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Hactoswee un3o0pereHMe OTHOCWUTCS K HOBbIM MPOWM3BOAHLIM 3-aMUHOMNWUMNEPUAUHA W POLCTBEHHBbIM
coefnHeHnsAM, hapMaLeBTUYECKMM KOMMNO3ULMAM, COAEPXKaLLUMM Takme COeAMHEHMWS, U K UCMOMb30BaHMIO Taknx
COEAVHEHUN MpU FfeYeHUM W npegynpexaeHun BocnanuTenbHbIX MNPOLECCOB M pacCTPONCTB LeHTpanbHOW
HEpPBHON CUCTeMbl, @ TakKe HEKOTOPbIX APYrMX HapyweHuh. dPapmauLeBTUYeCKM akTMBHble COEAUHEHUs]
HacTosILLEero n3obpeTeHns ABNSIOTCA aHTaroHucTamu Bewectsa P. HacTosiee nsobpeTteHne oTHOCUTCS Takke K
HOBbIM MHTEpPMEeAMaTaMm, UCOoNb3yeMblM NPY CUHTE3e TaKMX aHTaroHCToB BelecTaa P.

BeuecTBo P ABnsieTca BCTpevarowmmes B Npupoge yHaekanenTugam, npuHagnexawmym K TaxXMKMHUHOBOMY
CemMencTBy NenTuaoB, NpPUYEM MocredHne HasbiBalOTCA Tak M3-3a MX ObICTPOro CTUMYNMPYHOLLEro AENCTBUS Ha
TKaHW rmagKkon Mblwbl. TouHee, BellecTBO P siBnsieTcs dhapMakonormyeckm akTMBHbIM HEApPONenTMaoM, KOTOPbIN
nony4aeTcd y mnekonutalowmx (NepBoHayanbHO ObiNO BblAENEHO W3 KWWKWA) M obnagaeT xapaKkTepHOM
aMUWHOKUCINOTHOW MocrenoBaTenbHOCTLI0, KoTopasi nokasbiBaeTcss Bebepom u gp. (D.F. Veber et al.) B nateHte
CLLA Ne 4680283. LLinpokoe BoBneYeHne Belectsa P 1 ApyrMx TaXMKMHUHOB B NaTOMU3NONOIMI0 pasHOOOpasHbIX
3aboneBaHuin NPOAEMOHCTPMPOBAHO B AOCTAaTOYHOW CTeneHu B AaHHoW obnactu. Hanpumep, Bewectso P, kak
ObINo HegaBHO MOkasaHo, BoBnekaeTcs B nepegady 6onu unu murpenn (CaHabepr n gp. - B.E. Sandberg et al.,
Journal of Medicinal Chemistry, 25, 1009 (1982)), a Takke nNpu paccTporUCTBax LeHTPanbHOW HEPBHOW CUCTEMBI,
TakUX Kak TpeBora W LM3odpeHns, Mpu pecnupaTopHbIX U BocnanuTenbHblX 3aboneBaHusx, Takmx Kak actma u
peBMaTOMAHbIA apTPWUT, COOTBETCTBEHHO, MNPV pPEBMATUYECKMX 3aboneBaHusX, TakMx kak ¢ubpos, u npu
KenyOoyHO-KULIEYHbIX — HapylleHusax U1 3aboneBaHMsX  KenygoyHO-KMLIEeYHOro  TpakTa, Takux  Kak
Hecneundunyecknin S3BeHHbIN Konut n 6onesub KpoyHa, u Tak ganee ((O. Peronu B "O6wme HanpaBneHus B
"rmcTaMmuHoBOW" roroBHon 6onu (Murpexn)”, nsgaHHom nog peg. Cukytepu n ap. (D. Regoli in "Trends in Cluster
Headache" edited by F. Sicuteri et al., Elsevier Scientific Publishers, Amsterdam, p.p. 85-95 (1987)).

B Heganekom npoLunom 66N NPUHATLIE HEKOTOPbIE MOMbITKN BblpaboTaTe aHTaroHWCThl Ans Bewectsa P u
APYrMX TaXMKMHWHOBBIX NENTUAO0B NS Toro, YTobbl 6onee addekTMBHO BbiNeyYMBaTh pa3HOOOpasHble HapyLLeHNs
n 6onesHn, nepeyvucrieHHble Bbile. HecKoNbKO TakWx aHTaroHMCTOB, 4O CUX MOP OMWUCAHHbIX, SBMSIOTCA B
GoMbLUMHCTBE Cry4aeB nenTtugo-nogobHbIMM MO Npupode M MNO3TOMY SABASIOTCA CRMWKOM  naburnbHbIMK
(HeycTOMYMBBIMW) C TOYKM 3peHust MeTabonmama, 4ToObl ObiTb MOME3HbIMM B KayecTBe MpaKTUYecKu
MCMoNb3yeMblX TepaneBTU4EeCKUX CPeacTB npu nedeHun 6GonesHn. C  Opyron CTOPOHbI, He nenTuaHble
aHTaroHWCTbl HacTosilero u3obpeteHuss He obnagaloT TakMM HEeOoCTaTKoM, $BMSSICb HamHoro 6Gonee
CTabunbHbIMK C TOYKM 3peHnsi MeTabonnama, YeM yrnoMsiHyTbIe Bbille CpeacTBa.

HacTosiiee n3obpeTeHne oTHOCUTCS K coeanHeHusaM obLen dopmynei (1):
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m npeacTasnseT cobow uenoe yncno ot 0 go 6, n nbasa yrnepoa-yrnepogHas npoctas ceasb rpynnbl (CHz)m
Heobs3aTenbHO MOXeT ObiTb 3aMeHeHa Ha yrnepog-yrnepoaHyto, ABOVHYK CBSA3b UMW YINEepOA-YriepoaHyto
TPOMHYIO CBA3b, U NGO oAMH U3 yrrnepodHbix atoMoB rpynnbl (CH2)n Heobs3aTenbHO MOXET ObiTe 3aMelLeH
pagukanom RS;

R' npeacrasnsiet coGoit Boaopoa Unn (C1Ce)-ankun, HeobA3aTeNbHO 3aMeLLEHHbI MMAPOKCH-, aNKOKCU-TpYmoN
nnm Topom,

R? npencTaBnsieT coGoi paaukan, BbiGpaHHbIi M3 BoAopoda, Metuna, TpeT-6yTuna, (Cs-Ce)-Lmknoankuna,
6eHauna, 6beHsrngpuna, HadTMNa, TueHuna, ypaHuna, UHAoOHUNa unu dexHuna, KoTopbin Heobs3aTenlbHO MOXET
OblTb 3amelleH TpUATOPMETUIIOM, OOHMM UNW ABYMS aToMamu ranoreHa, ankokcurpynnon, (C4-Ca)-
rmgpokcuankunom, derHnnom unm -NH(C1-Cs)ankunom;

R® npeactaBnsieT coGoi (eHur, KOTOPbIit HEOBSA3aTENbHO MOXKET GbiTh 3aMeLLeH OHUM, ABYMS UNK Tpems
3amecTuTensmu, BblOpaHHbIMM M3 raroreHa, MeTuna, (C1-Cs)-ankokeu-,  TpudtopMeTMna  wu
AvankunamuHa; TMeHUN nnu 2-meTtokcmHadpTvm;

R* npencTaBnsieT Bofopos, METUI, METOKCH, Fa-
roreH;

R® npeficTaBnsieT BOAOPOS;

nnm R® 1 R® BMecTe ¢ aToMOM yrriepoa KorbLia MoryT 06pa3oBbIBaTh CIMPO-KOMbLIO

[(CHz)p:
roe p g)aBHo 1vnm 2;
R

npegcraenseT cobon Bogopod, deHun, rmapokcy, heHokcn, amuHo, umaHo, kapbokcu, kapboaTtokew,
auetamugo, 6eH3amunpgo, 6eHsoun, 4-pTopbeH3un, o-oKcMbeH3un, o-oKkcu-4-pTop-6eH3nn, okcMMUHOBEH3WN,
4,41-,D,I/I¢)T0p66H3rVI,EI,pMJ'I, kapbokcamugo, N-meTunkapbokcammao, n-tonuncynbdoHa-mMugo,  TnodeHwun,  2-
HapTammao- nnn HapTUnN-2-MeTUNaMmmnHo;
R’ npefcTaBnsieT Bofopos,
R® npepcTaBrseT BOAOPO UMW FMAPOKCHT.
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Hacrosilee u3obpeTeHne OTHOCUTCS Takke K dapmaleBTUYECKN NPUEMEMbIM KUCAOTHO-aaANTMB-HbIM
consam coeanHeHu opmynbl .

KuncnoTbl, KOTOpble UCMONb3YTCS, YTOObI MONYYNTb (hapMaleBTUYECK NpUeMeMble KUCIIOTHO-aganTUBHbIE
CONMN COeOMHEHWUN HACTOSILLEro M30DpeTeHus, SIBMSATCS TakMMKM, KOTOpble 0BpasyloT HETOKCMYHbIE COMW Mpu
NpUCOeaNHEHUN KWUCIIOT, T.€. COMnu, cogepxalume hapmMakonormyecku npueMnemMble aHWOHbI, Takue Kak XIopucTo-
BOAOpOAHble, BPOMMCTOBOAOPOAHbIE, MOAMCTOBOAOPOAHbIE, HUTPaThl, CynbdaTel, Gucynbdatel, docdaTbl,
Kucnble docdatsl, auetaTtbl, NakTaTbl, LMTPaThl, KUCMble LMTpaThl, TapTpaTthl, butapTpaTthl, CyKuMHaTbI, Manearb,
dymaparbl, [MoKoHaTbl, caxapaTbl, 6eH30aTbl, METaHCYNboHaThl, 3TaHCyNbdoHaTkl, 6eHoncynbdoHaThl, Napa-
TonyorncynegoHaTkl M namoaThbl (T.e. 1,1 -meTuneH-6uc-(2-rmapokcn-3-HadpToaTHas conb).

HacTosiee n3obpeTeHne oTHOCUTCS Takke K Mpon3BogHbIM nunepuanHa dopmynsi VII;
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B KOTOPOWN R1, Rz, R3, R4, R® u R siBnsioTcst TakMMK, Kak onpegeneHo ans coegmHeHunii opmynel |. CoeguHeHus
copmynbl VI 9BNAOTCA HOBLIMU MPOMEXYTOYHBIMU, UCMOSb3YEMbIMU NPU CUHTE3e coeanHEHUN hopmMynbl 1.

HacToslwee n3obpeTeHne OTHOCUTCS Takke K COegMHEHNIO 3-aMUHO-2-heHnnnunepuanHa.

Hactosilee un300peTeHmMe OTHOCUTCA Takke K hapmaueBTUYECKOW KOMMO3VUMM AONs  JNeYeHus  unm
npegynpexaeHns COoCTOsiHWSA, BblOMpaemMoro w3 rpynnbl, COCTOSILLEN M3 BocnanuTenbHblX 3aboneBaHui
(Hanpumep, apTpuT, ncopuas, actMa W BoOcnanuTenbHoe KuweyHoe 3aboneBaHwe), cTpaxa (TpeBoru),
AenpPeccuBHbIX UMW QUCTUMUYECKMX PAcCTPOMCTB, KOnuTa, ncmxo3a, 6onun, anneprui, Taknx Kak ak3ema 1 puHWnT,
XpOHMYecKkoro  oBCTpyKTMBHOro  3aboneBaHusi  ApixaTenbHbIX — MyTel,  anneprnyeckmx  (MOBbILLIEHHOM
YYBCTBUTEMbHOCTW) HapyLlleHW, Takux Kak Bbl3BaHHbIX SA0BUTbIM PacTeHWeM poison ivy, Ba3oCMacTU4ECKUX
3aboneBaHui, Taknx Kak aHrmHa, MurpeHb 1 6onesHb PeltHayga, duOpo3HbIX 1 KonnareHoBblX 6onesHen, Takmx
KaK cKnepoaepmmsi U 303MHOMUMbHLIA  hacumones, pedrekTOpHO-CUMNAaTUYeckon ANCTpPodun, Takowl Kak
nne4yeBol CUMHAPOM, XPOHUYECKMX (HApPKOTMYECKUX) HapyLleHWN, TakMX Kak ankoronmam, COMaTU4ecKunx
pacCTPONCTB, CBA3aHHbIX CO CTPEeccoM, nepudepuyeckon HeBponaTuW, HeBpanrMu, HEeBPOMaTONOrMyecknx
pacCcTpONCTB, Takmnx kak 6onesHe Anurerimepa, cnaboymue, cesizaHHoe co ClMOom, amabeTnyeckasa HeBponaTus
N MHOXECTBEHHbIN CKINEepo3, HapyLUEeHUW, CBSA3AHHbIX C MMMYHHbLIM YCUMIEHUWEM WU YrHeTeHneM (Cynpeccuen),
TaKMX KaK CUCTEMHas KpacHasi BonvaHKka, U peBMaTuyeckmx 3aboneBaHunin, Takmx kak onbpo3 y mrekonutarLmx,
BKIIOYasA YernoBeka, BKIOYaloLWwen KonmyecTBo coeanHeHns cdopmMynbl 1, unu dapmMaueBTUYecKn npuemremyto
conb ero, apdekTMBHOE MNpU fNeYeHUM WnnM npeaynpexneHny Takoro COCTOsHWS, U hapmaueBTUYecKu
npueMnemMbIi HOCUTENb.

HacTtosillee wn3obpeTeHne OTHOCWUTCA TaKke K CrMOcoOy revyeHuss wnu npegynpexgeHnsl COCTOSIHWSA,
BblIOMPaemMoro 13 rpynmnel, COCTOSILLEN U3 BOCManUTENbHbIX 3abonesaHuin (Hanpumep, apTpuT, Nncopuas, actma u
BOCMNanuTenbHoe KuleyHoe 3aboneBaHue), cTpaxa (TPeBoru), 4eNPeccuBHbIX UM OUCTUMUYECKUX PACCTPONCTB,
KonuTta, mncvxosa, Gonu, anneprui, Takux Kak 9K3emMa W PUHUT, XPOHWYECKOro OBCTPYKTMBHOrO 3aborneBaHui
AblXaTenbHbIX NyTeW, anneprmyeckmx (NOBbILLEHHON YYBCTBUTEIIbHOCTUN) HapyLUEHWI, TakuX Kak SA40BUTbIV NAOLL,
Ba3ocnacTnyeckmx 3abonesaHuin, Takux Kak aHrmHa, MurpeHb 1 6onesHb PeliHayaa, hubposHbIX 1 KommareHoBbIX
bonesHeln, TakMx kak CKrepoaepMmsl 1 303MHOUIbHBIA dhacumones, pedieKTOPpHO-CUMNATUYECcKon AucTpodum,
TaKoW Kak NrevyeBoV CUHAPOM, XPOHWUYECKUX HapYLUEHWI, TakMX Kak ankorornvam, COMaTU4eCKMX pacCTPOWCTB,
CBSI3aHHbIX CO CTPECCOM, nepudepnyeckon HeBponaTumn, HeBpanrmm, HEBPOMATONOrMYECKUX PACcCCTPOMCTB, TaKkmx
kak 6onesHb Anurenmepa, cnaboymue, ceasaHHoe co CMWOom, anabetnyeckas HEBponaTust U MHOXECTBEHHbIN
CKI1epo3, HapyLUEHWI, CBA3AHHbIX C UMMYHHbBIM YCUIIEHWEM UMW YrHeTEHWEM (Cynpeccuen), Takux Kak cucteMHas
KpacHasi BonyaHka, U peBMaTuyeckmx 3aboneBaHuni, Takmx kak pmbpos y mnekonuTaloLwmx, BKIYas Yenoseka,
BKMOYalOLeMy BBedeHWEe YyKas3aHHOMY MMeKonuTalolemMy KonuuyectBa coeguHeHus dopmynsl 1, vnu
dapMaueBTUHECKU NPUEMNEMON conu  ero, 3PMEKTUBHONO MPU fNevYeHUn WM npegynpexneHns Takoro
COCTOSIHUS.

HacTtoslee n3obpereHne OTHOCUTCHA Takke K chapmMaueBTMYEeCKOM KOMMO3WUMW LS aHTaroHM3npoBaHUs
OencTeun Belectsa P y MnekonutaroLmx, BKIOYas YenoBeka, BKMIOYaKoLLEeN aHTaroHM3mpyoLlee A4S BelecTsa
P konuyectBo coeanHeHuns copmyrnbl 1, Ui dapmaleBTUdecku nNpuemMnemMon conu ero, n gapmaueBTU4ecku
npueMnemMbIi HOCUTENb.

HacTtosiwiee n306peTeHMe OTHOCMTCA Takke K crnocoby aHTaroHMsnpoBaHus OenWcTBui BellectBa Py
MINekonuTalolWmX,  BKMOYas  YenoBeka,  BKOYalolWeMy  BBedeHVWe  yKkazaHHOMY  MIekonuTaloLlemy
aHTaroHu3upytoLLee-BeLlecTBo P - konnyectBo coegnHeHns copmynbl 1, unu cdapmaueBTUHeckn npuemnemon
conw ero.

HacTtosillee un300peTeHnMe OTHOCWUTCA Takke K hapmMaueBTUYECKONW KOMMO3MLMWM Afs  NeYeHus  unu
npegynpeXxneHnst paccTporicTBa y MIeKonuTaloLlero, BKMOYas 4YenoBeka, MpoOMCXOAsillero B pesynbTaTe
denctemsa m3bbiTka BeljecTBa P, Bkmovalollen aHTaroHusupylollee BelwectBo P konuuecTBo coeguHeHusi
dopmynbl 1, Unu papmaLeBTUHECKM NPUEMIIEMON CONKU ero, U hapMaLieBTUYECKM NpuemMnemMblii HOCUTESb.

HacTosilee n3obpeTeHne OTHOCUTCH TakKe K CMOcoby reyeHns wnu npegynpexgeHvus paccTponcTea y
MINeKoNuTaloLWMX, BKIOYas 4YeroBeka, MpPOMCXOAsWero B pesynbraTe JeicTBua u3bbiTka Bewectsa P,
BKMIOYalOLWEMyY BBedeHMEe YKasaHHOMY MIIeKonuTaloleMy aHTaroHusMpylollee BelwecTBo P konu4yecTBo
coeguHeHusa opmynbl 1, unu hapmMaueBTU4ECKU NPUEMIIEMOR CONU ero.



41251

HactosiLee un300peTeHnMe OTHOCUTCA Takke K hapmMaueBTUYECKOW KOMMO3WUMM AOfS  NedYeHus unm
npegynpexaeHnss CoCTOsiHWS, BblOMpaemMoro w3 rpynnbl, COCTOSILEN M3 BocnanuTenbHblX 3aboneBaHui
(Hanpumep, apTpuTa, ncopuasa, acTMbl M BOCMANUTENbHOTO KWLLIEYHOro 3aboneBaHui), cTpaxa (TpeBoru),
OenpeccyBHbIX UMY QUCTUMUYECKMX PAcCTPONCTB, KOnuTa, ncmxo3a, 6onun, anneprui, Taknx Kak ak3ema v puHWUT,
XPOHMYECKOro OOCTPYKTMBHOMO 3aboneBaHus AblXaTenbHblX MNyTeW, annepruyeckMx HapyLueHUn, Takux Kak
A0OBUTBLIN MMOLW, Ba3ocnacTUyeckMx 3aboneBaHWi, TakuMX Kak aHrmHa, MurpeHb W GonesHb PeliHayaa,
rBPO3HBIX 1 KoNnareHoBbIx 6one3Hen, TakMx kak CKNepoaepMus U 303MHOUIbHLIN dacumones, pedrekTopHo-
CMMMNAaTU4ECKON AUCTPOMM, TaKOW KaK MMAeYeBON CUHOPOM, XPOHUYECKMX HapyLUEHWN, Takux Kak ankoronumsm,
COMaTMYeCKMX PacCTPOMCTB, CBHA3AHHbIX CO CTPEccoM, nepudepuyeckor  HeBponaTuW,  HeBpanruu,
HEeBpPOMaToONoOrMyecknx pacCTPOWCTB, Takux kak GonesHb Anurenmepa, cnaboymue, cssasaHHoe co ClVOom,
AnabeTnyeckass HEBpOMaTUS U MHOXECTBEHHbIN CKNEPO3, HapyLUeHW, CBA3aHHbIX C UMMYHHbIM YCUIEHNEM UMK
yrHeTeHvneMm (cymnpeccuen), Takmx Kak CUCTEeMHasi KpacHasi BOMYaHKka, U peBMaTnyeckmx 3aboneBaHuii, Takmx Kak
nbpo3 y MnekonuTalowWwmx, BKIOYas YenoBeka, BKIOYaOLLEeN KONM4YecTBO coeauHeHus dopmynbel 1, vnm
hapmaLeBTUYECKN MPUEMIIEMON CONU ero, apdeKTMBHOE MPU aHTaroHU3MPOBaHUW AenCcTBUS Bellectsa P Ha ero
KINeTOuHbIN peuenTop, 1 hapmaueBTUYECKM NpUemMnemblin HocuUTenNb.

Hactosilee wn3obpeTeHne OTHOCUTCA TakkKe K CrMOCODYy flevyeHuss Wnu npesynpexgeHnsl COCTOSIHWA,
BblOMpaemMoro u3 rpynnel, COCTOSALLEN U3 BocnanuTenbHblx 3abonesaHnii (Hanpumep, apTpuTta, ncopmnasa, acTmbl
M BOCNAanUTENbHOIO KUWeYHOro 3aboneBaHus), cTpaxa (TpeBOru), [OenpeccuBHbIX WAM  AUCTUMUYECKMX
paccTponCTB, KonuTta, mcmxosa, 6onu, anneprui, Takux Kak 3K3emMa W PUHWUT, XPOHWYECKOrOo OBCTPYKTMBHOIO
3aboneBaHus AbixaTeNbHbIX MyTEN, anneprnyeckmx HapyLleHWn, Takmx Kak SAOBUTbIN MIoL, Ba30CMacTUYECKUX
3aboneBaHui, Taknx Kak aHrmHa, MurpeHb 1 6onesHb PeiHayaa, duOpo3HbIX U KonnareHoBbiX 6onesHen, Takmx
KaK CcKnepoaepmMmsi U 303MHOMUMbHLIA  hacumones, pedrekTOpHO-CUMNAaTUYeckon ANCTpodun, Takowl Kak
nrne4yeBor CUHAPOM, XPOHUYECKUX HAPYLUEHWI, TaKNX Kak arikoronunam, COMaTu4ecknx pacCcTpoNCTB, CBA3aHHbIX CO
cTpeccoM, nepudepryeckon HeBponaTuu, HEBpanrnM, HEBPOMATONOrMYECKNX PacCTPOMCTB, TakMxX Kak OonesHb
Anburenmepa, cnaboymue, ceaszaHHoe co ClMOom, anvabetnyeckasi HEBpamnrusi U MHOXECTBEHHbIA CKIepos,
HapyLUEHWN, CBA3aHHbIX C MIMMYHHbIM YCUIIEHWEM UMK YrHeTeHneM (Cynpeccuent), Takux Kak cucTeMHas KpacHasi
BOMNYaHKa, W peBMaTUyecknx 3aboneBaHui, TakMx Kak (ubpo3 y MIeKonuTaloWmX, BKIOYas 4Yenoseka,
BKIIOYAlOLLEMY BBedeHWEe YyKa3aHHOMY MIeKonuTalolweMy KonuuyectTBa coeguHeHus dopmynel 1, wnm
dapmaLeBTUYECKN NPUEMNEMON COMKM ero, 3MEKTUBHOro Npu aHTaroHNM3MpoBaHUN AeicTBUA BelecTBa P Ha
€ro KMeTouHbIA peuenTop.

HactosiLlee un300peTeHMe OTHOCWUTCA Takke K (hapmMaueBTUYECKONW KOMMO3MLUMWM Afs  NleYeHus  unu
npegynpeXxgeHns HapyLeHn y MIeKonuTaloLwmMX, BKIOYas YyeroBeka, fiedeHre unv npeaynpexageHve KoToporo
OCyLLieCTBASETCSA Unn obneryaeTcs yMeHbLUEHNEM HEVPOTPAaHCMUCCUN, CBA3aHHOM C BeLeCcTBOM P, BkovatoLLel
KONMUYECTBO COEeAMHEHUsT cdopMmynbl 1, unu dapmMaueBTU4EeCKU NPUEMNEMON conu ero, addeKTUBHOe npu
aHTaroHVM3NpoBaHMM OEenNcTBUs BelwecTBa P Ha ero knetouHbl peuentop, U dapMaueBTUYECKN NPUEMIIEMbIV
HocuTEnNb.

