6,5 (2H, m), 3,96-3,68 (7H, m), 2,49-2,32 (2H, m), 2,16-1,95 (2H, m).

I. MeTtunosbin acbup 4-/2,5-gndptop-3-/4-(2-meTunummngason-1-un)-6eHsnnokcu/dennn)-3,4,5,6-tetparngpo-
2H-nupaH-4-kap6oHOBOW KNCMOThI

Mo wmeTtogvke, npvBeaeHHo B [lpumepe 2H, peakuuen wmetunosBoro adwmpa 4-(2,5-gudpTop-3-
rmapokcuderun)-3,4,5,6-tetparngponmpaH-4-kapboHOBOM KUCIOTbI C rMApoxXnopuaoMm 4-(2-metunumugason-1-
un)beHsunxnopuaa, ¢ Beixogom 49% nonyyaloT 3arfiaBHoe coevHeEHVe B BUAE XXENToro macna.

1M AMP (CDCl3) 6: 7,57 (2H, g, J =84Tlu), 7,34 2H, g, J =8,4Tu), 7,05 (1H, 4, J =1,5Tu), 7,01 (1H, g, J =
1,5Iy), 6,96,45 (2H, m), 5,13 (2H, c), 3,95-3,62 (7H, m), 2,5-2,3 (5H, m), 2,16-1,94 (2H, m).

J. 4-/2 5-AndTop-3-/4-(2-meTnummgason-1-nn)-6eHsmnokcn/dpennn/-3,4,5,6-teTparnagpo-2H-nupan-4-

Kapbokcamug




3arnaBHoe coeguHeHvWe MOMy4YeHO Mo meToaukam, npuBedeHHbiM B [Npumepe 4 u lNpumepe 5, 3a Tem
UCKIOYeHeM, 4YTO BMecTo a3TuroBoro adwmpa 4-/5-¢p1op-3-/4-(2-meTrnummaason-1-nn)oeHaunnokcn/deHunn/-
3,4,56-TeTparngpo-2H-nnpaH-4-kapbOHOBOW KUCMOTbI MPUMEHSAIOT MeTuroBbln adup 4-/2,5-gndptop-3-//4-(2-
meTunumugason-1-nn)bensunokcwn/dennn/-3,4,5,6-tetparnapo-2H-nupan-4-kap60HOBOW KUCTOThI.

1H AMP (CDCl3) 6 : 7,56 (2H, A, J = 8,43l'u), 7,34 (2H, g, J =8/4Iyu), 7,04 (1H, A, J =1,1Tu), 7,01 (1H, a,J =
1,5Iy), 6,82-6,69 (2H, m), 5,4 (2H, w. c), 5,15 (2H, c), 4-3,7 (4H, m), 2,5-2,3 (5H, m), 2,22-2,02 (2H, m).



