MN306peTeHne OTHOCKUTCH K HOBOMY OKCacnmpo-[2,5]okTaHOBOMY NpPOM3BOLHOMY MW ero conu. B yacTtHoctu, oHO
OTHOCUTCS K HOBOMY OKCacnupo-[2,5] oKTaHOBOMY MPOM3BOAHOMY WM €ro comnu, KoTopoe obrnagaer aHrmoreHesHon
MHMMOWUTOPHOW aKTMBHOCTBLIO W, CriegoBaTenbHO, MUCMONb3YeTCsl B Ka4yecTBe MHIMOUTOpa aHrmoreHesa, OoCOBeHHO Anst
06paboTkM TBepAbIX ONyXOreBbIX TKAHEN, K NPOLIECCY UX NOMyYeHns 1 K hapmaLeBTUHECKOM KOMMO3MLMK, coaepKallen
nX.

Okcacnmpo-[2,2] okTaHOBOe MNpPOM3BOLHOE HACTOSILLEro M300peTeHns MoxXeT ObiTe NpeacTaBreHo CcriedyloLlen
copmynomn:

3

\

roe R' npeacraensieT co6oit kapGamounn, HU3LLKIA ankun kapGamounn, rMapoKeH (HU3LLMIA) ankunkapGamMous, HU3LLM
ankokcy (HW3Wun) ankunkapbamowrn, HU3WWIA ankuntuo (HWM3WKR) ankunkapbamoun, HU3WKIA  ankokcMkapboHun
(HV3WK) anknnkapOoHWUM, HU3LWKIA ankunkapbamonnokecy (HM3Wwui) ankunkapbamoun, oy (HU3LWKIA) ankunkapbamomn,
N-[rnopoken (Hn3wmn) ankug (Hu3wwuin)] ankunkapbamoun, N-[rmapokcy (HU3WniA) ankun (HM3Wwun)] ankunkap6amownn
(Hu3wwun)ankunkapbamonn, HU3WKWIA ankunkapbamounokcn (Hu3wuin) ankeHoun, N-[TunomopdonuHunkapboHunokcu
(Hu3wwuin)  ankun]  (Hu3wwmin)  ankunkap6amownrn,  N-[MOpdONMHUIKAPOOMOMMOKCH  (HU3WKWIA) — ankun]  (HU3LWwniA)
ankunkap6amownn, umkno (HM3wwuin) ankunkapbamoun, deHunkapbamoun, HadbTankapbamownn, ranodeHunkapbamomn,
ranoHacTUnkap6amoun,  XMOPUPOBAHHbIN  (HU3WMIA)  ankaHounkap6a-Mown,  HU3WMWiA  ankuntuokapbamowrn,
nunepuamHunkapbamoun, mopdonuHunkap6amomn, eHnn (HU3LWKUA) ankeHomn, HadpTUN (HU3LWWIA) ankeHoUn. HU3LLKIA
ankokcMkapboHun,  MOpMOMUHUNKAPOOHWN,  TUNOMOPCONMHUIKAPOOHM UM ero  OKCWA WU OUOKCUA,
NMPPONUANHUIKAPBGOHUN UMK NUNepeannkapboHM, BO3MOXHO 3aMELLEHHbIE HU3LIMM arnKurioMm, FMAPOKCH, MMAPOKCH
(HU3LWMM) ankunoM, HU3LIMM ankokcy (HU3LLMM) arnkunoM UM HU3LWUM ankurkap6aMoun-noM, nunepasuHUIKapboHus,
KOTOPbI MOXET ObITb 3aMeLLEeH HALIMM ankKOKCUKapBOHUMIOM UMK HUBLLUM anKumncyrbOHUIIOM Ha aTome 4-N, H13LWniA
ankun, KapbokcK (HU3LWWUA) ankum, HU3LUIA ankoKCUKapOoHUN (HU3LWKIA) ankum, eHnn- unn HadpTun (HU3LWKR) ankun,
KOTOPbIV MOXET ObiTb 3aMeLLEeH rarno Unu HU3LLUM ankoKCU, NMPUAUINIIA XMHOMNWM (HU3LWMWIA) ankumn. ruapokey (HU3LWnin)
ankeHowr, HU3LWMWIN ankaHOMITOKCK (HU3LWIA) ankeHoun, Au (HWU3LWKWRA) ankaHoWmMoKcKU (HWU3LLUIA) ankeHowrn, anbdeH3oun
(HM3Wwwnin) ankeHoun, MopgONMHOKAapOOHUIOKCU (HU3LWKIA) ankunkapbamown, uukno (HW3wwun) ankunkapbowun, 2-
OKCONUPPONUAMHWI (HWU3LWKIA) ankunkapbamoun, unu au (HU3LWun) ankunkapdbamoun,
R? npepcTaensaet coboi Huawwi ankokew, @ R™ NpegcTaBnsaeT coboi
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roe R npeacTaBnseT coOON HU3LWLNIA ankoKcMKapboHun,
R’ npeacraBnser cobol HU3LWWIA ankokCMKapOoHUN (HU3WWA) ankun unu @eHun- unu HadTun-(HASLWKRA) ankun,
KOTOPbIN MOXET ObITb 3aMeLLeH rano UM HU3LWKMM ankuioMm u
R® npeactaBnsieT coboi HU3LLNIA anKaHOWI UK HU3LLMIA arkurkapGamonn, v hapMaLeBTUHeck NpUeMIemMyio Corb
3TOr0 coeduHeHns, hapmMaueBTUYeCKN MNpueMneMbIMM COMsIMM MOryT ObiTb CONMM MaTepuanoB, TakMe Kak Comu
LLLeNOYHbIX METanmoB (HanpMmep, CONM HaTPUs UMK Kanusi U T.4.) U COMKU LWEeNoYHO3eMeNbHbIX METannoB (Hanpumep,
CONW Kanbuus, MarHna 1 T.4.) COfb aMMOHUSI, CONN OPraHNYECcKMX aMWHOB (Hampumep, Cofb TPUMETUNaMWUHA, COfMb
TpUaTUNamMmHa, Coflb NMPUAMHA, COMb MUKONWUHA, CofMb Avumknorekcunammia, N,N'-gnbeH3nnatuneHgmaMmmHoBas corslb
M T.A.), CONW OpraHWYecknx KUCMOT (Hanpumep, aueTatbl, ManeuHaTbl, TapTpaTbl, MeTaHCynbMOHaThI,
6eH3oncynbdoHaTel, TonyoncyfnbdgoHatel U T.4.), COMM HEOpPraHW4eckux KWCMoT (Hampumep, rMAPOXIopuabl,
rmapobpomuael, cynbdoHaThl, cynbdatel, docdaTel U T.4.) UAU COMM aMUHOKUCAOT (Hanpumep, & -fyaHWaUHO- o -
aMUHOBaNepbsHOBON KUCMOThI, o -AMWUHOSIHTAPHON KUCMOThI, IMyTaMUHOBOMW KUCAOTbI U T.4.) U TOMY NOA00HbIE.

B cooTBeTCTBUM C HacToAWMM M3obpeTeHeM uerneBoe coeanHeHve () n dapmaueBTMyeckn npuemnemblie Conm
MOXHO MOSy4nTb C MOMOLLIO, HanpumMep, cneaytoLero cnocoba:

Cnoco0 1
o 3
R'X
2 unu peakumoHHocnocobuoe
H NPOM3IBOAHOE €r0 WAK ero
conb
(11) Unn ero cone

(1)
rge X o3Havaet rpynny OH nnm KUCNOTHBIV OCTaToK,
R1 npeacTasnser cobon KapboMown, HU3WWIA  ankunkapb6amoun, rMapokcu (HU3LLWIA) ankunkap6amoun, HU3LLWA  ankokcy (HWU3LWIA)
ankunkap6amonn, HU3WUA  ankunTuo  (HWM3WWK)  ankunkap6amoun, HU3WWIA - ankokcukapboHun  (Hu3wwui) - ankunkap6amoun, HU3WWA
ankunkap6amownnokcu (H13wui) ankunkapbamoun, gn(Hu3Lwwii) ankunkapbamoun, N-(ruapokeu (Hu3wwuin) ankmun] (HU3LWnin) ankunkap6amown, N-
(rMapoKeK (HW3LWKWiA) ankun} (HU3LWuin) ankunkap6aMmomnokey (Hu3wmin)-ankunkap6amonn; HU3WKin ankunkapbamounnokey (HU3Lwnii) ankeHoun; N-
[TunomoponuHunkap6ounnokey (HM3wmin) ankun] (Hu3wuin) ankunkap6amoun, N-[MopdonuHunkapbomounoken (HU3LWKi)-ankun] (HU3LLniA)



ankunkap6amownn, Lukno (HM3wui) ankunkapbamowun, deHunkapbamounn, HadpTunkapb6amounn, ranodeHunkapbamounn, ranoHadTunkapbamounn,
XIOPUPOBaHHbIN (HW3LLMIA) arnkaHournkapbamoun, HU3LWKUA ankunTuokapbamoun, nunepuauHunkapbamoun. MopdonuHunkap6amonn, geHun
(HM3Wwwmn) ankeHown, HadpTUN (HM3LLKNIA) anKeHOWN, HU3LLKIA ankoKCUKapBoHWM, KapBoKCK (HU3LIKIA) ankum, HU3LINIA ankoKCUKapOoHWUN (HU3LLWIA)
ankun, eHUnUNM HadTU-(HU3LWNIA) ankus, KOTOPbIA MOXET ObITb 3aMELLLEH rano UMK HU3LIUM arikoKCH, NMUPUAUIUAN XUHOMNUI (HU3LLWIA) ankur,
MOPONMUHUIKAPOOHWI,  TUOMOPMONUHUNKAPOOHUN UMM OKCUMA  WAW  [AMOKCUA, STOT0  COEAMHEHWS;  NUPPONUAUHUIKAPGOHUN  Unn
nMNepuannkap6oHun, Kakue rpynnbl MOryT GbiTb 3aMeLLeHbl HU3LWUM ankurioM, MMOPOKCH, TMAPOKCH (HWU3LLUMM) arikuriiom, HM3LLUM ankokcu
(HM3LLKMM) anKUIoM WM HU3LWMM ankurkap6amunom, NMMnepasMHUNKapboHU, KOTOPbIA MOXET ObITh 3aMeLLeH HU3LWUM ankoKCUKapboHUIOM mnu

HM3WKUM ankuncynbdonmnom Ha atome 4-N; MMOPOKCU (HU3LINIA) ANKEHOWI, HU3LUUA aNKaHOMITOKCK (HWU3LUMIA) arnkeHowun,
ON(HU3LWWIA) ankaHOUMNOKCKU (HU3LWIKIA) arnkeHowur; AnOeH30MNoKeU (HU3LWKA) ankeHown; MopdONMHOKapBGOHMITOKCH
(HM3Wwwuin) ankunkapbamous; LUKo (HUM3LWKii) ankunkapboHnn; 2-oKkconupponuanHUn (HU3LWKWR) ankunkapbamour; unm
ON(HM3WKMR) ankunkapbamonn; u, nNpM HeoOXOAMMOCTW, B MOMYYEHHOM coeauMHeHun obwen dopmynbl (1) yoanswoT
kapbamown - nnm kapbokcnsaUTHbIE rpynmnb u HeobsA3aTenbHo:
a) nony4eHHoe coeduHeHve |, rae R” osHavaet
CH

: 3 CH
/7 3
H2CH=\C
0 3 .

WK ero corb, NPEBpaLLaloT U 030HONM30M C NOCINEAYIOWUM BOCCTaHOBINEHMEM B coeauHeHue |, roe R” o3HavaeT

CH
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—‘17—-—-CH2CH20H.

0
WK B €ro Cofb, UMW B €ro Corb,
Kak O30HONMM30M K 3ateM obpaboTkon MeTUncynbdUAOM C MOCcreaylollei peakuuen MofyYeHHOro COeauHEHUst C
coenHeHneM opmyrbl
(R*)sPCAR®
(roe R® apun, R® Huawumit ankokcukapGormn) B coeavHerme dopmynsi (1), rae
R’ o3Havaet

CH_ -
a

cuzcu=cmx°

()
rae R® uMeeT 3HaueHus|, ykasaHHbIe BbiLle, UK
b) coeanHenue |; roe R' osHauaet TMOMOPMONUH-4-UNKapOOHWUM Unn

T
*COCH=CHCHC'HCH3

oH

unu 1-okco-TnomMopdonmnH-4-mn okUCIEHNEM NpeBpaLLaoT B coeauHerne dopmynei (1), roe R' o3HauaeT
1 okcoTmomopponuH-4-un kapboHun unm
1,1-anokcoTromopcponuH-4-nnkap6onHmn nnn-COCH=CHCHO,
u B cryyae, koraa R' osHauaeT rpynny -COOH=CHCHO, nocneHioo HeoGsi3aTenbHO BOCCTaHaBMMBAIOT 0 rpynMbi
-COCH=CHCH20H; unn
c) coeamHeHue dopmynbi (1) unu ero corb, rae R® osHavaet

CH__‘ /CH
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unm
CH
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o)
(rme R® UMeeT 3HaueHNsi, yKasaHHbIE BbILLE) KaTanNTUYECKAM BOCCTAHOBMEHMEM NPEBPaLLaloT B COeAMHEHNE (DOPMY b
(), roe R® o3Hauaet
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nnu

CH, 2

TI7-CH2CH2CH2R ,
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rae R® uMeeT 3HaueHus), ykasaHHbIe BbiLLe. UK
d) coeguHeHne copmynei (1), nnum ero conb, roe R® o3HauaeT
CH
3
- CHZCHZOH
o

peakLmelt ¢ ankunmpyioLLMM areHToM NpeBpaLLaioT B coeanHeHne dopmynei (1), rae R® osHauaet



CH 3
4
CHZCIH2 OR",

rae R’ HU3LWINIA anKoKCUKapGOHUI (HU3LLNIA) ankium UM heHUn (HU3LLIKIA) ankum, KOTOPbI MOXET GbiTh 3aMeLLeH rarno
UMW HU3LLUM arkuriom, Unu B ero corb
VNN peakLyelt C aLMUnMpyIoLLMM areHTOM MpeBpalLaloT B coeauHeHne dopMyrbl () unm ero corb, rae R® osHauaet

LH
3

CH_cH_or®
272

0

rae R® HM3LLMiA ankaHOWM MR HU3LLIKIA anKunKapGamMoun; Ui
e) coeanHeHne dopmynbi (1) M ero peakTMBHOE Npou3BofHOe Npyu kapbokey rpynne, rae R' osHavaet Kap60|<cm

(HU3LLKIA) arKun, peakLMei C HU3LMM anKUNamMUHOM UMK €ro COMbIo NPeBpaLLaloT B coeanHeHne dopmynel (1), rae R’
O3Ha4aeT HU3LLMIA ankunkapbamomn (HU3LLKI) anku, unm

f) coeauHenme chopmyrsl (1) unm ero conb, rae R' o3Hauaet

OH

1
-conQnococnscrx CH ?H CH, wiw

OH
-COCHCH CH2 OH

peakLUMelt C aLMn1pyIoLLIMM areHToM NpeBpaLLaloT B coeanHeHne copmynbi (1), rae R' o3HauaeT CooTBETCTBEHHO:

—CONQRB

roe R® HuaLwmii ankuncynboHun,

or®

|
-COCH=CHCH CH CH:! ’

i
or®

rae R® Hu3Lwmit ankaHoun unu %)eHmn (HW3Wwwnin) ankaHowmn,
unm -COCH CHCH,0OR®, roe R™ HM3Wnn ankaHown.
Kpome Toro, nponaBogHble okcacnupo[2,5] oktaHa o6wwen dopmynsi (1)

ST Ny

0 3

~

1
}? 2 3 o
roe R', R® 1 R umeloT 3HayeHus, ykazaHHbIE BbILLe, MOTyT ObiTb NOMNy4YeHbl peakuunen coeamHerust hopmynsl (1V)

0\ 3

Ll
L' osHavaeT rpynny -COOH, rugpokcukapboHUnoKen (Hu3wui) ankunkapb6amoun, N-[rmapokcukapGOHUMOKCK (HU3LWINIA)
ankun]  (HM3wwun) ankunkapbamoun WM rIMOPOKCUKAPOOHWIOKCUMMNEPUANHOKAPOOHWUA, WM ero  peakTUBHOIO
NpOn3BOAHOIO MpY KapboKcK rpymnne ¢ aMMHOM, TakMM KaK HU3LUWUIA ankunamuH, rmgpoKCW/HU3LWKI/ankunamuH, HU3LWNIN
ankunTuo/Huawmii/ankunamui, N-[rugpokcn/HM3Wwnii/ankun] HASLWIMA/anknnaMuH, HUSLWWIA ankoKCW/HU3LLWA/anKunamumH,
HU3LWWA  anKoKCW/HM3WWW/ankunamuH, MoOpdOnuH, NWNepasvH, HU3WWA  ankoKCcMkapboHunnunepasmH  HU3LWKNA
ankvunnepuavH, TUOMOPAONWH, aMWHONWUNE-PUAWH, 2-OKCOMUPPONUANHUIT-/HU3LWINA/aNKUAaMUH, aMUHOMOPMONUH;
rmgpokcununepasuH, rmgpo- KCVI/HVI3LLII/IVI/aJ'IKMJ'II'IMppOJ'II/I,ElI/IH HU3LINA anKOKCK /HU3LINA/ankunnMpponuanH 1 nony4vatoT
coeauHenne dopmynbl (1), rae R' npeactaBnsieT ruapokcy (HUBLLIMIA)ANKUNKapGaMoW;, HU3LLMIA ankoKCh (HU3LLIMIA)
ankunkapbamowun; HU3LLNA ankunTmo (HW3wmn) ankunkapbamowun; HU3LWNN ankokcmkapboHun
(Hn3wwu)ankunkap6amonn; HU3LWWA ankunkapbamounok-cu (HU3LWuin) ankunkapdamonn; an(HU3LWKW)ankunkapoamoun,
N-(rmgpokcn(Hu3wmuin)ankun]  (HM3wmin)ankunkapbamonn; uUmMkno (HU3Wwui) ankunkapbamown; deHunkap.6amowns;
HadTunkapbamownn; ranodeHnnkapbamownn; ranoHadTMNkap6amouns; XMopupoBaHHbIN (HU3LWKI) ankaHounkapbamown;
MopdonnHoKkapGoHUsT; MopdonuHokapbamowns; TMomopdonuH-4-unkapbamowns; nunepnaMHoKapoOoHun;
nunepuavHokapbamounn; rMapoKcMnMnepmanHokapbaMonn; HU3LWNA ankunnunepuanHokapboHua; 2-oKConMpponuanH-1-
UN(HU3WNIA)  ankunkapbamown; TrMAPOKCU(HU3LWNIA) - anKUNNUPPONUANH-1-UNKapOoOHU; HU3LWNIA  ankoKCK  (HU3LINIA)
ankunnupponuauH-1-unkapbonnn; nunepasuH-1-unkapOoHun, HU3WKUKA  ankokcukapboHunnunepasuH-1-unkapboHun;
ankunkapb6amonnokcy (Hu3wwuin) ankunkapo6amoun; N-[rmapokcy (HWM3WuN) ankun] (HU3WKR) ankunkapbamounnokcu
(HM3Wwwnin) ankunkap6amoun; HU3LWWA ankunkapdamounokey (Huawwmii) ankeHoun, N-[TMomopdonuH-4-unkapOoHNNoKcK
(Hn3wwuin) ankun] (Hu3wun) ankunkapbamourn, N-[MopdonMHokapOOHUNOKCK (HU3WKIA) ankun] ankunkapbamoun unm
HU3LWNIA ankunkapbaMonnokeununepuamHokapboHWn, rMapokey (HU3LWKIA) ankeHoWm; HUSLLWA ankaHOUMOKCU (HU3LLWIA)
arnkeHowr; AN(HW3LWNIA) arnkaHOMIOKCU(HU3LUNIA)arKeHoWT; AnbeH3ounnokeu (Hn3wnn) ankeHour;
MOPEONNHOKAPOOHUIOKCU  (HU3LWKIA)  ankunkapbamoun; UMKNO (HU3LWKIKA)  ankunkapOoHWn;  2-OKCUMMPPONUONHUA
(HW3wwuin) ankvnkapbamown; unu on (HM3WKURN) ankunkapbamowrn, ¢ NocneayLwmnM Heobs3aTenbHbIM NPeBpPaLLEHNEM
OJHOrO MOMyYEHHOro coeanHeHns obLen dopmynbl (1) nnu ero conu B Apyroe, Kak AaHo BbiLLe A NepBoro cnocoba.