HacTtosiLlee n3obpeTeHne OTHOCUTCH Takke K CNOCODY neyeHus Wnu npegynpexpaeHus paccTpomrcTea y
MIeKonuTaloLmMX, BKIOYas YenoBeka, IledeHVe Wnu npegynpexaeHne KOTOpOoro OCYLLECTBASETCH  Wiu
obneryaeTcsi yMeHbLUEHMEM HENPOTPaHCMUCCUM, CBS3aHHOW C BellecTBOM P, Bkmovawllemy BBedeHue
yKa3aHHOMY MriekonuTaloLemMy Konmyectsa coegnHeHnst oopmynbl 1, unu dapmaueBTUYeCcKn NpueMneMon comnm
ero, 3deKTUBHOrO NPU aHTaroHU3NPOBaHUM OENCTBUA BellecTBa P Ha ero KNeToYHbIn peLenTop.

HacTtosiLlee un300peTeHMe OTHOCWUTCA Takke K (hapmMaueBTUYECKONW KOMMO3MLMM Afs  NeYeHus  unu
npeaynpeXxaeHnst pacCTporCTBa Y MIIeKONMUTaloWMX, BKIOYas YenoBeka, NevyeHns unv npeaynpexaeHns KoTopbix
OCyLLIeCTBASETCS Unn obneryaeTcs yMeHbLLIEHNEM HEVPOTPaHCMUCCUN, CBA3aHHOM C BeLecTBOM P, BkrovatoLLen
KONMWYECTBO COEeAMHEHUs cdopmynbl 1, unu dapmaueBTU4eCKU NpUeMNEMOn conu ero, addeKkTBHOe npu
fie4yeHun unu NpegynpexaeHMn Takoro paccTponcTea, U dhapmMaLeBTUYECKN MPUEMITEMbIA HOCUTESb.

HacTtosiliee n3obpeTeHne OTHOCUTCS Takke K CNOCoby neyeHus Wnu npegynpexaeHus paccTpomrcTea y
MINeKonuTaloLmMX, BKIOYas 4ernoBeka, IledeHVe unu npegynpexgeHne KOTOpbIX OCYLECTBRAETCS  WUMu
obneryaeTcsi yMeHbLUEHMEM HENPOTPaHCMUCCUM, CBS3aHHOW C BellecTBOM P, Bkmovalolwemy BBedeHue
yKa3aHHOMY MriekonuTatoLemMy Konumyectsa coeguHeHnst hopmynbl 1, unu dapmaueBTUYeCcKn NpuemMrneMon conm
ero, adEeKTUBHOrO NPU NeYEHNU NN NpPeaynpexaeHn Takoro paccTpomcTaa.

CoeamnHeHnst hopmMyrnbl 1 MMEIOT XMpanbHble LIEeHTPbl 1 MO3TOMY CYLLECTBYIOT B Pa3fnnYHbIX 3H-3UTUOMEPHbIX
dopmax. Hactosiwee unszobpereHneM OTHOCUTCA KO BCEM OMTUYECKMM M30MepaM M BCEM CTepeon3oMepam
coefuHeHun copmynbl 1, 1 cMecsam nx.

®opmynbl 1 1 VI, npeactaBneHHbIe Bbllle, BKMIOYAT COEANHEHWS, MAEHTUYHBIE ONUCAHHBIM COeOUHEHNAM,
HO B KOTOpbIX OAMH unu Gonee aToMOB BOAOPOAA MIW YrrepoAa 3aMeHSTCs Ha MX paguoakTUBHbIE U30TOMbI.
Takne COeOUHeHMs, MeYeHHble pPagVMOoaKTMBHBIMW — aToMamMu, SBMASOTCA  MOMe3HbIMM B KayecTBe
uccnegoBaTenbCkUX M AMArHOCTUHECKUX WHCTPYMEHTOB (CpedcTB) Npu (hapMOKMHETUYECKUX MCCreaoBaHusX
mMeTabonusama u npu aHanusax cBsi3biBaHuS. Cneuudndeckme nNpUMEHEHWs Mpu WUCCNEAoBaHUM BKIOYAOT
UCMbITaHUSI CBSI3bIBAHMS C MCMOMb30BaHWEM pagMOaKTMBHOINO nuraHaa, uccnegoBaHus aytopaguorpadun u
uccnegoBaHUs UH BMBO CBA3bIBaHUA, Torda Kak cneuuduyeckne npuMeHeHWs B AMarHOCTUYecKon obnactu
BKII0YAIOT MCCegoBaHua peuentopa BellecTBa P B MO3re npu MH BUBO CBA3bIBAHWM B COOTBETCTBYHIOLLMX TKaHSX
Ons BocnaneHus, Hanpumep, KNeTkn MMMYHHOTO TUMa WK KneTkax, KOoTopble HenocpeacTBEHHO BOBIEKAlOTCA B
BOCMNanuTenbHble KMLLIEYHble PacCTPOMCTBa M TOMY MOAoOHble. BkroyeHHbIMU cpean pagvoakTUBHO-MEYeHHbIX
dopm coemnHeHmnn chopmyn 1 n VIl asnsitoTca x coeguHeHns ¢ Tputnem m nsotonamm C .

CoeaunHeHnsa dopmynbl 1 MoryT ObiTb MOMy4YeHbl Kak 3TO ONWCaHO B CriedyloLmMx CXemax peakuui u B
obeyxaennn. Kaxpas wn3 cdopmyn, obosHadveHHbix 1A, 1B, 1C u 1[, npencrtaBnsieT pasnuuHylo rpynny
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coeaunHeHun, umetowmnx obwyto oopmyny 1. Ecnu He oroBopeHo oco6o, R1, RZ, R3, R4, R5, R6, R7, RS, V,numBs
cXemax peakumin 1 B 06CykaeHun, KOTopoe creayeT 3a HUMK, OnpeaensitioTcs Tak, Kak 3TO OMMCaHO BhILLE.
Cxema 1

Cxema 2
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Cxema 1 nokasbiBaeT nonydeHune coeguHeHnn cdopmyn 1A, 1B n 1C. dopmyna 1A npegcrasnsieT
coeanHeHusa dopmynbl 1,8 KOTOPOW Kaxabln 13 R' n R® sBnsieTcs BOJOPOAOM, M ABNAETCH 0, a n sBnseTca 3,
npu ycrnosuu, 4yto R He siBnsietcss GeH3rmapunom, um Hu R* Hn R’ He npucoeanHaTCA K I'IOJ'IO)KeHI/I}O "6"
nunepuauHosoro uukna. ®opmyna 1B npeacraeBnaeT coeauHeHus ¢opmMynbl 1, B KOTOpPOW R FlBJ'I;IeTCFI
BOZOPOAOM, a N sBMSieTCA 3, Mpu ycroBuu, uto R’ He sBnsetcs GeHarmapunom M Hu R*, Hu R’ He
npucoeanHATCA B nono>|<eHv|e "6" nunepuanHosoro uukna. Popmyna 1C npegcraBnsieT coeamHeHns hopMyrbl
1, B KOTOPOW HU R* Hu R He NPUCOEOMHAIOTCS K MONOXEHW0 "6" nMnepmManHOBOro Lmkna.

Ccbinasice Ha cxemy 1, coegnHeHne dopmynbl Il nogBepraeTcs peakuum ¢ coegnHeHnem opmyrbl R®-CO-R?
B MPUCYTCTBMM aueTata amMMOHUSA, B MOMSPHOM pacTBOPUTENE, TakOM Kak 3TaHOM, YKCYCHas Kucrota unu
AvmeTuncynbdokena. OTaHoN ABMSEeTCs MNpeanoyTMTeNbHbIM pacTBoputeneM. TemnepaTtypbl MPUMEPHO OT
KOMHaTHOW TemnepaTypbl Ao npumepHo 150°C dBnsloTca MNpurogHbIMW, MpudeM TemnepaTtypa KuneHus
pactBopuTens ¢ obpaTHbIM XONOAMINbHUKOM SIBMSIETCA MpPeanodTuTeNnbHON. 3Ta peakuus gaeT, Nno peakuuu
MEXMOINEKYNApHOW KoHgeHcauun, coegmHeHne dpopmynsl Il (Vol. M. Mahl-stadt and B. Schulze. J. Prakt. Chem.
317, 919 (1975)).

MpoaykT peakuun koHaeHcauun copmynel |ll npeBpallaeTcs 3atem, No peakumm Hedbha, B okcuM hopmynbl
IV. Ota peakumsa MoxeT OblTb npoBedeHa, WCMONb3ysi peareHTbl, TakMe Kak BOAHbIN  XJIOPUCTbIN
Ti(lll), nepMaHraHaT kanus, NMMpUAnH-rekcameTungo-copoammaHbIn KOMMMeKC  NSTUOKUCU mMonubaeHa,
TpnbyTUNdochuH-gudeHnn-gucynbug M 030H B NPUCYTCTBMM OCHOBaHus. [logxogswme TemnepaTypbl
BapbupyloT B npegenax npumepHo oT -100°C go okono 0°C. lNpegnoyTuTenbHO, peakumsi OCyLLeCTBAseTCH
npobyrnbknBaHMeM 030Ha Yepe3 peaKLMOHHY CMECh B MPUCYTCTBUM TPET-OyToKCcMAa Kanusi npumepHo npm -78°C,
a 3aTeMm ralleHnem peakLUMOHHOW CMEeCU COMSHOKUCIbIM FMOPOKCMIIaMMHOM MpW TemnepaType OKpyKaroLuewn
cpeabl.

Okcum dopmyrnbl [V BoccTaHaBnuBaloT 3aTeM, YTOObI MOMYYMTb Kak LMC-, Tak U TPAHC-U30MepPbl COEANHEHNS
dopmynel V. Mogxoasiwmne BocCTaHaBNMBAKOLWME areHThl BKIOYaoT HUKenb PeHes/Bogopoa, 10% nannagms Ha
yrne - Bogopogd, U amanbramy amnomuHus. [NpeanoytutensHo, BOCCTAHOBIEHNE MPOBOAUTCSA C MCMOMNb30BaHWEM
HuKens PeHes B aTaHoMe nog AasrieHnem Bogopoaa (rasa) npumepHo 3 atM 1 npu TemnepaType npumepHo 25°C.
Temnepatypbl npumepHo ot 10°C go okono 60°C n gasBneHuns npumepHo oT 1 go okorno 10 aTmocdep Takke
SABMNSAOTCHA NOAXOAALLMMM.

BoccTtaHoBUTENbHOE aMUHMPOBaHWE CMeCU UMC- W TPaHC-M30MepoB coeguHeHust dopmynel V. u3
BblLLIEyKa3aHHOW CTaamu C NOMOLLbBIO0 LmaHoboprnapuaa HaTtpus unu Tpuauetokcmboprugpuaa HaTtpus BMecTe C
coegunHeHneM dopmynel R3CHO gaet cmechb unc- u TpaHc-u3oMepoB coeuHeHns dopmynbl VI, Ota peakuums
06bl4HO NPOBOAWTCS B MONSAPHOM pacTBOpUTENe, TaKOM KaK YKCYCHast KMCMoTa UMM HU3LLIMIA ankunoBbl CNUpPT,
npu Temnepatype npumepHo ot 0°C go okono 50°C. MeTtaHon sBNsSeTca NPeAnovTUTENbHBIM PacTBOPUTENEM U
npumepHo 25°C aBnsieTca npegnoyTuTensHon Temnepatypon. NpegnoyntaeTca Takke, 4Tobbl pH peakunoHHON
CMeCK CoCcTaBnsin npuMepHo oT 4 Ao okono 5, Linc- u TpaHc-usomepbl coeguHennst oopmynel VI, obpasyemble
Takum obpasom, MoryT ObITe Nerko pasgerneHbl NyTeM MCNonb3oBaHusi dnall-xpomaTtorpadun Ha cunukarene,
anounpys ¢ nomoLpbio 3%-HOro MetTaHomna B XSIOpUCTOM MeTUIEHE.
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BoccraHoBneHne nubo umc-, nubo TpaHc-usomepa coeguHenus dopmynbl VI, nnm cmecn wux, daet
coefnHeHne dopmynbl 1A, nmeloee Ty xe camyto CTEPEOXNMMIO. Moaxopsme
BOCCTaHaBMUBAKLLME areHTbl BKMIOYaT 00paH-aMmMeTuncynbua-Heli KoMnnekc ¢ Tetparugpodypane ("Tro"),
nuTunantoMuHmnrnapug, 6opadH B TI® mn Goprugpua Hatpusi -xnopuctbid TuTaH(lV). Jlydwmve pesynbTathl
nony4atoTcs npu ucnonb3oBaHun 6GopaH-gumeTun-cynbdugHoro komnnekca B TIP. Peakums moxeT ObiTb
nposefeHa nNpu TemnepaTtype NpMMEpPHO OT KOMHaTHoW Temnepatypbl Ao okono 150°C, n npegnovtuTensbHO
NpoBOAWTCS MPU TEMMNepaType KUMeHNs pacTBOpUTENs C 06paTHbIM XONOANMBHUKOM.

CoeauHenve cdopmynbl 1A, obpasyloweecs Takum obpasoMm, MOXeT OblTb MpPeBpaLleHO B coeguHeHue
dopmynel 1B, nmetowee Ty xe Camylo CTEpeoX1MMIO, Kak 3TO NOKa3bIBAETCs B cxeme 1, nyTem B3a-MModencTeums
ero ¢ coeanHeHnem opMynbl R%-(CHz)m-X, B KOTOPOW X SBASIETCS ranoreHoM, B KOTOPOW OfHa M3 yrnepop-
yrnepoaHbIX MPOCThIX cBA3e ykadaHHOro (CHz)m Heobsi3aTenbHO MOXET ObiTb 3aMeHeHa Ha yriepoa-yriepoaHyto
OBOVHYL0 CBA3b, W B KOTOpOW OAuH K3 yrnepofdoB ykasaHHoro (CHz)m Heobs3aTenbHO MOXeT OblTb 3amelleH
paavkariom R®. 3Ta peakumsi 06bIMHO MPOBOAUTCA B NPUCYTCTBUN OCHOBAHWS, TAKOrO Kak TPUITUNAMUH UMK TPeT-
OyTvnat Kanus, W MOMSPHOM pacTBOpUTEne, TakOM Kak X/OPWUCTbIN METWMEH WM OUXIopaTaH, U npu
TemnepaTtype NpMMepPHO OT KOMHATHOM TemnepaTypbl 4o okono 150°C. MNpegnoyTuTensHO, peakumsi MPOBOAMTCH
npu TemnepaType KnneHns ¢ 06paTHbIM XONOAWUbHNKOM B XSTOPUCTOM MEeTUIEHe B NPUCYTCTBUM TPUITUNaMUHA.
CoeauHeHuns dopmynbl 1C moryT ObiTe MOMyyeHbl Tak, Kak 3TO MOKa3aHo B cxeme 1 n onucaHo Huxe.
CoeauHeHne dopmynel VI nogsepraeTcs peakuum € coeguHeHuem opMynbl R'X, B KoTopon X siBNseTcs
ranoreHoMm, 4Tobbl NonyyYnTL coegnHeHne dopmynbl VII, umetoLee Ty e camyto CTEPEOXMMMI0 (Hanpumep, uuc-,
TPaHC-MNN Ux cMecb). ATa peakumsi 0ObIYHO NPOBOAUTCH B NPUCYTCTBUM OCHOBAHWS, Takoro Kak TPUaTUnaMuH nnm
TpeT-0yTnnat Kanmus B MNOMSIPHOM pacTBOpWUTENe, TakOM KaK XIOPUCTbIN METUIMEH WNW AMXIopaTaH, npu
TemnepaTtype NpYMepHO OT KOMHAaTHOW TemnepaTtypbl 4o okono 150°C. MNMpegnovTnTensHO, peakums NpoBOAUTCA
NpUMEpPHO Npu TemnepaTtype KuneHus ¢ obpaTHbIM XONOAMIIbHMKOM B XITOPUCTOM MeTUIeHe B MPUCYTCTBUM
TpUaTUNammHa.

BoccraHoBneHve coegunHenus cdopmynsl VII, obpasytowerocs tTakum obpasom, faeT coeguHeHne opmynbl
1C, nmeloLLee Ty xe camyto cTepeoxumuio. NMpuMepamy NOAXOAALMX BOCCTaHABMMBAIOLLMX areHTOB SIBMSIOTCH
NUHUAAMIOMUHUArMAPKUE, GopaH-guMeTuncynbduaHbIi kKomnnekc B TIP, 6opaH B TTd n Goprugpug HaTtpus -
xrnopucTein TutaH (IV). Jlydywme pesynbTaTbl nomyvaloTcs Npy MCMonb3oBaHuu 6GopaH-guMeTuncynbduaHoro
komnnekca B TI®. Peakunsa moxeT BbiTb NpoBedeHa Npu TemnepaTypax NpUMepHO OT KOMHaTHOW TemnepaTtypbl
fo okono 150°C, u npegnoyTMTeNnsHO NPOBOAWTCS NpU TemnepaType KUMeHusl pacTBoputens ¢ obpaTHbIM
XONOANIBHUKOM.

Cxema 2 nokasblBaeT anbTepHaTWBHbIA METOA MNOMyyeHus coeduHeHun dopmynbl 1B.  McxogHbim
coefuHeHMeM Anis 3TOro MeToAa sBnsetcs coeguHeHne dopmynbl VI, koTopoe nokasbiBaeTcs B cxeme 1. B
nepBoW CTagMu 3TOr0 MeTOAa, OCHOBHbIA a30T MCXOOHOIO COEAMHEHMS 3allMLiaeTcsi rpynmnon, Takon Kak TpeT-
6yToKkcukapboHun (Boc), TpudTopaueTurn, kapboOeH3NNoKCM unn kapboaToKCK, NyTeM B3auMOAENCTBUS €ero,
COOTBETCTBEHHO, C AOW-TPeT-OyTvn AukapboHaToM, aHruapugom TpUPTOPYKCYCHOM KUCNOTbI, GeH3MnoBbIM
3MpoOM  XITOPMypaBbUHOMN KMUCMOThI unm 3TUNOBBLIM acunpom XIOp-MypaBbUHOW KMUCIOTbI.
MpegnoyTtuTenbHas 3awmTHas rpynna, TpeT-0yToken-kapboHun,  nokasbiBaeTcd B cxemMe 2.  Peakuus
WCXOQHOro COEAUHEHUs C An-TpeT-byTunguvkapboHaToM (gu-TpeT-OyTUnoBbIM 3OMPOM  YroflbHOW  KWUCNOTbI)
06bl4HO MPOBOAMTCA B MONSPHOM pacTBopuTene, TakoM kKak TI®, xnopuctbii METUREH Unu xrnopodopm, npu
Temnepatype npumepHo ot 0°C po okono 100°C. lNpeanovTutenbHbIM PacTBOPUTENEM SIBISIETCS XITOPUCTbIN
MeTUMeH, a NpeanoyvTUTENBHOM TeMnepaTypon SBMsieTCA KOMHaTHas TemnepaTypa. Peakuws B GonblunHCTBE
cryyaeB MPOBOAUTCS B TeyeHne npumepHo ot 0,5 go 72 yacos. 31a peakuns gaet coeguHeHue gopmynbl VI,
nmMetoLLee Ty e CTEPEOXMMMIO, YTO U UCXOZHOE COeaMHEHNME.

CoeaunHeHve (bopmynbl VI, obpa3syemoe Takum 06pa3oM, NoaBepraeTcs 3aTeM peakuun ¢ coeguHeHnem
dopmynbel X-(CH2)m-R°, B koTopon X aBnsietca ranoreHoMm, unm CH3zSO2-O-(CHz2)m-R 6, 4yTobbl ObGpasoBaTb
coeanHeHue hopMyrbl X, MMeloLLiee Ty ke camylo CTEPeoXUMMIo. B kaxaom 13 X-(CHz)m-R® 1 CH3SO,-O- (CHzg
R®, oavH 13 yrnepoaoB ykasaHHoro paaukana (CHz)m HeoBs3aTenbHO MOXeT GbiTh 3aMelLieHHbIM paaukanom R° n
ogHa W3 yrnepoa-yrnepofdHbiX NPOCTbiX cBA3ei ykaszaHHoro (CHz)n HeobsizaTenbHO MOXeT ObiTb 3ameHeHa
yrnepog-yrnepogHon ABOMHON CBSI3blo UMK YINepoA-yrepoaHON TPOMHOWM CBA3bI0. OTa peakums B OOMNbLUMHCTBE
CryyaeB nNpoOBOAUTCH B MPUCYTCTBUM OCHOBAaHWS, TaKOro KakK TMMAPOOKUCh Kanus, TpeT-Oytunat kanwus,
AVMM30NponNUNaMuH-NMTAN NN METUNAT HATPUS, B NMOMNSIPHOM pacTBOpUTEne, TakoM kak TpeT-6yTaHon unu JMOA,
B TeyeHue npumepHo oT 0,5 go okono 24 vacos. [NpegnoyTUTeNbHBIM OCHOBaHMEM SBRSieTCH TpeT-OyTunat
Kanus, a npegnoyTuTeneHbIM pacTBopuTenem siBnseTcs TpeT-byTtaHon. TemnepaTtypbl peakuunm B GOMbLUNHCTBE
cnyyaeB BapbupytoT oT -25°C go okorno 150°C. lNpegnoytutensHOM TemnepaTypori B GOnbLUMHCTBE Cryyaes
ABMSETCS TemnepaTypa KuneHns pactsoputenst ¢ 06paTHbIM XONOANIBHUKOM.

3awmnTHana rpynna ygansietcs 3ateMm u3 coeguHeHust oopmynel 1X nytem B3avMMogencTBMEM €ro C KUCMOTOWN,
TaKoW KaK XIOpUCTO-BOAOPOAHAs KMCMnoTa, TPMPTOPYKCYCHas KUCNoTa WM XJopHas KucnoTa, 4Tobbl nonyqnTb
coefuHeHne dopmynbl X, MMelollee Ty Xe camyto crtepeoxumuio. COOTBETCTBYIOLMMU pacTBOPUTENAMU ANs
3TOW peakumn SBASIOTCA NONSPHbIE PaCcTBOPUTENM, Takue Kak XNIOpUCTbIA METUMEH, ANOKCaH, MPOCTON 3ump 1im
TIr®, npeanoyTnTENLHO ANOKCaH. Peakuus 06bIMHO NpoBOAUTCA Npu Temnepatype npumepHo ot -10°C go okono
50°C, npegnoutuTensHoO NnpumepHo npu 25°C, B TedeHne npumepHo oT 0,5 o okono 24 yacos.

BoccTtaHoBneHne coeguHenusi doopmynel X, obpasyoLerocsi Takum obpasom, gaet coeguHeHne opMyrbl
1B, nmMetoLLee Ty Xe camyto CTEPEOXMMMIO. DTa peaKLmsi TPOBOAMTCS TakuM e 06pa3oMm, YTO 1 OnncaHHas Bbille
npu obcyxaeHun cxembl 1 Onst nonydeHus coeguHeHuin cpopmynsl 1A 13 coeomHeHun copmynsl 1V, 1 ans
nonyyeHusi coeguHeHunn dopmynel 1C n3 coeguHennii hopmynsi VII.
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Cxema 3 nokasblBaeT MeToq nonyqum;i coeavHeHun coopmynel 1. ®opmyna 1[0 npeactasnsaeT coegnHeHUs
copmyrnbl 1, B KOTOPON Kaxabli 13 R' n R® sBnsieTcs Bogopodom, m siensietcs 0, a n siBnsietcs 2, 3 uniun 4. 3Ta
rpynna coegvHeHWn BkMoyaeT coeauHeHus cdopmynbl 1A. Metoa cxembl 3 MOXeT ObiTb MCMONb30BaH ANst
nony4eHuns unctoro 28, 3S-aHaHTHoMepa, Ynctoro 2R, 3R-aHaHTOMeEpa MM paLeMm4eckor CMecn coeguHeHUst
dopmynel 10, B 3aBMCMMOCTM OT TOrO, SBMASETCS MM  UCXOQHOE COeAuHeHue, COOTBETCTBEHHO, R-
3HaHTUOMEPOM, S- 9HAH-TUOMEPOM WM paLLeMUYECKON CMEChI0 MCXOAHOro coeauHeHns copmynbl Xl.