McxogHoe coeamHeruve (1) MoxHO nony4ntb oBbl4HBEIM CcnocoboMm, Hanpumep TakuM, Kak onucaH B Journal of the
Arner. Chem. Soc. 94, 2549 (1972).



WNcxogHoe coeamHerune (Il) n (IV) moxHO Takke monyunte OBbIYHBIM CMOCOOOM, Kak 3TO MPOWMMIOCTPUPOBAHO B
pabounx npumepax, yrnoMsiHyTbIX HUDKE.

B BblLLeHa3BaHHOM M MOCNEAYOLWMX ONMUCAHNUAX HACTOSILLEN cneundmkauum NogxoasLLmne NpuMepbl U NAMCTpauum
pa3nuMyHbIX onpegeneHnii getTanbHO 0ObsACHSATCS criegyowymM obpasom.

TepMuH "HU3LWIMI" 03HaYaeT cogepxalumin oT 1 4o 6 aTOMOB yrrepoaa, KpoMe ApYrux yKasaHHbIX paHee.

Vcnonb3yemoe BblpaxkeHue "HU3LWNIA ankun" B TepMUHax "HU3LWNIA ankunkapbamoun",
"rngpokcu/Huawmin/ankunkapbamonn"; "HU3LLINA ankoKCu/HU3Lwmn/ ankunkapbamownn"; "HU3LLINA
ankunNTUo/HM3LWui/anknnkapbamown; "HU3LLINA ankokcukapboHun/Hmuawmnii/ankmunkapbamomnn"; "HU3LLINA
ankunkapbamounokcu/Huswmn/ankunkapbamonn"; "Oun/Hn3wmn/ankunkapbamounn"; "ap/Hu3wmn/ankun"; "N-
[nigpokcu/HusLwm/ankun] ankunkapbamomn"; "N-[rmapokcn/HmnsLwmii/ankmn]

Hu3LWK/ankunkapbamounokeu/Huawmni/ankunkapbamounn”, "/Hn3wmin - ankunkapbamonnokcu/Hmswmn ankeHoun", "N-
[reTepounknokap6oHNNOKCH/HN3-Wn/ankun]  /Hnswmin/ankunkapbamonn”, "Hu3Wun ankuntmokapbamown", "HWM3WWNA
ankvn", "rugpokcu/Hmawmnii/ankun”, "HM3WWUN - ankokCcW/Hu3Wwun/ankun", "kapOokcw/Huswuin/ankmn", "3almLleHHbIR
KapOOKCW/HM3LWIMI/ ankmn", "reTepoLUMKIMYEeCKUA/HA3LWA/ankmun", "HM3LWnI ankunkapbamoun/HmnaLwmn/ankmn",
"rngpokcrkapboHun/Hu3LWwmn/ankunkapbamonn”, "N-[rnapokcunkapboHNIOKCU/ HU3LLNIA/anKn)
/Hvswmn/ankunkapbamonn”, "N-[TuomopdoHun-4-ankapboHunokeu//Hmuswmin/ankmun]  /Huswui/ankunkapbamownn, "N-
[MopdonuHokapboHunoken//HM3Wwni/ankmn) /mnswmin/ankunkapbamounn " "HM3LINA
ankunkapbamounokcmnunepuanHkapboHmn" MoryT o3Havatb MeTWm, 3Tui, nponwn, u3onponun, 6ytnn, n3obyTun, TpeT-
OyTvn, amun, rekcun, n ToMy Nogo6HbIe rpynmbl.

Mcnonb3oBaHue BblpaXeHWs "HU3LLUIA ankoKcK" B TEPMUHAX "HU3LLNIA ankoKcw/Hu3wuin/ankunkapbamonn", "HU3LWwmim
ankokcukapboHun"//Huswmn/ankunkapbamonn”, "HU3LWNIA ankokenkapboHU" 1 "HU3LWIWMIA anKoKCU/HN3LWNA/ankmn" MoXeT
0O3HayaTb METOKCU, 3TOKCW, MPOMOKCK, BYTOKCK, NEHTUIOKCK, TEKCUITOKCU U TOMY NOA0GHbIE rpynnbl.

Mcnonb3oBaHue BblipaXkeHUs "HU3LLNA anknnTno" B TepMmnHaXx "HU3LLIMIA ankuntuo/Hmnawnii/ankunkapbamounn”, MoxeT
O3HayaTb METUMTWNO, STUMTWO, NPOMUNTNO, BYTUNTMO, NETUNTMO MU FEKCUNTUO.

MNcnonb3oBaHne BblpaXeHns "HU3WNA ankeHoun" B TepMUHaX "HM3LWWIA ankunkapbamonnokeu/Huawwmiw/ankeHonn",
rmapokcu/Hn3Lwmn/ankeHounn", "aunnokcu/Hu3Lwmn/ankeHomn" [ "anauunokcu/HuaLwmin/ankeHonn" " "ap"
Hu3wwui/ankeHoun" oHayaeT Cs-Cg ankeHown, Takme Kak akpunomsi, KpOTOHOMN U TOMY NoZobHbIe.

WNcnonb3oBaHue BbipaxeHus "Lmnkno/Hnswmin/ankmunkapbamonn" o3HavaeT "umkno/Cs-Cr/ankunkapbamonn" n moxet
BKINoYaTb B cebs umknonponunkapbamoun, umknobytunkapbamonn, umknoneHTunkapbamoun, umknorekcunkapbamoun,
uuknorentunkapb6amoun n Tomy nogobHele.

Wcnonb3oBaHne "apun" B TepmuHax “"apunkapbamowun”, "ranoupgapunkapbamoun”, "ap/Huswwuii/ankvn” u
/ap/Hu3lmii/ankeHomn” MoXeT BkNoYaTb B cebs dheHun, Tonun, HadTun 1 ToMy NogobHbIe.

Mcnonb3oBaHne BblpaxeHus "ranoreH" B TepMmuHax "ranomgankun” v "ranoreH” MOXeT BKNoyatb B cebs xnop,
Opom. iog n dTop.

Mcnonb3oBaHne BblpaxeHus "reTepoumknuyeckui”  TepmuHax  "N-(reTepoumkrnokapGOHUNOKCW/HM3LWKR/ankun)
Hu3wwui/ankmnkapbamoun”, "retepoumknokapboHun”, "retepouumknokapbamomn” n "reTepoumnkno/HM3Wwmn/ankmun" Moxer
BkNo4yaTb B cebsa N-cogepxalme reTepoOMOHOUMKIMYECKUE COEAMHEHUs (Hanpumep, NWPWAWH, NUPPONUAWH,
nMnNepwanH, nunepasuH, 2-okconuvpponuawH, u T.4./, N,O-cogepxalime reTepOMOHOLMKIMYECKME COeONHEHNS
/nanpumep, mopdonuH u T1.4.), N,S-cogepxalime reTepoMoHoUMKNnYeckme (Hanpumep, TuomopdonuH u T.4.), N-
coepxaLlme reTepoumkrbl, cogepxalime KoHAeHCcMpoBaHHOe 6eH30MbHOe KOMbLO (Hanpumep, XMHOMWH U T.4.) 1 TOMY
nopobHble COeaNHEHMS.

Mogxoaswmm  "3amelleHHbIM  kapbamonnoM" saBnsieTca kapbamown, 3aluLEHHbIA C  MOMOLLBbI  OBbIYHON
3awyLleHHon kKapbamounnbHOM rpynnbl, TAKOW Kak TPUXITopaLeTun 1 ToMy NoAoOHbIe.

Mopxopswen "salwmuleHHoNn kapOOKCUMbHOW rpynnoi” B TepMuHax "3alimieHHas kapbokcu/Huswwui/ankmun" u
"3alMHeHHan kapbokcurpynna" MoXeT fABUTbCA 3aTepuduumpoBaHHas kapboKcurpynna, Takasi Kak HU3LIMIA ankokcu
kapboHun (Hanpumep. METOKCUKapOOHUM, 3TOKCUKapOOHWI, MPONUITOKCUKaP-60HMA,  M30MPONUIIOKCMKapOOHU,
OyTOKCMKapOOHU, NEHTUNOKCUKAPOOHUI, rEKCUNOKCUKapOoHUn 1 T.4.) 1 TOMY NoA0GHbIe.

Mogxoaswum "aumnom” B TepMmmHax "aumnokcu/Huswwmin/ankeHoun", "Auaunnokcu/Huawmun/ankeHonn" un "auyun”
MOXET ObIn, HM3WNIA ankaHoun (HanpuMmep, opMur, aueTan, NponuoHun 1 T.4.). apoun (Hanpumep, 6eH3onn u T.4.)
(HM3LWKMIA ankaHcynbgoHWN/Hanpymep, MeTaHCyNbOHUI, 3TaHCYNbOHMN, 1 T.4./ 1 TOMY NOAOOHbIE.

MoaxogsaLwmM "KMCNOTHBIM OCTaTKOM" MOXET SBUTbCA ranoreH / (Hanpumep, dTop, 6pom, 1hod, Xrnop 1 T.4.).

Mpovuecchl, 0 KOTOPbIX FOBOPUIIOCH BbiLe, bonee NogpobHO OCBeLLEeHbI fanee.

Cnocob 1.

LleneBoe coenuHeHue (l) nnm ero conb MOXHO NOMy4nTb MO peakummn coeamHenus (I1) ¢ coeamHenunem (1) unn ero
peaKkLMOHHOCMOCOOHbLIM NPON3BOAHBLIM UMK €ro COfbHO.

PeakunoHHocnocobHoe npoussogHoe coeduHeHus (Ill) moxeT ObiTe ranovgoM KucrnoTbl (Hanpumep; XMopyAOM
KMUCIOTbI), aHrMapuaoM KUCMOTbl, aKTMBMPOBAHHBIM amMWAOM, aKTUBMPOBAHHLIM 3MPOM, U3ouMaHaToM (Hanpumep,
HU3LWMM ankunm3oumMaHaToM, LIMKIO /HU3LINIA/ ankunusoumaHaT, apunugoumnaHaToM 1 T.4.) U TOMy NoAo6HbIM.

OTy peakumio 0BbIYHO MPOBOAAT B pacTBOpUTErNe, KOTOPbIA He OKa3blBaeT BPeOHOro BO3AEWCTBMSA Ha peakuuio,
TakOM Kak MeTaHon, 3TaHon, nponaHon,  TeTparugpodypaH,  xrmopodopM,  N.N-gumetundopmamma,
avmeTuncynbdokeua, TetparngpodypaH u ToMy Nnogo6HOM.

Peakuuio xenaTtenbHO NPoOBOAWUTL B MPWUCYTCTBUM OPraHMYECKOro WM HEOPraHMYecKoro OCHOBaHWS, Takoro Kak
TMAPOKCUA LENOYHbIX MeTansoB (Hanpumep, HaTpus), rMApPOKCUA LLenoYHO3eMeNbHOro MeTansa (Takoro kak Kanbumi),
TMAPWMAOB LUENOYHbIX METaNMoB UNW rMapuaoB LUeNnoyYHo3eMenbHbIX MEeTannoB (Hanpumep, rmMapug Hatpus, rmapug
Kanbums v T.4.), LWenoYven Unn rugpoKCcMaoB LWenoYHo3eMenbHbIX MeTanmnoB (HanpuMep, MMapoKCua HaTpus, rmapokeug
Kanws, rmgpokcug Kanbuusi U T.4.) KapboHaTOB LUEMOYHbIX M LEeNOYHO3EMENbHbIX MeTannoB unn mx brkapbGoHaToB
(Hanpumep, kapboHaTta HaTpusi, kapboHaTa kanus, bukapboHaTa HaTpus), ankOKCMAOB LLEMOYHbIX LEenoYHO3eMENbHbIX
MeTannoB (Hanpumep, 3TOKCMA HaTpWsA, METOKCUA MNUTUS, METOKCWA MarHusl), TpuankunamuHa (Hanpumep,
TPU3TUNAMUH), NMpUavH, ovLuknoanasocoeauHeHNs (Hanpumep, 1,5-ana3obununkno)3,4,0/HoHeH-5,1,5-
anasobuumnkno/5,4,0/-ynaeueH-5 n Tomy nogobHble.

TemnepaTypa peakumm He SBMASETCA pellalownm GakTopoM U peakLmio MOXHO NPOBOAWTL Kak NMpu OXnaxgeHuu,
TaK U Npu HarpeBaHuu.



Peakunio oTwennexnns kapbamoun-/mnum kapboKcu/3alMTHOW rpynnbl NPOBOAST C MOMOLUBIO  rMApONM3a,
BOCCTaHOBIEHVSA 1 TOMY NogobHoe.

voponus xenatenbHO NPOBOAUTE B MPUCYTCTBUW HEOPraHWYecKoW WM OpraHWYeckon KWUCMoTbl (Hampumep,
COJSHOM KUCMNOTbI, CEPHOW KUCIMOTbI, YKCYCHOW KUCMOTbI, TPU(PTOPYKCYCHOW KUCNOThI U T.4.).

OkncneHne OObIMHO MPOBOAAT, UCMOMb3ys OOblYHbIE OKWCHSOWME areHTbl (Hanpumep, nepuoaug HaTpus,
ranonanepbeH30iHyl0 KUCMOTY M T.4.) B pacTBOpuTerne, KOTOpbI He OKa3blBAaeT BPEAHOro BMSHUSA Ha peakuuio, B
TaKoM Kak BoAa, ANOKCaH, ANXIOPMETaH, METaHOMN 1 TOMY NoAo6HbIe, NPY OXMaXaeHUN.

KatanuTnyeckoe BOCCTaHOBIEHME MOXHO NPOBOAWTb, MCMONb3ysl ODOblYHbIE KaTanusatopbl (Hanpumep, PtO2) B
pacTBopuTene, KOTOPbIN He OKa3blBaeT BPe4HOro' BMUSIHWA Ha peakLumio, B TaKOM Kak aTunauertaTt u Tomy nogobHoe, npu
OKpy>KatoLLieri TemnepaTtype.

BoccraHoBneHne ob6blMHO MPOBOAAT, MCMONb3yst OObIMHBIM BOCCTAHABNMBAKOLIMIA areHT, Takow kak Gopornapug
LenoyHoro Metanna (Hanpuvep, 6opornapug HaTpusl) B pacTBopuTene, KOTOpbIN He OKa3blBaeT BPEAHOIO BAMSIHUA Ha
peakumio, B TaKOM Kak BoAda, MeTaHor, AumeTnndopmamma n Tomy nogobHble, Npu oXnaxaeHun 1 HarpeBaHum.

B peakummn ¢ yyactrem ankunmpymoLlero areHTa ankunmpyrowmm areHToM MoXeT ObiTb ap/Hu3Wwuin/ankun ranovg
(Hanpumep, 6eH3un 6poMMA) M HUSWWA ankun ranoua/HMsWniA ankaHaT (Hanpumep, 3aTunbopoaueTar) U ToMmy
noaoOHble.

OTy peakumto 0bbIYHO NPOBOAAT B pacTBOpuTene, TakoM Kak Toryon, gumetundopmamvg n ToMy nogobHele, npu
CPEeAHNX YCroBUSIX.

Peakunio 030HOMM3a MOXXHO MPOBOAUTL OBbIYHBIM CnocoboMm.

BoccraHoBneHne MOXHO MPOBOAMTb, UCMOMb3ys OObIYHBLIM BOCCTAHaBNWBAIOLWMIA areHT, Takon kak 6oporugpug
LLlenioyHoro MeTanna, (Hanpumep, 6opornapua HaTpusi) 1 ToMy NogobHble.

OTy peakuuio 0ObIMHO MPOBOAAT B pacTBOpUTENe. KOTOPbIN He OKa3blBaeT BPeOHOro BO3LENCTBUS Ha peakuuio, B
TaKoM Kak MeTaHon, AMXIIOpMeTaH, XopodopM, AUMETUNCYNbGOKCUA U TOMY NOSOOHbIE.

OO6bI4HO peakuuio MPOBOAAT MPY OXMNaXAEHUN.

O30HomnM3 1 nocnegyoLuyto 06paboTKy MeTUNCynbOUAOM MOXHO NPOBOANTL OObIYHBIM COCOGOM.

OTy peakumio MOXHO MPOBOAUTL B pacTBopUTEne, KOTOPbIN He OKa3blBAaET BPEAHOIO BAUSHMSA Ha peakumio, B TaKOM
Kak AMXII0pMeTaH, Npu OXNaxaeHuu.

MocnegHtolo peakumio 0ObIMHO NMPOBOAAT B pacTBOpUTENeE, KOTOPbIA He OKasblBaeT BPEAHOIO BINSIHWS Ha peakL o
Npu HarpeBaHUM N OXNaXK4eHWN.

Llenesoe coeanHeHune (l) unm ero conb MOXHO MOMNY4YNTb C NOMOLLBIO coeanHeHns (IV) n nx peakumMoHHOCNOCOBHbIX
NPOV3BOAHbIX NMPU KAPOOKCUMBHOM Fpynne ¢ aMMHOM.

PeakunoHHocnocobHoe npou3BogHoe npu KapbokcunbHon rpynne coeguHeHusi (IV) MoxeT Bkmouyatb B cebs
apwvnoBbIn achup ero (npumep, N-HUTPOEHWUOBLIN MNP U T.4.), Fanoua KUCcnoTel U TOMy NOA06HbIe.

AMVHOM  MOXET ObiTb  MNEPBUYHBLIA  MNW  BTOPWYHBbIA  aMWH, TakoOW  KaK  HU3WWA  ankunamuH,

rMOPOKCU/HU3LIMIA/anKNNaMuH, HU3LLINIA ankuntuno/ [HU3LIWIA/anKUNaMuH, N-
/TMAPOKCU/HU3LLINA/ANKUN/HU3LWNA/ANKUTaMUH, HU3LIWIA ankoKCu/HU3LWuiA/ankunammH, MopdornvH, nunepasvH, HU3LWnn
ankokcukapBGoHMNNUNepasmH, HU3LLIWIA ankunnUNePUavH, TMOMOPONUH, aMUHONUNEPUAVH, 2-

OKCOMMPPONMANHUI/HUSLLNIA/aNKNTaMyUH, aMMHOMOPMONMH, rMapoKCMNuNepasuH, N3APOKCU/HUILLINIA/anKMNNMPPONMAaVH,
HU3LLNIA anKOKCWU/HWU3LWNIA/anKunnMpponManH 1 ToMy nogobHsble.

Hu3Wwum ankMnammHom MoOXeT ObITb METUNAMWUH, 3TUNAMUH, MPONUIaMUH TOMY NOAOOHbIE.

9Ty peakumio 06bIYHO NPOBOAAT B pacTBOpUTENe, KOTOPbIN HEe OKa3biBaeT BPe4HOro BIMSHUS HA peakuuio, B TaKOM
Kak guxnopmeTaH, xrnopodopM, AMMeTUNCcynbMOoKCHa 1 ToMy NogobHble.

TemnepaTypa peakuuy He UMeeT CyLLEeCTBEHHOro 3Ha4YeHusl, 1 peakLmio NPOBOAAT KakK Npu HarpeBaHuu, Tak v npu
OXNaXAEHUN.

B peakumm c aumnupylowyM areHToM B KaveCcTBe auunuMpyloLlero areHta MOXHO WCMonb3oBaTb COeaMHEHWE
dopmynbl:

R®OH (vin),
roae R° auun wvnu peakumoHHocnocobHoe Mnpou3BOgHOE ero unu ero cofb. PeakumoHHocnocobHoe npou3BogHoe
coeauHeHus (VIII) Takoe e, Kak NpuBeaeH--Hoe B 06bsAcHeHuU k coeguHeHmio (I1).

Takoe aunnupoBaHve NPOBOAAT NPU TEX XKe YCMoBUsIX, YTO 1 B cnocobe I.