Kpome Toro, Tak kak dpopmyna 1[0 Bkro4aeT coeavHeHus (bOpMyJ‘IbI 1A, meTog cxembl 3 MOXET ObITb
Mcnonb3oBaH Ans nonyvyeHns coeguHeHun dopmynsl 1A, B KoTOpOn R* npucoeanHsieTcs K rnornoxeHuto "6"
asoTcogepxawero uukna. Metog cxembl 3 MoOXeT OblTb MCMOMb30BaH Takke ANS MONYyYEHUS COELUHEHWN
c¢opmynel 11, B KOTOpOWN R? siBnsieTcs ©eH3rmapunom.

Ccbinasice Ha cxemy 3, coegmHeHns dopmynbl 1] MoryT ObiTb MonyyeHsl cnegyowmmMm obpasom. YucTein R-
3TaHTUOMEp, S-3HaHTMOMEpP WM pauemmuyeckas cMecb coeguHeHus dhopmynbl XI nogBepraeTcs peakummn ¢
asoTcoAepXallyM peareHTOM, TaknM Kak XropucTbi TpeT-6ytungumetuncunun (TBOMS-CI), Tpudonat (Tpudtop-
auertar) TpeT-6ytungumetn-ncununa  (TBAM3-OTf) wnu  6eHsunbpomug, TpeT-OyTOoKCMA, NPegnovTUTENbHO
TBOMS-C1, uT0Gbl nonyunTe coeduHeHve dopmynbl Xll. OTa peakuusi oBbIMHO MNPOBOAWTCA B MOMSIPHOM
pactBopuTene, TakoMm kak OM®A unu TpuatunamuH, NpegnodyTUTeNbHO B TPUITUNAMUHE, Npu Temnepartype
npumepHo ot 0°C go okono 140°C. KomHaTHasa TemnepaTtypa SBnsieTcs npeanoYTUTENbHON.

BbilweykasaHHas peakums ocyLLecTBRsieTcs NyTem cTepeocneumduyeckoro ankunmposaHus coeguHenns X,
yTobbl O6pa3oBaTb TpaHc-cTepeou3omep coeanHeHusi cdpopmynbl Xlll. CHavana coeguHeHue copmynbl XIl
rnoAsepraeTcsl peakumn ¢ AM3TUNamMmuaom NUTUS B NOMSIPHOM pacTBopuTene, TakoM kak npocton admp unu Tro,
npegnoututensHo TI®P, npu Temnepatype npumepHo oT -100°C pgo OKOMO KOMHAaTHOW TemmepaTypsl,
npegnoyTUTensHO NnpumepHo npum -78° C. 3atem, coegunHeHne opmynbi:

R* R’

Y Cl

pobaBnseTcs K peakuMOHHOM CMecu, 4TOObl MONMyYMTb TpaHc-usomep coeaunHenus  dopmynbl Xl
OpHoBpemMeHHoe yaanexne TBAOMS rpynnel n paclienneHve B-nakrama, UCrnonb3ysi KOHLEHTPMPOBAHHYIO CEPHYIO
UK XMOPHYIO KACOTY, NPeanoYTUTENBHO CEPHYIO KMCMOTY, B NOMSPHOM pacTBopuTene, TakoM Kak MeTaHon unm
3TaHon, NpegnoyTUTENbHO MeTaHone, AaeT coeauHeHve dopmynel XIV. 3Ta peakums o6bIMHO NPOBOAWTCS MpU
TemnepaTtype MpUMEpPHO OT KOMHAaTHOM TemnepaTypbl A0 okono 150°C, npeanovTUTensHO MPMMEPHO MNpu
TemnepaTtype KuneHusi pacTBopuTens ¢ obpaTHbIM XONOAUIbHUKOM, B TeyeHne npumepHo oT 0,5 go okono 16
4Yacos.

Lnknuzaums coeguHenns copmynbl XIV, 4Tobbl nonyynTb coeguHeHne dopmynbl XV, BbINOMHSAETCS
HarpeBaHVeM CbIporo npogykra dgopmynbl XIV 13 BbiLeNprBEAEHHON peakuuy npu TemnepaType NpUMepPHO OT
80°C po okono 140°C, npegnoutuTtensHo npumepHo npu 100°C, B TedyeHne NpMMepHO OT 5 MWMHYT A0 OKomo 2
OHEeRn, NPeanoYTUTENbLHO B TeYeHne NPUMEPHO 15 MUHYT, B BLICOKOKUMSILLIEM pacTBopuTene, Takom kak MDA unn
Tonyon, npeanodytutensHo B AM®A. B GomblMHCTBE CnyvyaeB 3Ta peakuusi MpoOBOAMTCA B MNPUCYTCTBUM
nogmctoro HaTpus u bukapboHata HaTpus. B coegmHeHun copmynel XV, nonyvyaemom no 3TON peakumm, R?n-—
COOCHz3 HaxoaaTcs B LIMC-NOMOXEHMSAX OTHOCUTENbHO Apyr Apyra.

CoeauHeHne cdopmynbl XV obpabaTtbiBaercs 3aTem OeH3MNOBbIM 3(OUPOM XITOPMYypPaBbUHOW KUCMOTbI B
nonsipHOM pacTBopuTene, TakOM Kak BoAda, BoAa/aueToH, XNopodopM, AMXIIOPdTaH unu aTtun-auerar, B
NPUCYTCTBMM OCHOBaHUSl, TakKoro Kak TpuatunamumH wnu 6GukapboHaT HaTpus, u4ToObl nonyunte N-
Kap6o6eH3mn0ch nunepmaunH (N-Cbz nunepunaunH) dpopmynbl XVI, umetowmin Ty xxe camyro ctepeoxvmmio (T.e., B
koTopoM R? M —COOCH; HaxoasTcsi B LMC-KOHDUrypauum). OTa peakuusi MOXeT 6biTb MpoBefeHa mnpw
Temnepatypax npumepHo ot 0°C go 100°C, npeanoyTuTensHO npumepHo npu 25°C, 1 B Te4eHne npumepHo oT 5
MUHYT go 18 yvacos. ObpaboTka coeamHeHus dopmynbl XVI, obpadyemoro Takum obpas3om, C NpUMEPHO 5-to
3KBMBANEHTaMM KaXOoro TpMMeETUNanioMmHUA 1 XJIOPUCTOTO aMMOHUSI B HEMOMNSIPHOM pacTBOpUTENe, TakoM Kak
6eH3on unu Tonyon, B TedyeHne npumepHo ot 0,5 Ao okono 16 yacos gaet coegunHeHne dopmynbl XVII, nmetoree
Ty Xe caMmylo CTepeoxMmuio. TemnepaTypbl peakumMn MOryT BapbupoBaTb B npedenax npuMepHO OT KOMHAaTHON
Temnepatypel Ao okono 100°C, npuuem npumepHo 50°C siBNseTcst NpeanoyTMTENbHON TeMnepaTypon.

MpeBpalieHne kapbokcamugHow rpynnbl coeanHeHus dopmynbl XVII gns obpasoBaHus coeanvHeHUs
dopmynel XVIII, nMetoLLero Ty e camMyro CTEPEOXMMUIO, MOXET ObiTb OCYLLIECTBMEHO MO peakuuu Aerpagauuu
locbmaHa, mcnonb3ys peareHThbl, Takume kak Gpom/meTunaT HaTpus B MeTaHore, TeTpaauetaT CBMHUA B TpeT-
OyTunosom cnupTe, xnopuctoe onoso (IV), Guc(tpudTopauetaT) hogobeHzona B BOOHOM aLETOHUTPUIE,
BPOMUCTBIN HATPUI UNN TPEXOPOMUCTBIN BeH3NNTpUMeTUNIaMMoHuiA. MNpegnoyTUTensHO, coeguHeHne opMynbl
XVII obpabaTtbiBaeTcs TeTpaaueTraTtoM CBMHUa B TpeT-OyTaHome. OTa peakumss 0ObIMHO MPOBOAMTCA MpU
TemnepaTtype MPMMEpPHO OT KOMHaTHOM TemnepaTtypbl A0 TemnepaTypbl KUMeHus pacTBoputens ¢ obpaTHbIM
XONOAMNBHWUKOM, NpPednoyTUTENbHO Mpu TemnepaType KuMneHus ¢ obpaTHbIM XONOAMSbHWMKOM, B TeyeHue
npumMepHo oT 15 MUHYT Ao okono 10 4acoBs, NPeanovYTUTENbHO B TEYEeHWe NpuMepHoO oT 3 A0 OKoro 5 vacos.
Peakuusa coegmHerus dpopmynbl XVIII ¢ KUCHOTON, TakOW Kak XOPUCTO-BOAOPOAHAsA KUCMOTa, TPUPTOPYKCyCcHas
KMCroTa WnM XINOopHas KucroTa, gaet coeauHeHve copmynbl XIX, vMmelollee Ty Xe Camylo CTEPeoXMmMmIo.
PacTtBopuTenem obbl4HO SBMASIETCA NONSAPHBIA PACTBOPUTENb, TAKOW KaK XMOPUCTLIN METUMEH, ANOKCaH, MPOCTON
adomp unu TFP, npegnoyTUTENLHO ANOKCaH. ATa peakuust 0bbIYHO NPOBOAUTCH MpW TeMnepaTtype NpMMEpPHO OT -
10°C po okono 50°C, npegnoyTutensHo npumepHo npu 25°C, B TedeHne npumepHo ot 0,5 o okono 24 yacos.

BoccTaHoBUTENBbHOE aMUHMpOBaHWE coeduHeHus dopmynbl XIX 13 BbileykazaHHOW CTagun C MOMOLLbIO
LmaHoGoporMapuaa HaTPUsSl UNK TPUALIETOKCUBOPrapUaAa HaTpUsi BMECTE C COoeauHeHneM dopMyrbl R°CHO
AaeT coeduHeHne dopmynbl XX, nMetoLlee Ty e camyto CTepeoxMmuio. 3Ta peakuus B OONbLUMHCTBE Cryvyaes

B;
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NpoBOAUTCS B MONSIPHOM pacTBOpWTENe, TakOM KaK YKCYCHasl KWCroTa MMM HU3LIWMIA arnkuroBbl CnvpT, npu
Temnepatype npumepHo ot 0°C go okono 50°C. MetaHon sABnsieTcs nNpegnoyTuTeNbHbIM pacTBOpUTENeM U
npumepHo 25°C gBnsieTcd npegnoyTuTensHOn. pH peakunoHHOM cMecu npegnovTUTEnbHa NPUMEPHO OT 4 Oo
oKomo 5.

CoeaunHerne dopmynbl XX npespawaioT B coeduHeHve dopmynbl 1[0, B KOTOpOM R? u aMmunHo-rpynna
HaxodsiTCA B LWC-MOMOXEeHWN Apyr K Apyry, nyTeM B3aMMOAEWCTBUS ero C MypaBbMHOKWCIbBIM aMMOHMEM B
npucyTCTBUM nannagus Ha pgpeBecHoMm yrme (Hanpumep, 10% nannagus Ha gpeBecHom yrne). OGbIYHO,
NOMSAPHBIA pacTBOpUTEfb, TaKOW Kak 3TUnaueTaT MM HU3WWIA ankumnoBbli CMPT, WUCMONb3yeTcsl, a peakuusi
npoBOAWTCS MpW TemnepaType NPYMEPHO Ot KOMHaTHOW TemnepaTypbl 4o okono 150°C B TeyeHne NprMepHo oT
0,5 no okono 24 4yacos. [1pegnoyTUTENBLHO, peakuus NPOBOAUTCH B 3TaHONE Npu KOMHaTHOW TemrepaTtype B
TeyeHne NpMMepHo oT 3 40 OKOIo 24 Yacos.

TpaHc-M3omMep coearHeHusi popMynbl 1[] (T.e., COeMHEHNE, B KOTOPOM aMuHo-rpynna 1 R? HaxoasTcs B
TPaHC-NOOXEHUN OTHOCUTENBHO APYT Apyra) MOXeT ObITb MOMyYeH MO TON e MeTOAUKE, YTO M ONMCaHHas Bbille
ANsa NonyyYyeHust unc-nsomepa, co cnegyowen mogudukaumen. Ytobbl nonyyMTe TpaHC-M3oMep, U CoeauHeHne
dopmynel XV, unn coeauHenve dopmynel XVI, nocrne ero obpa3oBaHus, Kak 3TO OMMCaHO Bbile,
obpabaTbiBaeTca TPeT-OyTOKCMAOM Kanus Wnu Auvankunammgom nutus. PactBopuTenem Ans aTtol peakumu
aBnsieTcs B OONbLUMHCTBE Cry4aeB MOMSPHbIN pacTBOpUTENb, Takol kak TI® wnu npocton admp, a peakumio
npoBoAsT B OonblUMHCTBE Cry4aeB Mpu Temnepatype npumepHo oT -78°C OO0 KOMHaTHOM TemmepaTypsl,
npegnoyTuTensHoO npumepHo npu 0°C, B Te4eHne NpMMeEPHO OT 5 MUHYT A0 OKOJIO 10 Yacos.

AnbTepHaTUBHbI MeTOA MOMyYeHUs coeavHeHWn dopmynbl 10, rae R® sBnsieTcs GeHaruapunom,
onuckiBaeTcs B npumepax 21-26.

Cxema 4 nokasblBaeT MpeanodTUTENbHbIM MeToq MornydYeHus coeauvHeHun dopmynsl 10, B koTopow n
aBnsierca 2. CornacHo aToMy MeToay, coeauHeHne dopmynbel XXI obpabaTtbiBaloT rasaoobpasHbiM BOAOPOAOM B
NPUCYTCTBUN METanNM4Yeckoro katanusaropa, Takoro Kak nannagui Ha ApeBecHOM yrre, nnatuHa Ha ApeBecHOM
yrrne vnv ABYOKUCb NaTuHbl, NPegnoYTUTENbHO Nannagvin Ha OpeBeCHOM yrie, U B MPUCYTCTBUM KACHOTbI, Takon
Kak TP TOpyKCyCHasi KUCIOTa U XIOpUCTOBOSOPOAHAs K1COoTa, Y4Tobbl nonyunte coegnHeHne popmynbl XXII.
B 6onbluMHCTBE CriydaeB UCMONb3YHOT MOMAPHBIA MHEPTHBIV pacTBopuTenb. NpeanoYTUTenbHbBIM pacTBOpUTENEM
ABnseTca 9TaHon. OTa peakuuss 0ObIMHO MpoBOAUTCA npuMepHo oT 1,5 atm go npumMepHo 5 artm,
npegnoyTuTensHo npumepHo npu 3,0 atm, npu Temnepatype npumepHo 0°C-60°C, npeanoyTUTensHO NpUMMEpPHO
npu 25°C. CoeguHenne dopmynbl XXIl, obpadyemoe Takum oOpas3om, npesBpallaloT 3aTeM B coeduHeHue
dopmynel 1] no MeToauke, NokasaHHOM B Cxeme 3 1 ONMCaHHOW BbiLLe.

OHaHTUOMEpPHO YncTble coeguHeHust opmynbl 1C (T.e., coeguHeHust oopmynbl 1, B KOTOpOW R' sBnsietcs
(C4-Ce)-ankunom, a He BOAOPOAOM) MOryT ObiTb Mony4veHbl cregyllwmm obpasom. CoeguHeHne dopmMynbl XX,
MOSy4eHHOE Kak 3TO ONUCaHO BbILLE, anKUMMPYETCs MyTeM B3aMMOAENCTBIUS €ro ¢ coeavHeHnem dopmynbl R'X, B
KoTopor X sBnsieTcs ranoreHoM. JTa peakumst 0OblMHO MPOBOAUTCA B NPUCYTCTBUM OCHOBAaHMWS, TaKoro Kak
TPUaTUNAMUH WK TpeT-byTunaTt kanws, B MOMSIPHOM pacTBOpUTEne, TakoM Kak XJIOPUCTbIA METUMEH Wnu
AVXIIOP3TaH, 1 Npu TemnepaType NPMMEpPHO OT KOMHaTHOW Temnepatypbl 4o okono 200°C. MNpegnoytuTensHo,
peakuuio NpoBOASAT MpU TemnepaType KuMeHus ¢ obpaTHbIM XOMOAWUMBHUKOM B XMTOPUCTOM MeTureHe B
NPUCYTCTBUWN TPUITUMaMMHA. ANKUNMPOBaHHbIA NPOAYKT peakuuu, KOTOPbIN MMEET Ty Ke Camylo CTePEeOXMMUIO,
4YTO M UcxogHoe coefuHeHne dopmynbl XX, npeBpallaloT 3ateM B coeguHeHne dopmynbl 1C, nmetowee Ty xe
Camyto CTEepEeOXMMUIO, NyTEM B3aUMOAENCTBUSI €70 C MypaBbMHOKMCIIBIM aMMOHWEM B NPUCYTCTBMM Nannagus Ha
apeBecHoM yrne (Hanpumep, 10% nannagui Ha pgpeBecHoMm yrne). OBObIMHO MCMOMb3YHT MOMSPHbLIN
pacTBopuTenb, TakoW Kak aTvnaueTar MM HU3LWWIA ankuioBblA CIWPT, @ peakuuio NpoBogAT Mpu TemnepaTtype
NpPUMepPHO OT KOMHaTHOW TemnepaTtypbl Ao okono 80°C B TeyeHWe npumepHO OT 3 4o okoro 24 yacos. Peakuuio
npeanoyTMTeNsLHO NPOBOAAT B 3TaHoMe npu TemnepaTtype npumepHo ot 0,5 fo okorno 24 yacos.

OHaHTUOMEPHO u4nCTble coeauHeHns dopmynbl 1B MoryT ObiTb MomyyeHbl nyTem B3aVIMO/J,eI/ICTBVIFl
aHaNorMYHOMO COEAMHEHNS! hopMyTbl 1], MEIOLLIEro Ty e Camylo CTEPEOXUMMIO, C COeaANHEHNEM copmyrbl R%-
(CH2)m-X, B KOTOpOW X JBNAETCA rasnoreHoM Win Mesunatom (meTaHcynbdoHaTHOM rpynnoin). B kaxgom u3
coeamnHeHmit X-(CHz)m-R® 1 CH3S02-0-(CHz)m-R® oauH 13 yrnepoaos ykasaHHoro (CHz)m Heobsi3aTenbHO MOXET
6biTe 3amelleH pagukanom R°, a ogHa w3 yrnepoa-yrnepogHbiX MpOCTbiX cBsA3er ykaszaHHoro (CHz)m
Heobs3aTenbHO MOXET ObITb 3aMeHeHa yrrnepoa-yrnepogHon ABOMHON CBA3bI. Peakumio ocyLLecTBASOT Takum
e 06pa3om, YTO 1 onMcaHHas Bbille Ansi I'IpeBpaLLI,EHI/IFI co é:lVIHeHI/IVI ¢opmynbl 1A B coegnHeHus cdopmyrbl 1B.

CoeguHeHus, nmetome cpopmyny 1A, B KOTOpon R*, R’ u R” kaxablit sBnsieTcst BOAOPOOOM, a R? sBnsieTcst
deHunom, MoryT ObiTb NOMyYeHbl, AOMOMHWUTENBHO, NyTEM BOCCTAaHOBWUTENBbHOMO aMWMHMPOBaHMSA 3-amuHO-2-
deHunnmMnepmnanHa, MCnonb3ys COooTBeTCTByOWMA anbgerng dopmynbl RsCHO, kak 3To onucaHo Ans
npespaLleHns coegmHeHun opmyrnbl V B cooTBeTCTBYIOWME coeanHenus dopmynel VI. icxogHoe coeanHeHne
ans  aton peakuumun, 3-amuHO-2-eHun-nunepuavH, MoxeT ObiTb Mony4YeHo nyTem ruaporeHonmaa 3-(2-
MeTOKCUbeH3nnammnHo)-2-dpeHnn nunepugmHa. Peakumio rugporeHonnsa o6blMHO MPOBOAAT C UCMNOMb30BaHUEM
KaTanuaaTopa, Takoro Kak nannagui Ha yrre unv rmapookucb nannagus, B MIHEPTHOM pacTBopuTerne, TakoM Kak
YKCYCHasl KucrioTa unv CnupToBOW pacTBopwuTtenb, npu Temnepatype npumepHo ot 0°C go okono 50°C. Owa
npeanoyTUTENbHO NPOBOAMTCH MPMMEPHO MPU KOMHaTHOW TeMnepaTtype B MeTaHON/3TaHONbHOM pacTBopuTerne.
MpegnounTaeTca Takke MNPOBOAMTL 3Ty peakuuio B MPUCYTCTBUM HEOPraHW4ecKoW KUCMOTbl, Takom Kak
XIMOPMCTOBOAOPOAHAs UK CepHasi KUcnoTa.

BbllweykasaHHbIN J:l,ByXCTa,D,VII/IHbII/I cnocob nonyyeHus coeguvHeHun cgopmynbl 1A, B KOTOpoOWi R R®°u R’
KaXxabli ABNSETCs BOAOPOAOM, a R? sBnsieTcs deHnnom, n3 3-(2-meTokcMbeH3nnaMmHo)-2-cheHun -nunepuanHa
COXpaHsieT CcTepeoxvMuio npu nonoxeHusax "2" n "3" nunepmaguHoBoro umkna. OH MoXeT ObiTb MO3TOMY
MCMob30BaH AN NonyyeHus Nbo YMCToro aHaHTMoMepa, NMBo pauemmnyeckon cMecu npoaykta dopmynel 1A
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u3, K npumepy, 3-(2-MeTOKCMOEH3UNaMUHO)-2-heHNNNMNepManHa, MMelo-LLero Takyl Xe cTepeoxumuio. B
obLem, nepsasi CTagus ykazaHHOro Bbille npouecca MOXeT ObiTb MCMONb30BaHa Afs MonyyYyeHns nmbo YncToro
3HaHTHomepa nMbo pauemMmuyeckor cmecn 3-aMUHO-2-deHnnnmMnepuanHa.

AnbTepHaTVBHbLIN  METO4  MOfMyYeHWs  pauemMuyeckoro  3-amMMHO-2-(peHWnnunepuauHa  CoCTouMT B
BOCCTAHOBMEHUN  3-aMuHO-2-cheHunnunepuanHa. OTO  BOCCTaHOBfeHWe B OOMbLUMHCTBE — ClyyaeB
OCYLLECTBNSIETCA C WCMOMNb30BaHMeM nubo Hatpus B cnupTe, NUTMAOAMIOMUHUA-TMAPUL/TPEXXITOPUCTOrO
anioMyHWS,  9NEeKTPONUTUYECKOro BOCCTaHOBMeEHWs, nunbo Bogopoda B MNPUCYTCTBMM  METaNfM4YecKoro
KaTanu3aTopa. BocctaHoBneHve C¢ nMomoLLbl0 HAaTpusi MPOBOAAT B OOMbLUMHCTBE CrlyYyaeB B KWMsLIEM cnvpTe,
npegnoyTuTensHo OyTaHone, npu Temnepatype npumepHo oT 20°C pgo oOkonmo TemnepaTtypbl KUMEHUs
pactBopuTens € 0ObpaTHbIM XOMOAWMbHUKOM, MpednoyTuTensHO npumepHo npu 120°C. BoccrtaHoBneHve c
MOMOLLBIO NIUTUAOANMIOMUHUIA-TMAPUA TPEXXITOPUCTOrO antoMMHUSA 0ObIMHO NPOBOAST B NpocTom adupe, TI® unn
OVMETOKCUaTaHe, NpeanodTUTENLHO B MPOCTOM adhmpe; npy TemnepaType npumepHo oT 25°C go okono 100°C,
npeanoyTUTENLHO MPUMEPHO MPU KOMHATHOW TemnepaType. OnekTponuTu4eckoe BOCCTaHOBMEHWE MPOBOAMT,
npeanoyTUTeNsLHO, NPYM KOMHAT-HOM Temnepartype, HO TemnepaTypbl npuMmepHo oT 10°C go okono 60°C Takke
ABMSATCA NpYemmne-MbIMu.

mopvpoBaHWe B MPWUCYTCTBMM METANNUYECKOro karanusaTopa SBnfeTcs MpeanoqTUTenbHbIM METOAOM
BOCCTaHoBneHus. MNogxoasiime Katanm3aTopbl TMAPMPOBAaHWSA BKMAOYAOT Nannagui, NnaTuHy, HUKeNb U POAMNA.
MpegnoyTuTenbHbIM KaTanu3aTopoM Afs FMOpUMPOBaHMA SABMASIETCA OKUCb MNNaTuHblL. TemnepaTypy peakuuu
MOXHO BapbupoBaTb B npegenax npumepHo ot 10°C go okono 50°C, npuyem npumepHo 25°C sBnsieTcs
npegnoyTUTensHOM TemnepaTtypoi. MmapupoBaHve B 60MnbLUMHCTBE CllyyaeB NMPOBOAAT NpY AaBMEHUM NPUMEPHO
ot 1,5 go okorno 4 atmocdep, NpeanovYTUTENLHO npmmepHo npu gasnexsun 3,0 atmocdep.