LleneBoe coeguHeHue, MonyYyeHHoe MO BbllEHA3BaHHbIM NpoLeccam, MOXHO BblAENWTb U OYUCTUTb OObIYHBIM
cnocobom.

Llenesoe coeguHeHune (l) HacTosiwero n3obpereHuss obnagaetT aHrMOreHe3NCHOW WHIMOUTOPHOW aKTUBHOCTLIO U,
crnepoBaTenbHO, Mcnonb3yeTcs npu obpaboTke TBepAblX ONyXOneBbIX TKaHeW, peBmMaTougHbIX apTpuToB, AnabeTe,
ncopuase n TOMy NOg06HbIX.

Cregyolwe wcnbITaHUA MPOBOAATCA C Lenbl UAMIOCTPALUMM  aHIMOreHE3NCHOW MHIMOUTOPHON aKTUBHOCTU
uenesoro coeguHenuns (I).

HencTeue Lenesoro coeguHenns (1) Ha pocT aHOOTENManNbHOM KNETKN.

OHpoTenmanbHbIe KNeTKM 13 MynoYHol BeHbl Yenoseka (HUVEC) 6binun ncnonb3oBaHbl AN 3TOr0 3KCNepUMeHTa.

HUVES (2x10° knetok Ha well) Gbinn nometleHbl Ha 96 MUKPOTUTPOBaHHbIX MMACTUHOK, NpeABapUTENbHO MOKPbITHIX
Yyenoseveckum nbpoHeKTMHOM 1 BbligepkaHHbix ¢ MCD B 151 (GJ BCO) cpege, cogepxaleint 15% FBS (fetal 6biubs
cbiBopoTtka), 100% mr/mn ECGS (aHcoTenvopHble pacTyw,. knetku) 10 mr/mn renapuHa B MpUCYTCTBUM WCTbITAHHOIO
coeaunHermns npu 37°C B Bo3ayxe, cogepxaiiem 5% CO, B TedeHue 5 gHen. B koHUe acnepumeHTa n3mepsinu cKopocTb
pocta HUVEC B cootBetctBum ¢ MTT metogom (Cancer treatment Reports, 71,1141-1149,1987).

McnbiTeiBaeMoe coegnHeHne MHrMbuposarno pa3pacTtaHve dH40TennanbHbIX KNEeTOK YerioBe4eCcKoro nyrka.

JCs0 3HaueHue (50% wHrMbupytowen [o03bl UCMbITLIBAEMOTO COEAMHEHUst ANsi pocTa 3HAOTENUanbHOW KNeTKU) WCMbITbiIBaEMOro
coeanHeHna onpegeneHo Fpa(*)VIHeCKVI 1 npuBoguUTCA B Tabn. 1.

[aHHble ona Apyrx coeguHeHui npegcrasrneHbl B Tabn. 2.

BennunHa LDsp coegvHeHWI, nony4aemblX COrfiacHO 3asiBNeHHOMY crocoOy, npesbiwaeT 500 mr/kr Beca Tena
MbILLK.

Ycnoswus npoBegeHns akcrnepyMeHTa:

UCMbITbIBAEMbIE XWNBOTHbIE: CamMKu Mblwn nuHum ICP, Bo3pacT 5 Heaenb;
[031poBKa: BHYTPUOPIOLWNHHO;



nepvog HabmogeHus: 1 Hegens.

Llenesoe coeguHeHue (l) cormacHo HacTosieMy W30OpEeTEeHM0 MOXHO BBECTM B CMecWU C hapMaKonormyecku
aKTUBHbIMW MPUEMIIEMbIMU  HOCUTENSMW OpanbHO WNW MapeHTepanbHO B KavyecTBe aHTMOMYyXONeBbIX areHToB
KMBOTHBIM, BKItoYas YerioBeka, npuyeM BBOAUTCS OHO B hOpMe KOMMNO3nLmMKn dhapMaLeBTUYEeCKUIn, Takon Kak Kancyrbl,
TabneTkvn nnun pacTeopbl.

dapMaueBTNYeCKM MpremnemMbiM HOCUTENEM MOryT ObiTb pasfnuyHble OpraHudyeckne UM HeopraHuyeckne
martepuarbl, KOTOpble MOXHO MCMONb30BaTb B (hopMe HocUTenel 1 KoTopble OObIMHO UCTONb3YIOT B hapMaLeBTUYECKNX
Lensx, TakMe Kak HamnomnHuTenu (Hanpumep, caxaposa, Kpaxmarn, MaHHWT, copbuT, nmakTo3a, rMioKo3a, Lennionosa,
TanbK, docdaTr Kanmbuus, kapboHaT kanmbuus M T.4.), BeLLeCTBO, CMocobCTBylOLlee CMeleHuo (Lennonosa,
MeTunuenntonosa, rMAPOKCUNPONMNLIENIoNo3a, NONUNPONUANMPPONNAOH, XenatuH, rym apabok,
NONUATUNEHIMMKONbCaxapo3a, kpaxman U T.4.), Ae3blHTerpatopbl (Hanpumep, Kpaxman, KapbokcumeTunuennonosa,
KanbuueBas cornb KapbOKCMMETUNLENMono3bl, MAPOKCUNPONUIIKpaxMar, Kpaxman-HaTpui rnukons, 6ukapboHaT
HaTpus, docdat Kanbuus, uuTpaT Kanbums W T.4.), CMaska (HanpuMmep, cTeapaT MarHusl), B a3po3onie Tarbk,
naypwncynbdaT HaTpusa, M T.4.), apoMaTusMpylolee BeLLecTBO (Hanpvmep, NMMOHHAs KUCMOTa, MEHTON, MMULMH,
MOPOLLOK OpaHxa W T.4.), npegoxpaHntenu (beHaoat HaTpus, GucynbdaT HaTpusa, meTunnapabeH, nponunnapabeH n
T.4.), cTabunusatopbl (MIMMOHHAA KUCMOTa, UMTpaT HaTpwd, YKCycHas KucnoTa, U T.4.), CycneHaupylowue BeLlecTsa
(Hanpumep, MeTWnUennionosa, MONMBUMHWIMNMPPONWAOH, cTeapaT anioMuHMa W T.4.), AWUCNeprupylolime BellecTBa
(Hanpumep, MOBEpPXHOCTHO-aKTUBHbIE BellecTBa .M T.4.), Bogopa3basuTenn (Hampumep, Boga), mMacrna (Hanpumep,
KyH)XYyTHOEe Macro 1 T.4.), BockoobpasHas ocHOBa (Hampumep, Macrio Kakao, NMoNUITUIEHINNKONb, .6enblii BasenuH u
T.0.).

[Jo3sa uenesoro coegunHeHusi (1) MoxeT BapbMpPOBAaTLCA B 3aBMCMMOCTU OT pasfMyHbiX (hakTOpoB, TakMX Kak Tum
6onesHun, BeC W/unmn Bo3pacT naumeHTa, 1 ganbHenLwero Kypca nevyeHusl.

>KenatenbHow go3ow Lenesoro coeanHerus (1) sensercs gosa B npegenax 0,01-10 mr/kr/oeHb B crniydae npyvema B
BMAae uHbekumn n 0,5-60 mr/kr/geHb B cnyyae nprema nekapcrs Yepes poT.

Cnegytowwime npMMmepbl AaHbl C LieMblo MPOMNICTPUPOBaTh HacTosiLwee n3obpeTeHue.

Mpumep 1.

K pacTtBopy 6-rugpokcu-5-metokcu-4-[metun-3-[2-metun-(3-metun-2-6yTeHnn) okcmpanun)-1-okca-cnupo[2,5]oktaHa
(14,8 mr) B cBexeneperHaHHoM TeTparuapodypaHe (0,5 mn) gobasunu rugpug HaTpusi (2,5 Mr) cpasy B Buae OOHOW
nopumn npu 5°C. Cmecb nepemMeluBanu B TeyeHWe Moflyyaca npu TOW XXe TemnepaTtype, a 3atem Jobasunu
mMeTunusoumaHat (6 mn). lNocne nepemellvMBaHWs Npu TemnepaType OKpyxawLllen cpegbl B TeyeHne 1,5 4 cmech
obpaboTanu meTunusoumaHaTom (6 M) 4nsi 3aBepLUEHUS peakL .

PeakuunoHHyto cMecb nepemelumBany B TedeHne 3,25 4 npu okpyxatLlen TemnepaTtype u pasbasunu AMaTUIOBbIM
admpom. OpraHMyYeckuin Criovi MPOMbINIM PaCCOSIOM, BbICYLLMIIA M CKOHLEHTpMPOBanu O MOMy4YeHns mMacna, Kotopoe
ounanM ¢ NOMOLLBIO MpenapaTMBHOM TOHKOCIIOMHOW XxpomaTorpadmum ans nonyyveHuns 6-metunkapbamowunokcu-5-
MeTOK-CU-4-(2-meTun-3/-3-meTnn-2-6yreHnn/ okcupaHun]-1-okcacnmpo[2,5] oktaHa (11 Mr) B BULE KpUcTansos.

Temnepatypa nnasneHus: 92-93°C, nHdpakpacHbIn cnekTp, NofnyyeHHbI B xropodopme: 3460, 3360, 1715 oM’
AMP-nonockl, cnekTp CHAT B AeNTepUpoBaHHOM XiopodopmMe:

1.0-1,15 (1H, m), 1,20
(3H,8), 1,66 (3H, S), 1,73 (3H, S), 1,65-2,54 (6H, m),
2,54 (1H, d, J 5 Tw), 2,55 (1H, 1, J 6 Tw), 2,79 (3H, d,
J 5y, 297 (1H, d, J 5 'y), 3,47 (3H,S), 3,64 (1H,
dd, J 11w 37u), 4,75 (1H, br, ). 5,20 (1H, ¢, J 8 INy),
5,50 (1H, br, S).

Mpumep 2.

Cnegyowme coegmHeHns 6binun nonyyeHbl cnocoboM, Nogo6HBIM TOMY, KOTOPbIV UCMOob3oBarcs B npuMepe 1.

(1) 5-meTokeu-4-[2-meTnn-3-(3-meTun-2-6yTeHun )okcmpanun]-6-peHnnkapbamonnokeu- 1-okcacnunpo[2.5] okTaH

Macno

HKC /CHCle.l 1720, 1600, 1520 1440, 1380,
1200, 1100 cm™'
AMP (CDCI3): 1,04-1,16 (1H, m), 1,24 (34, S),
1,66 (3H, S), 1,75 (3H,S), 1,74-2,50 (6H, M) 2,58 (1H,
d, J56Tlu), 262 (1H, t, J 7 Ty, 3,01 (1H, d, J 4 T'y),
3,48 (3H, S), 3,72 (1H, dd, J 10 My), 5,22 (1H, ™),
5,56 (1H, m), 6,80 (1H, ), 7,05-7,45 (5H, m).
(2) 6-atunkapbamonnokcu-5-metokeu-4-[2-metnn-3-(3-metun-2-6yteHun)okcupanun]-1-okcacnmpo[2,5] okTaH.
Temnepatypa nnasnenHus: 65°C
MKC (CHCh): 3450, 1705 cm™
AMP (CDClo): 0,99~1,30 (1H, m), 1,14 (3H, ¢, J
8 I'u), 1,22 (3H,S), 1,67 (3H, S), 1,75 (3H, S), 1,78-
2,48 (6H, m), 2,56 (1H, d, J 4 I'u), 2,58 (1H, t, J 5 TW),
2,99 (1H, t, J 4 My), 3,22 (2H, m), 3,45 (3H, S), 3,64
(1H, dd, J 2 n 12 I'y), 4,75 (1H, br, S), ‘521 (1H, 1,47
Tw), 5,50 (1H, br, S).

(3) 6-usonponunkapbamounnokcu-5-metokcn-4-(2-metun-3-(3-metun-2-6yteHmn)-okcnpaHwurn]-1-okcacnupo[ 2,5}
OKTaH.

. IKC (CHCl5):3430, 1700 cm™ .

AMP (CDCh): 1,00-1,23 (1H, m), 1,17 (6H, d, J
8 ), 1,22 (3H, S), 1,66 (3H, S), 1,75 (3H, S), 1,78~
2,48 (6H, M), 2,54 (1H, d, J 5TW), 2,57 (1H, t, 3 5 Tw),
298 (1H,d, J4Tu), 3,45 (3H, S), 365 (1H,dd, J2 n
12 Tw), 3,80 (1H, m), 461 (1H, d, J 7 Ny), 5,21 (1H, t,
J 77w, 548 (1H, S). :

(4) 6-uuknorekcunkapbamonnokcu-5-metokeu-4-[2-metun-3-(3-metun-2-6yteHun)okcnpanun]-1-okcacnmpo[2,5]
OKTaH.



TemnepaTypa nnasneHus: 61°C
UKC (CHCl): 3440, 1700 em™
- AMP (CDCly): 0,89-2,49 (18H, ™}, 1,22 (3H,
S), 1,66(3H, S), 1,75 (3H, S), 2,55 (1H, d, J 4 Tw),
2,57 (1H,t, U 5Tw), 2,97 (1H, d, J 4 Ty), 345 (3H, S),
3,65 (1H,dd, J 2n 12 W), 469 (1H, d, J 8 T'w), 5,22
(1H, £, J 7 'y), 5,46 (1H, S8).

(5) 6-(4-XnopdeHunkapbamonnokem)- 5-MeTOKCVI 4-[2-meTun-3-(3-metun-2-6yteHunn)okenpanun]-1-okcacnmpo[2,5]
OKTaH.

MKC (CHCI3): 3430,1720 cm™

TemnepaTypa nnasneHus: 63-66°C

AMP (CDCl): 1,04-1,18 (1H, M), 1,24 (3H, S),
1,68 (3H, S), 1,76 (3H, S),.1,83-2,50 (6H, w), 2,58
(1H, d, J 4.Tu), 2,61 (1H, 1, J S Ty), 3,01 (1H, d, J 4
ru), 3,47 (3H, S), 3,72 (1H, dd, J 2 n 12 ), 5,22
(1H,t, J 7 Ty, 5,58 (1H, br, S), 6,88 (1H, br, 8), 7,21~
7,42 (4H, m).

(6) 5-meTokcu-4-[2-meTun-3-(3-meTun-2-6yteHun)okcupanun]-6-(TpuxnopaueTunkapbamonnokeu)-1-okcacnunpo[2,5]-
OKTaH.

K pacTBopy 6-ruapokcu-5-meTokcin-4-(2-metun-3-(3-metun-2-6yteHun)okcupanun]-1-okcacnmpo[2,5]-oktaHa (10 mr)
B TOMbKO YTO neperHaHHoM TeTparugpodypaHe (0,5 mn) gobasnsanu TpuxnopaueTtunusoumaHaTt (5 Mkn) B BUGY OAHON
nopummn npu TemnepaType 0°C. lNMocne nepemelumBaHus Npu TOM Xe Temnepatype B TedyeHne 5 MUH 3Ty CMeCb
pa3baBnany NpocTbiM AMITUNOBBEIM 3MPOM M MPOMbIBANM BOAHbLIM HaCbILLEHHbIM pacTBOpoM OukapboHaTa HaTpus.
OpraHunyeckunin crion NpoMbIBanv paccosnoM, CyLUMIN U KOHLEHTpUpoBanu ¢ obpasoBaHnem 5-metokcun-4-[2-metnn-3-(3-
MeTun-2-6yTeHun)okcupaHun]-6-(Tpuxnopauetnnkapbamonnokeu)-1-okcacnupo[2,5]-oktaHa(26mr).

Macno

WHcbpakpacHbIi criektp (CHCI3): 3400, 1800, 1740cm™

Cnexktp AMP (CDCla): 8, 1,10-1,20 (TH, ™),
1,21 (3H, ¢), 1,65 (3H, c), 1,74 (3H,c), 1,85-2,49 (6H,
M), 2,58 (1H, a, J4 Ty, 262 (1H, v, J 5Tw), 3,0 (1H,
A, J 41w, 3,50 (3H, c), 3,74 (1H, asownHon ayGner, J
12w 27w, 519 (1H, 7, J 7 T'u), 5,68 (1H, wmpokwui
cunrnet), 8,87 (1H, wupokuit cuHrneT). .
(7) 6-MponnnkapGaMONMOKCH -5-MeTOKCH-4-[2-MeTUTT-3-(3-MeTUrI-2-6y TeHU )oKCUpaHUIT]- 1 -okcac-nupol[2,5] okTaH.
TemnepaTtypa nnaeneHus: 87-88°C UKC (CHCls): 3450, 1705, 1510, 1230, 1125, 1100cm”
SMP (CDCla): 0,93 (3H, t, J 8 T'y), 1,00~1,13
(1H, M), 1,21 (3H, S), 1,52 (2H, m), 1,68 (3H, S), 1,75
(3H, S), 1,80-2,48 (6H, M), 2,52 (1H, d, J 4 Tu), 2,58
(1H. t, 46 y), 3,14 (2H, q, J 7 lu), 3.46 (3H, ), 3,65
(1H, dd, J 3w 11 'y), 4,80 (1H, br, S), 5,20 (1H, br, t,
47T, 545 (1H, br, S).

(8) 6-(ByTtnnkapbamounnokcu)-5-meTokcu-4-[2-meTun-3-(3-metun-2-6yteHnn)okenpanun]-1-okcacnmpo(2,51 oktaH.

Temnepartypa nnaeneHus: 68-69°C
MKC (CHCl): 3450, 1710, 1510, 1240,1130,

1100 cm™’ :
AMP (CDClg) 0,93 (3H, ¢, J8 fu), 1,00-1,12
(1H, m), 1,22 (3H, m), 1,22-1,58 (4H, m), 1,57 (3H, S),
1,75-2,45 (6H, m), 2,52 (1H, d, J 4 Tw), 2,54 (H, t, J 6
M), 2,95 (1H, J 4 Tu), 3,14 ((2H, q, J 7 Tw), 3,45 (3H,
S), 3,63 (1H, dd, J 3 u 11 'u), 4,75 (1H, br, S), 5,19
(1H, br, t,’J 7 T'w), 5,50 (1H, br, S).
(9) 6-OTmnTMOKapbamMonnokey -5-meToken-4-[2-meTun-3-(3-meTnn-2-6yTeHnn)-okcupanun]-1-okcacnupo[2,5] okTaH.
Temnepartypa nnaeneHus: 83-84°C
HKC (Hepa3s6arnexHbin): 3300, 1535, 1190 em™.
AMP (CDChy): 0,98-1,14'(1H, m), 1,22 (3H, §),
1,66 (3H, S), 1,75 (3H, S), 1,22 (3H, t, J B Tu), 1,78-
2,50 (6H, m), 2,56 (1H, d, J 4 I'y), 2,58 (1H, t, 6 T'w),
2,99 (1H, d, J4 Tu), 3,45 (3H, S), 3,66 (2H,d. J5u6
Tw), 3,72 (1H, dd, J 2w 12"u), 5,21 (1H, br, t, J 7 Ty),
6,12 (1H, br, S), 6,38-6,51 (1H, br, S).

Mpumep 3.

Pactsop 5-meTokcu-4-[2-meTun-3-(3-metun-2-6yTeHun)okcupanun]-6-(Tpuxnppauetunkapbamonnokeu)-1-
okcacnmpo[2,5] oktaH (26 mr) n TpuatunamutH (9,9 mn) B cmecun Bogpl (0,8 mn) n ataHona (0,8 mn) nepemeLumsanu BCio
HOYb MpY TemnepaType okpyxatoLlein cpedbl. Cmecb pa3baBunu AM3TUNOBLIM 3chMpom 1 Npombinu pacconioM. Cmech
BbICYLUMAW 1 Ucnapunu gna nonyyeHuns 6-kapbamounnokcn-5-metokeun-4-(2-metun-3-(3-metnn-2-6yteHun)okecnpanun]-1-
okcacnmpo(2,5]oktaHa (18,2 mr) B Buage 6enoro TBepgoro ocratka.

Temnepatypa nnasnexHus: 125- 126°C

WKC (CHCl3): 3300, 1720 em™
AMP (CDCl3): 1,10-1,20 (2H, m), 1, 21 (3H S)
1,66 (3H,8), 1,75 (3H S), 1.85-2,48 (7H, m), 2,58
(1H, d, J 4 Tw), 2,62 (1H, t, J 5 Tu), 3,00 (1H,d, J 4
fu), 3,50 (3H, S), 3,74 (1H, dd, J 12 u 2 'y), 4,91
(1H, br, S), 5,20 (1H, t, J 7 W), 5,45 (1H, br, S).
Mpumep 4.



K pactBopy 6-ruapokcu-5-meTokcun-4-[2-meTnn-3-(MeTnn-2-6yTeHun)okeupaHun1-1-okcacnunpo[2,5] oktaHa (14,1 wr)
B CBexXerneperHaHHoMm TeTparmgpodypaHe (0,5 mn) gobasunu rmapug Hatpus (2,0 mr, B 60% MacnsHon gucnepcum)
ofgHon nopuuer npu TemnepaType 5°C. CMmecb nepemelunBani B TeHeHWe nosy4vaca .npu Ton e Temneparype, a 3ateMm
K Hen pobaswnu xnopua mopdonuHkapboHuna (6,8 mr). PeakumoHHyio cmecb MmepemelunBany B TeYeHWe 2 4 mpwu
TemnepaTtype OKpyxatoLLeln cpeapl U pasdaBnnm UaTuneHoBbIM acpupom (2 mn). OpraHn4eckuii Cron NPOMbINV BOAOMN,
BbIyLUMMIN N CKOHLEHTPUPOBAaNu Npu MOHWKEHHOM AaBneHun. OcTaTok ouvwanu Ha xpomatodaduyeckon KOSOHKe,
3aMofIHEHHON cunukarenem (3MNMpoBaHMe C NOMOLLBIO CMECU AUITUMOBOTO 3dupa C H-rekcaHoM B COOTHoLUeHun 2(1)
o nony4yeHuns-5-meTokcun-4-[2-metun-3-(3-metnn-2-6yteHun)okcmparHmnl-6-(MopdonuHkapboHmnokeun)-1-okcacnu-
pol2,5] oktaHa (9,7 mr) B Buge macna.
UKC (CHCl3): 1690, 1430, 1205 cm™
AMP (CDClh): 1,05-1,17 (2H, M), 1,20 (3H, S),
1,57 (3H, S), 1,73 (3H, S), 1,79-2,46 (6H, ™), 3,54
(1H, d, J 4 "y, 2,60 (1H, t, J 6 Mu), 3,00 (1H, d, J 4
Ty), 3,47 (3H, S), 3,36-3,58 1 3,58-3,75 (9H, m), 5,22
(1H,m), 5,58 (1H, m).
Mpumep 5.
Cnegyowme coeguHeHnst 6binu Nony4veHbl TaknM e obpasoM, Kak COeaUHEHNS, Nory4eHHble B npumepe 4.
(1) 6-LUnHHampunokcn-5-metoken-4-[2-meTnn-3-(3-MeTun-2-6yTeHunn)okcmpanmn]- 1-okcacnupo[2,5] okTaH.
Macno
WKC (CHCl3): 1700, 1635, 1445, 1310, 1170
c™
AMP (CDCl3): 1,06-1,20 (1H, m), 1,25 (3H, S),
1,68 (3H, S), 1,76 (3H, S), 1,85-2,50 (6H, m) 2,48
(1H, d, J 4 Tu), 2,62 (1H, t, J 6 Tw), 3,02 (1H, d, J 4
), 3,48 (3H, S), 3,72 (1H, dd, J 10 n 3 ), 5,22
(1H, M), 5,77 (1H, m), 6,50 (1H, d, J 15 "w), 7,33-7,58
(5H, m), 7,68 (1H,d, J15Tw).
(2) 6-LnknorekcaHounokcu-5-metokcmn-4-[2-meTtun-3-(3-metun-2-6yTeHmnokcnpanun]-1 -okcacnupo(2,5] oktaH
Macno
UKC (CHCls): 1720, 1405, 1375, 1170, 1130,
1100 cm™- h
AMP (CDCl3): 1,00-1,14 (1H, m), 1,20 (3H, S),
1,20-2,25 (16H, m), 1,65 (3H, S), 1,72 (3H, S), 2,25~
2,47 (2H, m), 2,65 (1H, d, J 4 Ty), 2,60 (1H, t, J 6 INy),

2,98 (1H, d, J 4 I'y), 3,40-(3H, S), 3,63 (1H, dd, J 3 n
11 T'w), 5,20 (1H, br, t, J 8 '), 5,62 (1H, m).
(3) 6-OumeTnnkapbamomnnokcu-5-meTokcmn-4-[2-meTtnn-3-(3-meTun-2-6yTeHnn)-okcnparun]-1-okcac-nnpo(2,5] okTaH.
Macno
UKC (CHCI3): 1680, 1480, 1440, 1395, 1375,
1180 cm”’
AMP (CDCla): 1,00-1,18 (1H, ™), 1,22 (3H, S),
1,65 (3H, S), 1,75 (3H, S), 1,80-2,46 (6H, m), 2,53
(1H, d, J 4 T'y), 2,58 (1H, d, J 6 '), 2,90 (6H, S), 3,00
(1H, d, J 4 Ty), 3,46 (3H, S), 3,63 (1H, dd, J 3 n 11
Tu), 5,22 (1H, t, J 8 'y), 5,57 (1H, br, S).
Mpumep 6.
K pactBopy 6-rugpokcu-5-metokcun-4-(2-metun-3-(3-metun-2-6yteHun)okecupanun]-1'okcacnupo[2,5] oktana (14,1
Mr) B CBeXenpurotoBrneHHoMm TeTparmgpodpypaHe (0,5 mn) pobasunu rgpma Hatpusa (6,0 mr, 60% wmacnsHomn
avcnepcuv) ogHow nopuuven npu Temnepatype 5°C. Cmecb nepemellvBanu B TeYeHMe norlydaca npu TOM ke
Temneparype, a 3aTem K Het gobaBunun n3obyTunxnopdpopmmat (7 mn). PeakumoHHYI0 CMeCb NepemellnBani B Te4eHne
2 4 Npu TemnepaType OKpyXatoLleln cpedbl, a 3aTem pa3baBnnm AMaTUNOBbLIM 3pmpom. OpraHUyeckuii Crnor NPOMbINK
pacconomM, BbICYLUMAN U CKOHLIEHTPMPOBANN Npu NOHWKEHHOM AasneHnn. OcTaTok OYUCTUMM Ha XpoMa-Torpadmyeckomn
KOJIOHKe, 3arofiHEHHOW cunvKarernem (amiovpoBaHne C MOMOLLbID CMecW AM3TMNOBbIM 3dmp) H-rekcaH 1/3) go
nony4yeHus 6-1300yTOKCMKapOOHUMOKCK-5-MeTOKCU-4-[2-MeTun-3-(3-MeTun-2-6yTeHnn )okcmpanHmn)-1-okcacnmpol[2,5]
okTaH (5,1 mr) B Buge macna.
MKC (CHCl): 1730, 1440, 1375, 1260, 1100 cm™
AMP (CDCl): 0,94 (6H, d, J 6 'y), 1,00-1,13
(1H, M), 1,20 (3H, S), 1,63 (3H, S), 1,73 (3H, 9),
1,80-2,45 (7H, m), 2,52 (1H, d, J 4 Tw), 2,55 (1H, t, J
6 Fu), 2,95 (1H, d, J 4 T'w), 3,45 (3H, S), 3,63 (1H, dd,
J 7wn 11 u), 3,90 (2H, m), 5,19 (1H, br, t, J 8 Tu),
5,54 (1H, br, S).
Mpumep 7.
K pactBopy 6-rmgpokcu -5-metokcun-4-(2-metun-3-(3-metun-2-6yteHun)okcupanun}-1-okcacnnpo{2,5] okrara (14,1
Mr) B cBexXeneperHaHHoMm Tetparungpodpypane (0,5 mn) gobasunu rugpua Hatpus (60% macnsaHon gucnepcuu, 2,0 Mr) 3a
oOvH pa3 B negsiHon GaHe. CycneHsunio nepemMeLLBany ele B TeYeHne nonyyaca npu Tow xe TemnepaTtype u 3atem K
Helr pobaeunu nogometaH (71 mr). MNMocne nepemMellnBaHMa B TeYeHUEe 2 4 MpU TemnepaType OKpyXalLllen cpenbl
cMech pa3baBunm AUaTUNOBLIM 3UPOM Y MPOMbINM BogoN. OpraHM4eckuii Criov BbICYLUWMN U yNapunu, Nony4uB Cbipoe
Macro, KOTOpoe o4yumLiany Ha xpomatorpadnyeckor KOMoHKe, 3amoSfIHEHHON Cunukarenem, ariovMpoBaHne NpoBOAWU
CMecblo  AuaTunoBoro adwmpa u  H-rekcaHa (1:2) po nonyyenus 5,6-gumetunokcu-4-[2-metun-3-(3-metunn-2-
6yTeHun)okcnpanun]-1-okcacnupo[2,5] oktaHa (14.2 Mr) B Buae macna.



" KC (CHCh): 1440, 1380, 1105 cm™
AMP (CDCH): 0,93-1,07 (1H,m), 1,20 (3H, S),
1,63 (3H, S), 1,72 (3H, S), 1,93-2,45 (6H, ™), 2,51
(1H,d, J4 Ty, 256 (1H, t, JB6 My, 295 (1H, d, J 4
ry), 3,42 (3H,S), 3,46 (3H, S), 3,59 (1H, dd, J3 u 10
Tw), 3,92 (1H, m), 5,19 (1H, m)
Mpumep 8.
CnepytoLime coeMHeHns Gbinu nonyyYeHbl TakuM e cnocobom, kak B npumMepe 7.
(1) 6-beHsunnokcu-5-metokcn-4-[2-meTun-3-(3-meTnn-2-6yteHnn)okeupanun]-1-okcacnmpo[2,5] oktaH
Macno
UKC (CHCI5): 1450, 1380 cm™
AMP (CDCl3): 0,95-1,10 (1H, M), 1,22 (3H, S),
1,67 (3H, 5),1,74 (3H, S), 1,565-2,48 (6H, m), 2,53
(1H,d, J5Tu), 2,58 (1H, t, 6 Tw), 296 (1H,d, J 5
Tw), 3.41 (3H, S), 3,68 (1H, dd, J 11 » 2 T'w), 4,10
(1H, ™), 4,70 (2H, ABq J = 12 Ty), 522 (1H, t,J 7.5
ru), 7,28-7,45 (5H, m). ;
(2) 5-MeTtokcu-4-[2-meTnn-3-(3-meTun-2-6yTeHun)okecupaHun]-6-(2-nupmuaumeTokcm)-1 -okcacnmpo(2,5] okTaH
Macno
'MIKC (CHCH): 1590, 1430, 1370, 1105 cm™*
AMP (CDCl): 0,96-1,10 (1H, m), 1,23 (3H, S),
1,66 (3H, S5),1,75 (3H, S), 2,01-2,46 (BH, ™), 2,52
{1H,d, J4Tw), 260 (1H,t, J 7T, 3,97 (1H, d, J 4
Mu), 3,43 (3H, S), 3,62 (1H, dd, J 3 n 10 Fu), 4,18
(1H, m), 475 (1H, d, J 13 Ty), 4,85 (1H, d, J 13 ),
5,22 (1H, m), 7,16 (1H, m), 7,55-7,72 (2H, wm), 8,52
(1H, m). _
(3) 5-MeTtokcu-4-[2-meTun-3-(3-meTun-2-6yTeHnn)okcupaHun]-6-(2-xmHonunMmeTokcu)-1-okcacnmpo[2,5] oktaH
TemnepaTypa nnasneHus: 82-83°C _
UKC (CHCly): 1420, 1375, 1200, 1100 cm™'
AMP (CDCl3): 0,97-1,12 (1H, m), 1,22 (3H, S),
1,66 (3H, S), 1,75 (3H, S), 2,02-2,48 (6H, M), 2,55
(1H,d, J4Tu), 262 (1H, t,J6TU), 299 (1H,d, J 4
M), 3,45 (3H, S), 3,65 (1H, dd, J 3 u 11 lu), 4,22
(1H, br, S), 4,98 (2H, S), 5,24 (1H, m), 7,53 (1H,t,J 8
Mu), 7,72 (1H, t, J 8 ), 7,80 (1H, d, J 8 I'y), 7,84
(1H,d,J 87Ty, 805(1H,d, J8Tu), 8,18 (1H,d, J 8
r

(4) 6-(4-Xnop6eH3unokcun)- 5-meTokcu-4-[2-metunn-3-(3-metnn-2-6yTeHumn )okcnparur]-1-okcacnu-po[2,5] okTaH.
Macno
WKC (CHClL): 1680, 1485, 1440, 1380, 1200
cM
AMP (CDCla): 0,95-1,10 (1H, m), 1,21 (3H, S),
1,68 (3H, S), 1.74 (3H, S), 1,90-2,46 (6H, m), 2,52
(MH, d, J4 T, 2,56 (1H, t, 46 Tw, 2,96 (1H, p, J 4
Tw), 3.41 (3H, S), 3,58 (1H, dd, J 3 » 10 y), 4,08
(1H, br, S), 4,60 (1H, d, J 10 Ty), 4,71 (1K, d. J 10
Tw), 5,20 (1H, br, J 5 M'w), 7,30 (4H, S).
(5) 5-MeTokcu-6-(4-meTokcmbeHaunokeu)-4-(2-metun-3-(3-metun-2-6yTeHun)okcupannn)-1-okcacnmpo[2,5] okTaH
Macno
WKC (CHCly): 1605, 1505, 1440, 1375, 1300,
1240, 1205 cm™
AMP (CDCls): 0,91-1,08 (1H, m), 1,20 (3H, S),
1,62 (3H, S), 1,72 (3H, S), 1,88-2,44 (6H, m), 2,49
(1H,d, J4Tw, 253 (1H, t, J 6w, 2,95 (1H, d, J 4
), 3,38 (3H, S), 3,56 (1H, dd, J 3 n 10 w), 3,32
(3H, S), 4,07 (1H, br, S), 4,55 (1H, d, J 11 Tu), 4,65
(1H, d, J 11 W), 5,20 (1H, br, t, J 5 Ty), 6,86 (2H, d. J
6 'y, 7,30 (2H, d, J 6 fu).
(6) 5-MeTokcu-4-(2-metun-3-(MeTun-2-6yTeHun )-okcmpanunj-6-(2-HacgpTunmeTokeu)-1-okcacnmpo[2,5] okTaH
Macno
WKC (CHCH): 1440, 1370, 1220, 1100 cm™
AMP (CDCla): 0,95-1,08 (1H, m), 1,21 (3H, S),
1,65 (3H, S), 1,75 (3H, S), 1,92-2,45 (6H, m), 2,52
(1H,d, J 4Ty, 258 (1H, t, J 6 Tu), 2,95 (1H, f, J 4
ry), 3,42 (3H, S), 3,59 (1H,.dd, J 3 n 10 l'y), 4,14
(1H, br, t, J 8 Ty), 4,78 (1H, d, J 13 Tw), 4,88 (1H,d, J
13 y), 7,35-7,66.(3H, m), 7,75-7,90 (4H, m). .
(7) 5-MeTokcu-4-[2-meTun-3-(3-meTun-2-6yTeHnn)-okcnpanun]-6-(1-HadTunmeToken)-1-okcacnunpo(2,5] oktaH
Macno



UKC (CHCl3): 1370, 1100 cm™
AIMP (CDCly): 0,88-1,04- (1H, m), 1,22 (2H, S),
1,86 (3H, S), 1,72 (3H, S), 1,82-2,47 (6H, M), 2,49
(iH,d,J 4Ty, 258 (1H, t, J5TW), 293 (1H, d, J 4
Tu), 3,42 (3H,.S), 3,60 (1H, dd, J 2 n 12 My, 4,22
(1H, br, S), 5,03 (1H, d, J 12 Tw), 5,22 (1H, br, t, J 7
ru), 5,30 (1H, d, J 12 I'y), 7,32-7,60 (4H, M), 722—
7,90 (2H, m), 8,18-8,27 (1H, m).
(8) 6-OTOKCUKAPOOHUIMETOKCU 5-MeTOKCK-4-[2-MeTnn-3-(3-MeTun-2-6yTeHnn)okempaHun]-1-okcacnmpol[2,5] oktaH
Macno

UKC (CHCI;,) 1740, 1440, 1380, 1130 cm™’

AMP (CDCla): 0,95-1,10 (1H, m), 1,22 (3H, m),
1,28 (3H, t, J 7 I'y), 1,66 (3H, S), 1,72 (3H, S), 2,02-
2,48 (6H, m), 2,52 (1H, d, J 4 ), 2,58 (1H, t, J 6 Ty),
2,95 (1H, d, J 4 T'w), 3,48 (3H, S), 3,60 (1H,dd, J 10
3 I'u); 4,20 (3H, m), 4,25 (1H, d, J1B|‘q) 4,48 (14, d,
J 16 'y}, 5,20 (1H, ™). ’

Mpumep 9.

Cwmecb 6-aTokcukapboHNNMEeTOKCH-5-meToken-4-{2-meTnn-3-(3-meTnn-2-6yTeHnn)okenpanunn]-1-okcacnupo([2,5]
okTaH (17 mr) n 1N BogHbIN pacTBop rugpokcuaa Hatpus (0,09 mn) B ataHone (0,2 mn) nepemeluMBanu B TeveHue
OJHOrO Yaca npu Temneparype okpyxatowien cpefbl. PactBop HenTpanuaosanu 1N COnMsHON KUCNOTON, U OTAENeHHOoe
Macfo aKcTparMpoBanu AMITUNOBBIM 3dMpOoM. PacTBopuTenb CylwMnu M pacTBOp KOHLEHTpMPOBanu B BaKyyme A0
nonyveHns  6-kapbokcumeTokcu-5-meTokeu-4-[2-metun-3-(3-metun-2-6yteHunn)okenpanun]-1-okcacnmpo[2,5]  oktaHa
(14,4 mr) B BUge macna. ‘

. NKC (CHCls): 3400, 1760, 1440, 1370, 1120

cM™
AMP. (CDCla). 0,96-1,10 (1H, M), 1,22 (3H, S),

1,65 (3H, S), 1,72 (3H, S), 1,77-2,46 (6H, m), 2,46 (1H,

d,J4rluy, 262 (1H,t J 6Ty, 295 (1H, d, J 4 Ty,

3,56 (3H, S), 3,70 (1H, dd, J 10 u 3 '), 3,95 (1H, m),

4,02 (1H, d, J 16 Tw), 5,20 (1H, m), 5,80 (1H, br, S).

Mpumep 10.

Y cmecu 6-rmgpokcu-5-meTokeu-442-meTtun-3-(3-metun-2-6yTeHnn)okcmpanun]-1-okcacnupo[2,5] oktaH (423 wmr) u
nupuauHa (474 wr) B guxnopmetaxe (9 mn) gobasuny nopuusiMu no kannsm 4-HutpodeHunxnopdopmata (1,2 r) npu
TemnepaTtype Okpyxatowen cpedbl. [locne nepemelunBaHns B TeveHne 3 4 B peakLMOHHOW cmecu obpasoBarncs 5-
MeToKcu-4-[2-meTnn-3-(3-meTun-2-6yTeHnn)okcupanun]-6-(4-HutpodeHonokcmkapboHunokeu)-1-okcacnmpol2,5]oktaH. K
cmecu gobasunum 3a oauH pas 3-aMuHo-2-nponaHona (2,25 r). Cmecb nepemelunBany B TedeHve 2 4 nNpu TemnepaType
OKpy>KatoLLen cpedbl, a 3ateM pa3basunu anatunosbiM acpupom (20 mn). PactBop npombinu pacconom, 1N BoAHbIM
pacTBOPOM COMSAHOW KUCnoTbl, 1N BOAHBbIM pacTBOPOM MMAPOKCHAA HaTPUsi U ONsATb paccorioMm. PacTBopuTens CyLuMnm u
BblMapmBany B Bakyyme 1 Nomy4ymny Cblpoe Macrio, KOTOpoe O4MLLan Ha XxpomaTtorpadnyeckon KOMoHKe, 3anofHEHHON
cunukarenem, SnlMpoBaHWe MpOBOAMNM 3Tunauetatom A0 nonydeHus 6-(3-rmgpokcunponunkapbamounnokeu)-5-
MeToKcu-4-[2-meTnn-3-(3-meTun2-6yTeHun)okcupaxun]-1-okcacnmpo[2,5] oktana (400 mr) B BuAe Kpuctanmnos.