CoeauHeHus cdopmynbl 1A, B kOTOpON R*, R’ n R” kaxaplit sBnsieTcs BOAOPOOOM, a R? sBnsieTcst deHunnom,
MOryT OblTb MONy4YeHbl Takke Mo cregyouwemy metogy. CornacHo aTomMy MeToAy, 3-amMWMHO-2-(eHUnnMpuanH
CHavana npeBpaLlaloT B MMPUANHOBLIN aHamnor Lenesoro nunepuavka dopmynbl 1A nyTem B3anMogencTBys ero
C COOTBETCTBYIOLWMM coenHeHneMm hopMyIbl R’CHO unm R’CHX, B KoTopon X fABNAETCA yXOAsLUen rpynnomn
(Hanpwumep, XITOpOM, 6pomom, noaom, Me3unaTomM unu TO3K-
nartom).

Peakunio 3-amMuHO-2-cheHUnnMpManHa ¢ coeguHeHnem opMyrbl R’CHO ans nony4yeHns NMpUanNHOBOro
aHarnora nunepuguHa dopmynbl 1A 06bIMHO MPOM3BOAAT B NPUCYTCTBMM BOCCTaHABMMBAIOLLErO areHTa, Takoro
Kak umaHobopormgpug HaTtpus, Tpuauetokcubopormapua HaTpus, Gopormgpua  HaTpus, BOOOPOA M
MeTannMueckuii katanum3aTop, UMHK W XIIOpUCTOBOZOPOOHas KucroTa, WM MypaBbWHas KucroTta, npu
Temnepatype npumepHo ot -60°C go okono 50°C. MNogxoasiime MHepTHblE B peakuMu pacTBopuTenu Ans 3Tou
peakuuy BKIIOYAIOT HU3LWME CnupThl (Hanpumep, MeTaHor, 3TaHOM M M30MNponaHon), yKcycHas kucnota u TIo.
MpegnoyTuTensHO, pacTBOpUTENEM SBMNSETCA MeTaHoI, TemnepaTypoy ABnsieTcs Temnepartypa npumepHo 25°C,
a BOCCTaHaBMMBAILLMM areHToM SBfsieTcs umMaHo-6oporngpua HaTpust.

JononHutensHo, peakuus 3-aMuHO-2-heHunnu-pyauHa ¢ coeguHeHnem opMyrbl R’CHO MoxeT 6bITb
nposefeHa B MPUCYTCTBUM OCYLUMTENS UMW, UCNOMb3ys annapaTt, npegHa3HayYeHHbId ANa yaaneHus azeoTponHo
obpaasytoLLerica BoAbl, YHTOObI NONYy4nTb UMUH DOPMYIIbI:

KOTOpbIN 3aTeM MOoABepraloT peakuuM C BOCCTaHaBMMBAOLWIMM areHToM, Kak 3TO OMUCaHo  Bblille,
npeanoyTUTENBLHO C TpUaLeToKkeMboporgpuaoM HaTpus, NPUMEPHO NpW KOMHaTHOM Temnepatype. [NonyveHue
MMMHa B BOMbLUMHCTBE CnyyaeB NPOBOAAT B MHEPTHOM Afs peakuuy pacTBopuTene, TakoM kak 6eHson, Kcumon
Unu TOnyon, MpeanodTUTENbLHO, TOnyone, npu TemnepaType npumepHo ot 25°C pgo okono 110°C,
npeanoyTUTeNnsHO MPUMEPHO MpW  TemnepaType KuMeHus pacTBoputenss C obpaTHbIM  XONOAWbHUKOM.
MoaxogsiimMe cucTembl OCYLLUMTENS-PacTBOPUTENS BKIOYAT YETbIPEXXITOPUCTBIN TUTAH/XIIOPUCTBLIN METUIEH U
MonekynspHole cuTa/TI®. YeTbIpexxopuCTbIi  TUTaH/XMOPUCTLI  METUIEH SBNSEeTCA NpeanoyTUTENbHON
CUCTEMOWN.

Peakunio 3-amnHo-2-deHnnnupuamHa ¢ coeguHeHnem hopmynbl R3CH2X npoBoAAT 0ObIYHO B MHEPTHOM Ans
peakuuy pacTtBopuTene, TakoM Kak XIOpUCTbI MeTuneH unu TI'P, npeanoyTuTenbHO B XITOPUCTOM METUIEHE,
npu TemnepaTtype npumepHo ot 0°C go okono -60°C, npegnoyTuTensHo npumepHo 25°C.

O6pa3syembin Takum 06pa3om NMPWAUH BOCCTaHaBNMBAKOT 3aTeM Ans obpasoBaHus LieneBoro nunepuavHa
dopmynbl 1A no MeToauke, ONMCaHHOW BbiLe Afsl BOCCTAHOBNEHNS 3-aMUHO-2-eHnnnnpu-guHa.

CoeauHeHuns dopmynbl 1B mMoryT ObiTe Mony4veHbl, B AOMNOMHEHWE K MeTOAy, MokasaHHOMy B Cxeme (Y
OonucaHHOMY BbllLe, U3 ApYyrux coeanHeHuin oopmynel 1B moandukaumen R%-u R® -coaepxatlent 6okoBon Lenu.
CooTBeTcTBYIOWME MOAMGDMKALMN MOTYT ObITe OCYLLECTBMEHbI C UCMONb30BaHNEM METOAOB, XOPOLIO U3BECTHbIX
cneunanucrtam, CBegywum B OaHHOM obnacTh TexHMkW. HekoTopble M3 3TUX MOAMMKaLUA ONWCbIBAIOTCH B
npumepax 93-104.

MonyyeHne apyrnx coeguHeHun copmynel 1, He onUcaHHbIX 0cO00 B MPEALLIECTBYIOLLEN SKCNepMMeEHTanbHOMN
4YacTn, MOXET OblTb BbIMNOMHEHO C WCMOMb30BaHNEM COYETaHWI peakuuii, ONMCaHHbIX Bbille U KOoTopble OyayT
O4YeBUOHBbIMU CcrieLuanmcTam, CBeAYLUMM B AaHHOW 06n1acTy TEXHUKMN.

B kaxgon n3 peakuuii, pacCMOTPEHHbIX UMK NOKa3aHHbIX B BbILENprBeAeHHbIX cxemax oT 1 go 4, nasneHve
He SBNSeTCs peLualoLmMm napamMmeTpoMm, ecim He ykasaHo ocobo. [JaBneHne npumepHo ot 0,5 atmocdep 4o okono
5 aTmocdpep B BOMbLUMHCTBE CryyaeB ABMSETCS NpMeMrneMbiM', @ AaBreHUe OKpyXatoLlen cpefpl, T.e. NPUMEPHO
1 aTtMocdpepa, ABnsieTcA NpegnoYTUTENbHBIM K3-3a YygoOcTBa.
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HoBble coeguHeHns dopmynbl 1 1 ux chapmaueBTUYeckn NpuemnemMble COMNMU SABMSKOTCA MNOMEe3HbIMU B
KayecTBe aHTaroHUcToB BewectBa P, T.e. oHnm obnagaloT CnocoOHOCTHO MPOTMBOLENCTBOBATL AENCTBUSM
BellecTBa P Ha ero KMeTouHbli peuentop y MMeKonUTaloWmMX, U NO3TOMY OHM CMOCODHbI (yHKLMOHMPOBaTL B
KayecTBe TepaneBTUYECKUX CPEACTB MPW fleYeHUW BbILLEYNOMSIHYTbIX HapyLleHun n BornesHen y cTpagatoLimx
MIIEKONUTaIOLLMX.

CoeaunHeHuns dopmynbl 1, KOTOpble ABAATCA OCHOBHBLIMW MO NPUPOoAe, CNoco6HbLI 06pa3oBbIBaTEL LLUNMPOKUIA
pPSiA pasnuuHbIX CoMen ¢ pasHoobpasHbIMU HEOPraHNYECKUMM U OpraHNYeckuMn kucrotamu. XoTs Takue conwu
OOIMKHbI ObITb (hapmaLeBTUHECKN MPUEMMeMbIMA ANS BBEOEHWUS XMBOTHBIM, YacTo XenaTenbHO Ha npakTuke
BHayane Bbl4enunTb coeguHeHne opmynel 1 U3 peakuMoHHOW cMecu B Buae dapMaueBTUYeCcKn Henpremnemon
conu, a 3aTeM MpoCTO MpeBpaTuUTb nocrnegHee obpaTHO B CBODOAHOe OCHOBHOe coeduHeHue ob6paboTkow
LLLeNoYHbIM peareHTOM U 3aTeM NepeBecTu nocregHee cBO6OAHOE OCHOBaHMe B hapMaLeBTUHECKU-TPUEMIIEMYHO
conb NpPUCOeAnHeHNs KucnoTbl. Conm NpucoeanHEHNs KMCNOT OCHOBHbIX COEQUHEHUI HacTosILwero n3obpetexHns
nerko nony4yatoTcss 06paboTKON OCHOBHOIO COEAMHEHWS, B OCHOBHOM, C 9KBMBANEHTHbIM KONUYECTBOM
BblIOpaHHON HEeOopraHW4ecKoW UMM OpraHW4ecKoWn KWUCNOTbl B BOOHOW cpede pacTBOPUTENs UM B MOAXOASLLEM
OpraHN4eckoM pacTBopuTere, TakoM Kak MeTaHOn Unu aTtaHor. py OCTOPOXKHOM BbiNapuMBaHWWM pacTBOPUTENS
nerko nomny4yaeTcs Lenesasi TBepgas Ccorb.

CoeaunHeHuns dopmynbl 1 1 ux dapmaueBTUHECKN NpUeMeMble CONM NPOSIBASIOT peLenTop-CBA3bIBaoLLy0
aKTMBHOCTb ANs BelecTBa P 1 NO3TOMY SABNSIOTCS LEHHBIMU NPU NEYEHNN U NPEAYNPEXAeHUN LWMPOKOro psaa
KIMMHUYECKMX COCTOSIHUI, NeveHne W npegynpexgeHne KOTOpbIX OCYLLEeCTBRsTCA C BewwectBoM P. Takue
COCTOSIHUSI BKMIOYalOT BOCMNanuTenbHble 3abonesaHus (Hanpymep, apTpwT, ncopuas, acTMy M BocnanuTenbHoe
KMLeYHoe 3aboneBaHue), cTpax (TPeBory), AenpeccuBHble UM AUCTUMUYECKNE PaCcCTPOWCTBA, KOMWUT, NMCUXO3,
6onb, annepriv, TakMe Kak 3K3emMa U pUHUT, XPOHMUYeckoe OBCTPYKTMBHOe 3aboneBaHve ObixaTenbHbIX NyTew,
annepruyeckme HapylleHus, Takue Kak sA40BMTbIA MAOLL, Ba3ocrnacTuieckue 3aboneBaHusl, TakMe Kak aHrmHa,
MurpeHo 1 6onesHb PeiHayga, ¢ubposHble M KomnareHoBble OoOne3HW, TakMe Kak CcKrepogepMmus u
303NHOUIBbHBIA - hacumones, pedrekTopHO-CUM-NaTUYECKYIO AUCTPOMMIO, TaKyld Kak MrevyeBor CUHOPOM,
XPOHWYECKME pacCTPOWCTBA, CBsiI3@aHHble CO CTPeccoM, nepudepuyeckylo  HeBponatuio, HeBpanruio,
HeBpoOMaTonorMyeckne paccTporcTsa, Takme Kak 6onesHb Anburerimepa, cnaboymue, cssisaHHoe co ClM[om,
AvnabeTnyeckass HEBPOMATMS U MHOXECTBEHHbIN CKNEPO3, HapyLUeHWsl, CBA3aHHbIE C UMMYHHbBIM YCUIEHNEM WU
yrHeTeHveM (cyrnpeccuen), Takme Kak CUCTeMHasi KpacHasi BonyaHka, U peBmMaTndeckme 3aboneBaHusi, Takme Kak
nbpo3. CnegosaTenbHO, 3TV COEQMHEHUS NIErKO NpMCcnocabnmnBaroTCa K TepaneBTUHECKOMY WMCNOMb30BaHNIO B
KayecTBe aHTaroHMCTOB A4S BellecTBa P npu koHTpone n/vnu neveHnmn noboro ns BbllleykasaHHbIX KIMHUYECKNX
COCTOSIHUIA Y MNEKONUTAIOLLMX, BKIOYaAs NIOAEN.

CoeguHeHus dopmynel 1 1 unx dapmaueBTUHeckn npuemnemMble conv MoryT ObiTb BBedeHbl nnbo
nepoparnbHo, NMMbo napeHTepanbHO, NMMBO HapyxHbIM NyTeM. Boobuwe aTn coeguHeHns Haubonee xenatenbHO
BBOAATCS MPW JO3UPOBKaXx, BapbMpyeMbIx B npegenax npumepHo ot 5,0 mMr BnnoTe Ao npumMepHo 1500 Mr B AeHb,
XOTS1 Hem3beXXHO BCTPeYarnTCs Bapyaumn, 3aBUCsLLMe OT Beca M COCTOSHUSI CybbekTa, KOTOPbIW Bbllle4MBaeTCs, 1
onpegeneHHoro nyTu BeedeHust cpeactea. OgHako, Havbornee >xenaTenbHO MPUMEHSETCH YPOBEHb O03MPOBKU,
KOTOpPbLIN HaxoauTca B npeaenax npumepHo ot 0,07 Mr Ao 0KOMo 21 Mr Ha Kr XXMBOro Beca B ieHb. TeM He MeHee,
MOFYT MPOUCXOANTb U3MEHEHWS, 3aBUCSLLME OT BMOA XXMBOTHOIO, KOTOPOE BbINEYNBAETCS, U €ro MHANBUAYaNbHOM
peakuun Ha ykasaHHOe fiekapCTBEHHOe CPedCcTBO, a Takke OT Tuna dapmaueBTMYeCKoro cocrasa, BblbpaHHOro
npu aToMm, W OT Nepuofa BPEMEHW W MHTepBana, npu KOTOPOM Takoe BBeAeHMe nposoauTcsA. B HekoTopbIxX
Cnyyasix, YpoBHM AO3MPOBOK HWKE HU3LIEro rnpeferna OT BbilleyKa3aHHOro npegena Moryt 6biTb Gonee, yem
[OCTaToOYHbIMK, TOrda Kak B ApYrux crnyyasx Bce elle Gonbluve [o03bl MOMYT OblTb NPMMEHEHbI, HEe Bbl3biBas
Kakoro-nmbo BpegHoro nobo4YHOro AeNCTBUS, NPU YCIOBUK, YTO TakvMe bomnblumne Jo3bl CHavana pasgensiorcs Ha
HeCKOmnbKO ManbIx 403 A5 BBeOEHWS B TeYEHNe BCEro AHs.

CoeguHeHusi n3obpeTeHns moryT ObiTb BBeAeHbl MHAMBMAYaNbHO UMW B coveTaHun ¢ hapMaueBTUYeCKU
npuemMrnemMbiMM HoCUTENsMM N pasdasutensmy nbbiM 13 Tpex paHee yKka3aHHbIX MyTen, u Takoe BBedeHue
MOXeT ObITb NMPOBEAEHO B Pa30BbIX MMM KpaTHbIX Ao3ax. bonee KOHKpeTHO, HOBble TepaneBTUYecKkMe cpeacTea
HacTosLero n3obpeteHnss MoryT ObiTb BBeAEHbl B LUMPOKOM pasHOObpasvm pasnmyHbiX NeKkapcTBEHHbIX opM,
T.e. OHM MOTyT OblTb CMeLaHbl C pasfnuMyHbIMK (hapMaLeBTUYECKA NPUEMMAEMbIMA WHEPTHBIMA HOCUTENSMU B
dopme TabneTok, Kamcymn, nenewlek, NacTWUMOK, XECTKUX NeeHLOB, MOPOLUKOB, pacnblsieMblX PacTBOPOB
(asposonew), KpemoB, LenebHbIX Masen, Cynno3uMTOpWEB, Xere, renen, nacT, INOCbOHOB, Ma3el, BOAHbIX
CYCNEH3WN, UHBbeUMpPyeMbIX pacTBOPOB, JMMKCMPOB, CUPOMOB M TOMY MOZOOHbIX. Takme HOcuTenu BKMOYalT
TBepAble pa3baBuTeny Unu HamnonHWTENW, CTEPUNM3OBaHHbIE BOAHblE CPedbl U pa3HOOOpa3Hble HETOKCUYHbIE
opraHuyeckue pacteopuTenn u T.n. Kpome TOro, nepopanbHble ¢apmaueBTU4eCKMe KOMMO3ULMM MOryT
nogxoaswmm obpasom nogcnawmeaTbcs Wunum apomatusmpoBaTtbcs. Boobule, TepaneBTuyeckn addeKTnBHbIE
COEAVHEHNS HacTosALero M3o0peTeHVs NPeacTaBnslOTCS B TaKMX fekapCTBeHHbIX dopMax Mnpu  YpOBHSX
KOHLIEHTpauuiA, Bapbupyembix B npegenax npumepHo ot 5,0% ao okono 70 Bec.%.

Ona nepopanbHOro npvema, TabneTku, cogepxawme pasHooOpasHble HanoMHWTENW, Takue Kak
MWKpOKpUCTannuyeckasi Lenntonosa, uMtpat HaTpusi, kapboHaT kanbuus, Aukanbumn-cpocdat v muumnH, MoryT
ObITb NPMMEHeHbI BMeCTe C pasHoobpa3sHbiMK Ae3nHTerpatopamm (BewecTsamu, Bbl3blBaloLLMMK pacnagaemMocTb
nekapcTBeHHOW (POpPMbI), TAKUMMK Kak Kpaxman (M NpeanoyTUTenbHO KyKypy3HbI, K KapTodenbHbIi Kpaxman
WM Kpaxman 13 Tanuoku), anbrmHoBasi KUCNoTa W HEKOTOpble CIIOXHblE CUMUKaTbl, BMECTE CO CBSA3bIBAIOLLMMU
BelecTBamMn Afs1 rpaHynMpoBaHus, NogobHO MOMNMBUMHWI-NUPPONUAOHY, Caxapo3e, >XenmaTuHy W akauuu.
[ononHnTeneHo, cMasbiBaloLye BeLlecTBa, TakMe Kak cteapaT MarHus, naypuncynbdart HaTpust 1 Tanbk, 4acTto
ABMSOTCS BECbMaA MOMe3HbIMU ANnA uenen TabnetmpoBaHus. TBepAble KOMNO3numMn NogobHoro Tuna moryT BbiTb
TaKke MPUMeHeHbl B KayecTBe HamnomHWUTENen B XenaTWHOBbIX Karncynax, NpegnodTuTenbHbIMU BellecTBamn B
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3TOW CBA3W ABMSIOTCS TaKKe NakTo3a Uy MOMOYHBIV caxap, a Takke BbICOKOMOJEKYNSAPHbIE MONUITUMNEHININKOMMN.
Korga BogHble CycrneH3nn n/unm anukcupbl SBNSIOTCA XenaTenbHbIMU NS nepopanbHoro npuema, 4efcTBY WA
WHrpegneHT MoXeT ObiTb CMellaH ¢ pasHoobpasHbIMM NOACHALMBATENSAMM UMW BeLLLeCTBaMU1, NpuaaloLLMm BKYC
Uy apomart, KpacsaLMMU BeLLeCTBaMu U KpacuTensimMu, 1, eCim HacTonbko HeobxoanMo, aMyrbratopamm u/mnm
CyCneHAUpYILWMMM BeLecTBaMm, C TakMM XXe YCNexoM, BMecTe C Takumu pa3baBuTensmMu, Kak Boga, aTaHon,
NPOMUNEHIMINKOSb, MULEPUH U pasnuyHbie NogobHbIe codeTaHns nX.

Ona napeHTepanbHOro npvema MoryT ObiTb MPUMEHEHbl PacTBOPbl fe4ebHOro COeAMHEHUS HacTOoALLEro
n3obpeteHnss NMMbo B Macne KyHXyTa WM 3emssiHoro opexa, nnbo B BOOQHOM mponuneHrnukone. BogHble
pacTBopuTeNn AOMKHbI OblTb mogxogdawwymM obpa3om noaseprHyThl gevicTBuio Bydepa (npegnoytutensHo pH
Bbllle, YeM 8), ecnn 3TO HEOOXOAMMO, U XUAKUA pa3baBuTenb CHayana AenaeTcd U30TOHUYECKMM. OTU BOAHblE
pacTBOPbI ABMASATCA NOAXOAAMMMN AN Lenen BHyTPUBEHHOIO MHbeLupoBaHusi. MacnsiHble pacTBOpPbl SBASIOTCS
NOAXOOAWMMY  ONS  UHTPAApTUKYMSPHOro  (BHYTPUCYCTaBHOMO),  BHYTPUMBILLEYHOrO M MOAKOXHOIO
UHbeunpoBaHuii. [puUrotoBrneHne Bcex 3TUX PacTBOPOB MPU CTEPUSbHBIX YCMOBUSIX NErKO OCYLLECTBMSETCs C
MOMOLLBI0 CTaHAAPTHbIX (hbapMaLeBTUYEeCKMX CrocoboB, XOPOLLIO M3BECTHbIX CrieunanucTam, CBEAYLUMM B AaHHOW
06nacTn TEXHWKN.

JononHnTtensHoO, BO3MOXHbIM SIBMISETCS Takke HaHECeHNe COeAMHEHWIN HACTOSILLLEro M306peTeHNs Hapy»KHO,
Korga BbIfleYMBalOTCsl BOCMANUTENbHbIE COCTOSIHUSI KOXMW, M 9TO MOXHO MPeAnononoXMTeNbHO OCYLLECTBUTL C
NMOMOLLBIO KPEeMOB, >Xerne, renen, nact, mased WU TOMy MoAoOHbIX, B COOTBETCTBUM CO CTaHOApPTHOW
hapmMaLeBTUYECKON NPaKTUKON.

AKTMBHOCTb COEAUHEHUIA HACTOSILLLErO M30DpeTeHns B kayecTBe aHTaroHNCTOB BellecTBa P onpegensietcsa no
MX CNoCcOBHOCTU MHIMOMpOBaTb CBA3blBaHWE BellecTBa P Ha ero kneTouyHOM peuentope B TKaHsAX Oblybero
XBOCTa, MPUMEHSISi paanoakTUBHbIE NUraHapbl, YToObl BU3yannanpoBaTb TaxXMKMHUHOBbLIE peLenTopbl NOCPeaCTBOM
ayTopaguorpadumu. AHTaroHM3npyloLas akTMBHOCTb BellecTBa P onncaHHbIX 34eCb COeAUHEHUA MOXeT ObiTb
OLeHeHa C MCMoNb30BaHNEM CTaHOapTHOM MeToAMKM aHanm3a, onmcaHHon Kacknepm u gp. (M.A. Cascieri et al.),
Kak aTo coobueHo B Journal of Biological Chemistry, vol. 258, p. 5158 (1988). 3ToT MeTOA BKIOYaET NO CyLLECTBY
onpegeneHne KOHUEHTpauMn MHONBUOyanbHOro coequHeHuns, Tpebyemon ansa noHwkeHus Ha 50% konuyecTBa
nurangoBs BewectBa P, MeuveHbIX pagvMoakTMBHBIMM aToMamu, Ha WX KIETOYHbIX pelenTopax B yKa3aHHbIX
BblJENeHHbIX KOPOBbMX TKaHsAX, TEM CamMbiM MpedoCcTaBnss xapakTepHble BenuuunHbl ICso (KOHUEHTpauus Ans
WHrMBMpoBaHWA akTnBHoCTeN Ha 50%) ANst KaXKA0ro UCMbITYEMOro CoeAVHEHNS.

B aton meTtoauke, TKaHb Bblibero XBOCTa BbIHUMAIOT M3 XOnogunbHuKa npu -70°C 1 romoreHnsnpytoT B 50-T1
obbemax (Bec/obbem) oxnaxgeHHoro nbgom 50 MM Tpuc- (T.e., TpUMeTammnHa, KOTOpbIA ABMSETCS 2-aMUHO-2-
rmgpokcumeTun-1,3-nponaHam-onom)-xnop-rugpatHoro Oydepa, mmetowtero pH 7,7. FTomoreHaT noaBepraetcs
ueHTpudyrnposanuio npu 30.000 x G B TeveHne 20-Tn MMHYTHOrO nepuoga BpemeHn. Ocagok B Npobupke nocne
ueHTpudyrnpoBaHunsa 3aHoBo cycrneHampyetcs npu 30.000 x G B TeveHue gononHuTeneHbix 20-Tn MuHyT. Ocagok
B Npobupke NOBTOPHO cycneHanpyeTcs 3ateM B 40 obbemax oxnaxgeHHoro nbgom 50 MM Tpuc-6ydepa (pH 7,7),
cogepxawero 2 MM xnopuctoro kanbuus, B 2 MM xnopuctoro marHus, 40 r/mn GauutpaumHa, 4 MKr/mn
nevnentuHa, 2 MKr xvBoctatmHa 1 200 r/mMn Bblubero CbIBOPOTOYHOro anbbymvHa. 3Ta cragus 3aBepLuaeTt
rony4eHne TkaHeBOro npenapara.

MeTtoguka pagmonuraHgHoOro CBsi3biIBaHUS NPOBOAWTCA 3aTeM crnegylowmm obpasom, a WUMeEHHO, nyTem
WMHULMMPOBaHMS peakuun Yepes gobasneHne 100 MK UCMbITYEMOro coegnHeHns, [OBEAEHNEM A0 KOHLeHTpauum
1 MkM, 3a koTtopebim cnepyeT gobaeneHne 100 MKn pagvoakTUBHONO nuraHaa, OOBEAEHMEM [0 KOHEYHOM
KoHueHTpauun 0,5 MM, a 3aTtem, HakoHel, nobaBneHnem 800 MKN TKAHEBOro mpenaparta, MoSy4YeHHOro Kak 3To
onucaHo Bblwe. KoHeuHblh obbem cocTaBnseT Takum obpasom, 1,0 mMn, u peakuMoHHass CMeCb 3aTeMm
rnoaBepraeTcst 3aBUXPEHNIO U MHKYBMpyeTcs npu KoMHaTHOM TemnepaType (npubnuautensHo 20°C) B TedeHne 20
MuHYT. Coaepxumoe Npobunpok 3atem OUNbTPyeTCH, UCNONb3ys COOPHMK KNETOK, N CTEKINOBONOKOHHbIE (DUNbTPbI
(BatmaH GF/B) npombiBatoTcs YeTblpe pasa ¢ 50 MM Tpuc-6ydpepa (pH 7,7), ¢ dunbTpamu, npeasapuTensHO
nepenponuTaHHbIMU B TEYEHUE ABYX YacoB Ao npouecca unbTpauun. 3atem onpegensercs pagMoakTUBHOCTb B
cyetunke beta-yactny npu 53%-Hon adpekTMBHOCTM oOTcyeTa, a BenuumHbl ICsg BBIMMUCIIATCA MNyTEM
MCMONb30BaHWSA CTaH4APTHbIX CTAaTUCTUYECKMX MeToAoB. Huke npeacTaBneHbl pesynbTaTel UCIbITaHWA.

CnocobHOCTb COeAMHEHUIN CBA3bIBATbL peuenTop BellecTBa P

CoepguHeHne CoeanHeHne CoeanHeHne CoeauHeHne
|C50 |C50 ICSO |C50
npumepa npumepa npumepa npumepa

1) 0,5 24) 260 47) 1000* 70) -
2) 15,9 25) - 48) 81* 71) 59*
3) 9,3 26) - 49) 320" 72) -
4) 17,6 27) 260 50) - 73) 190*
5) 15 28) 280° 51) 285* 74) 600*
6) 62 29) 1700 52) 72* 75) 36*
7) 14 30) 350 53) 370" 76) 3,3
8) 16 31) 890 54) - 77) -
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9) - 32) 46 55) 310* 78) -
10) - 33) 350 56) - 79) -
11) 3,3 34) 9" 57) 270* 80) 190*
12) 16 35) 31* 58) 130* 81) 540*
13) - 36) 46* 59) - 82) -
14) - 37) 69* 60) - 83) 238
15) 66 38) 7" 61) 1000* 84) 241
16) 86 39) 100* 62) 920* 85) 2,2
17) 24’ 40) 13* 63) M- 86) -
npumep 1
18) 21 41) 46* 64) 0,2 87) -
19) - 42) - 65) - 88) 2,0
20) 11 43) 59* 66) - 89) 4,4
21) 1500 44) 220* 67) 390* 90) -
Oy6nukat
22) 2600 45) 310* 68) npvmMepa 91) 2,2
27
23) 210 46) 555* 69) 260*
92) 1,5 109) 43 126) 44 143) -
93) 2,8 110) 24 127) 11 144) 1,4
94) 61 111) 57 128) 1,6 145) -
95) 7,6 112) 17 129) 15* 146) 8,1
CnocobHOCTb CoeaMHEHUI CBA3bIBaTb peLenTop BelecTsa P
CoeaunHeHne IC CoeavHeHne IC CoeavHeHne IC CoeavHeHne IC
50 50 50 50
npumepa npumepa npumepa npumepa
96) - 113) 100 130) 18* 147) 79
97) - 114) 3,5 131) 49+ 148) 140
Oy6nukat
98) - 115) npumepa 132) 370 149) 140
143
99) 66 116) 31 133) 20 150) 54
100) - 117) 19 134) - 151) -
101) 0,36 118) 30 135) - 152) 150
mp
n3omep:
102) 0,58 119) 1,1 136) 110 153) 1,6*
Ip n3omep:
10*
103) - 120) 1,2 137) 88 154) 24
104) 24 121) 2,0 138) 0,33 155) 24
105) 52* 122) 7,2 139) 0,56 156) 84
106) 2,3 123) 12 140) - 157) -
107) 2,8 124) 4,5 141) 1,4 158) 0,23
108) 5,8 125) - 142) 1,6 159) -
[laHHble NPeaCTaBnsioT 3HaueHe k' (HM).
[aHHble co 3Be3a04KoN NpeacTaBnsatoT 3HaveHus 1Cso (HM) no oTHoLIeHMIo (3H)-Beu.|,eCTBa P vnn [125I] Bolton-

Hunter Bewectea P

AHTU-NICMXOTUYECKAs aKTUBHOCTb COEOMHEHUM HACTOSILLEro U300peTeHVs B Ka4yecTBE HerponenTUyeckux
cpeacTB unu GopbObl € (perynupoBaHusl) pasfuyHbIMU  MCUXOTUYECKMMY PacCTpOMCTBaMu onpenensieTcs
rmaBHbIM 0Opa3oM WCcCNenoBaHUMEM MX CMNOCOGHOCTM MOAABMsiTb Y MOPCKUX CBUHOK TUMNEpPrnofBUXHOCTb
VHIYLMPOBaHHy0 BellecTBoM P unu aroHucTom BellecTsa P.

3T0 MccnegoBaHWe NPOBOAMIIOCH CHadara BBEOEHUEM MOPCKMM CBUHKAM KOHTPOMbHLIX COEAMHEHWA Unu
COOTBETCTBYIOLLMX UCTLITYEMbIX COEAWHEHUA HACTOSILLErO WM300pETEHUsl, 3aTeM WHBLELMPOBAHUEM MOPCKMX
CBMHOK BeluectBoM P wnu aroHucToM BelecTBa P nyTem aHTpalepebparnbHoro BBEAEHUS Yepe3 KaHIIMo U
nocrne 3Toro U3MepeHeM UX UHAMBUAYaNbHON ONOPHO-ABUraTeNbHON peakLnn Ha yKasaHHbI CTUMYII.
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Hwke npegctaBneHbl [JdaHHble, MOKa3biBalOWME MNPOTUBOPBOTHYIO aKTMBHOCTb (2S,3S)-2,-chbeHnn-3-(2-
MeTOKCHOeH3nnammnHo) nunepuanHa, coeguHeHns opmynel 1, UCNBITAHHOTO Ha XMBOTHOW MOAENMW XOpbKa.

MpoTnBOpPBOTHAA aKTMBHOCTb, OnpeerneHHas Ha Mo4enu Xopbka.

B3pocnbix xopbkoB-camuoB (depmbl Mapwanna, ot 800 go 1200 r) He MeHee YeM 3a 48 yacoB nepepq
9KCMepVMEHTOM MOMeLlanu MHAMBMAyanbHO B OOCTaHOBKY, KOHTpPONUpyemyl Mo TemnepaType, CBETY W
BNaXHOCTU. >KMBOTHbIM [JdaBanu CTaHZapTHYI [paHynMpoBaHHylo nuwy u Bogy no notpebHoctu. [Mepeq
BBEAEHNEM LMC-MNaTUHbI XXUBOTHbIX NALLAMNM MULLM Ha HOYb.

OnpegenenHHbiMmn fo3amu gasann NK' cenekTvBHble aHTaroHUCTbI BellectBa P nubo nepen, nubo nocne
BBEAEHUS] LMC-NNaTvHbl Ha OCHOBE paHee MPOBEAEHHbIX WCCNegoBaHUA MO OnpedeneHuntio onTUMaribHOro
BPEMEHM BBeOEeHUs nekapcTsa. CP-
99,994" (3,0 unn 10 mr/kr) gaBanu B BUAe pa3oBoW nepoparnbHon Ao3bl Yepe3 30 MUHYT Mocre BBegeHWs Lmc-
nnaTtuHbl (10 Mr/Kr BHYTPMOPIOLWMHHO).

Lmc-nnatuna (1) anammuHguxnopug (uic-nnatuHa) 6eina npuobpetera y pupmbl Curma Kemukan Komnaxu,
CeinT-Jlync, Muccypu, CLUA.

Bcnen 3a gaven umc-nnaTuHbl XOpbKWM Habnoganvce HempepbiBHO B MHAMBUAYabHbBIX NOMKapOOHAaTHbIX
KrneTkax B TeyeHne He MmeHee 120 MuHYT. Bpems 1 konv4ecTBo HabnogaBLIMXCA MO3bIBOB HA PBOTY U BbIOPOCOB
PBOTHbIX MAacc 3an1cbIiBanunCb Ans KaX40ro XXUBOTHOTO.

Mo3bIBbl HA PBOTY KOMMYECTBEHHO ONpeaensanucb NyTem nogcyeta pUTMUYECKNX COKPaLLIEHUIA XXUBOTA.

BbIBpocoM pBOTHBIX Macc CYMTaNOCh Ka4oe OparibHOe UCTOPXKEHMWE XUOKOro Uin TBepAoro CogepXnMoro
BEPXHEro Xenyao4yHo-K1LWeYHoro TpakTa. Kaxagoe »X1MBoTHOe MCbITbiIBanoch fulb O4WH pas.

PesynbTaTbl npegcTaBneHsl B BUAE Anarpam.

1)CP-99,994 - 970 (2S, 3S)-2-peHunn-3-(2-MeToKCMBEH3UN-aMNHO)-NMNEPUANH
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Doza CP-99,994 (mMr/kr) nOepopasbHO

HacToslwee n3obpeTeHne NosicHAETCH CrneayoLmMmMn npuMepamu.

OpHako, JOMKHO ObiTb MOHSATHBIM, YTO U30OpEeTeHWEe He OrpaHMYMBaETCH KOHKPETHbIMW OEeTansMu 3TuUX
npUMepoB.

Mpumep 1

Linc-3-(2-meTokcrnbeHannaMmmHo)-2-peHnnnune-puanH

A. 2-Okco-5-0KCMMWHO-6-heHnnnmnepuavH
K nepemeluBaeMomy pacTBOpy TpaHC-5-HUTPO-2-0Kco-6-chbeHun-nunepuamnnHa (27,0 r, 122,6 mmonen) B 1:1

CMecH XITOpUCTOro MeTuneHa: meTaHona gobaensT TpeT-OyTunat kanusa (135 mmonen, 15,1 r) npu 25°C. 3ty
peakLMOHHY0 CMeCb oxNnaxaalT A0

-78°C v ra3oobpasHblii 030H NpobynbknBaeTcs Ao Tex nop, noka (3 yaca) TCX (10%-HbIi MeTaHoMN B XSIOPUCTOM
MeTuneHe) He BydeT nokasbiBaTb MCXOOHOMO BellecTBa. PeakuMoHHy0 cMeCb NMpoAdyBatoT 3aTeM asoToM, YTOObI
yAanuTb n3bblTOK 030Ha, a 3aTem obpabatbiBatoT gumMeTuncynscgugom (60 mn) npm -78°C. MNocne nogorpesaHus
[0 KOMHaTHoW TemnepaTypbl B TedeHne 30 MyH, ee obpabaTbiBaloT BOAHBIM pacTBOPOM rapokcunammHa. (85,2 r,
1,22 mons) un auetata Hatpus (50,3 r, 613 mmonen) B Boge (220 mn). [Nocne nepemelwunBanus, B TedeHne 16
4YacoB, NerkoTekyyve BelecTBa yAansloT MCMOoMb3ys POTOPHbIN McnapuTens. OcTaTtok BbinvBaloT B 1,2 nutpa
xonogHon BoAbl M nepemewrvsaloT B TedeHne 30 MuH. Bbinagawolwee B o0cadok TBepaoe BeLECTBO
UNbTPYIOT, YTOOBI NOMY4NTb 2-OKCO-3-OKCUMWNHO-B6-hbeHun-nunepugnH (14,0 r, 56,0%). T.nn. 178°C.
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"H AmMP (AMCO-ds, 300 Mru) &: 2,04-2,22 (2H, mynbtunneT), 2,4-2,42 (1H, mynsTunnet), 2,71 (1H, oybnet n
Tpunnert, J=8 n 16 'u), 5,02 (1H, gy6ner, J=4 'y), 7,28-7,41 (5H, mynbTunner), 8,35 (1H, aybnet, J=4 I'y), 10,99
(1H, cnHrneT). TCX:(90:10 cmechb xnopuctoro metuneHa:metaHona) Rf=0,54.

B.Linc-5-(2-meToKcnbeH3nnammHo )-2-okco-6-che-HunnmnepuavH:

2-0kco-5-0kCMMUHO-6-cheHnnnunepmauH (28,2 r, 138 mMmoneit) pacTBOpSOT (HarpeBaHWe Ha napoBov GaHe
ABnsieTcs HeobxoAMMbIM, YTOGBI MOMNYYNTL MPO3PaYdHbIN pacTBop) B aTaHone (500 mn), cogepxaliem metaHon (50
mn). JobaensatoT HenTpanbHbin HUkenb PeHes (80 r) u cMecb BCTpsiXMBAKOT Ha TpsAcyyke MNappa B atmocdepe
Bofopozaa (40 psi=2,81 kr/cm?).

Mocne 18 yacoB peakUMOHHYO CMecb (UMbTPYIOT Yepe3 auatomoBylo 3emnio (LlenuT (ToproBas mapka)),
KOTOpYyl0 TWATeNbHO NPOMbIBAOT MeTaHorom. OpraHuydeckue pacTBOpPUTENM YAansT, UCMOMb3ys POTOPHbLIN
ucnapuTenbs, 4Tobbl MONYYNTE Macno, KOTopoe 3aTBepAeBaeT npu ctosHuK (26,2 r, 100%).

"H-AMP  nokasbiBaeT, uTO npoaykT peakumm angetcs 3:1 cMecbio Uuc-5-aMUHO-2-0KCo-6-heHnnnu-
nepuanHa n TpaHc-5-aMuHo-2-0Kco-6-eHnnnmnepun-guHa, COOTBETCTBEHHO.

9Ty cmechb pacTBopstoT B MeTaHorne (345 mn) n pH goBogsaT 4o 5 ¢ NOMOLLBI0 HACBILLEHHOTO METaHOMbHOro
pacTBOpa XMopPMCTOBOAOPOAHON KucnoThl. K cucteme gobasnsiot cuta 4 A (55 r), umaHoBopormapua HaTpus (138
MMoriein) 1 opTo-mMeTokeu-6eH3anbaerng (22,5 r, 165 mmonen).

MepemelunBaHne npogomkaroT (4 Yaca) 4O Tex Mop, Noka peakuns He 3aBepLUMTCS, KaK 3TO MoKa3biBaeTcs C
nomowpto TCX. PeakumoHHylo cmecb unbTpyloT yepes gmaTomoByto 3emnto (Llenut (ToproBas mapka)) u
unbTPaT KOHLEHTPUPYIOT, UCNOMb3YS POTOPHBIN BbinapusaTtens. OcTaTok cycneHaupyloT B Boge u pH genaiot
OCHOBHbIM. BoHyto hasy akcTparvpyoT XnopuctelM MeTuneHom (4 x 200 mn), npoMbIBalOT BOAOW, paccorom, a
3aTem BbicywmBaloT (6e3BoAHbIM CynbdaTOM MarHusl) M KOHUEHTPUPYHOT, YTOObI monyumTs Macro (47,0 r),
KoTopoe noasepraetcs dneLw-xpomaTtorpadmun. IniompoBaHme ¢ nomowblo 3%-HOro MeTaHorna B XOPUCTOM
MeTuneHe AaeT Genoe TBepaoe Belectso (19,6 r, T.nn. 122°C). 'H-AMP (CACIs) &: 1,81-1,96 (1H, MynbTunneT),
2,0-2,18 (1H, mynbTunner), 2,4 (1H, aybnet n Tpunnet, J=4,5 n 16 I'y), 2,75 (1H, Tpn aybneTta, J=6,5, 10,5 n 16
Mu), 3,48 (3H, cunrner), 3,54 (1H, aBa pybneta, J=13,8 'y), 3,76 (1H, aBa agybneta, J=13,8 y), 4,72 (1H,
ny6nert, J=4 T'y), 5,72 (1H, ywupeHHbI cuHrneT), 6,71 (1H, oybnet, J=8 l'u), 6,8 (1H, Tpunnert, J=6,8 'u), 7,04
(1H, nBa gy6nerta, J=1,8 1 7,2w), 7,17 (1H, gybnet v Tpunner,J=1,6 n 8,2 I'y), 7,2-7,44 (5H, mynbTynner).

HRMS: BbluncneHo ans CioH2oN202: 310, 1682.

HangeHo: 10, 1649.

TCX: (90:10 cmecb xnopucTtoro MeTuneHa:metaHona) Rf=0,47.

C. Umc-3-(2-meTokcnbeH3nnammHo)-2- oeHnnnm-nepuanH

BopaH-gumeTtuncynbduaHbii koMnnekc B TeTparmgpodypaHe (2M, 158 mn, 315 mmoneit) gobasnsioT K
pacTtBopy  umuc-5-(2-meTokcubeH3annamMuHo)-2-okco-6-cbeHmnnunepungnHa (19,6 r, 63,0 wmmonein) B
TeTparngpodypaHe (500 mn) B atMocdepe a3oTa U peakUMOHHY0 CMECb HarpeBaloT Npu Temnepartype KUneHus ¢
obpaTHbIM XonoAunbHUKOM B TeveHne 18 yacoB. K KOHUY 9TOro nepuopa peakuMOHHYK CMEChb OXNaxdawT U
n36bITOK GopaH-aMMETUNCYNbUAHOIO KOMMIeKca OCTOPOXHO pasnaraloT gobaBneHMeM Mo Kannsm MeTaHona.
Copepxvnmoe peakLMOHHON CMECK KOHLIEHTPUPYIOT 3aTeM nogd BakyymoM. OtaHon (500 mn) 1 nopolkoobpasHbin
kapboHaT kanus (17,5 r, 126 mmoneit) [o6aBNAT K OCTaTKy U peakLMOHHYI0 CMECh HAarpeBaloT Npu Temneparype
KMneHust ¢ obpaTHbIM XonoaunbH1Kkom (18 yacos).

3aTeM peakuMOHHYI0 CMECb KOHLEHTPUPYIOT NOA BaKyyMOM U OCTaTOK 9KCTparmpytoT XIIOpUCTbIM METUIIEHOM
(4 x 250 mn) 1 BbicyLLMBaIOT (6€3BOAHBIM CyNbhaTOM MarHus).

OpraHuyeckme pacTBOpUTENN yAansooT Mof BakyymMoOM, YTODbl MOMy4nTb OCTaTOK, KOTOPbIA PacTBOPSOT B
MWHUManNbHOM KONMuecTBe Xflopuctoro MetuneHa. K atomy pacTtBopy p[obasnsioT wu3bbITOK pacTsBopa
XIMOPVCTOBOAOPOAHON KUCMOTbI B MPOCTOM 3dmpe, TakuM 06pa3oM AMrMApOXIOpUAHYI0 Cofb  umc-3-(2-
MeTOKCUOEeH3nNamMmnHo)-2-peHnnnunepmanHa, KoTopyl BbldensioT dunbTpaumen. Ty COonb HarpesaloT npu
TemnepaTtype KUMHUS ¢ obpaTHbIM XonoaunbHUKOM B xrnopodopme (400 mn) B TedeHne 3 4acoB 1 unbTPyHoT,
4yTOObI NOMY4YMTb MO CyLLECTBY YUCTYIO XITOPMCTOBOAOPOAHYIO COMb Ha3BaHHOIO Bbille cCoeanHeHus (22,4 1, T.nn.
245°C, 96%), KOTOpYH KpUCTannmusyloT W3 CMecu ropsyero MeTaHona-aTaHona, 4tobbl nomyuuTb 6Genoe
Kpuctannuyeckoe TBEpAoe BEeLLEeCTBO
(19,2 1, 83%).

T.nn. 255°C (comb HCI). "H-AMP (CACI, cBo6oaHoe ocHoBaHue) &: 7,1-7,3 (6H, mynbTunnet), 6,97 (1H, ABa
nybneta, J=1,7 n 7,4 T'uy), 6,79 (1H, ywwnpeHHbin Tpunnet, J=7,4 'u), 6,66 (1H, gybnet, J=8,2 'y), 3,87 (1H,
nybnert, J=2,3 T'u), 3,67 (1H, nybnet, J=11,4 l'y), 3,44 (3H, cunrner), 3,4 (1H, gybnet, J=14 Tu), 3,22-3,3 (1H,
ylwnpeHHbIi gyonet, J=2,2 'y), 2,72-2,86 (2H, mynbtunneT), 2,09-2,19 (1H, ywupeHHbin aybnet, J=13,7 lu),
1,84-2,01 (1H, py6net u Tpunnet, J=4,0 n 13,0 'y), 1,53-1,7 (1H, gybnet u Tpunnet, J=3,5 1 13,4 l'u), 1,33-1,45
(1H, gI.IJI/IpeHHbIVI ay6net, J=12,5'y).

Bc-amp (COCIls, cBoboagHoe ocHoBaHue) 6: 157,6, 142,5, 129,6, 128,3, 128,2, 127,8, 126,5, 126,3, 120,0,
109,8, 64,0, 54,8, 54,7, 47,8, 46,7, 28,2, 20,4.

HRMS: BbluncneHo ans CigH24N20: 296, 1886

HangeHo: 296, 1904:

TCX: (90:10 cmecb xnopucToro meTuneHa:metaHona) Rf=0,39.

Mpumep 2

Linc-1-annun-3-(2-meTokcnbeH3nnaMmmHo)-2-oeHnnnmnepuanH.

B aTmoccbepe a3oTa, B kpyrnogoHHon konbe, nomewatot 60 Mr (0,2 MMOrs) Ha3BaHHOTO BbILLE COEOUHEHUSI
npumMmepa 1 7 0,2 Mn XIOpUCTOro MeTu-
neHa.
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K aton cucteme gobasnstot 28 mkn (0,2 mmonsa) Tpuatunamuda u 17,5 mkn (0,2 mmonsi) 6pomuctoro
annuna, U peakuMoHHY0 CMEeCb NepeMeLLMBalOT NPU KOMHATHOW TeMnepaTtype B TeHYeHNe HOuW.

Cmecb pasgensioT Ha Cnouv Mexgy XIopuUCTbiIM METUMINIEHOM W HacblWEHHbIM BOAHBIM  PacTBOPOM
GukapboHaTa HaTpus, Crov pasgensioT, u BOAHYH a3y IKCTparvpyloT Tpemsi MOpUMSAMU XITOPUCTOrO Me
Tunexa.