TemnepaTypa nnasnexust: 56-58°C

MKC (nepaaﬁaanenubm) 3350, 1680, 1530,
1260 cm™

AMP (CDCla): 1,00-1,13 (1H, m), 1 21 (3H, S),
1,65 (3H, S), 1,73 (3H, S), 1,65-2,50 (10H, m), 2,52~
2,61 (2H, m), 2,98 (1H, d, J 4 T'w), §20—345 (1H, m),
3,48 (3H, S), 3,58-3,76 (4H, m), 5,20 (1H, br, t Js
T'w), 5,50 (1H, br, S). -

Mpumep 11.

K cmecn 6-(3-rugpokcunponunkapbamonnokcun) — -5-metokcu-4-[2-metunn-3-(3-metun-2-6yteHunn)okenpannn]-1-
okcacnupo[2,5] oktaHa (15 wmr) n nupuamHa (12,3 wmr) B guxnopmetaHe (1 mn) pgobaBunu no kannsm 4-
HuTpodeHunxnopdopmat (32 Mr) Npu TemnepaTtype OKpy<atllei cpefbl. [locne nepemeluMBaHns B TedeHne 2 4 B
peakuoHHON cmecu obpasoBancs 5-meTokcu-4-[2-meTun-3-(3-metun-2-6yteHun)okcupanun]-6-(4-
HUTpodheHoKcukapboHunokecunponunkapbamonnoken-1- okcacnmpo[2,5] oktaH. K cmecn pobaensnu cpasy B ofHoW
nopumn 30% pactBop B MeTaHonmetunamuHa (7 mr). Cmecb nepemelumBany B TedeHue 1 4 npu Temnepartype
OKpy>KatoLLen cpedbl U pazbasunnm gnatunoselimM agupom (5 mn). PactBop npombinu pacconom, 1N BogHbIM pacTBOPOM
congHon kucroTtbl, 1N BOAHBIM PacTBOPOM FMAPOKCMAA HATpWs U ONsATb pacconoM. PacTBopuTernb BbICYLUMAN U
BbIMapunun B Bakyyme 40 NOJyYeHWUsi CbIpOro Macsa, KOTopoe ounLani Ha xpomaTorpadruyeckon KonoHke, 3anofHEeHHOWM
cunukarenem, antoMpoBaHne NPoBOAMIM C MOMOLLBIO AMSTUIOBOro admpa A0 nonyyveHusi 5-metokcn-4-[2-metnn-3-(3-
mMeTun-2-6yTeHun)okcuparun]-6-(3-(Metunkapbamonnokcu(-nponunkapbamounnokcu)-1-okcacnmpol2,5] oktaHa (13,8 wmr)
B BMAE KPMCTarnsos.

TemnepaTypa nnasneHus: 52-54°C .

UKC (He1pa36a3nennbm) 3350, 1700, 1525,
1460, 1110 cM .

AMP (CDCla): 1,00-1,12 (1H, m), 1,71 (3H, S)
1,78 (3H, S), 1,80 (3H, S), 1,81-2,48 (QH M), 2,50
2,62 (2H, M), 2,97 (3H,d, J 4 Tu), 2,98 (1H, d, J 4 Tu),
3,10-3,38 (2H, m), 3,45 (3H, S), 3,64 (1H, dd, J 3 u
11 'u), 4,02—4,38 (2H, m), 493—-5 13 (1H M), 5,13~
5,25 (1H, m), 5,50 (1H, br, S). - -

Mpumep 12.



K cmecn 6-rugpokcu-5-metokcn-4-(2-metun-3-(3-metun-2-6yteHun)okcupanun]-1-okcacnmpo-[2,5] oktaHa (9,2 r) u
nupuamHa (10,3 r) B guxnopmetaHe (92 mn) pobasunu no kannam 4-HutpodeHun xmopdopmwuat (13,1 r) npu
TemnepaTtype Okpyxatwen cpedbl. [locne nepemelunBaHns B TeveHne 3 4 B peakLMOHHOW cmecu obpasoBarncs 5-
MeToKcU-4-[2-meTnn-3-(3-meTun-2-6yTeHnn )okcmpanun]-6-(4-HuTpodeHokcmkapboHunoken)-1-okcacnmpol2,5] oktaH. K
aTon cMecu gobasunu cpasdy mopdonuH (28,4 r). PactBop nepemelwuvBanu ewe B TedeHue 8 4 npu TemnepaType
OKpy>KatoLLen cpedbl, a 3ateM pasbasunm auatnnosbiM admpom (300 mn). PactBop npombiBanu pacconiom. 1N BogHbIM
pacTBOPOM COnsiHOM kncnoThl, 1N BOOHBIM pacTBOPOM MMAPOKCUA HATPUS M ONSATb PacconoM. PacteBopuTenb BbICYLINN
M W ucmapunu B Bakyyme [0  nonyveHust  5-meTokcu-4-[2-metun-3-(3-meTun-2-6yTeHunn)okenpaHunn]-6-
MoponuHkapboHunokeu-1-okcacnmpo[2,5] oktaHa (13,1 r) B Buae macna.

MKC (CHCI3): 1690, 1430, 1205 cm™

AMP (CDCh): 1,06-1,17 (1H, m), 1,20 (3H, S),
1,57 (3H, S), 1,73 (3H, S), 1,79-2,46 (6H, M), 2,54
(1H, d, J 4 '), 2,60 (1H, t, J 6 ), 3,00 (1H, d, J 4
r'u), 3,47 (3H, 8), 3,36-3,58 u 3,58-3,75 (9H, m), 5,22
(1H, m), 5,58 (1H, m).

Mpumep 13.

Cnegyowme coegmHeHns 6binn nonyyeHbl TakuM Xxe cnocobom,kak B npumepe 12.

(1) 5-MeTtokcu-4-[2-meTnn-3-(3-heHunn-2-nponeHnn)okcnpaHumn]-6-metTunkapbamonnokemn-1-okcacnupo[2,5] oktaH

TemnepaTypa nnasneHus; 45° C

WKC (CHCl3): 3450, 1705 cm

AMP (CDCla): 0,98-1,13 (1H, M), 1,26 (3H, S),
1,78-2,15 (4H, m), 2,43-2,64 (2H, m), 2,56 (1H, d, J 4
M), 2,72 (1H, t, J 6 y), 2,78 (3H, d, J 5 Ty, 2,95
(1H, d, J 4 ), 3,47 (3H, S), 366 (1H,dd, J 12 3
Fu), 4,66-4,83 (1H, br, S), 5,46-5,56 (1H, br, S), 6,24
(1H, dt, J 16 n 7 T'w), 6,56 (1H, d, J 16 'y), 7,19-7,41

(5H, m). .

(2) 5-Metokcun-4-(2-meTun-3-(3-meTun-2-6yTeHun)okcupanun]-6-(3-metuntuonponunkapbamonnokeu)-1-
okcacnupo[2,5] oktaH

Macno

- UKC (CHCla): 3450, 1705 cm™ v
AMP (CDCHh): 1,00-1,16 (1H, m), 1,23 (3H, S),
1,68 (3H, S), 1,76 (3H, S), 1,72-2,48 (8H, M), 2,13
(3H, S),2,48-2,65 (4H, m), 3,00 (1H, d. J 4 lu), 3,30
(2H, dt, J 7 Ty), 3,47 (3H, S), 3,66 (1H, dd, J12u 2
Tu), 4,81-4,97 (1H, m), 522 (1H, br, ¢, J7Fu) 5,44
5,66 (1H, br, S).
(3) 6-(4-OToKCHKapboHMNNUNepa3MHOKapOoHWMOKCK)-5-meTokeun-4-[2-metun-3-(3-metun-2-6yTeHun )okcmpanmn]-1-
okcacnupo[2,5] oktaH
TemnepaTypa nnasneHus: 88-89°C
UKC (nepasbasnennsit): 1690, 1230 cm™
AMP (CDCl,): 1,05~1,18 (1H, M), 1,22 (3H, S),
1,28 (3H, t, J 7 Fu), 1,66 (3H, S), 1,75 (3H, S), 1,78~
2,13 (4H, m), 2,20 (1H, br, J 7 ly), 2,26-2,48 (1H, M),
2,56 (1H,.d, J 4 'w), 2,57 (1H, t, J 6 'w), 3,00 (1H, d,
J 4Ty, 3,47 (3H, S), 3,38-3,60 (8H, br, S), 3,65 (1H,
dd, J2u 12 Tu), 4,16 (2H, g, J 7 Tw), 5,20 (1H, br, J 7
), 5,58 (1H, br, S).

(4) 6-(N-I'mgpokcmatun-N-meTunkapbamounnokcn)-5-metokeu-4-[2-metun-3-(3-metun-2-6yTeHmn )okcmpanumn]-1-
okcacnupo[2,5] oktaH
Macno

MKC (CHCl): 3450, 1680 cm™

© AIMP (CDCly): 1,02-1,16 (1H, m), 1,21 (3H, S),
1,65 (3H, S), 1,75 (3H, S), 1,80-2,25 (5H, m), 2,27~
2,48 (1H, m), 255(1H d, J4Tw), 2,58 (1H,t, J 5T,
2,66-2,95 (1H, br), 296(3H S), 2,98 (1H, d, J 4 Tw),
3,45 (3H, S), 3,40-3,48 (2H, br S), 3,64 (1H, dd, J
12,2 My), 3,69-3,83 (2H, m), 5,20 (1H, br, J 7 M),
5,46-5,62 (1H, br, S).

Mpumep 14.

K cmecun 6-rugpokcu-5-metokcun-4-[2-metun-3-(3-metun-2-6yteHnn)okenpanun]-1-okcacnupo[2,5]-oktaHa (26 mr),
nupuguHa (44 wmn) n 3-metunamuHonvpuamHa (2 wmr) B guxnopmetaHe (0,8 mn) pobaBunu no kannsm  4-
HUTpodpeHunxnopodopmuT (20 Mr) npu TemnepaType OKpyXawllein cpeapl. [locne nepemeluBaHusa B TeveHne 2 4
pobasunu nunepuagunH (40 mn) egnHoBpemeHHO. PacTBop mepemeluvBanyi BCIO HOYb MpW TemnepaType OKpyXatoLlen
cpedbl, a 3atem pasbaBunu anatunosbiM acpupom (20 mn). Cmecb NpomblBany PaccofoM, HachILWEeHHbIM BOAHbLIM
pactBopom 6BukapboHaTa HaTpus, U onsATb paccorioM. CMecCb BbICYLUMAM U BbINApUN Mpyu NOHWKEHHOM OaBfieHun A0
MoMyYeHUss CbIPOro Macria, KOTOpoe OuuMLianu C MNOMOLLb0 NpenapaTVBHOW TOHKOCIIOMHOW XxpomaTtorpaduv ans
nony4eHus 5-metokcn-4-[2-meTnn-3-(3-meTun-2-6yTeHun)okempannn] -6-(3-nunepuamHkapboHunokem)-1-okcacnmpol[2,5]
okTaHa (34,3 mr).

Macno



MKC (CHCLy): 1680 cm™ '
AMP (CDCl): 1,03-1,16 (1H, m), 1,22 (3H S),
1,66 (3H, S), 1,74 (3H, S), 1,46-2,46 (12H, m), 2,52
(1H, d, J4Tu), 2,58 (1H, t, J6TW, 2,99 (1H, d, J 4
T'u), 3,33-3,53 (4H, M), 3,46 (3H, S), 3,64 (1H,dd, S 2
n 12 Tw), 5,21 (1H, brt, J 8 T'w), 5,55 (1H, br S).
Mpumep 15.
Cnegylowime coeguHeHust 6binm nony4veHbl TaknM e cnocobom, YTo 1 B npumepe 14.
1) 5-Metokcun-4-[2-meTnn-3-(3-)3-meTnn-2-6yTeHnn)okenparnun]-6-(4-metunnunepnamHkapboHnnokem)-1-
okcacnupo[2,5] oktaH
Macno

.MIKC (CHCl3): 1680 cm™
AIMP (CDCl3): 0,94 (3H, d, J 7 Ty, 1,00-1,36
(3H, m), 1,22 (3H, S), 1,67 (3H, S5), 1,75 (3H, ),
1.40-2,48 (9H, M), 2,54 (1H, d, J 4 Tn), 2,58 (1H, t, J
7 M), 2,63-2,92 (2H, m), 3,0 (1H, d, J 4 My), 345
(3H, S), 3,64 (1H, dd,J 2 m 12 y), 3,87-4,30 (2H, W),
520 (1H. t, J 7 Tw), 5,5 (1H, br S).
(2) 5-Metokcun-4-(2-meTun-3-(3-metun-2-6yTeHun)okcupanun]-6-tnomopdonuHkapboHunokeu-1-okcacnmpol[2,5]
OKTaH
TemnepaTypa nnasneHus: 71-72°C
WKC (nepa3baaneHnbif): 1690, 1200, 1110 cm™
AMP (CDCly): 1,04-1,17 (1H, m), 1,21 (3H, S),
1,68 (3H, S), 1,74 (3H, §), 1,78-2,27 (5H, m), 2,28-
2,46 (1H, m), 2,46-2,75 (6H, m), 3,00 (1H, d, J 4 'w),
3,45 (3H, S), 3,65 (1H, dd, J 2 » 12 l'y), 3,63-3,83
(4H, M), 5,21 (1H, brt, J 7 T'y), 5,56 (1H, br S).
(3) 5-MeTokcmn-4-[2-meTun-3-(3-mMeTnn-2-6yTeHunn )-okcupanun]-6-nunepunamnHkapbamonnokcu-1-okcacnupo([2,5]
OKTaH
Macno

WKC (CHCls): 3450, 1680 cm™

AMP (CDCly): 1,03-1,16 (1H, m), 1,22 (3H, S),
1,66 (3H, S), 1,75 (3H, S), 1 ,80-2,48 (6H, m), 1,43
1,70 (6H, m), 2,54 (1H,d. J 4 W), 2,58 (1H, t, J 6 "y),
3,00 (1H, d, J 4 l'y), 3,30-3,53 (4H, m), 3,46 (3H, 9),
3,65 (1H,dd, J 2 u 12['!.0 5,21 (1H, brt, J7ru) 5,55

(1H, br S).

(4) 5-Metokcn-4-[2-meTnn-3-(3-meTnn-2-6yTeHnn)-okcupanun]-6-[3-(2-okconmpponuauH-1-
un)nponunkapbamonnokcu]-1-okcacnmpo[2,5] oktaH

Macno

WKC (CHCly): 3450, 1700, 1660 cm™
AMP (CDCls): 0,97-1,14 (1H, m), 1,21 (3H, 8),
1,66 (3H, S), 1,75 (3H, S), 1,63-2,26 (9H, m), 2,27~
2,49 (3H, M), 2,52 (1H, d, J 4 Tu), 2,56 (1H, t, J 5 Tw),
2,98 (1H, d, J 4 Tu), 3,06-3,26 (24, m), 3,30-3,52
(4H, m), 3,47 (3H, S), (1H, dd, J 2 n 12 TW), 5,21 (1H,
brt, J 7 Tw), 5,46-5,65 (2H, m).
(5) 5-Metokcun-4-[2-meTnn-3-(3-meTnn-2-6yTeHnn)-okcupanun]-6-mopdonmHokapbamounnokcu-1-okcacnmpo|[2,5]
OKTaH
TemnepaTypa nnasneHus: 122-123°C
. UKC (uepasﬁaaneuuuu) 3250, 1700 1525,
1250, 1150, 1100 cm”’
SIMP (CDCls): 1,04~1,16 (1H, ™), 1,22 (3H, S},
1,65 (3H, S), 1,75 (3H, S), 1,78-2,48 (6H, m), 2,55
(1H,d, J4Tw), 2,58 (1H, 1, J6ru),276—293(4H brt;:
J 5Ty, 3,64 (1H, dd, J 12 n 2 I'y), 3.45 (3H, ),
3,73-3,86 (4H, brt, J 5 I'w), 5,20 (1H, brt, J 7 '), 552
(1H, br S), 5,74 (1H, br S).
(6) 5-Metokcm-6-(2-meTokcmkapbamounnoken)-4-(2-metnn-3-(3-meTnn-2-6yTeHnn)okenpanun1-1-okcacnunpo[2,5]
OKTaH
Macno
WMKC (CHCI3): 1700, 1510, 1440, 1380, 1200
™ .
AMP (CDCl): 0,96-1,12 (1H, m), 1,22 (3H, S),
1,68 (3H, S), 1,75 (3H, S), 1,77-2,48 (6H, m), 2,556
(1H, d, J 4 Tw), 2,57 (1H, J 8 My}, 2,98 (1H, d, J 4 Tw),
3,28-3,41 (2H, m), 3,38 (3H, S), 3,41-3,52 (2H, m),
3,45 (3H, S), 3,64 (1H, dd, J 3 n 12 I'y), 5,05~5,28
(2H, M), 5,50 (1H, brS).
(7) 6-(4-I'mapokeununepuanHkap6oHUNOKCK )-5-MeToKeU-4-[2-meTun-3-(MeTun-2-6yTeHun)okeupanun]-1-
okcacnupo[2,5] oktaH
Macno



WKC (CHCH3): 3530, 1720, 1110.cm”

AMP (CDCl3): 1,02-1,16 (1H, m), 1,22 (3H, S),
1,66 (3H, S), 1,75 (3H, S), 1,40-2,47 (11H, m), 2,55
(1H, d. J 4 Tu), 2,57 (1H, t, J 6 T'w), 3,00 (1H, d, J 4
Tu), 3,02-3,22 (2H, m), 3,45 (3H, S), 3,64 (1H, dd, J 2
v 12 Ty), 3,74-3,99 (3H, m), 5,20 (1H, brt, J 7 W),

5.56 (1H. brS)
(8) 6-(2-T'mapokcmeTMNNNPPONMANHKAPOOHMNOKCH)-5-MeToKen-4-[2-MeTun-3-(3-meTun-2-6yTeHun)pkcupanmn]-1-

okcacnupo(2,5] oktaH
Macno
VIKC (Hepa3sbasnennbi). 3450, 1680, -1420,
1105 cm™'
AMP (CDCI:;) 1,04—-1,16 (1H, M), 1,20 (3H, S),
1,66 (3H, S), 1,75 (3H, S), 1,75-2,48 (1H, m), 2,55
(1H, d, J 4 Tw), 2,67 (1H, t, J 6 Tw), 2,98 (1H, d, J 4
), 3,35-3,80 (8H, ™), 3, 90—-404 (1H, M), 5,20 (1H,
brt, J 8 Mu), 5,60 (1H, br S).
9) 5-Metokcu-6-(2- MeTOKcmmeTmnnMpponm,qMHKap60Hmn0Kcm) -4-[2-meTun-3-(3-metun-2-6yteHun)okcupanun]-1-
okcacnupo[2,5] oktaH
Macno ]
VIKC (HepasbasnenHuil): 1690, 1410, 1100 cm™
AMP (CDCh): 1,00-1,18 (1H, m), 1,20 (3H, S),
1,656 (3H, 8), 1,756 (3H, S), 1,77-246 (11H, m), 2,50
2,60 (2H, m), 2,98 (1H, d, J 4 'y, 3,15-3,58 (10H, m),
3,90-4,08 (1H, M), 5,20 (1H, brt, J 8 Fu), 5,60 (1H, br S).