O6beanHeHHble opraHuyeckme pakuum BbiCyLLMBAIOT (CynbdaToM HaTpusi) Y KOHLEHTPUPYIOT C NMOMOLLBHO
poTopHoro ncnaputens. Cbipoe BELLECTBO OYULLAIOT C NOMOLLBIO dreLl-xpomaTorpadum, YTobbl NonyyYnTs 26 Mr
Ha3BaHHOIO BblLLE COEANHEHMSI.

"H-amp (COCI3) &: 7,20 (mynbTunnet, 5H), 7,03 (tpunnet, 1H, J=6 'y), 6,79 (oybnet, 1H, J=6 I'y), 6,88
(Tpunnert, 1H, J=6 'u), 6,57 (aybnet, 1H, J=6 I'y), 5,78 (mynbTunnert, 1H), 4,95 (myneTunner, 2H), 3,62 (oybner,
1H, J=12Tu), 3,40 (cuHrnet, 3H), 3,32 (aybnet, 1H, J=12u), 3,26 (gyonet, 1H, J=2 I'y), 3,18 (MynbTnnet, 1H),
2,56 (mynbtunnet, 1H), 2,36 (mynmbtunnet, 1H), 1,98 (mynbtunner, 3H), 1,68 (mynetunner, 1H), 1,38
(MynbTunnert, 2H).

HRMS: BbluuncneHo ans CaH2sN20: 336, 2202.

HanpgeHo: 336, 2216.

Mpumep 3

Linc-1-atnn-3-(2-meToKkcMbeH3nnammHo)-2-cbeHn-nnmnepuamnH.

A. LUnc-5-(N-TpeT-6yToKCuKapbOHNT-METOKCUBEH-31NaMMNHO)-2-0KCO-6-heHnnnmnepuamnH.

B atmocdepe a3oTa B KpyrnogoHHyo konby nomewatot 2,0 r (6,4 Mmonst) unc-5-(2- meTokcnbeHan-na-mMmuHo)-
2-0KCco-6-cheHnnnunepuanHa, 7 Mmn xnopuc-toro metuneHa n 14,1 r (64,5 monen) an-tpet-byTun-gukapboHaTa.
PeakunoHHyto cMecb nepemelLnBaloT NpyM KOMHaTHOW TemnepaTtype B Te4eHue 4 AHEN, BbINMMBAIOT B HACbILLEHHbIN
BOAHbIV pacTBOp OukapboHaTa HaTpusi U IKCTParMpyoT AByMsi NOPLMSMU XIiopucToro metuneHa. O6begnHeHHble
opraHuyeckne pakuuy NPOMbIBAOT BOAOW, BbICYLUMBAIOT (CynbaTtoM HaTpusi) U KOHLEHTPUPYIOT C NMOMOLLBHO
pPOTOpPHOro uMcnaputens, 4tobbl nomy4uTb 16 r macna. Cblpoe BeWecTBO oOuuWalT  reL-KonoHOUYHOM
xpomaTorpadment,  ytobel  monyunte 2,4 (91%-Hbi  BbIxod)  umc-5-(N-TpeT-OyTokCcMkapOoHMN-2-
MeToKcubeH3nnammnHo)-2 -okco-6-heHnnnunepuamHa B Buge 6enoro TBepAoro BeLlecTsa.

'H-AMP (CLCls) &: 7,34 (MynbTunneT, 3H), 7,14 (mynbtunnet, 2H), 7,04 (MynbTunnet, 1H), 6,92 (ny6neT, 1H,
J=7 T'u), 6,79 (tpunnert, 1H, J=7 Ty), 6,62 (gybnet, J=7 I'u), 5,00 n 4,86 (2 mynbtunneta, 1H), 4,68 n 4,46 (2
mynbTunneTa, 1H), 4,00 n 3,78 (2 pybneta, 1H, J=18 'u), 3,58 (cuHrner, 3H), 2,82 (aybnet, 1H, J=18 'y), 2,20
(myneTunnert, 2H), 1,80 (mynbTtunnet, 1H), 1,44 (mynstunnet, 1H), 1,53 1 1,36 (2 cuHrneta, 3H).

B. Uuc-N-atun-5-(2-meTokcnbeH3nnammHo)-2-okco-6-deHnn-nunepmanH

B armMocdepe asota B KpyrnodoHHytw  konby  nomewaoT 50 mr (0,12 mmonst) unc-5-(N-TpeT-
ByTOKCHKapPBOHMN-2-MeTOKCMBEH3UN-aMUHO)-2-0Kkco-6-cbeHunnunepugnHa 1 0,2 mn TI®. K aton cucteme
pobasnsiot 13,5 mr (0,12 mmons) TpeT-6yTnnata kanua n 20 mkn (0,24 mMons) vogmcToro aTuna. PeakumoHHyto
CMeCb MepemeLLnBatoT Npu KOMHaTHOM TemnepaType B TeveHue 3 4YacoB (BO Bpemsi 3TOro nepvoga BpeMEHU K
cucTeme 0o0aBnAT JOMONMHUTENBHOE KONMYecTBO TpeT-OyTunaTa kanus (13,5 mr) n noguctoro atuna (20 mkn).
CwmMecb pasgensioT Ha Criov Mexgy XopucTbiM METUIIEHOM M BOAHbIM pacTBOPOM OukapboHaTta HaTpusi, crnou
pasgensioT M BOAHyl0 (hasy IKCTparMpyloT Tpems nopumsMu  xmnopuctoro metuneHa. O6beduHeHHble
opraHuuyeckne pakumm BbICyLIMBaOT (CynbdaTtoM HATPUSA) W KOHLEHTPUPYIOT C MOMOLLUBIO  POTOPHOrO
ucnaputens. Cbipoe BeLLeCTBO ouuwalT dnew-KorioHoOYHOW Xpomartorpadwven, wucnonb3ysa 3:97 cmech
MeTaHona/xnopodopma B kayecTBe 3ntoeHTa, YTobbl nonyunts 42 Mr umc-N-a1mun-5-(2-meTokcmbeH3nnammHo)-2-
OKCO-6-heHunnunepuanHa.

"H-ampP (COCls) &: 7,36 (mynbtunnet, 3H), 7,10 (mynbtunnet, 3H), 6,92 (aybnet, 1H, J=6,0 'y), 6,80
(tTpunner, 1H, J=6 '), 6,63 (ay6neTt, 1H, J=6 1), 4,97 1 4,82 (2 mynbTunneta, 1H), 4,60 n 4,40 (2 mynbTnNneTa,
1H), 4,00 (mynbTtunnet, 1H), 3,80 (MynbTtunnet, 1H, J=18 'y), 3,58 (cuurnet, 3H), 2,80 (gybnet, 1H, J=18 '),
2,50 (mynbtunnert, 3H), 1,80 (mynbtunnet, 1H), 1,56 n 1,38 (2 cuHrnera, 9H), 1,06 (Tpunnet, 3H, J=7 I'u).

Macc-cnektp m/e 438 (curHan, COOTBETCTBYIOLMIA HEANCCOLMNPOBAHHOW MOSEKYe).

C. Umc-1-atun-3-(2-meTokcubeH3nnamMmHo)-2-0k-co-6-heHnnnmnnepuamH.

B kpyrnogoHHyto konby nomettatoT 173 mr (0,39 mmonsi)umc-N-atun-5-(N-TpeT-6yToKcukapOoHmn-2-
METOKCUOEH3MNnammnHo)-2-okco-6-cpeHunnune-puguHa n 0,5 mn guokcana. K aton cucrteme pgobaensot 5 mn
OVOKCaHa, HacCbILEeHHOro XMopUCTbiIM BOAOPOAOM. PeakumoHHyl0 CMeCb nepeMeluvBaloT Mpyv  KOMHAaTHOW
TemnepaTtype B TedeHue 2,5 4acoB U KOHLEHTPUPYIOT C MOMOLLIO POTOPHOro ucnaputens. OcTtaTtok pasgensoT
Ha 4YacTM MeXAy HacblleHHbIM BOAHbIM pacTBOpPOM OukapboHaTa HaTpus U XNOpodOPMOM WM 3KCTParnpytoT
Tpems nopumsamu xropodopma. Ob6beauHeHHble opraHnyeckne dpakuuy BbICYLUMBAOT (CynbdaTtom HaTpust) u
KOHLEHTPUPYIOT, YTOObI nonyuntb 84 Mr umc-1-a1un-3-(2-mMeToKCMbEH3NNaMMHO)-2-0KCO-6-heHnnnmunepmuanHa,
KOTOPbIVI MCMonb3yloT HeMeaneHHo 6e3 AanbHenLen OYNCTKN.

H-AMP (COCI3) &: 7,28 (mynbTtunnet, 7H), 6,90 (tpunnet, 1H, J=6 I'y), 6,81 (gybnet, 1H, J=6 I'y), 4,68
(oyobnet, 1H, J=2 I'y), 3,88 (mynbtunnet, 3H), 3,74 (cuHrnet, 3H), 3,14 (mynbtunnet, 1H), 2,56 (MynbTUNneET,
3H), 1,76 (mynbtunnet, 1H), 1,54 (mynbtunnert, 1H), 1,04 (tpunnet, 3H, J=6 I'y).

D. Uuc-1-a1tun-3-(2-meTokcnbeH3nnammHo)-2-peHnnnmnepuanH.

B atmocdepe asota B KpyrnogoHHyto konby nomeryatot 80 mr (0,24 MMonsi) amuHa, Nony4YeHHOro BhIle, U 5
mn Tr®. K atoih cucteme pgobasnswot 0,59 mn (1,18 mmons), 2,0 M 6opaH-gumeTun- cynb-pmMaHoOro Kommnekca B
Tr®, n peakuMoOHHYO CMeCb HarpeBaloT B TedeHue Houm npu 60°C. Cmecb oxnaxgatoT, K CUCTEME OCTOPOXHO
[o6aBnalT NpMONM3NTENBHO 2 M METaHona U CMeCb NepemeLlMBaloT B TeveHne 1 yaca M KOHLEHTPUPYHOT C
nomoLLblo poTopHoro ucnaputens. K cucteme gobaenstot 66 mr (0,48 mmons) kapboHaTta kanvsa B 2 Mn aTaHona
N CMECb HarpeBaloT Npv TemnepaTtype KUneHus ¢ obpaTHbIM XONOAUIbHUKOM B TedeHue 2,5 yacoB, oxnaxgaroT u
KOHUeHTpupytoT. OcTaToK pasgensioT Ha 4acTu Mexay BOOOW U XIOPUCTbIM METWMEHOM, CIoM pasgensioT u
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BOAHYIO ha3y SKCTPaArvpyloT Tpemsi nopumsamy xmnopuctoro metuneHa. O6beauHeHHble opraHndeckme dpakumm
BbICYLUMBAIOT (CyrnbaToM HaTpWs) U KOHLEHTPUPYIOT, 4Tobbl monyunte 64 Mr xentoro macna. 970 Macno
pacTBOPSIIOT B X/OPUCTOM MeTUreHe, a 3arteM K pacTBopy [Ao06aBnsioT 3dup, HacbIEeHHbIA XNOPUCTbIM
BOAOPOAOM. MonyyeHHoe TBEpAoe BeLLEeCTBO cobupator, nony4yasi
60 Mr xnopucToBOAOPOLHON CONM HAa3BaHHOTO BbILE COeAVMHEHNS.

"H-aMP (cBoGoaHOe ocHoBaHue, COCIs) 8: 7,22 (mynbTunnet, 5H), 7,03 (tpunner, 1H, J=6 'y), 6,78 (aybner,
1H, J=6,0 'u), 6,68 (Tpunnet, 1H, J=6 'y), 6,56 (aybnet, 1H, J=6 'u), 3,62 (aybnert, 1H, J=12 I'y), 3,39 (cuHrner,
3H), 3,31 (gy6ner, 1H, J=12 I'u), 3,25 (aybnert, 1H J=2 'y), 3,16 (MynbTunnet, 1H), 2,55 (myneTunner, 2H), 1,99
(mynbTunnert, 2H), 1,86 (mynbTtunnet, 2H), 1,40 (mynbTunnet, 2H), 0,90 (tpunnet, 3H, J=6 I'y).

HRMS: BbluucneHo ans Cz1H2sN20: 324, 2201.

HanpgeHo: 324, 2193.

HasBaHHble BbilLEe coeanHeHns npumepoB 4-14 nony4aoT No MeToauke, NogobHO onNncaHHoW B Npumepe 2.

Mpumep 4

Linc-3-(2-meTokcnbeHannammHo)-2-gpeHnn-1-(npon-1-mn)-nunepuamH.

T.nn. 223-225°C.

"H-amMP (COCIs) 6: 7,28 (mynbtunnet, 5H), 7,10 (tpunnet, 1H, J=6 l'u), 6,87 (aybnet, 1H, J=6 I'y), 6,74
(Tpunnert, 1H, J=6 I'u), 6,60 (ay6bneTt,1H,J=6 'u), 3,86 (aybnet, 1H, J=12 I'u), 3,46 (aybnet, 1H, J=12 '), 3,40
(cunrmert, 3H), 3/29 (mynbtunnet, 1H), 2,64 (mynetunnet, 1H), 2,50 (mynbtunnet, 1H), 2,02 (mynetunnet, 4H),
1,46 (mynbtunnet, 4H), 0,72 (tpunnet, 3H, J=7 Tu). Macc-cnektp m/e 338 (cwurHan, COOTBETCTBYHOLUMN
HegMccoLUMpoOBaHHOWM MOreKyne).

Mpumep 5.

Linc-1-6yTmn-3-(2-meToKcnbeH3nnammnHo)-2-pe-HunnmnepuanH.

T.nn. 139-140°C (conb, HCI).

"H-amP (COCls) 6: 7,20 (mynbtunnet, 5H), 7,02 (tpunnet, 1H, J=6 I'u), 6,77 (aybnet, 1H, J=6 I'u), 6,66
(Tpunnert, 1H, J=6 'y), 6,55 (gy6nert, 1H, J=6 'u), 3,60 (ay6neTt, J=14 'y), 3,37 (cuHrnet, 1H), 3,30 (aybneT, 1H,
J=14 Tu), 3,22 (gy6nert, 1H, J=2 y), 3,16 (MynbTMnnet, 1H), 2,48 (mynbTunnet, 2H), 1,98 (mynbTunnet, 3H),
1,36 (mynetunnet, 3H), 1,08 (mynetunnet, 3H), 0,71 (tpunnet, 3H, J=9 l'y). Macc-cnektp m/e 352 (curHan,
COOTBETCTBYHOLLMIA HEAUCCOLMMPOBAHHOW MOSIeKyre).

Mpumep 6

Linc-3-(2-meTokcnbeHamnammHo)-2-deHnn-1-(2-peHnnat-1-un)-nunepuaunH.

"H-amP (COCIs) &: 7,18 (mynbTunnet, 10H), 6,92 (gy6net, 1H, J=6 'y), 6,82 (oybnet, 1H, J=6 I'u), 6.71
Tpunnet, 1H, J=6 T'u), 6,00 (aybnert, 1H, J=6 T'u), 3,66 (aybnet, 1H, J=15 lu), 3,44 (cuHrnet, 3H), 3,35
MynbTUnneT, 2H), 2,72 (mynbtunnet, 3H), 2,60 (mynbtunnet, 1H), 2,12 (mynetunnet, 4H), 1,68 (mynbTunner,
1H), 1,44 (mynbTunnet, 2H).

HRMS: BbluncneHo ans Co7H32N20: 400, 2515.

HangeHo: 400, 2521.

Mpumep 7

Linc-3-(2-meTokcnbeH3nnaMmmHo)-2-deHnn- 1-npo-naprun-nunepuanH.

T.nn. 147-149°C (conb HCI, pa3an.).

"H-ampP (COCIs) &6: 7,22 (mynbTunnet, 5H), 7,02 (tpunnet, 1H, J=7 T'u), 6,82 (aybnet, 1H, J=7 T'u), 6,68
(Tpunnert, 1H, J=7 l'y), 6,56 (gybnet, 1H, J=7 'y), 3,62 (gybnet, 1H, J=12 I'u), 3,47 (oybnet, 1H, J=2 I'y), 3,38
(mynetunnet, 4H), 3,30 (aybnet, 1H, J=12 T'u), 3,21 (gy6net, 1H, J=2 l'y), 3,15 (gy6net, 1H, J=2 I'u), 2,94
(mynbTunnet, 1H), 2,55 (mynbtunnet, 2H), 2,06 (mynetunnet, 3H), 1,40 (mynbTunnet, 1H). Macc-cnektp m/e 334
(cvrHan, cooTBETCTBYIOLLMIA HEQUCCOLMMPOBAHHOWM MOTeKyre).

BbiuncneHo ans CaH2sN20 x 2HCI x 2,75H,0:C 57,83, H 7,39. N 6,13

HanpeHo: C 57,81, H 7,58, N 5,91.

Mpumep 8

Linc-3-(2-meTokcmbeHannammHo)-2-gpeHnn-1-(3-deHmnnpon-1-mn)nnepuavH.

T.nn. 120-125°C (conb CHI, pasn.).

"H-amp (COCIs) 6: 7,14 (mynbTunnet, 1H), 6,80 (ay6net, 1H, J=6 'y), 6,68 (Tpunnet, 1H, J=6 I'u), 6,58
(ny6net, 1H, J=8 'u), 3,62 (oy6nert, 1H, J=14 'y), 3,40 (cunrnet, 3H), 3,32 (aybnet, 1H, J=14-I'y), 3,26 (oyoner,
1H, J=2 I'u), 3,18 (mynbtunnert, 1H), 2,52 (mynetunnert, 2H), 2,35 (mynstunnet, 1H), 2,00 (mynbTunnet, 3H), 1,76
(mynbTtunner, 4H), 1,42 (mynbtunner, 2H). Macc-cnektp wm/e 414 (curHan, COOTBETCTBYHOLLMN
HeguccoLMmMpoBaHHOWM MoreKyne).

BbiuncneHno ans CosH3zsON2 x 2HCI x 2,75 H20: C 62,62, H 7,69, N 5,22.

Mpumep 9

Linc-1-(kap6okcamugomeTnn)-3-P-MeToKCMBEH-3UNTAaMUHO )-2-DEHNNNNEPUAVH.

T.nn. 235°C (comb CHI).

"H-amMmP (COCI3) &: 7,20 (mynbtunnet, 5H), 7,05 (tpunnet, 1H, J=7 l'u), 6,82 (gybnet, 1H, J=7 I'y), 6,68
(tpunnet, 1H, J=7 T'u), 6,56 (nybnet, 1H, J=7 T'y), 3,64 (oy6net, 1H, J=16 y), 3,39 (aybnert, J=2 I'y), 3,30
(cuHrnet, 3H), 3,29 (oyobnet, 1H, J=16 Tu), 3,20 (gy6net, 1H, J=18 Tu), 3,06 (mynbtunner, 1H), 2,57
(mynetunnert, 1H), 2,36 (ay6nert, 1H, J=18 'y), 2,06 (mynbTunnet, 3H), 1,41 (mynbTunnet, 2H), Macc-cnektp m/e
353 (curHan, COOTBETCTBYHOLLUMIA HEOUCCOLMMPOBAHHOM MOJIEKYTE).

Mpumep 10

Linc-1-kap6okcumeTun-3-(2-mMmeTokcndeH3nnamm-Ho )-2-heHnn-nunepuanH.

T.nn. 58°C (conb HCI, o4eHb rurpockonunyHa).

—
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"H-amp (COs00) &: 1 7,72 (mynbtunnet, 2H), 7,62 (mynstunnet, 3H), 7,36 (tpunnet, 1H, J=7 lu), 7,28
(oy6net, 1H, J=7 'u), 6,96 (mynbtunnet, 2H), 5,14 (mynbtvnnet, 1H), 4,18 (mynbTunnet, 2H), 4,00 (MynbTUNNeET,
1H), 3,66 (mynbtunnet, 3H), 3,40 (mynbtunnet, 1H), 2,34 (mynetunnet, 5H), 2,07 (mynetunnet, 1H). Macc-
cnekTp m/e (curHan, COOTBETCTBYIOLWMIA HEANCCOLMUPOBAHHON MOSIEKyIe).

Mpumep 11

Linc-3-(2-meTokcmbeHannammHo)-2-cennn-1-(5-peHmnnanT-1-un)-nunepunavH.

T.nn. 109°C (conb, HCI, pasn.).

"H-amp (COCI3) &: 7,14 (mynbtunnet, 11H), 6,78 (oy6net, 1H, J=6 l'u), 6,68 (Tpunnet, 1H, J=6*Fu,),
6,56(ny6net, 1H, J=6 I'u), 3,62(ny6net, 1H,J=14 Tu), 3,40 (cuHrnet, 3H), 3,32 (aybnet, 1H, J=14 Tu), -2,50
(mynbTunner, 4H), 2,00 (mynbTtunnert, 4H), 1,76 (mynetunneT, 1H), -3,24 (aybnet, 1H, J=2 'u), 3,16 (MynbTunner,
1H),- 1,42 (mynmbtunnet, 5H), 1,14 (mynbtunnet, 2H). Macc-cnektp m/e 442 (curHan, COOTBETCTBYIOLUMN
HeguccoLMMpoBaHHOM MOSEKyne).

Mpumep 12

Linc-(2-meTtokcnbeHannammHo)-2-cheHnn-1 -(4-dpeHun-6yT-1-un)-nunepnavH.

T.nn. 65-70°C (conb CHI).

"H-ampP (COCI3) &: 7,20 (mynbtunnet, 11H), 6,84 (aybnet, 1H, J=7 l'u), 6,73 (Tpunnert, 1H, J=7 ly), 6,62
(oyoner, 1H, J=7 Tu), 3,68 (my6ner, 1H, J=12Tu), 3,44 (cwnrner, 3H), 3,38 (aybrmet, 1H,
J=12 T'u), 3,30 (gyb6net, 1H, J=3 'y), 3,18 (MynbTuUnnet, 1H), 2,34 (mynbTUnnet, 4H), 2,02 (MynbTynNnet, 3H),
1,80 (mynbtunner, 1H), 1,47 (mynbtunnet, 6H), Macc-cnektp m/e 428 (curHanm, COOTBETCTBYHOLMIA
HeguccoLMMpoBaHHOWM MOfeKyne).

Mpumep 13

Linc-3-(2-meTokcmbeHannammHo)-2-cennn-1-(3-eHmn-npon-2-eH-1-un)-nunepunanH

T.nn. 54-58°C (conb, HCI, pa3n.).

"H-ampP (COCI3) &: 7,20 (mynbtunnet, 11H), 6,84 (aybnet, 1H, J=6 I'u), 6,72 (Tpunnert, 1H, J=6 y), 6,60
(oybnet, 1H, J=6 ), 6,28 (mynbtunner, 2H), 3,76 (gy6net, 1H, J=12 lu), 3,40 (mynbtunnet, 5H), 3,20
(mynbTunnet, 1H), 2,56 (mynetunnet, 2H), 2,04 (mynetunnet, 4H), 1,44 (mynbTunnet, 1H). Macc-cnektp m/e 412
(curHan, cooTBETCTBYHOLLUIA HEQNCCOLMMPOBAaHHOW MOMEKyre).

Mpumep 14

Linc-3-(2-meTokcmbeHannammHo)- 1-(2-dpeHoken-aTnn-1-un)-2-peHmnnmnepuanH.

'H-AMP (CLCls) 5: 7,26 (MynbTunneT, 7H), 7,08 (tpunnet, 1H, J=6 'u), 6,80 (MynbTunnet, 5H), 6,61 (ay6rer,
1H, J=6 'y), 4,04 (mynetunnet, 1H), 3,68 (aybnet, 1H, J=14 I'y), 3,42 (cuHrnet, 3H), 3,37(aybnet, 1H, J=14 T'y),
2,97 (mynbtunnet, 1H), 2,60 (mynbtunnet, 1H), 2,28 (mynetunnet, 2H), 2,06 (mynbtunnet, 3H), 1,47
(mynbtunner, 1H), 1,26 (mynbtunner, 3H). Macc-cnektp m/e 323 (curHanm, COOTBETCTBYHOLNA
HegMnCcCcoLUMPOBaHHOWM MOMeKyne).

HasBaHHble BbilLe coeguHeHns npumepoB 15-17 nonyyaroT no meToauke, NoA0OHO ONMcaHHOM B npumepe 3.

Mpumep 15

Linc-3-(2-meTokcmbeH3nnaMmHo)-1-MeTun-2-ge-HunnunepuanH.