(10) 5-MeTokcmn-4-[2-meTnn-3-(3-meTun-2-6yTeHnn)okempanunn]-6-(3-metun/Tmonponunkapbamonnokcm)-1-
okcacnupo[2,5] oktaH
Macno

VIKC (CHCI3): 3450, 1705 cm™ :
AMP-(CDCly): 1,00-1,16 (1H, M), 1,23 (3H, S),
1,68 (3H, S), 1,76 (3H, S), 1,72-2,48 (8H, m), 2,13
(3H, 8), 2,48-2,65 (4H, M), 3,00 (1H, 4 I'u), 3,30 (2H,
td, J 7 un 7w, 3,47 (3H, S), 3,66 (1H, dd, J 2 u 12
Tu), 4,81—4,97 (1H, M), 5,22 (1H, brt, J 7 T'w), 5,44
5,56 (1H, br S).
(11) 6-(2-I'mapokcunatunkapbamonnokcu)-5-metToken-4-[2-metun-3-(3-metun-2-6yTeHmn )okcmpanmn]-1-
okcacnupo[2,5] oktaH
Temnepatypa nnasnexus: 57-58°C
NKC (Hepaaﬁaaneunbm) 3355, 1710, 1525,
1250, 1100 cm™
AMP (CDCls): 1,06 (1H, M), 1,22 (3H, S), 1,67
(3H, S), 1,83 (3H, S), 1,85-2,48 (BH, m), 2,50-2,62
(2H, m), 272 (1H, prt, J 5 T'y), 2,98 (1H, d, J 4 Ty),
3,20-3,51 (2H, m), 3,46 (3H, S), 3,569-3,78 (3H, m),
-5,11-5,35 (2H, m), 5,52 (1H, br.S).
(1 2) 5-MeTokcm-6(3-meTokcunponunkapbamounnokem)-4-(2-metnn-3-(3-meTun-2-6y TeHnn)okenpanun]-1-
okcacnupo[2,5] oktaH
TemnepaTypa nnaenenns:55-56°C
AMP (CDCla): 0,96-1,14 (1H, m), 1,21 (3H, S),
1,66 (3H, S), 1,74 (3H, S), 1,68-2-46 (8H, m), 2,54
(1H,d, J6Tu), 2,56 (1H, t, J 7 1), 2,97 (1H,d, J 6
My, 3,19-3,37 (2H, m); 3,33 (3H, S), 3,44 (3H, S),
3,38-3,50 (2H, m), 3,64 (1H, dd, J 14 y), 4,96-5,10
(1H. m). 5.21 (1H, brt, J 7 (), 5.44~5,52 (1H, br S).
(13) 6-[3-OT1oKCKKapboHun(nponunkapbamounokcm]-5-metoken-4-[2-metun-3-(3-metun-2-6yTeHun)okcupanun]-1-
okcacnupo[2,5] oktaH
Macno
WKC (CHCl): 3440, 1715, 1505 cm™
AMP (CDCls): 0,99-1,14 (1H, m), 1,21 (3H, S),
1,26 (3H, t, J 7 N'y), 1,65 (3H, S), 1,74 (3H, S), 1,76-
2,26 (6H, m), 2,27-2 48 (4H, M), 2,55 (1H, d, J 6 lu),
2,52-2,60 (1H, m), 2,97 (1H, d, J 6 Iy), 3,12-3,32
(2H, M), 3,45 (3H,S), 3,64 (1H, dd, J 142 T'y), 4,14
(2H, q, J 7 T'u), 4,89 (1H, br S), 512—526 (1H, m),
5,50 (1H, br S).

Mpumep 16.
Cnegyowme coeguHeHust 6binm nony4veHbl TaknM e cnocobom, kak B npumepe 11.
(1) 5-Metokcun-6-(4-meTunkapbamounnokcmnunepmanHkapooHunoken)-4/[2-metnn-3-(3-meTun-2-

6yTeHun)okcmpaHwun]-1-okcacnupo[2,5] okTaH
TemnepaTypa nnasneHus: 44-47°C.



WKC (Hepasbasnenmuiii): 3350, 1720, 1690 cm™
AMP (CDCl3): 1,02-1,16 (1H, m), 1,21 (3H, S),
1,65 (3H, 8), 1,75 (3H, S), 1,75-2,25 (9H, m), 2,36—
2,48 (1H, m), 2,55 (1H, d, J 4 Tw), 2,57 (1H, t, J6 TW),
2,81 (3H, d, J 5 M), 3,01 (1Hd J 4 T'y), 3,18-3,40
(2H, m), 3,46 (3H, S), 3,56-3,83 (2H, m), 3,64 (1H,
dd, J 2 4 12 'y), 4,544,70 (1H, br S), 474—495(1H
br S), 5,20 (1H, brt, J 7 T'w), 5,57 (1H, br S).
(2) 5-Metokcu-4-[2-meTnn-3-(3-meTun-2-6yTeHnn)-okcupaHnn]6-N/[2-(TnomopdonmH-4-unkapboHunoken)atun]-N-
meTunkapbamonnokecu/-1-okcacnupo[2,5] oktaH
Macno

UKC (CHCl): 1680, 1460, 1420, 1100 cm™
AMP (CDCls): 1,02-1,17 (1Hm), 1.21 (3H, S},
1,66 (3H, S), 1,75 (3H, S), 1,60-2,48 (6H, m), 2,50
2,75 (6H, m), 2,87-3,10 (4H, m), 3,46 (3H, S), 3,52
3,86 (7H, m), 415—-434(2H M), 5,20 (1H, brt, J 7 T'y),
5,56 (1H,br S).
(3) 6-[3-(N- rVI,EI,pOKCI/ISTI/IJ'I -N-meTunkap6amounokcm)nponunkapbamonnokcm]-5-metoken-4-[2-metun-3-(3-metnn-2-
6yTeHun)okcnpaHun1-1-okcacnupo[2,5] oktaH
Macno
VIKC (CHCIa): 3450, 1680 cm™ - -
AMP (CDCls): 0,81-0,96 (2H, ™), 0,97-1,13
(1H, m), 1,20 (3H, m), 1,65 (3H, S), 1,73 (3H, S) 1,68~
2,25 (7TH, ™), 2,26-2,48 (1H, m), 2,54 (1H, d, J 4 Tw),
2,56'(1H, t, J 6 'y), 2,97 (4H, S), 3,16-3,40 (2H, m),
3,43 (3H, S) 3,40--3,52 (2H, ™), 3,64 (1H, dd, J 12,2
Ty), 3,68-3,85 (2H, br S), 4,18 (2H, t, J 8 u), 5,20
(1H, brt, J 7 T'y), 5,32-5,55 (1H,m).
(4) 5-MeTokcun-4-[2-meTnn-3-(3-meTnn-2-6yTeHun)-okcupanun]-6-(3-
(MopdopunkapboHunoken)nponunkapbamounokcu] -1- okcacnupo[2,5] oktaH
Macno
WUKC (CHCI3): 3450, 1690 cm™
. AMP (CDCls): 0,98-1,13 (1H, m), 1,20 (3H, S),
1,65 (3H, S), 1,74 (3H, S), 1,72-2,26 (7H, m), 2,27~
2,48 (1H, m),"2,54 (1H, d, J 4 Tw), 2,56 (1H, t, J5Tw),
2,98 (1H, d, J 4 T'u), 3,15-3,36 (2H,'m), 3,44 (3H, S),
3,42-3,52 (3H, m), 3,56-3,72 (5H, M), 4,17 (2H, 4, J 7
Mu), 4,98 (1H, brt, J 7 l'y), 520(1H brt, J 7 l'u), 5,49
(1H, br S).
(5) 5-MeTtokcu- 4- -[2-meTun-3-(3-meTun-2- 6yTeHMJ'I)OKCMpaHMJ'I] -6-(2-meTunkapbamounokcu]-1-okcacnupo[2,5] okTaH
Macno
MKC (vepa3sbasnenHs): 3350, 1710, 1530,
1250 cm™
AMP (CDCla): 0,98-1,15 (1H, M), 1 21 (3H, 8§),
1,64 (3H, S), 1,75 (3H, S), 1,75-2,45 (6H, m), 2,50
2,61(2H, ™), 2,78 (3H,d,J510), 2,96 (1H, d, J 4 Ty),
3,40 (2H,'m), 3,45 (3H, S), 3,62 (1H, dd, J 11 n 3 I'y),
4,15 (2H, brt, J 5 Tu), 4,77 (1H, brS), 5,08 (1H, brS),
5,20 (1H, 1, J 7 T"u), 5,48 (1H, br S).
(6) 5-Metokcu-4-[2-meTnn-3-(3-meTnn-2-6yTeHunn)-okcupanunl-6-[4-metunkapbamounnokcm)oyTnn-kapbamonnokeu]-
1- okcacnupo[2,5] okTaH
~ Macno
UKC (Hepaaﬁaeneuubm) 3350, 1700, 1530,
1255, 1130, 1400 cm™
AMP (CDCl): 0,98-1,12 (1H, m), 1,20 (3H, S),
1,65 (3H, S), 1,74 (3H, S), 1,45-2,48 (10H, m), 2,49—
2,61 (2H, M), 2,78 (3H, d, J 5 W), 2,97 (1H, d, J 4 Tu),
3,10-3,28 (2H, m), 3,45 (3H, S), 3,62 (1H, dd, J 165w
3 y), 4,00-4,13 (2H, m), 4,60-4,84 (2H, M), 5,20 (1H,
brd, J 7 T'u), 5,47 (1H, brS).
(7)  5-Metokcu-6-(3-kapbamownnokcu-2-nponeHunnkapbamonnokcu)-4-(Metun-3-(3-metun-2-6yTeHun Jokcmpanun]-1-
okcacnupo[2,5] oktaH
Macno
" WIKC (CHCly): 3460, 1715 cm™
AIMP (CDCla):-1,03~1,16 (1H, M), 1,23 (3H, S),
1,67 (3H, S), 1,75 (3H, S), 1,82-2,48 (6H, m), 2,56 (1H,
d, J4 Ty, 260 (1H,t, J6), 2,86 (3H,d, J5T), 3,0
(1H, d, J 4 Tw), 3,44 (3H, S), 3,69 (1H, dd, J3u 12 Tw).
4,70-4,90 (3H, M), 5,22 (1H, brt, 7 'y, 5,69 (1H, br'S),
6.06 (1H,d, J 16 W), 6,95 (1H, td, J4u 16 Ty
Mpumep 17.
K pacTtBopy 6-uuknorekcunkapbamounnokcu-5-metokeu-4-[2-metnn-3-(3-metun-2-6yteHun)okenpanun]-1-
okcacnumpo[2,5] oktaHa (20 mr) B cmecu ¢ metaHonom (0,1 mn) u guxnopmeTtaHom (5 M) nponycTunm o3oH npu -78°C B
TedeHve 3 MuH. [na yganeHus u3bblTka O30Ha B pacTBOp Npu Takow xe Temnepatype 6GapbotupoBanu asor.



PacTtBopuTenu ucnapwmm, a octaTok pacTBopunu B meTaHore (2 mn). 3atem k pacteopy gobasunv 6opormgpug HaTpus
(10 mr) ogHon nopumen npu 5°C. Cmeck nepemewwmsany npyu 5°C B TeveHne 10 MUH, @ 3aTeM KOHLIEHTpMpOBanu B
Bakyyme. OcTaTok pacTBopunu B guxnopmeTtaHe (20 mn), MPOMbINM PaccofioM, BbICYWIMNU U ucnapunu. MonyyeHHoe
Cblpoe Macrno ouyuwann Ha XpomaTorpadM4eckoh KOMOHKe, 3anofIHEHHOM CunuKarenem, MyTem 3rioupoBaHus
ANITUNOBbLIM acmpom no nony4veHuns yncroro 6-Lmknorekcunkapbamounnokcn-4-(3-(2-rmapokeunatn)-2-
MeTUINoKCMpaHum]-5-meTokcu-1-okcacnnpo[2,5] oktaHa (11,6 mr).

Macno

MKC (CHCly): 3440, 1705, 1050 cm™

AIMP (CDCh): 1,22 (3H, S), 1,00-2,15 (18H,
m), 2,59 (1H, d, J 4 TW), 2,77 (1H, dd, J 5 u 5 Ty),
2,91 (1H, d, J 4 '), 3.46 (3H, S), 3,35-3,55 (1H, m),
3,66 (1H, dd, J 2 v 12 Tw), 3,87 (2H, br S), 4,69 (1H,
d,J 77y, 545 (1H, br S).

Mpumep 18.

Cnegyowme coeguHeHns 6binu nony4YeHbl Tak e, kak B npumMepe 17.

4-(2-(2-T'vppokecnatn)-2-meToKeupaHunn]-5-meTokcn-6-mopdponmHkapboHnnokemn-1-okcacnupo(2,5] oktaH

Macno

WKC (CHCls): 3450, 1680, 1420, 1200 cm™

AMP (CDCly): 1,10-1,22 (1H, m), 1,20 (3H, S),
1,61-2,11 (6H, M), 2,60 (1H, d, J 4 ), 2,80 (1H, dd,
J8ubTu), 294 (1H, d, J 4Ty, 3,48 (3H, S), 3,35~
3,55 (5H, m), 3,65-3,76 (5H, m), 3,76-3,95 (2H, m),
5,585 (1H, br S).

Mpumep 19

K pacTtsopy 6-uuknorekcunkapbamounnokeu-5-metokeu-4-[2-metnn-3-(3-metun-2-6yteHun)okenpanun]-1-
okcacnumpo[2,5] oktaHa (70 mr) B cmecu meTtaHona (0,1 mn) n guxnopmMetaHa (5 mn) 6611 NponyLueH 030H B TedeHne 13
MUH npu -78°C OO nomy4veHus B-uumKrorekcunkapbamomnnokeu-5-meToken-4-(2-metun-3-popMmmunmeTnnokecupanmn)-1-
okcacnupo[2,5] oktaHa B peakuuoHHou cmecu. [locne GapboTvpoBaHus as3oTa AobaBunmM B CMecUM Mpu TOW xe
Temnepatype metun-cynbdug (0,2 mn). Cmecb nepemelumsanu npu -78°C B TedeHne 15 MuH, a nocrne HarpeBaHus ee
pgo 0°C k Hen pobBasnsanu kapboatokcumetuneHTpudenundocgopaH (150 wr). Cmecb nepemewwmBany npu
TemnepaTtype OKpyXailowen cpedbl B TedeHne 18 4 M KOHUeHTpupoBanu B Bakyyme. OcTaTok ouuwanu Ha
XpomaTorpadmyeckoi KOSOHKe, 3arnofIHEHHOW cunvKarernem, nyTeM 3rioMpOBaHWS CMECbI0 AUITUIOBOrO adhmpa u H-
rekcaHa (1:1) go nonydeHus 6-uuknorekcunkapbamonnokeu-4-(3-(3-aTokcnkapboHW-2-NPoneHn)-2-MeTunokenupaHun]-
5-meTokem-1-okcacnumpo[2,5]oktaHa (53 Mr) B BUAe macna.

MIKC (CHCly): 3450, 1705 cm™

AMP (CDCla): 1,01-1,17 (1H, m), 1,22 (3H, S),
1,28 (3H, t, J 7 Tw), 1,19-2,14 (15H, ™), 2,40-2,50
(2H, ™), 2,68 (1H, d, J4Tw), 2,71 (1H,dd, J5n 7 Ty),
2,82 (1H, d, J 4 T'w), 3,45 (3H, S), 3,42-3,52 (1H, m),
364 (1H, dd, J 2 » 12 Ty), 4,20 (2H, q, J 7 My), 4,66
(1H, brt, J 7 T'w), 6,01 (1H d, J 15 'y), 700(1H dt, J
6w 156 Tu).

Mpumep 20

K  pactBopy  6-/4,5-gurugpokcu-2-rekceHonnokcu/-5-meTtokeu-4-/2-metunn-3-/3-metun-2-6yteHun/okenpanun/-1-
okcacnmpo[2,5] oktaHy (412 mr) B cmecu meTaHona (4 mn) v Boabl (4 mn) gobasunu nepuogat Hatpua (215 wr)
Heckonbknmmn nopumsimm npu 5°C. Cmeck nepemelunBany B TedeHMe nony4vaca npu Toi e Temnepatype v pa3basunu
AnatnnosbiM acpmpom (30 mm). 3aTemM cmecb MPOMBINM PACCOSIOM, BbICYLUMIIN U KOHLEHTPMpOBanu B Bakyyme A0
Momny4YeHns Cblporo Macrna, KOTOpoe ouuwanM Ha XpomaTorpaduyeckon KOMOHKe, 3arnoflHEHHOW CcunuKarenem
(anompoBaHMe NpoBOAWMNN CMECb AMITUNOBOrO admpa C H-rekcaHoM B COOTHOWweHuu 1:1 go nonyyeHus 6-/3-
hopmunnakpunokcu/-5-meTtoken-4-/2-metnn-3-/3-metun-2 -6yteHnn/okcmpanun/-1-okcacnnpo[2,5] okHaTa (251 wmr) B Buge
macna.

MKC (CHCI3): 1720, 1695 cm™.

AMP (CDCla): 1,06-1,20 (1H, M), 1,22 (3H, S),
1,66 (3H, S), 1,75 (3H, S), 1,89-2,48 (6H, M), 2,58
(1H, d, J 4 'y), 2,60 (1H, t, J 65 Tu), 3,02 (1H, d, J 4
Tu), 3,46 (3H, S), 3.72 (1H, dd, J 2 n 12 Iy), 5,22
(1H, brt, J 7 ), 5,70 (1H, brS), 6,78 (1H, d, J 16 'y),
6,98 (1H, dd, J6 n 16 y), 9,78 (1H, d, J 6 [u).

Mpumep 21.

K pactBopy 5-metokcn-4-[2-meTnn-3-(3-MeTun-2-6yTeHnn)okempaHunn]-6-(TnoMopdonmnH-4-mnkapGoHumnokem)-1-
okcacnup6[2,5] oktaHa (41 mr) B 1,4-gnokcaHe (2 mn) u Bogbl (0,2 mn) gobaeBunu nepuogarta HaTpusa (21 mr) npu
TemnepaTtype OKpy>atoLLen cpedbl. [locne nepemellBaHNA Npu Takou xe TemnepaType B TedyeHne 18 4 peakumoHHyto
cvmecb pasbaBwnnm  guatunoselM  acmpom. Ocagkum oTdunbTpoBanM € MNOMOLWBIO UeonuTa, a dunibTpaT
CKOHUEeHTpupoBanuM B Bakyyme. OcTaToK ouduvwiany Ha XpomaTtorpadmyeckon KOSIOHKe, 3amnorfiHEHHOW cunukarenem
(antompoBany ¢ NOMOLLBIO 3TUnaueTaTa) Ao NonyvyeHus 5-metokcn-4-[2-meTnn-3-(3-meTunn-2-6yTeHnn)okeupanun)] -6-(1-
OKCcOTUOopMonuH-4-unkapboHunokcm)-1-okcacnupo12,51 oktaHa (25 mr) B Buae macna.

WKC (CHCla): 1690, 1100, 900 cm™

AMP (CDCl3): 1,08-1,20 (1H, m), 1,21 (3H, S),
1,68 (3H, S), 1.77 (3H, S), 1,72-2,29 (5H, ™), 2,30~
2,50 (1H, ™), 2,60 (1H, d, J4Ty), 3,02 (1H, d, J 4 Tw),
2,50-3,06 (5H, M), 3,47 (3H, m), 3,66 (1H, dd, J 12,2
fu), 3,82-4,18 (4H, m), 5,21 (1H, brt, J 7 T'w), 5,65
(1H, brS).

Mpumep 22



K pactBopy 5-meTtokcu-4-[2-meTun-3-(3-metun-2-6yteHun)okcupanun]  -6-(tmomopdonuH-4-nnkapboHunokcm)-1-
okcacnmpo[2,5] oktaHa (31 mr) B guxnopmeTaHe (2 mn) gobasunu m-xnopnepbeHsonHyto kucroty (31 mr) npu 0°C.
Mocne nepemewmnsaHus npm 0°C B TeyeHne 1 4 cMecb pa3baBunu AUITUNOBBIM 3PMPOM W MPOMBINN HaChILLEHHbIM
pacTBopoM rapokapboHaTa HaTpus u paccona. CMechb BbICYLLUMIN U CKOHLEHTPUPOBanuM 40 NOflyYeHWs CbIPOro mMacna,
KOTOpPOE ouyuLany C MOMOLLbIO TOHKOCIIOMHOW XpomaTtorpadvn A0 MofyyeHuns 5-metokcu-4-[2-metun-3-(3-metunn-2-
ByTeHun)okenpaHmn]-6-(1,1- ,D,VIOKCOTMOMOp(bOJ‘IVIH -4-nnkapboHunokeun)-4-okcacnupo[2,5] oktaHa (9 Mr) B Buge macna

UKC (CHCly): 1700, 1130 cm™

FIMP (CDCla): 0,75-0,98 (1H, m), 1,20 (3H, S),
4,66 (3H, S), 1,75 (3H, S), 2,47-2,60 (1H, m), 2,56
(1H, d, J 4 I'w), 3,00 (1H, d, J 4 Tu), 1,06-2,45 (6H,
™), 2,84-3,13 (4H, br S), 3,45 (3H, S), 3,65 (1H, dd, J
12,2 M), 3,72-4,26 (4H, brS), 5,20 (1H, brt, J 7 Mu),
5,59 (1H, br. S).

Mpumep 23

K pactBopy 6-(4,5-4UrngpoKcu-2-reKcaHoMNoKen)-5-metoken-4-3-[2-metunn-3-(3-meTun-2-6y TeHnn)okenpaHun]-1-
okcacnmpo[2,5] oktaHa (99 mr) B cmecn meTaHona (2 mn) u Bogpl (2 mn) gobasunu nepuogat HaTpusa (62 Mr) 3a oguH
pas npu 5°C. locne nepemewwuBaHUs B TeYeHMe Mofydaca Mpu TOW e Temnepatype cMmecb obpabatbiBanu
6oporvagpaTom HaTpusa (46 mr) B TedyeHue nonydaca. CMecb NoMecTunu B NegsHylo BOAY, @ BblAenuBLUEECS Macrno
3KCTparMpoBanu aMaTnnoBbIM achmpoM. OpraHMyeckuii Crov BbICYLLNAM U CKOHLEHTPUPOBany B BakyyMe A0 NosnyveHus
6-(4-rMapOKCMKPOTOHOUIOKCH)-5-MeToKCU-4-(2-meTnn-3-(MeTnn-2-6yTeHnn)okenpannn]-1-okcacnupo[2,5] oktaHa (71 mr)
B BuAe macna

WMKC (CHCl3): 3400, 1705 cm™

AMP (CDCls): 1,02-1,16 (1H, m), 1,22 (3H, S),
1,67 (3H, S), 1,74 (3H, S), 1,83-2,48 (6H, ™), 2,56
(1H,d, J 4 y), 2,60 (1H, t, J 6 M), 3,00 (1H, d, J 4
Fu), 3,44 (3H, S), 3,68 (1H, dd, J 2 n 12 Tu), 4,31~
4,48 (2H, m), 5,21 (1H, brt, J 7 T'u), 5,71 (1H, br S),
6,15 (1H, d, J 15 "y), 7,04 (1H, td, d 5mn.16 T'y).

Mpumep 24.

Pactsop 5-meTokcu-4-[2-meTun-3-(3-meTun-2-6yTeHmn)okcnpan]-6-mopdonnHkapboHnnokem-1-okcacnnpo[2,5]
oktaHa (1,23 r) B aTunauetaTte (12 mn) nogBepranu peakumm rmgporeHnsaumm, nponyckasi Yyepes Hero sogopog (1 atm)
B MpucyTcTBUM okcuaa nnatuHbl (120 mr) B TedeHue 1 4. KatanusaTtop ygmanunu, oTcdunbTpoBaB ero, a dunbTpar
CKOHUEeHTpupoBanu B Bakyyme. OcCTaTok ouuwiany Ha XpomaTtorpadmMyeckori KOJOHKEe, 3anoflHEHHOW cunukarenem,
3MIOUPYS CMECBbIO ANITUIOBOIrO 3dMpa C H-rekcaHoM B COoTHoweHun 1:1, oo nonyyveHus 5-metokcun-4-[2-meTunn-3-(3-
mMeTunbyTtun)okeupanun] -6-mopdonuHkapboHunokeu-1- okcacnupo[2,5] oktaHa (996 mr) B Buge mMacna, KOTopbin npu
CTOsIHMM 0Bpa3oBbIBaN Kpuctansebl.

TemnepaTypa nnasneHus: 64-65°C

WKC (Hepa3baeneHnwit): 1700, 1240, 1115
cM™ : o
AMP (CDCla): 0,90 (6H, d, J 6'Tw), 1,18 (3H,
S), 1,08-1,70 (6H, m), 1,80-2,12 (4H, m), 2,55 (1H,
dd, J7n5Tu), 260 (1H, d,J4Tw), 2,88 (1H, d, J 4
fu), 3,36-3,55 (8H ™), 3,60-3,77 (4H, m), 5,58 (1H,
M).

Mpumep 25.

Cnegyowme coeguHeHns 6binun nony4eHsl No crnocody npumepa 24.

(1) 6- LI,MKnoreKcmnKap6aM0|/|n0Kcm -5-MeTokeu-4-[2-meTnn-3-(3-MeTundyTnn)-okcupanun]-1-okcacnupo[2,5] oktaH

MKC (CHCls): 3440, 1700 cm™ :

AMP (CDCla): 0,91°(6H, d, J 7 I'y), 1,00-2,17
(20H, m), 1,19 (3H, S), 2,53 (1H, dd, J 4 u 7 I'y), 2,58
(1H, d, J 4 Ty), 2,68 (1H, d, J 4 y), 3,44 (3H, S),
3,46-3,57 (1H, m), 3,64 (1H, dd, J 2 n 12 w), 4,67
(1H, brt, J), 5,45 (1H, br S)

(2) 6-Kapbamounokcu-5-metoken-4-[2-metun-3-(MetunbdyTun)okcupanun]-1-okcacnmpo[2,5] okTaH

TemnepaTypa nnasneHus: 93-94°C

VKC (nepasbaenennbiil). 3450, 3350 3300,
*3200, 1720, 1605, 1320, 1120, 1080 cm™

. AMP (CDCly). 0,90 (6H, d, J 6 ["u), 1 05—2 20
{10H, ™), 1,20 (3H, S), 2,55 (1H, dd, J 7 n 5 "'y, 2,62
(1H,.d, J 4 ), 2,90 (1H, d, J 4 'y), 3,45 (3H, S), 3,67
(1H, dd, J 11 n 3 Tu), 4,69 (2H, br S), 5,47 (1H, m).

Mpumep 26.

PactBop  6-umknorekcunkap6amounnokcu-4-[3-(3-3TokcmkapboHUI-2-NponeHnn)-2-MmeTunokecupanmn1-5-metokcm-1-
okcacnmpo[2,5] oktaHa (46 mr) B etunauetate (30 mn) nogseprnv peakumn rugporeHusaummn ¢ Bogopogom (1 atm) B
npucyTCcTBUM okcuaa nnatuHel (5 wMr) B Tevenve 2 4. Katanusatop ypanumm dunbTpauven, a dwunbTpar
CKOHUEeHTpupoBanu B Bakyyme. OCTaTok ouuwjany Ha XpomaTtorpadmyeckor KOJOHKEe, 3anoflHEHHOW Ccurnukarenem,
aMoUpys CMecblo AWM3TUNOBOrO admpa W H-rekcaHa (1:1) go nonyyeHws 6-uuknorekcunkapbamowmnokceu-4-[3-(3-
3TOKCMKapOoHUNNPONM)-2-MeTUNoKkeupaHun]-5-metokcu-1-okcacnnpo[2,5] oktaHa B BUAe mMacna.



WKC (CHCl): 3440, 1710, 900 cm™

AMP (CDCl3): 1,18 (3H, S), 1,26 (3H, 1, J 8 Tw),
1,00-1,52° (10H, ™), 1,52-2,18 (9H, ™), 2,28-2,52
(2H, m), 2,59 (1H, dd, J 2w 5T), 2,60 (1H, d, J 4 Tw),
2,84 (1H, d, J 4 T'w), 3,45 (3H, S), 3,34-3,53 (1H, m),
3,63 (1H, dd, J 3 n 11 Tw), 4,13 (2H, q,JBI‘u) 4,67
(1H, brt, J 8 'y), 5,46 (1H, br S).

Mpumep 27.

K pactBopy 4-(3-(2-rmppoKcmaTnm)-2-MmeTunokecupaHunl-5-metokcmn-6-(MopdonmHkapboHunokeu)-1-okcacnnpo[2,5]
okTaHa (14,4 wmr) B cmecu 6e3BogHoro Tetparmgpodypana (1mn) n N-gumetundgopmamuaa (1 mn) gobasunu rmapua
HaTpus (60 % macnsHyto gucnepcuio, 4,7 Mr) 3a. OAMH pas Npu oxnaxgeHun nbaom. Cmeck nepemMelunBani B TeHeHne
norny4aca npu Ton Xxe TemnepaTtype, a nocne atoro gobasunu 6eHsnndbpomug (13,3 wmr). Mocne nepemelunBaHus B
TeyeHVe 2 4 Mpu TemnepaType OKpyXKalollelh cpedbl peakumio BbICTPO oxnaxaany Bodon (2 mn) u aKCcTparnposanu
AnatnnosbIM admpom (1 mn) Tpwkgel. O6beauHeHHbIE OpraHM4ecKMe Crou NPOMbINM BOAOW W BbiNapvBanu B BakyyMme.
OctaTtok ouymwany Ha xpomaTtorpadmMyeckon KOSoHKe, 3amofIHEHHON cunukarenem (C NMoMoLLbld CMecy AUITUIOBOrO
admpa n H-rekcaHa B COOTHOWeHWM 1:1 go nonyyeHus 4-[3-(2-6eH3nMNoKCnaTum)-2-MeTUNoOKCMpPaHu]-5-meToken-6-
(MopdonuHkapboHunoken)-1-okcacnunpo([2,5] oktaHa (4,8mr)..

TemnepaTypa nnasneHus: 96-97°C

WKC (CHCI3): 1690, 1240, 1105¢cm™

AMP (CDCl3): 1,02-1,16 (1H, m), 1,19 (3H, S),
1,16-2,10 (6H, m), 2,50 (1H, d, J 4 I'u), 2,78 (1H, dd,
J8u5ru), 2,94 (1H,d, J 4 Ty), 3,41-3,52 (7H, M),
3,60-3,72 (7H, ™), 4,53 (2H S), 5,55 (1H, M) 736
(6H, br S)..

Mpumep 28.

Cnegyowme coeguHeHnst 6binn nony4veHbl TaknM e cnocobom, kak B npumMepe 27.

(1) 4-[3-(2-)3,4-OnmeTnnbeH3nnoKcu(aTnn)-2-MeTUnoKCUpaHu]-5-meTokcun-6-(MophonmHkapO oHM-okeu)-1-
okcacnupo[2,5] oktaH

Macno

IAKC (Hepaa6aanenubm) 1695, 1420 1240,
1105 cm™
- AMP (CDCIa) 1,02-1,15 (1H, m), 1,20 (3H, S),
1,61-2,10 (6H, M), 2,22 n 2,28 (kawpabii 3H, 2 usome-
pa), 2,48 » 2,50 (1H, d, J 4 T'y, 2 usomepa), 2,76 (1H,
dd, J8u 5Ty, 2951298 (1H, d, J 4 'y 2 uaome-
pa), 3,40-3,55 (5H, m), 3,47 (3H, S), 3,55-3,80 (6H,
M), 4,48 u 455 (2H, 2 uaomepa). 5,58 (1H, br 8),
7.01-7,20 (3H, ™).

(2) 4-[3-(2-) -Xnop66H3|/|J10KCV|(3TV|n)-2-MeTV|r|0|<CV|paHmn]-5—MeTOKCM-S-(MopcbOHMHKap60Hmn0Kcm)-1-
okcacnupo[2,5] oktaH
Macno
MKC (HepaabasneHHbIN): 1690 1420, 1240,
1105 cm™

AMP (CDCI:;) 1 05-1,16 (1H, m), 1,20 (3H, S),-
1,65-2,10 (6H, m), 2,51 (1H, d, J 4 '), 2,75 (1H, dd,
J8ub5Tw, 2,94 (1H, d, J 4 Ny), 3,46 (3H, S), 3,40-
3,55 (5H, m), 3,55-3,70 (6H, m), 4,49 (2H, S), 5-58
(1H, br 8), 7,22~7,36 (4H, m).

Mpumep 29.

K pactBopy 4-[3-(2-rugpokcnatnl)-2-metanokcuparHun]-5-metokcun-6-(MopdonmHkapboHunokeu)-1-okcacnnpo[2,5]
okTaHa (76,2 mr) cmecu Tonyona (2 mn) u N,N-gumetuncgopmamumaa (1 mn) gobasunu rugpug Hatpus (20,5 mr) ogHon
nopuven npu oxnaxgeHun nbgom. Cmecb nepemellBani B TedeHue noryyaca npu Takow xe TemnepaTtype v ganee
pobasunu atunbpomavetar (68,5 wmr). lNocne nepemeluMBaHns B TedeHne 3 4 Npu TemnepaType OKpyxatoLen cpegel
peakUMOHHYI0 CMeCb ObICTPO OXNaaunn HacblLWEHHbIM pacTBOPOM BOAHOIO xriopuaa aMmMoHusi (2 mn). OpraHnyeckuin
CMOW NPOMbININ Paccorfom, BbICYLUMAN U Bbinapunu B Bakyyme. OCTaTok ounwwanm Ha xpomaTorpaduyeckon KOMOHKe,
3anofIHEHHON CUMMKareneMm, ¢ MOMOLLbI0 AMSTUMOBOrO. admpa Ao nonyyveHus 4-[3-(2-aTokcrMkapOoHUN-Me-TOKCUITUM)-2-
METUINOKCUPaHN]-5-mMeTokcmn-6-(MopdonuHkapboHunoken)-1-okcacnnpo(2,5] oktaHa (66,9 mr).

Macno

UKC (Hepaaﬁasneuubm) 1740, 1685, 1450,
1260, 1140 cm™

AMP (CDCl): 1,04-1,15 (1H, m), 1,20 (3H, 8),
1,30 (3H, t, J 7 Tu), 1,58-2, 14(6H M), 2,58 (1H, d, J
4 u), 2,80 (1H, dd, J 8 w 5 T'y), 3,00 (1H, d, J 4 Ny),
3,47 (3H, S), 3,32-3,55 (4H, m), 3,55-3,78 (7TH, m), .
4,10 (2H, S), 4,20 (2H, q, J 7 Ty), 5,58 (1H, br, S).

Mpumep 30.

K pactBopy 4-[3-(2-rmgpoKkcmaTnmn)-2-MmeTunokcupaHunl-5-metokcmn-6-(MopdonmHkapboHunokeu)-1-okcacnnpo[2,5]
oktaHa (11,1 mr) B 6e3sogHom TeTparnapodypare (1 mn) gobasunu rmgpug Hatpusa (60% aucnepcuio B macne). (2,4
Mr) 3a OAUH pa3 npu oxnaxgeHun nbaom. CMechb nepemeluvBany B TeHeHVe noryyaca npy Takon xe Temnepartype u
pobasunu 6ytunusoumaHat (4,5 mr). lNocne nepemelumBaHvs B TedeHne 2 4 Npu TemnepaType OKpyxawluen cpegpbl
pactBop pas3baBunn AMITUMOBbLIM 3UMPOM (2 M) M NMPOMbINM BOAOW, BbICYLUMIM W BbiMapunu B Bakyyme. OcTaTok
ouMwanM Cc MNOMOLLUBI0 XpomaTorpadpuyeckon MCNapuTenbHOW KOMOHKUM Ha cwunukarene (c aTtunaueraToM) Ao
obpasoBaHus 4-[3-(6yTnkapbamo-nnoKcmMaTum) -2-meTunokcupaHun]-5-metokcu-6-(mopdonmHkapboHnnokcm)-1-
okcacnupo[2,5]oktaHa (10,8 mr).

Macno



NKC (He1pa36aanenub|ﬁ): 3350, 1690, 1420,
1240, 1105 cm” _ _ :

AMP (CDCl3): 0,92 (3H, t, J 6 'u), 1,22 (3H, S),
1,10-1,58 (5H, m), 1,70-2,10 (6H, M), 2,58 (1H, d, J 4
Tw, 2,70 (1H, dd, J 8w 5 Tw), 2,88 (1H, d, J 4 Tu),
3,18 (2H, dt, J 6 T'u), 3,47 (3H, S), 3,40-3,55 (5H, m),
3,55-3,88 (4H, m), 4,12-4,36 (2H, m), 4,70-4,83 (1H,
M), 5,55 (1H, br S), .

Mpumep 31.

Cnegyowime coeguHeHnst 6binn nony4veHbl TakmM xe cnocobom, kak B npumepe 30.

4-[2-MeTnn-3-(2-nponunkap6amMonnrikCUaTun)okcuparmn]-5- MeTokcu-6-(MopdonnHkap6oHMnokeu)-1-okcacnupo[2,5] okTaH

Macno

WUKC (HepasbasnenHuid): 3350, 1690, 1420,.
1240, 1105 cm™.

AMP (CDCly): 0,92 (3H, t, J 6 Tu), 1,20 (3H, S),
1,10-2,10 (9H, m), 2,58.(1H, d, J 4 'y}, 2,70 (1H, dd,
J8ub5Tu), 288 (1H,d, J 4 My), 3,13 (2H, dt, J 6 I'w),
3,47 (3H, S), 3,40-3,55 (5H, m), 3,55-3,88 (4H, ™),
4,12-4,36 (2H, m), 4,70—4,83 (1H, m), 5,55 (1H, br S).

Mpumep 32.

Cwmecb 6-Luknorekcunkapbamonnoken-4-[3-(2-rmgpokcmaTnn)-2-MeTunokenpaHun}-5-metokcmn-1-okcacnupo[2,5]
okTaHa (5 wmr), ykcycHoro aHrugpuaa (12 mn), nupyaunHa (11 mn) u 4-gumetunamuHonvpuamHa (1 mn) B aMxnopmeTaHe
(1 mn) nepemewwBanu B TedeHve 1,1 4 npu TemnepaType OKpyxawLein cpegbl, Cmecb pa3baBunu OUITUNIOBbLIM
adupom 1 npombinu paccornom (4X). OpraHM4YeckMin CroW BbICYLUMAN U CKOHLEHTpMpoBanu B Bakyyme. OcTaTok
ounwany € MNOMOLLBI0 XpomaTtorpadMyeckon KOMOHKM Ha cwunukarenie Ao nonyyveHuns 4-[3-(2-aueTokcmaTtwm)-2-
METUNOKCMPaHWN]-6-umknorekcunkapbamomnoken-5-metoken-1-okcacnmpo(2,5] oktaHa B Buge macna (3,7 mr) .

'WIKC (CHCly): 3450, 1710 cm™

AMP (CDCl3): 1,00-1,50 (9H, m) 1,20 (3H, S),
1,51-2,17 (8H, m), 2,08 (3H, S), 2,60 (1H, d, J 4 I'y),
2,68 (1H, dd, J 4 u 7 Tu), 2,86 (1H, d, J 4 l'y), 3,45
(3H, S), 3,38-3,55 (1H, ™), 3,65 (1H, dd, J 3n 12 TW),
3,13-4,36 (2H, m), 4,66 (1H, brt, J 7 T'w), 5,45 (1H, br
S). L : : . A

Mpumep 33.

Cwmecb 6-rmgpokcu-5-metoken-4-[2-métnn-3-(3-meTnn-2-6yTeHnn)okempanun]-1-okcacnunpo[2,5] okraHa (400 wr), n-
HUTpodpeHunxnopdgopmumaTta (570 mr) u nupuamHa (1,37 mn) B AMxnopmeTaHe (6 M) nepemelunBany B TedeHne 3 4 npum
TemnepaTtype OKpyKatowen cpefpl, a 3atem gobasunu nunepasuH (1,0 r). Nocne nepemelnBaHust Npu TemnepaType
OKpy>Kalolen B TeveHue nofnyvaca cmecb obpaboTtanu ataHcynbdaHnun xnopugom (183 mn). PeakuuoHHyo cmechb
nepemewwBanu B TedyeHne 15 muH npu Temnepatype 0°C n B TeyeHne 3 4 Mpu TemnepaType OKpyXatoLlen cpefpl.
MonyyeHHyto cmecb pa3basunu gnatunosbiM 3dmpom u npomblnn 1N HCI, 1N NaOH un pacconom. OpraHnyeckuin cnom
BbICYLUNMAN U CKOHLEHTPMPOBAnu B Bakyyme 40 MOSyYEHUsI CbIpOro Macra, KOTopoe ouuLany Ha XxpomaTtorpadmyeckom
KOJTOHKe, 3amofIHEHHON cunukarenem, gornonyveHus 6-(4-)ataHcynbgaHun(nunepasuH-1-unkapboHMNoKCK)-5-MeToKeH-
4-[2-meTnn-3-[3-meTnn-2-6yTeHnn )okcmpaHur]-1-okcacnnpo(2,5]oktaHa B BUae KpMCTarnsos.