T.nn. 58°C (conb HCI, o4eHb rmuagpockonunyHa, pasn.)

"H-amP (COCIs) &: 7,22 (mynbTtunnet, 5H), 7,04 (tpunner, 1H, J=6 'y), 6,82 (gybnet, 1H, J=6,0 'u), 6,78
(tTpunnert, 1H, J=6 'y), 6,58 (oybnert, 1H, J=6 I'u), 3,62 (aybnet, 1H, J=12 I'u), 3,42 (cuHrnet, 3H), 3,32 (oybner,
1H, J=12 'y), 3,02 (mynbTtunnet, 2H), 2,56 (mynstunnet, 1H), 2,04 (mynbtunnet, 3H), 2,02 (cuHrner, 3H), 2,38
(mynbTunnet, 2H). Macc-cnektp m/e 310 (curHan, COOTBETCTBYHOLMIA HEQNCCOLMMPOBaHHOM MOreKyne).

Mpumep 16

Linc-1-6eH3un-3-(2-meTokcnbeH3nnammHo)-2-pe-HUnnmnepuamH.

T.nn. 68-70°C (conb HCI, pa3an.).

"H-amP (COCIs) &: 7,28 (mynbTunnet, 11H), 6,83 (aybnet, 1H, J=6 I'y), 6,70 (Tpunnet, 1H, J=6 y), 6,61
(aybnet, 1H, J=6 Ty), 3,85 (my6net, 1H, J=14Tu), 3,64 (aybnet, 1H, J=14 Tu), 3,47 (cuHrner, 3H), 3,35
(mynbTunner, 2H), 2,96 mynstunnet, 1H), 2,79 (aybnert, 1H, J=14 'y), 2,62 (mynbtynnet, 1H), 1,96 (MynbTynner,
3H), 1,38 (MynbTunnet, 2H). Macc-cnektp m/e 386 (curHan, CooTBETCTBYHOLLMIA HEAUCCOLMMPOBAHHOM MOSIEKYfe).

Mpumep 17

Linc-1-(2-rugpokcunat-1-un)-3-(2-MeTokCnb eHamn-nammHo)-2-heHUnnMunepuamH.

T.nn. 148-149°C (conb HCI, paan.)

"H-ampP (COCIs) &: 7,28 (mynbTunnet, 5H), 7,12 (tpunnet, 1H, J=7 '), 6,88 (oybnet, 1H, J=7 T'u), 6,75
(tpunnet, 1H, J=7 Tu), 6,63 (oyonetr, 1H, J=7Ty), 3,70 (mynbtunnet, 3H), 3,44 (mynbtunner, 5H), 3,26
(mynetunnet, 1H), 2,85 (mynetunnet, 1H), 2,64 (mynetunnet, 1H), 2,06 (mynetunnet, 3H), 1,88 (MynbTvnnert,
1H), 1,30 (MynbTunneT, 2H).

Bbiuncneno ans: Co1H2sN203: 340, 2150.

HanpeHo: 340, 2142.

Bbiuncneno ans Cz1H2s02N2 x 2HCI x 2,6H,0: C 54,81, H 7,71, N 6,08.

HanpeHo: C 54,816, H 8,02, N 5,82.

Mpumep 18

Linc-3-(2-meTokcmbeH3nnamMmmHo)-2-heHnnnmppo-nuayH.

1-BeH3nn-3-kapboaTokcu-2-peHnn-2,3-ouaernaponvpponuanH, MoNnyYeHHbI N0 METOAMKE, OMnMCaHHOM
Cenepbepom u ap. (Celerier et al, Tetrahedron Lett., 28, 6597 (1987)) (2,0 r, 6,5 mmonei) pacteopsitoT B 70 Mn
ataHona. K atomy pactBopy A4o6aBnsitoT 1 Mn KOHLEHTPUPOBAHHOIO BOAHOTO pacTBopa XfopUCTOro Bogopoaa M
2,0 r 5% nannaaus Ha yrme. CMech momellaioT B annapat Mappa (40 psi=2,81 kr/cM® Bojopofa) B TeueHue 1
Yyaca. Cmecb chunbTpytoT Yepes anatomoByto 3emnto (Lenut (Toprosasi mapka)) u dounbTpaT KOHLEHTPUPYIOT C
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NMOMOLLBI0 POTOPHOro ucnaputens. K octatky 4o6aBnsoT HacbILWeHHbIM BOAHbIV pacTBop bukapboHaTa HaTpusi 4o
Tex Mop, Nnoka XXMOKOCTb He CTaHeT OCHOBHOW (pH 8), 1 BellecTBO 3KCTparMpyoT Tpems MOpLMSIMU XIOPUCTOro
meTuneHa. OObeauHeHHble opraHudeckne pakuuy BbICYLUIMBAIOT CyfbdaToM HaTpus W KOHLEHTPUPYIOT
(poTopHbIM McnapuTenem), 4Tobbl nonyynte 1,1 © macna. 3To BewecTBo cycneHaupyoT B 10 mn 10%-Horo
BOAHOro pacteopa bukapboHaTta HaTpus 1 cMecb oxnaxaaloT B negsaHoun 6aHe. K cmecn gobasnstoT 0,65 mn (4,6
Mmoren) 6eH3nnoBoro acupa xnopmMypaBbMHON KUCIOThI, XonogHas baHsa yaanseTcs U CMeCb NepemMeLLvBaloT B
TedyeHne 30 muHyT. 3aTem JobaBnsAlT adup, Criom OTAENST U 3MpHYLo haldy NpombIBalOT BOAOW, BbICYLUMBAIOT
(cynbdhatom HaTpWsl) M KOHLEHTPUPYKOT C MOMOLLUBID POTOpHOro mcnaputens. Cbipoe BewecTBO OuuwaT C
NoMOLLBI0 doneL-KONoHOYHONM xpomaTorpadum (80 r cunukarens), ucnonb3ysa 1:3 cmecb aTunaueTaTta/rekcaHa B
KayecTBe antoeHTa, 4Tobbl nonyynTe 940 Mr ynctoro 1-6eH3nn-3-kapboaTokeu-2-heHnnnupponuamnHa.

'H-AMP (CAOCls) &: 7,16.(MyrbTUnneT,9H),6,76 (mynetunnet, 1H),5,02(mynetunnet,3H),3,78
(mynbTunnet,1H), 3,54 (mynbtunnet, 1H), 3,34 (mynetunnet, 1H), 2,40 (mynetunnet, 1H), 2,02 (mynbTunnerT,
1H), 1,94 (tpunnet, 3H, J=6 l'u). Macc-cnektp M/e 353 (curHan, COOTBETCTBYIOLUMI HEAWCCOLMUPOBAHHON
Morekyne).

OT0 BelecTBO NPeBpaLLaloT B Ha3BaHHOE Bbille COEAMHEHVE MO MeToAvKe, NOA0OHO ONMMCaHHON B Npumepe
63 E-G. 'H-IMP (COCIs) &: 7,26 (mynbTunneT, 5H), 7,12 (tpunnert, 1H, J=7 '), 6,98 (ay6nert, 1H, J=7 I'y), 6,80
(tpunnert, 1H, J=7 l'u), 6,70 (ay6nert, 1H, J=6 '), 4,11 (ay6nert, 1H, J=4 'u), 3,86 (gybnert, 1H, J=12 'y), 3,52
(cuHrnet, 3H), 3,42 (gy6nert, 1H, J=12 I'y), 3,34 (mynbTunnet, 1H), 3,25 (mynetunnet, 1H), 2,98 (MynbTunnert,
1H), 1,9 (mynbTunneT, 2H).

Mpumep 19

Linc-3-(N,N-meTnn-2-meTokcnbeH3nnammHo)-2-oeHmnnmnepuanH.

B atmocdepe asota B KpyrmogoHHyto konby nomewsatoT 75 mr (0,24 mmonsi) naktamab-(2- MeToKcu-
6eH3nnammnHo)-2-okco-6-peHnnnunepnamnHa,0,036mn (0,48 mmons) rogmctoro metuna, 0,066 mn (0,48 mmons)
TpuatunamuHa n 0,2 mn TIP. PeakumMoHHYIO CMeCb NnepemMeLlrMBaloT Mpu KOMHATHOM TemnepaType B TeveHue 5
4YacoB M BbINMBAIOT B HACbIWEHHbLIA BOAHbLIA pacTBOp OGukapboHaTa HaTpus. OTy CMeChb 3KCTparupyroT Tpems
nopuMsaMM  XITOPUCTOrO  MeTurneHa. MeTuneHxmopuaHble 3KCTPakTbl BbICYLIMBAKOT (Cynbdatom Hatpus) u
KOHLEHTPMPYIOT C MOMOLWBIO PpOTOpHOro ucnaputens. OcTaTok MNOBTOPHO MOABEpralT  BO3AENCTBUIO
BbILLIEYKa3aHHbIX-YCIOBUA, MPUMEHSsI crnegylowme konumdectBa peareHtoB: 0,11 mn (1,4 mMmons) MogucToro
metuna u 0,066 mn (0,48 mmons) TpuatunammHa. CMmecb MnepemeluMBaloT MpU KOMHaTHOW TemnepaType B
TeyeHue 7,5 4acoB, 1 BO BpeMsl 3TOrO nepuoda BpeMeHu K cucteme o0aBnsoT AONOMHUTENbHOE KONMYECTBO
nogucroro metuna (0,11 mn).PeakuynoHHyto cmecb obpabaTbiBaloT Tak, Kak 3TO OMUCAHO Bbile, YTOObI MONy4nTH
70 wmr npospayHoro 6GecuseTHoro macna. Cblpoe BeLeCcTBO OYMLLAIT C MOMOLLUBID  ddfeLl-KOrTIOHOYHON
xpomaTorpadmm (7 cunukarens), ucnonb3ya 3:97 cmecb MeTaHona/xnopodopma B KayecTBe aMtoeHTa, YTobbl
nony4unts 44 mr umc-3-(N,N-meTunn-2-metokcu-6eH3nnammHo)-2-peHnnnunepuamnH-6-oHa.

'H-AMP (COCls) & 1,86 (mymbtunnet, 5H), 2,52 (mymbtunnet, 1H), 2,70 (mymbTunner, 1H), 3,34
(mynetunner, 1H), 3,52 (aybnet, 1H, J=14 Tu), 3,74 (mybnet, 1H, J=14 Tu), 3,84 (cuwHrner, 3H), 4,68
(mynbTunnet, 1H), 6,90 (MynbTunnet, 2H), 7,80 (MynbTunnet, 7H).

HRMS: BbluncneHo ansa CooH24N202: 324, 1838.

HanpgeHo: 324, 1884.

B aTmocdepe a3oTta B kpyrnogoHHyto konby nomewaoT 54 mr (0,17 mmons) umc-3-(N,N-metun-(2-metoken)-
6eH3nnamnHo)-2-pennnnunepunamnH-6-oHa n 2,5 mn TId. K cucteme gobasnsaoTt megnenHo 0,43 mn (0,86 mmons)
2,0 M 6opaH-gnmeTtuncynbdugHoro kommnrnekca B TT®, 1 peakumnoHHy0 cMecb HarpesatoT npu 60°C B TeveHue
Houun. PeakumnoHHyto cMechb OxrnaxgatoT 4O KOMHATHOM TemnepaTtypbl, K cMCTeMe MeAneHHO Ao6aBnsaT MeTaHorn
M CMeCb MepeMeluvBaloT Mpu KOMHATHOW Temnepatype B TeveHune 30 MWH M KOHLUEHTPUPYIOT C MOMOLLbIO
poTOpHOro wucnaputens. 3atem pfob6asnsioT 2 mn ataHona v 48 wmr (0,35 mmons) kapboHaTa kanust 1
peaKkLMOHHYI0O CMECb HarpeBaloT npu TemnepaTtype KUMeHuss ¢ obpaTHbIM XONOAUIbHUKOM B TeveHue 4 4acoB 1
oxnaxgaroT 4O KOMHaTHOM TemnepaTypbl. PacTBopuTens yaansioT ¢ NOMOLLb0 POTOpPHOro ncnaputens. OcraTok
pas3gensioT Ha YacT mexgy XnopodopMOM W BOAOW, CMOM pasgensioT M BOAHYI a3y aKcTparvpylot
xropodpopmom. O6beauHeHHble opraHnyeckme pakummn BbiCYLUMBAIOT (CynbdaToM HaTpus) U KOHLEHTPUPYIOT,
4yTOOBI MONYYNTe 75 MR Macna. 3TO Macno pacTBOPSIlOT B MUHUMAnbHOM obbeme XNOpUCTOro MeTUReHa U K
pactBopy [[06aBnsitoT 3hup, HaCbILEHHbIN XMOPUCTEIM BogopodoM. K cucteme gobaenawoT Body U CMeCb
NPOMbIBaOT OBYMS MOPUMSIMU XIIOPUCTOro MeTuneHa. BogHyio a3y nogllenayvnsaioT BOAOW FMOPOOKUACHIO
HaTpMs 1M 9KCTParnpyoT YeTbiPbMS NOPLMSMM XITOPUCTOrO MeTUreHa. 3T o6 beanHeHHble pakLuy BbiCyLLMBAIOT
N KOHLEHTPUPYIOT, YTOObI Mony4nTe 20 Mr Ha3BaHHOTO BbiLLe COeAVHEHNs B BuAe macna.

"H-ampP (COCIs) &: 7,62 (myb6net, 2H, J=6 I'y), 7,22 (mynetunnet, 1H), 7,06 (tpunnet, 1H, J=7 T'u), 6,82
(aybnet, 1H, J=6 I'u), 6,70 (MynbTunnet, 2H), 4,06 (oyonet, 1H, J=2 I'y), 3,71 (cunrnet, 3H), 3,62 (aybnet, 1H,
J=12 T'y), 3,44 (gy6nert, 1H, J=12 I'y), 3,11 (mynbTunner, 1H), 2,81 (myneTunnnert, 2H), 2,19 (cuHrnet, 3H), 1,73
(mynbTunnert, 4H), Macc-cnektp m/e 310 (curHan, COOTBETCTBYHOLLMIA HEANCCOLMMPO-BAHHON MOSEKYre).

Mpumep 20.

Linc-2,4-andennn-3-(2-MeToKCUBEeH3MNaMnHO )-NUNepULnH.

B atmocdepe asoTa B KpyrnogoHHY0 konby, cHabKeHHY0 obpaTHbIM XonoaunbHUKom, nomettaT 21,1 r (89
MMonen) aTunoBoro admpa 4-HuTpo-3-cheHnnmacnsaHon kucnotel (Mc Murray, J. E. et al. / Syn Comm., 8, 53
(1978)) n 90 mn ataHona. K cmecn gobaensiot 9,04 mn (89 mmonen) 6eHsansaervaga v 13,7 1 (180 mmoneit)
auetata aMMOHMA W peakuMOHHyl cMecb HarpesaloT npu 70°C B TeveHue HouM. PeakumoHHy0 CMechb
oxnaxparT, AobaBNsT He3HauMTenbHbI 06beM 3TaHoma u cycrneHsuo duneTpytoT. CobpaHHoe TBepaoe
BeLLEeCTBO NPOMbIBAIOT ManbiM 06beMOM 3TaHona, 3a KOTopbiM crnegyeT adump, 4Tobbl nonyunts 22,7 1 4,6-
aneHnn-5-HnTpo-2-okco-nunepuamnHa.
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'H-AMP (OMCO) &: 2,53 (aBa ay6neta, 1H, J=6 1 18 'u), 2,82 (MynbTunnet, 1H), 3,88 (MynbTUAneT, 1H),
4,80 (pybnet, 1H, J=8 Twu), 5,47 (tpunner, 1H, J=8 Tu), 7,3 (mynbtunnet, 10H). Macc-cnektp Mm/e
296 (curHan, CoOOTBETCTBYHOLLUNIA HEAUCCOLUMPOBAH -HOW MOMEKYyre).

B kpyrnogoHHyto konby nomewatot 15 r (50,6 mmonen) HuTpo-naktama 4,6-amdeHnn-5-HMTpo-2-okco-
nunepvanHa n 85 mn xnopuctoro metuneHa. JobaensioT Tper-6ytrnat kanua (5,72 r, 50,6 mMmornei) n cmechb
nepemeLwunBaloT B TedeHne 15 MmuH. K aton cucteme gobasnsT 85 mn metaHona. Cmecb nepemeLuvBaloT B
TeyeHne 15 MUH 1 cuctemy oxnaxgaroT o -78°C. O30H NpobynbKMBaIOT Yepes peakLMOHHYI0 CMeCh B TeveHune 4
YacoB, yepes cMecb NpobynbkuBatoT a3oT, gobasnsoT 10 Mn gumeTuncynbduaa n a3oT NpobynbkuBarT Yepes
cMmecb B TeveHue Houn. K cucteme gobaBnsioT cMecb BOAbl M XNIOPUCTOTO METUIEHa M MofyyaloT TBepaoe
BeLLecTBO (8,8 r cmecu HUTpo-nakTama 4,6-andeHnn-5-HnT-po-2-okco-nunepuamHa u 2,5- amokco-4,6 —amdenmn-
nunepuanHa), Kotopoe cobupatT dunbTpaumen nytem oTcacbiBaHus. PunbTpaT KOHUEHTPUPYIOT C MOMOLLbIO
POTOPHOrO UcnapuTenst U OCTaToK PasfAensioT Ha YacTh Mexdy CrosIMU XITOpUCTOro MeTurneHa u Bofpl. Crou
pasnegdaloT M BoAHylo a3y SKCTparupyloT ABYMs nmopuusimu  xnopuctoro  MetuneHa. O6beguHeHHble
opraHuyeckue dpakuum BbICYLLUVBAOT (cynbdatom HaTpus) " KOHLIEHTPUPYIOT, YTOOBI
nony4nTsb 5,14 r cbiporo 2,5-anokco-4,6-gudeHnnnunepu-amHa, KoTopbl NCNOMb3YOT HemeaneHHo 6e3 Aanb-
Henwen ouncTkn. B atmocdepe asoTa B KpyrnogoH-Hyto Konby nomelaroT 2,5-anokco-4,6-gudeHnnnunepuanH
(5,14 r, 19 mmonei) n 75 mn ataHona. Pacteop 3,96 r (57 mmoneit) consi-HOKMCNOro rugpokcunamMmmia n 7,74 r (95
MMoneW) aueTtata HaTtpus B 25 mn Bogbl 40DABNAOT M PeakLMOHHYI0O CMeCb MepemelLnBaloT Npyu KOMHaTHOM
TemnepaTtype. PeakuMOHHY0 CMeCb KOHLEHTPUPYIOT npumepHo Ao 1/2 oT ee nepBoHavanbHOro obbema K
nonydaroLmncs ocagok cobupatoT dunbTpaumein nytem oTcacbiBaHus. JToT ocagok (1,5 r) npombiBaioT
HacbIWeHHbIM BOAHBbIM pacTBOpPoM 6GukapboHata HaTpusi, BOAoW M 3acupom, 4Tobbl nomyuntb 722 mr 4,6-
AndeHnn-5-okcMMmnHo-2-okconunepuanHa B Buae 6enoro TBepgoro BeLLecTBa.

'H-AMP (OMCO) &: 2,52 (mynbTunneT, 2H), 2,76 (mynbTurnet, 1H), 4,12 (mynbtvnnet, 1H), 5,80
(mynbtunnetr, 1H), 7,30 (mynbtunnet, 10H), 8,24 (mynbTunnet,1H). Macc-cnektp M/e=280 (curHan,
COOTBETCTBYHOLLMIA HEANCCOLMMPOBAHHOWN MOSIEKyfe).

K pactBopy 4,6-gndeHun-5-okcnmmnHo-2-okco-nunepuauna (700 mr, 2,5 mmons) no6asnsoT NpubnnanTensHO
2 1 BNaxHoOro Hukensi PeHes, KOTOPbIA MPOMbIT BOAOW (4O TeX Mop, MoKa NPOMbIBHbIE BOAbI He ByayT nmeTtb
HenTpanbHylo pH), 3a KOTOpbIM crnegyeT 3TaHOM, U CMecb MomellarT B atMocdepy Bogopoaa (40 psi=2,81
kr/cm®, B annapate Nappa) Ha Houb. CMecb uNbTPYIOT Yepes3 3anofHeHHbIV crnon anatomoBon 3emnu (Uenut
(ToproBasi mapka)) U omKaTbld OCafoK Ha (UbTPE NPOMbLIBAIOT XOPOLIO C MOMOLBI0 3TaHona. PunbTpat
KOHUEHTpUpYT, 4ToObl nonyynts 500 mr 5-amuHo-4,6-gudeHun-2-okco-nunepuanHa B BuAae neHoobpasHoro
BelyecTsa.

'H-AMP (COCl3) &: 2,96 (MynbTunnet, 4H), 4,12 u 4,5 (Mynbtunnet, 1H), 7,2 (MynbTunneT, 10H), Macc-
cnekTp: M/e 266 (curHan, COOTBETCTBYOLMIA HEANCCOLMNPOBAHHON MONEKYe).

B atmocdepe a3oTa B kpyrnogoHHyto konby nomewator 500 mr (1,9 mmonsi) 5-aMuHo-4,6-andeHnn-2-okco-
nunepuanHa n 5 mn metarona. K cucteme o6asnsioT 1 r monekynapHbix cut 3 A n pH cmecn gosoasT o 4,5,
MCMOMb3ys METAHOIT, HACbILEHHBIN XNopucTeiM BogopodoMm. K atoi cucteme gobaensoT 284 mr (2,1 mMmons) 2-
mMeTokcubeHsanbdernga M CMeCb NepeMellnBaloT MpW KOMHATHOW TemnepaType B TeveHue Houn. Cmecb
bunbTpyoT Yepe3 AgnatomoByto 3emnio (Llenut (ToproBas mapka)), omkaTbii Ha urbTpe 0CafoKk TLiaTernbHO
NPOMbIBaOT METAHONOM U bunbTpaT KOHUEHTPUPYIOT C MOMOLLBI0 POTOPHOrO mcnaputens. OctaTtok pasgensiort
Ha YacTu Mexay CrosiMM HacbIWEHHOro BOAHOro pacTBopa OukapboHaTa HaTpus M xnopodopma, Crou
pasgensioT M BogHylo hasy akcTparvpyloT Tpems nopuuamm xnopodopma. ObbegnHeHHble X1opodOpMHbIe
9KCTPaKTbl BbICYLUMBAIOT (Cynb(aToM HATpWs) U KOHLEHTPMPYIOT U OCTaTOK ModBepraloT (oreLl-KONOHOYHON
xpomaTorpadum (30 r cunukarensi), mcrnonb3dys 3:97 cmecu meTaHon /xnopodopM B KauyecTBe IJoeHTa,
4yTO6bI NoNy4nTL 115 Mr 4,6-andeHnn-5-(2-MeTokCcM-6eH3MNaMmMHo )-2-o0KCo-nNunepuanHa.

'H-AMP (CACls) &: 2,36 (aBa ay6neTa, 1H, J=6 u 18 'u), 2,99 (MynbTunnet, 2H), 3,30 (MynbTunnet, 1H),
3,35 (cunrner, 3H), 3,62 (ay6ner, 1H, J=16 T'u), 3,74 (oy6net, 1H, J=16 T'u), 4,22 (mynbtunnet, 1H), 6,62
(aybnert, 1H, J=6 I'u), 6,80 (Tpunnet, 1H, J=6 '), 6,96 (MynbTMNnet, 3H), 7,18 (mynbTUnNnet, 10H). Macc-cnekTp:
m/e 386 (curHamn, COOTBETCTBYIOLUMIN HEANCCOLMMPOBAHHON MOTEKyre).