TemnepaTtypa nnasneHus: 91-92°C (admp-rekcaH).

UKC (HepasbasnenHbiii): 1680, 1455 cm™

AMP (CDCls): 1,07-1,20 (1H, m), 1,23 (3H, S),
1,40 (3H, t, J 7 Tu), 1,69 (3H, S), 1,78 (3H, S),'1,57-
2,50 (5H, m), 2,59 (1H, d, J 4 Tu), 2,58 (1H, t, J6.TW),
2,99 (2H, q, J 7 w), 3,03 (1H, d, J 4 My), 3,10-3,95
(8H, m), 3,49 (3H, S), 3,67 (1H, dd, J 2,2 I'y), 5,23
(1H, brt, J' 7 'w), 5,62 (1H, br S).

Mpumep 34.

Cwmecb 6-(4,5-a1rnapokcu-2-rekCeHoUnoKem)-5-metoken-4-[2-metun[3-(metnn-2-6yteHnn)okcnpanun]-1-
okcacnupo[2,5] oktaHa, KoTopoe NpeAcTaBnsieT cobo Takoe e coeanHeHne, kak "WF 2015A" n 66110 nonyyeHo Takum
e crnocobom, kak To, KOTopoe onucaHo B EBponerickol nateHTHow 3asBke, onybnukoBaHHown nog Ne 0314401, (34 wmr),
ykcycHoro aHrugpuga (34 mn), nupugmHa (30 mn) n 4-gumeTtvnamvHonupugvHa (1 mn) B guxnopmetane (0,7 mn)
nepemeLLVBanu BCIO HOYb MpU TemnepaType oKpyxarlen cpefbl. 3aTeM cMecb pa3baBunu AU3TUNOBLIM 3OUPOM U
npombinu pacconom (X3). OpraHuyeckuii CMoWM BbICYLUMAW U CKOHLEHTPMpOBanM B Bakyyme A0 nonydveHus 6-(4,5-
AVaLeTOKCU-2-reKCaHoUMOKCK)-5-MeTokeu-4-[2-meTun-3-(3-metnn-2-6yteHun)okcupanun]-1-okcacnmpo[2,5] okraHa (41,7
Mr) B BUOE HEOKPaLLEeHHOro Macna.

WKC (CHCls): 1,23 (3H, S), 1,26 (3H, S), 1,05~

1,15 (1H, m), 1,66 (3H, S), 1,74 (3H, S), 1,7-2,5 (BH,
M), 2,04 (3H, S), 2,14 (3H, S), 2,57 (1H, d, J 4 Tw),
2,60 (1H, t, J 5,4 'u), 3,00 (1H, d, J 4 Fy), 3,42 (3H,
S), 3,70 (1H, dd, J 12 n 2 I'u), 5,12 (1H, M), 5,21 (1H,
t, J 7w, 5,59 (1H, m), 5,71 (1H, M), 6,10 (1H, dd, J
15mn1luy).

Mpumep 35.

Cnegyowme coeguHeHnst 6binm Nony4veHbl TaknM Xe cnocobom, kak B npumMepe 34.

(1) 6-(4,5-1nbeH30MNoKCK-2-reKCeHONMOKCU)-5-MeToKen-4-[2-meTun-3-(3-metnun-2-6yTeHmn )okcmpanumn]-1-
okcacnupo[2,5] oktaH

TemnepaTypa nnasneHus: 37-39°C



UKC (CHCls): 1715, 1260, 1100 om!
AMP (CDCla): 1,02-1,18 (1H, m), 1,20 (3H, S)
1,49 (3H, d, J 6 'u), 1,65 (3H, S), 1,75 (3H, ), 1,81-
2,45 (6H, m), 2,55 (1H, d, J 4 'y), 2,57 (1H, t, J6TW)
2,98 (1H,d, J 6 Tw), 3,43 (3H, S), 3,70 (1H, dd, J 3 v
10 u), 5,68 (1H, brt, J 8 '), 5,43-5,57 (1H, m), 5,7C
(1H, br S), 5,95 (1H, br S), 6,22 (1H, dd, J 15u 1 Tu)
7,07 (1H, dd, J 5 v 15 l'y), 7,35-7,68 (6H, m), 7,93-
8,12 (4H, m). '
(2) 6-(4-AueTOKcmKp0TOHovmOKCM)—5—MeTOKcM—4—[2—MeTMJ‘l—S—(3—MeTMJ‘|—2—6y‘reHMn)OKCMpaHMn]—1 -okcacnumpo[2,5] oktaH
Macno
-MIKC (CHCl3): 1730, 1715 cm™
AMP (CDCla): 1,03-1,18 (1H, m), 1,22 (3H, S),
1,66 (3H, S), 1,75 (3H, S), 1,84-2,50 (6H, m), 2,15
(3H. S), 2,56 (1H, d, J 4 T'w), 2,60 (1H, ¢, J 6 I'y), 3,00
(1H, d , J 4 Ty), 3,44 (3H, S), 3,69 (1H, dd, J 2 n 12
M), 4,71-4,78 (2H, m), 5,22 (1H, brt, J 7 Mu), 5,70
(1H,br S), 6,09 (1H,d, J 16 Tw), 6,94 (1H, td, J 51 16
ru) ' :

Mpumep 36.

K cmecn 6-kapbokcumeTokcu-5-meToken-4-[2-meTnn-3-(3-meTun-2-6yTeHnn)okcmpaHun]-1-okcacnnpo[2,5]  okTaHa
(90 wmr), TpuaTnamuna (2,5 mr) un 4-gpumeTnnammHonupuguHa (0,6 mMr) B amxnopmetaHe (1 mn) gobasnsny no Kanmnsm
TpeTbyTnnkapboHnnxnopug (3,5 mr) npu oxnaxgeHnm nbgom. Cmecb nepeMellvBanu B TeveHue nonydaca npwu
TemnepaTtype OKpyxatoLen cpedbl, a 3atem gobasunu nponunamuH (2,9 mr). MNMocne nepemelunBaHns B TedeHne 2 4
npu TOW e TemnepaType pacTBOp NPOMbINW BOAOW, BoAaHbIM pactBopom HCI, HacbiweHHbIM BOAHLIM pPacTBOPOM
NaHCO3 u pacconom B yka3aHHOW MocrnegoBaTenbHOCTU. OpraHM4eckuii Cromn BbICYLUIMAM WM CKOHLEHTpUpoBanu B
Bakyyme. OcCTaTok ouuwany ¢ MOMOLUb0 Xpomartorpaduu Ha cunuvkarene (guMaTunoBblin adwmp-aTunaueraT 1:1) go
nonyveHus  5-metokcu-4-[2-meTtnn-3-(3-metun-2-6yTeHmn)okcmpanun]-6-nponunkapbamonnmeTokcm)-1-okcacnmpo[2,5]
okTtaHa (7,6mr).

Macno

- UKC (HepasBasnenHwuit): 3350, 1660, 1540,

1440, 1380, 1110 cm™. , ‘

AIMP (CDCh): 0,92 (3H, t, J 7 T'y), 0,95-1,06
(1H, m), 1,22 (3H, S), 1,45-1,70 (2H, m), 1,65 (3H, S),
1,73 (3H, S), 1,90-2,46 (6H, M), 2,55 (1H, d, J 4 T'y),
2,58 (1H, t, J 8 Tu), 2,96 (1H, d, J 4 'y), 3,08-3,42
(2H, m), 3,48 (3H, S), 3,60 (1H, dd, J 11 u 3 Tw), 3.88

(1H, d, J 15 u), 3,95 (1H; br S), 4,14 (1H,d, J 15 I'y),
5,22 (1H, br, J 8 T'w), 7,50 (1H, br S).

Mpumep 37.

Cregyowme coeguHeHusi Gbinn nomydeHbl no crnocoby npumepa 9. 6-(3-Kapbokcunponunkapbamounnokem)-5-
MeToKcK-4-[2-meTun-3-(3-meTun-2-6yTeHun)okcupanun]-1-okcacnupo[2,5]oktaH

Macno

WKC (CHCI3): 3440, 3100, 1710, 1100 cm™

AMP (CDCls): 0,95-1,12 (1H, M), 1,21 (3H, S),
1,66 (3H, S), 1,75 (3H, S), 1,70-2,52 (10H, m), 2,53
(MH, d, J 7T, 276 (1H, t,J7Tw), 294 (1H,d, J &
M), 2,96-3,18 (2H, m),”3,43 (3H, S), 3,58 (1H, dd, J
14, 2 Tu), 4,92-5,06 (1H, m), 5,18 (1H, brt, J 7 Tu),
5,47 (1H, br S). o

Mpumep 38.

K pactBopy 5-metokcu-4-(2-metun-3-(3-metun-2 -6yteHun)okcupanun]-6-metunkapbamounnokcm-1-okcacnnpo[2,5]
okTaHa (382 wmr) B cmecu metaHona (1,0 mn) n guxnopmetaHa (10 mn) nponyckanu 030H B TeYeHWe 5 MUH mpwu
Temnepatype -78°C. Nocne npogyBaHUs a30TOM pacTBOpUTENb yAansanu, u K aTon cmecn gobasunnm metaHon (5 mn).
OtoT pacTteop oxnagunu go 0°C, a satem gobasunu 6oprugpug Hatpus (20 mr). PeakuMoHHy0 cMech nepemMelunBani B
TedyeHve 30 muH npu 0°C, a 3atem gobasunu Bogy (3 mn). PeakumoHHyto cmeck pasbasunu atunaueta-tom. Pactsop
aTunaueTara npombInv BOAON M PaccosioM, a 3aTem Bbicywmnu Hag MgSO,. BeinapvBaHue pactBoputenei B Bakyyme
Jano no CywecTBy 4uCTbIN cnupT, 4-[3-(2-nagpoKcnaTnm)-2-meTunokcupaHunl-5-meTtokeu-6-metunkapbamonn-1-
okcacnumpo[2,5] oktaH (300 Mr), KOTOpPbIN 3aTeM MCMONb30Banu B criegytoLlen ctagum 6e3 ganbHewwen o4ncTkn. Coipon
cnupT (29 wmr) pacteopunu B TeTparnagpodypaHe (2 mn) npu °C, a 3atem gobaswnu rvapug Hatpusa (20 mr 60%
pactBopa B macre). PeakumoHHyto cMecb nepemelunsanu B TedyeHne 30 MuH, a 3atem gobasunun metunusoumaHat (11
mn). CMecb nepemeluMBany B TedeHve 6 4 nNpu TemnepaType oKpy»atoLlel cpefbl. PactBop BHOBb oxragunu go 0°C n
pa3basunu acmpom (10 mn) n megneHHo gobasunu sody (1 mn). OKCTparMpoBaHHbIV 3OUPOM PacTBOpP NPOMbIBANM
pacconom u Bbeicywunu (MgSQOs). PacTBopuTenu yganunu B Bakyyme, a OCTaBLUMINCS 0CAg0K OYMLLAnM TOHKOCIIONHOM
Xpomatorpacduen Ao nony4yeHus 5-meTokcu-4-[2-meTun-3-(meTunkapbamounno-kenatun]-okcupaHun-6-
MeTunkapbamonnokcmn-1-okcacnnpo[2,5] oktaHa (4,4 wmr).

. AMP (CDClj): 1,05-1,23 (1H, m), 1,20 (3H, S),
1,73-2,12 (6H, m), 2,59 (1H, d, J 4 Tw), 2,71 (1H, dd,.
J8n5Tu), 2,78 (3H,d, J5Tu), 2,79 (3H, d, J 5 "y),
2,87 (1H,d, J4Tu), 3,46 (3H; S), 3,65 (1H, dd, J 12,3
F'u), 4,15-4,49 (2H, M), 4,64—4,83 (2H, br S), 543-
5,53 (1H, br S).



Tabrmuya 1

Hcnoirbisaemoe coequHenne 1Cse (Mr/ran)
0 H H
3 CHzCH - c/c 3 2,1 X 104.
“~CH
) Hy 3
CON’HC!}}‘I13 /GH
3 -4
/g;'*_ CHyCH = 0 8:2x10
CHg
OCH,4
000@

Tabnuua 2

HononnutentHble hapMakonoryyeckue AaHHbLIO
Additional Pharmacological data
1. icnuiTbiBaembin cnocoB. Chocol, onncaHlHbliil Ha cTp. 21 MCXOAHOro aHIMUIACKONO TEKCTA ONUCAHNSA.
1. Test method: The same method as described in page 21 of our original English Specification.
2. PesynbTathi UCNBLITAHWA:
2. Test result: VicnuithbiBaeMoe coeHeHne hopMmynbi:
Test compound of the formula:
UcnbiThiBaemoe coeguHerne

0
of
RrR2
or*
R Mpumep Ne Cgo (Mr/mn)
carbamoyl kapGamoun 3 76x 10"
1 2,1x 10"

lower alkylcarbamoyl Hu3iwmi ankunkapBamoun

lower alkoxy (lower) alkylcarbamoyl Hu3wmMA ankok- 15(6) 6.2 x10°

cwHnawmn/ankunkapbamonn s




Npogonxenue Tabn. 2

R’ Npumep Ne 1Css (Mr/mn)
jower alkyithio (lower) alkylcarbamoyl Hu3wu# ankwun- 13(2) 25x 107
TMo/HuatumA/ankunkapbamoun
fower alkylcarbamoyloxy (fower)alkylcarbamoyl Hu3wmi 1 2,5x10™
xapBamunoxcu/Huaiuui/ ankunxapbamonsn .
di(lowenalkylcarbamoyl awHwswmi/ankmnkapbamoun 5(3) 76x10™
N-fhydroxy(lower)alkyll(lower)-alkylcarbamoyt- 13(4) - 6.2x 10"
MApOKCWHN3WIMA/anknn/Huswmi/ankunkapbamonn
lower alkylcarbamoyloxy (lower) atkenoyl Hn3tumid ankwn- 16(7) «19x107
xapGamounnokcu/Huswmn/ankeHonn
N-jthiomorphonocarbonyloxy(lower)alkyl]-lower 16(2) 6,2 x 107
alkylcarbamoy! - TMOMOPhOHOKapGOHNOKCU/HU3WIMA/an- -
Kun/-Hu3iumi ankunkapbamown .
cyclo (lower)alkylcarbamoyl 2(4) 2,3x 107
LMKNO/HU3LWMIt/ankunkapGamomn
phenylcarbamoyl denmnrnixapbamoun 2(1) 2,1x 10"
halophenylcarbamoyl ranorercgenunkapbamonn 2(5) 6,2x10*
piperidinocarbamoyl nunepuanioxapbamonn 15(3) 8,2x 107
morpholinocarbamoyl mopdonuxokapGamonn 15(5) 19x 10
2-oxopyrrolidin-1-yl(lower)-alkylcarbamoyl 15(4) 1,9x107
2-okconuppormauH-1-un-/Huamit/ankunkapbamonn
lower alkylcarbamoyloxy-piperidinocarbonyl vuawmit an- 16(1) 1,9x 10
kunkapbamoun-oxcununepuauHoxapboHun
phenyl (lower) atkenoyl deHun/Husiuui/ankeHonsn 5(1) 1,9 x 107
lower alkoxycarbonyf Huawmih ankoxcukapGosun 6 8,2x 10°
morpholinocarbonyl MmopcorivHokapGoxusn 4 6,2x 10™
piperazinocarbonyl which may have lower alkoxycarbonyl 13(3) 6,2 x 107
nunNepa3vHokapboHWN, BO3MOXHO, WMEIOWUA HUIWWA g ’
ankoxcukapGoHUn
piperidinocarbonyl which may have lower alkyl nunepugu- 15(1) > §2x 107
HOXapGOHUN, BO3MOXXHO, NMEIOLINIA HU3LUWA ankun )
thiomorpholinocarbony! TmomopdonnHoxapBonun 15(2) 82x 10"
pyrrolidinocarbonyl which may have 15(8) 6,2x 107
hydroxy (iower) alkyl or lower 15(9) 6.2 x 107

alkoxy (lower) alkyl nupponuauHokapBOHUN, BOIMOXHO, UMEIoLni

TMAPOKCH/HUILWNE/ anKun unu HM3LLIMNA

anKoKcwW/HnatuMi/ankun

4-lower alkanesulfonylperasinocarbonyl 4-uvawmin an- 33 6.2 x 107
KkeHcynbdoHnNunepauHokapbonun

1-oxothiomorpholin-4-ylcarbony! 21 2,1x107
1-okcoTMoMopdonui-4-unkapboHun

"1,1-dioxothiomorpholin-4-ylcarbony} 22 1,9 x10°°
1,1-anokcaruomoponni-4-unkapbouvn

lower alkyl 7 6.9x 10°
HN3WWA ankun

carboxy (lower)alkyl 9 1,7x 107
kapboxkcu/Hnatumn/ankun :
phenyl(lower)alkyl which may have 8(4) 6,2 x 10~
halogeh or Jower alkoxy 8(5) 1,9 x 107
heHun/inswmin/ankun, BO3MOXHO, UMeloWWA ranoreH

WMNW HABLLYIO 8NKOKCH-rpynny

naphthyl(fower)atky! 8(6) 1,9x10”
HadTwn/Huswl/ankun

pyridyl(lower)alkyl 8(2) 23x10" -
nupnamn/Huswwi/ankmn

quirotyt(lower)alkyl 8(3) "2,3x10%
XUHONMMIHW3WnA/anknn ’
hydroxy(lower)atkenol 23 19x 107




Npoporxenue Tabn.

N/
8]

R NMpumep Ne {Cso (Mr/mn)
rnapoKcu/Hu3wmi/ankeHonn
lower alkanoyloxy(lower)alkenoy! 35(2) 8,2x 10
HUBLWIKA anKaHouoKCU/HnatLmi/asnkeHoun
di[(lower)alcanyloxy[(fower)alkenoy! 34 6.9x 10°
Anlinnawnir/ankaronnokcu//Huswmi/ankeHomn
dibenzoyloxy(lower)alkenoyt 35(1) 6,2x 102
AnBeH30uNOKCH/HN3WKA/ankeHown
Ra
CH3 AH3
'\ CityCi=C ] . 21y 10%
/ ~¢ '
0 i CH3
CH3
’\ 7 CH,CH=CHR® 19 6,2 x 107
o
wherein R® is lower alkoxycarbonyi
rae R® 310 uvawmit ankokcukapGorvn
CH3
1\ 7 CH,CH,CH;R® 26 6.2 x 10°%
e
wherein R® is lower alkoxycarbony!
rae R® 370 HMawmiA ankoxcukapbonun
CH3
—'\ ; CHZCH,0H 17 6.2 x 10"
‘0 |
CH3
' CH,CH,0R’ 29 76x10°
\/
o}
28(1) 1,7
wherein R’ is lower atkoxycarbonyl-(lower)alkyl, xylyt 28(2) 17
(lower)alkyl or phenyl(lower) alkyl which may have halogen rae R’ avo
 HA3LIMA ankoKkcukapBoHun-/HUsWMW/ankun, KCUNUN/HK3WMA/ankun
heHN/HN3WNA/aNKun, BO3IMOXHO, COAEPXALIWA FranoreH
CH3 30 6.9 x 107
! . CH,CH,0R® 32 6.2x10°

wherein R® is lower alkylcarbamoyl or lower alkanoy! rae R® Huawwit an-
KunKapGaMoun uNu HA3LWNIA ankaHown