B atmocdepe asota B KpyrnoAdoHHyt konby nomewatot 115 mr (0,3 mmons) amuHa 4,6-gudernn-5-(2-
METOKCUOEH3MnammnHo)-2-okco-nunepugnHa u 5 mn Tre. K cucreme pobasnstot 0,74 mn (1,5 mmons), 2,0 M
6opaH/ meTuncynbdumaHoro kommnrnekca B TI®P, n peakuynoHHy0 cMecb HarpesatoT npu 60°C B TeyeHne Houw.
CmMecb oxnaxgalT A0 KOMHaTHOW TemnepaTypbl M K CUCTEME OCTOPOXHO [AoGasnsioT MetaHorn. Cmech
nepemMeLLMBaloT B TEYEHWE 2 4acOB WM KOHLEHTPUPYIOT C MOMOLLBIO pOTOpHOro ucnaputens. K aton cucrteme
pobasnstot 83 mr (0,6 Mmons) kapboHaTta kanust 1 NpubNM3nTensHO 3 M 3TaHomNa, U cMecb HarpesatoT npu 85°C
B TeyeHne 3 yacoB. CMeCb OXNax4alT A0 KOMHATHON TemnepaTtypbl, KOHLEHTPUPYIOT, PasgenstoT Ha YacTu no
CMOSIM MeXAY XIIOPUCTbIM METUIIEHOM U HACbILLEHHbIM BOAHBIM PacTBOPOM GukapboHaTa HaTpus 1 aKCTparupyroT
Tpems nopuusmMu  xrnopuctoro MeturneHa. OO6beduHeHHble MeTUNEeHXNopuaHble MpPakuMn  BbICyLUMBAIOT
(cynbcbatom HaTpUA) U KOHLEHTPMPYIOT, 4To6bl nonydnTte 109 Mr macna. OTo Cbipoe BeLllecTBO NoAaBepraroT
dnew-xpomatorpacmmn Ha konoHke (5 Mmr cunuvkarens), ncnonb3ys 1:19 cmecb meTaHon/xnopodopm B kayecTBe
aneHTa, 4Tobbl nonmyynTb 56 Mr Ha3BaHHOIO Bbllle COeAuHeHus. mapoxmopugHas cornb 3TOro BelecTBa
nony4aetcst 06paboTKoN METU-NEHXMTOPUAHOIO pacTBopa NPodyKTa peakumn 3MpoM, HACbILLEHHbIM XITOPUCTLIM
BOOOPOAOM, KOHLEHTPUPOBAHMEM, pacTMpaHWeM B MOPOLUOK C MOMOLb0 3dumpa, uapanaHuem B advpe U
NMOBTOPEHMEM KOHLIEHTPMPOBaHMs 13 admpa.

T.nn. 176-178°C (conb HCI, pa3sn.).
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"H-amp (COCI3) &: 7,18 (mynbTunnet, 11H), 6,92 (gybnet, 1H, J=6 I'u), 6,76 (Tpunnet, 1H, J=6 y), 6,61
(oy6net, 1H, J=6 I'u), 4,01 (aybnet, 1H, J=2 I'y), 3,66 (ay6net, 1H, J=12 I'u), 3,53 (aybnert, 1H, J=12 'y), 3,38
(cunrnet, 3H). 3,30 (mynetunnet, 1H), 3,12 (mynbtunnet, 3H), 2,12 (mynstunnet, 2H).

BbiuncneHo ans CosH2sN20: 372, 2202.

HawnpeHo: 372, 2193.

CoegnHeHus npumepoB 21-26 MMeLOT cneaytoLyto obLyto hopmyny

X

( )y

k Ph
N
‘ Ph

1 MoMy4aroTCs No crieaytoLLen MeToauke

A. MeTtunosbii acoup 4-ruapokcu-5-HUTpo-6,6-andeHmnn-rekcaHoBom KUCMOTbI.

PactBop 2,2-gudbeHun-HutpoataH (42,6 r, 187 mmonen) n Tpet-6ytmunata kanua (3,15 r, 28 mmonen)
nepemeLLnBalOT B cMecu TeTparnapodypaHa u TpeT-6ytaHona (1,5:1 cmech, 320 mn) npu -78°C n gobasnstot
MeTUnoBbIN 3dup 3-POpMUN-NPONMOHOBOM KucnoTel (24,0 r, 206 mmonen). 3aTemM peakLMOHHYID CMeCb
ocTaBnstoT nogorpesatbest 4o 10°C B TeyeHue 1 yaca, nocrne KOTOPOro ee racAT yKCycHow kucroton (1,8 mn).
Cmecb KOHUEHTPMPYIT nog BakyymoM, pasbasnstoT Oydpepom pH 7 (400 mn) m aKCTparvpyroT XJIOPUCTbIM
metuneHom (3 x 400 mn). O6beguHeHHble 3KCTpakTbl BbiCyLUMBAOT (CynbdaToM MarHus), unbTpylT u
KOHLIEHTPMPYIOT, 4TODObI MONYy4MTb OPaHXeBOe Macsio, KOTOpoe Npu pacTUpaHWu B MOPOLLOK C MOMOLLbLI admpa
[aeT MeTunoBbin  3dup  4-rMapoKCK-5-HNTPO-6,6-andennn-rekcaHoBon  kucnotel (29,94 ). Punbtpar
KOHLEHTPMPYIOT M noasepraoT drew-xpomartorpadum. OnonposaHne ¢ nomolbio 10%-Horo atunauertata B
rekcaHe paet pononHutensHo 20,66 r meTunoBoro adupa  4-rugpokcu-5-HUTpo-6,6-andeHnn-rekcaHoBon
kucnoTbl. O6wmi BeIxod (79%).

"H-amp (COCI3) &: 7,2-7,4 (10H, mynbTunnert), 5,3 (1H, gBa aybneta, J=2,5 1 12 I'u), 4,9 (1H, gybnet, J=12
lu), 3,6 (8H, cuHrner), 2,6 (1H, myneTunner), 2,45 (2H, Tpunnet, J=7 'y), 1,7-2,0 (1H, mynbTunnet), 1,6-1,7 (1H,
MynbTUMNET).

B. 2-Oxkco-5-rmgpokcu-6-6eH3rnapnnnunepuauH.

K nepemelwvBaemMomMy pacTBOpy MeTUnoBoro 3adwmpa 4-ruapokcu -5-HuTpo-6,6- andeHun-rekcaHo-sown
kmcnoTbl (50,5 r, 147 mmonen) B ataHone (200 mn) npu 25°C go6asnsioT HeWTpanu3oBaHHbIM HUKenb PeHes (50
r). PeakunoHHyto cMecb BCTPSIXMBAIOT Ha TpsAcydke Mappa nog gasneHnem sogopoga (30 psi=2,11 KF/CMZ). Mocne
18 yacoB peakuMOHHYD cMecb (UMBTPYIOT Yepe3 AuaTomoBylo 3emmnio (LlenuT (ToproBasi mapka)), kotopas
TWwaTeneHo npombiBaeTcs aTaHorniom (400 mn) uM xnopucteiM meTuneHom (600 mn). OpraHudeckue asbl
006beanHAT U KOHLEHTPUPYIOT No4 BakyyMOM A0 xentoro macna (40,25 r), KoTopoe npu pacTupaHnm B NOPOLLOK
C MOMOLLBIO XOrogHoro admpa AaeT 2-0Kco-5-rngpokcun-6-6eHsrvgpun-nunepuamnd (18,5 r, t.nn. 208°C, 45%).
BbinapvBaHve MeTOYHMKA [gaeT MachsHUCTbIN  OocTaTok npu  obpaboTke TpeT-OyTunatom Kanus B
TeTparmgpodypaHe MNpu KOMHaTHOW TemnepaType B TeveHue 6 4acoB. IKCTPaKTbl C MOMOLLBIO XIOPUCTOro
MeTureHa U pactmpaHve B MOPOLLOK C MOMOLBI0 adupa faeT gononHutenbHo 2,55 r 2-okco-5-rmapokcu-6-
GeHarnapun-nunepuanHa (o6LLmit Beixon 51%). UK (ncTbii, make 3380 1 1640 cv-').

"H-ampP (COCIs) &: 7,17-7,4 (10H, mynbTunnet), 5,49 (1H, ywupeHHbii cuHrmer), 4,18 (2H, cuHrner), 3,86
(1H, ywmpeHHbIi cuHrmner), 2,54-2,7 (1H, mynbtunneT), 2,3-2,42 (1H, mynbtunnet), 1,8-2,08 (2H, mynsTtunner).

BblumcneHo ansa CqisHaoN2O: 282, 1495.

HangeHo: 282, 1495.

C. 2,5-[nokco-6-6eH3rnapmnnmunepuanH.

K nepemelunBaemomMy pacTBopy 2-0KCO-5-ruapo-keu-6-6eHsrngpunnunepuauH (18,15, 64,5  mmonen) B
aueTtoHe (150 mn) npu -5°C pobasnsitoT peareHT [koHca (2,67 M, 94 mmornen), M peakuMOHHYD CMeChb
OOMNOMHUTENBHO NepemMeLLMBaloT B Te4YeHue 4 4acos.

K KoHuy aToro nepvoga BpemeHu M3ObITOK peareHTa pasnaratoT 2-NpornaHorioM W pacTBOP KOHLEHTPUPYIOT
noa BakyyMOM [0 MOMIOBUHbI ero obbema. Copepxumoe Komnbbl pasbaBnsatoT 3atem Bogon (1000 mn) u
KCTparvpyoT xropuctbiMm MeturnieHoM (3 x 1000 mn). O6beavHeHHble opraHudeckue asbl BbICyLUMBAKOT
(6e3BoaHbIM CynbaToM MarHusi) U XNOpUCTbIA METUMEH YAANSIOT No4 BaKyyMOM, 4Tobbl nonyy4nTs 2,5-A4MoKco-6-
6eHarngpunnunepmanH(15,35 r, 85%).

"H-amP (COCIs) &: 7,18-7,4 (10H, mynbTunner), 4,8 (1H, aybner, J=4 'y), 4,7 (1H, 2 pybneta, J=4 n 1,6 'w),
2,38-2,6 (2H, mynbTtunnet), 2,16-2,3 (2H, mynbtnnet), 1,9-2,01 (1H, myneTunner).

D. 2-Okco-5-0kCMMUHO-6-6eH3rnapunnunepuanH.

K nepemelumBaemomy pactBopy 2,5-gmokco-6-6eH3rngpunnunepugunHa (15,35 r, 55 mmonen) B nupugnHe
(150 mn) pobGaBnsaloT consHOKUCABIA  rmgpokcunammd (10,63 r, 165 MMonem) M peakuMOHHYIO CMecb
nepemeLliBaloT B TeyeHMe 15 MUH. PeakuMOHHYI0 CMeCb KOHLEHTPMPYIOT Mo BakyymMOM W codepXumoe
BbinmeatoT B 1 NHCI (250 mn). BogHyto dasy akcTparmpyoT XnopucTelM meTuneHom (2 x 300 mn) 1 BbiCywInBalOT
(6e3BogHbIM cynbdaToM MarHus). XrAopuCTbIi METWUMEeH ydansioT nog BaKyyMoM, Y4TobObl NOAy4uTb 2-0KCO-5-
OKCUMUHO-6-6eH3rna-punnunepugmH (10,62 r, 65%).
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'H-AMP (C[Cls) &: 7,18-7,4 (10H, mynbTunnet), 5,96 (1H, ywwupenHblit gy6ret), 559 (1H, yLMPeHHbIi
cuurnet), 4,8 (1H, mynbtunnet), 3,8 (1H, ay6bnet, J=10 lu), 2,98-3,09 (1H, mynbTunnert), 2,05-2,42 (3H,
MynbTUMNNET).

HasBaHHble coeguHeHus npumMepoB 21-26 nony4aloT U3 Ha3BaHHOro Bbille coeauHeHus "1" no metoauke,
nogo6Ho onvcanHon B npumepax 1(B) n 1(C).

Mpumep 21

Linc-3-6eH3nnamuHo-2-6eHrnapunnunepugmt (X=H, n=1)

T.nn. 117°C.

"H-amp (COCls) &: 7,0-7,4 (15H, mynbTtunner), 4,39 (1H, ay6nert, J=10 '), 3,76 (1H, aybnert, J=12Tu), 3,4
(1H, py6nert, J=12 l'y), 3,28 (1H, gy6net, J=10 y), 2,94 (1H, myneTunner), 2,54 (1H, mynbTUnneT), 2,0 (2H,
MynbTUnneT), 1,7 (1H mynbTtunnet), 1,22 (1H mynbTvnner).

HRMS: BbluncneHo ansa CasHagN2: 356, 2253.

HawnpeHo: 356, 2256.

Mpumep 22

TpaHc-3-6eH3nnamuHo-2-6eH3rngpunnunepunamnH (X=H, n =1)

T.nn. 186°C (comb HCI).

"H-amMmP (cOcls) 6: 7,1-7,6 (15H, mynbtunnert), 4,57 (1H, py6net,J=10I'w),3,82(1H,aybneT,J=14 'u), 3,65
(1H, gy6nert, J=14 Tu), 3,46 (1H, ywupeHHbi Tpunnet), 2,9 (1H, mynetunner), 2,5 (8H, mynbTynneT), 2,05 (1H,
MynbTUnneT), 1,72 (1H, mynbtunner), 1,45 (1H, mynetinner).

HRMS: BbluncneHo ansa CasHasN2: 356, 2253.

HawnpeHo: 356, 2269.

Mpumep 23

Linc-3-(2-meTokcubeHamnammHo)-2-6eH3rngpun-nunepugnH (X=2-OMe, n=1).

T.nn. 258°C (pasn. conb HCI).

"H-amMP (COCIs) 6: 6,7-7,4 (14H, mynbTunner), 4,4 (1H, aybnet, J=10 I'u), 3,8 (3H, cuHrner), 3,75 (2H, aBa
aybneta, J=12 'u), 3,45 (1H, ywwupeHHein gybnet), 3,39 (1H, aybnet, J=10 u), 3,0 (1H, ywwmpeHHbIn oyoneT),
2,62 (2H, mynbtunnet), 2,08 (1H, mynbtunnet), 1,7 (1H, mynetunnet), 1,4 (1H, mynbtunnet), 1,2 (1H,
MynbTUMSET).

HRMS: BbluncneHo ansa CasHzoN20: 386, 2358.

HangeHo 386, 2358.

Mpumep 24

TpaHc-3-(2-MeToKCnBbeH3MNamMuHo)-2-6eH3rng-punnunepugmH (X=2-OMe, n=1)

Macno, "H-amP (COCls) &: 6,7-7,4 (14H, mynbTunneT), 4,55 (1H, gybnet, J=10 l'u), 3,8 (3H, cuHrner), 3,81
(1H, pybnet, J=14 Tv), 3,6 (1H, pybnet, J=14 Tu), 3,4 (1H, mynbtunnert), 2,9 (1H, mynbTynneT), 2,54 (2H,
MynbTunneT), 2,0 (2H, mynbtunnet), 1,53 (1H, mynbtunneT), 1,45 (1H, mynsTunner).

HRMS: BbluncneHo ansa CosHsoN20: 386, 2358

HangeHo: 386, 2318.

Mpumep 25

Linc-3-6eH3nnamuHo-2-6eH3rmgpunasenuvH (X=H, n=2)

T.nn. 111-112°C. 'H-AMP (COCIs) &: 6,94-7,45 (15H, mynbTtunnet), 4,33 (1H, aybnet, J=10 l'y), 3,52 (1H,
ayoner, J=12 'u), 3,34 (1H, gybnert, J=12 l'u), 3,21 (1H, aBa gybneta, J=2,1 n 10 y), 3,16 (1H, yLMpeHHbI
ny6ner), 2,4-2,58 (2H, mynbtunner), 1,8 (1H, mynstunner), 1,56 (3H, mynbtunnet), 1,32 (2H, mynbTunner).

Mpumep 26

TpaHc-3-6eH3nnammHo-2-6eH3rngpunasenuH (X=H, n=2).

T.nn. 186-187°C (comb HCI). 'H-AMP (CACI3) &: 7,0-7,5 (15H, mynbTunneT), 3,88 (1H, ay6ret, J=11 Iw),
3,45-3,6 (2H, mynbTunnet), 3,22 (1H, gy6net, J=12 I'u), 3,0 (1H, oybnet, J=12 'y), 2,45-2,62 (2H, mynbTunneT),
1,75 (1H, mynbtunner), 1,5 (2H, mynstunner), 1,08-1,25 (3H, mynbTunner).

HRMS: BbluncneHo ansa CasHsiN2: 371, 2487.

HanpgeHo: 371, 2495.

HasBaHHble coenuHeHUs1 NpuMepoB 27-33 UMEIDT cneaytoLlyo o6Lyo hopmyrny v MonyYatT No MeTOAMKeE,
nogo6HO onucaHHow B npumepe 1.

Mpumep 27

Linc-3-6eH3mnamuHo-2-gpeHunnunepuany (R=H).

T.An. 250°C (conb HCI). "H-AMP (CACI3) &: 6,94-7,0 (10H, mynbTunneT), 3,89 (1H, ay6net, J=2,3 '), 3,52
(1H, ay6ner, J=13 l'u), 3,32 (1H, gy6nert, J=13 I'y), 3,25 (1H, ywupeHHbIn gybnet, J=12 u), 2,88 (1H, nybner,
J=2,5Tu), 2,78 (1H, pyénet u Tpunnet, J=12 u 3 'u), 2,4 (1H, gybner, J=12 I'u), 1,8-1,98 (1H, mynbTUnneT), 1,6
(1H, 2 Tpunnet, J=12wu 2,5Tw), 1,42 (1H, gybner, J=12 I'u).

Mpumep 28

Linc-3- (2-dpTopbeHannammHo)-2- deHunnunepu-amH (R=2F).
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T.An. > 260°C (pa3n., conb HCI). 'H-AMP (CACI) &: 7,31-7,2 (5H, mynbTunneT), 7,15-7,07 (1H, MynbTunneT),
6,97-6,85 (38H, mynbtunner), 3,88 (1H, ayonet, J=3 'y), 3,64 (1H, ay6neT, J=14T'w), 3,50 (1H, oybneT, J=14 I'y),
3,36-3,2 (1H, mynbtunnet), 2,87-2,73 (3H, mynbTtunnet), 2,07 (1H, ywwuperHbii gybnet, J=13 u), 1,88 (1H,
kBapTeT u TpunneT, J=13 n 4 'y), 1,67-1,58 (1H, mynbTtunner), 1,43 (1H, ywmpeHHbin gybnet, J=13 'u),

BC-AMP (COCIs) &: 162,6, 159,4, 142,6, 130, 129,8, 128,2, 128, 127, 127,8, 127,6, 126,8, 126,4, 123,73,
123,7, 115, 114,7, 64,3, 55,5, 47,8, 44,5, 44,4, 29,1, 29,4.

HRMS: BbluncneHo ansa CigH21N2F: 284, 1689.

HawnpeHo 284, 1701.

Mpumep 29

Linc-3-(2,6-andtopbeHannammHo)-2-deHnnnune-puanH (R=2,6-guF).

T.nn. > 260°C (pa3n., conb HCl). "H-AMP (CACl3) &: 7,33-7,02 (6H, mynbTunneT), 6,7 (2H, Tpunnet, J=8 '),
3,86 (1H, pybnet, J=2 I'u), 3,63 (1H, gy6net, J=14 T'u), 3,52 (1H, gy6net, J=14 T'y), 3,24 (1H, ywWpeHHbIN
aybnet, J=10 lu), 2,83-2,74 (1H, mynbTtunnet), 2,09 (1H, ywupeHHbin aybnet, J=13Tu), 1,9 (1H, kBapTeT u
Tpunnet, J=14 n4y), 1,63 (1H, 2 Tpunneta, J=14 n 4 'y), 1,4 (1H, ywnpeHHsbIi gybnet, J=12 I'y).

3C-AMP (COCls) 5: 142,1, 128,3, 126,7, 126, 111,1, 110,8, 110,7, 63,8, 55,2, 47,7, 38,5, 28,9, 20,4.

HRMS: BbluncneHo ans: 302, 1595.

Hawnpero: 302, 1607.

Mpumep 30

Linc-3-(2-meTnnbeHsunammnHo)-2-cpeHmnnunepmn-amH (R=2-CHs)

T.nn. 254°C (paan., conb HCI), "H-AMP (CACls) &: 7,31-7,21 (4H, mynbTunneT), 7,09-6,96 (4H, MynbTunneT),
3,9 (1H, gybnert, J=2 'y), 3,54 (1H, pybnet, J=14 T'y), 3,28 (1H, aybnet, J=14 l'y), 3,22-3,14 (1H, mynbTUNnerT,
2,91-2,87 (1H, mynbTtunnet), 2,79 (1H., Tpunnet n gyénert, J=8 n 4 l'u), 2,14 (|1H, yLIMpeHHbI gyonet, J=9 lu),
1,98 (3H, cunrner), 1,97-1,75 (1H, mynetunner), 1,7-1,48 (3H, mynbTunneT), 3c-AMP (COCI3) d: 142,7, 138,6,
136,4, 130, 128,4, 128,2, 126,7, 126,6, 125,5, 63,3, 56,2, 49,7, 29,3, 20,5, 18,5.

HRMS: BbluncneHo ansa CioH24N2: 280, 1939.

HangeHo: 280, 1952.

Mpumep 31

Linc-3- (2- TpudptopmeTnnbeHamnammHo) -2-de-HunnunepuanH (R=2-CFs).

T.nn. 249°C (paan., conb HCI). "H-AMP (CACls) &: 7,49 (1H, ay6net, J=8 I'u), 7,49-7,16 (8H, mMynbTunneT),
3,89 (1H, pybnet, J=2 I'y), 3,7 (1H, gybnet, J=15 I'u), 3,57 (1H, gybnet, J=15Tu), 3,25 (1H, ywnpeHHbI oy6nerT,
J=12Tu), 2,86-2,74 (2H, mynbtunnet), 2,08 (1H, ywmpeHHbii gybnert, J=12y), 1,93-1,8 (1H, mynbTtunner), 1,67-
1,55 gZH, MynbTUnneT), 1,44 (ywmpeHHbin aybnet, J=14 I'y).

PC-AMP (COCIs) 6: 142,7, 139,8, 131,95, 129,7, 128,2, 126,8, 126,5, 126,2, 125,4, 64,6, 56,2, 47,8, 47,0, 29,
20,5.
HRMS: BbluncneHo ansa CioH21N2F3: 334, 1657.

HangeHo: 334, 1665.

Mpumep 32

Linc-3-(2-xnop6eH3nnamunHo)-2-peHmnnunepun-guH (R=2-Cl).

T.nn. 256°C (paan., conb HCI). 'H-AMP (CACls) &: 7,31-6,97 (9H, mynbtunneT), 3,88 (1H, ay6ner, J=2 L),
3,63 (1H, ny6nert, J=15Tu), 3,48 (1H, gybnet, J=15I"w), 3,25 (1H, ywwnpeHHbih gybnet, J=10 'y), 2,87-2,74 (2H,
mynbTunneT), 2,09 (1H, ywnpenHbin gyénet, J=15 I'u), 1,9 (1H, kBaptet n Tpunnert, J=13 n 4 I'y), 1,68-1,57 (1H,
mynbTunner), 1,43 (1H, ywmpeHHbii gybnet, J=13 'u).

BC-AMP (COCl) &: 142,5, 138,1, 133,6, 129,7, 129,1, 128,3, 127,7, 126,8, 126,4, 64,3, 55,6, 48,7, 47,8, 29,
20,4.
HRMS: BbluncneHo ansa CigH21N2Cl: 300, 1394.

HangeHo: 300, 1394.

Mpumep 33

Linc-3- (3-TpudpTopmeTnnbeHannammHo)-2-pe-HunnunepmgnH (R=32CF3).

T.An. 240°C (pa3n., conb HCI) 'H-AMP (CACls) &: 7,41-7,14 (9H, mynbTunnet), 3,88 (1H, ay6ner, J=2 '),
3,55 (1H, py6rner, J=14 u), 3,38 (1H, oybnet, J=14 'y), 3,22 (1H, ywnpeHHbii gybnet, J=14 '), 2,84-2,74 (2H,
mMynbTunnet), 2,01 (1H, ywmpenHbin gyonet, J=14 I'u), 1,85 (1H, kBapteT u Tpunnet, J=12 n 4 'y), 1,63-1,54 (1H,
MynbTUnneT), 1,45 (1H, ywmpeHHbin aybnet, J=13 'y).

BC-AMP (COCl) &: 142,8, 142,1, 131,1, 128,4, 128,3, 127, 126,4, 124,5, 123,3, 64,5, 55,8, 51, 47,7, 29,4,
20,4.

HRMS: BbluncneHo ansa CioH21N2F3: 334, 1657.

HawnpeHo: 334, 1663.

HasBaHHble coemHeHnsi npumMepoB 34-35 umetoT cnepytoLlyo o6Lwyo hopmyny u nony4atoT No MeTOAMKE,
nogo6HoN onucaHHow B npumepe 1.
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Mpumep 34

Linc-3-(2-meTokcnbeHannammHo)-2-(2-cptopde-Hun)-nunepuamt (X=2-F).

T.An. 253°C (conb HCI). 'H-AMP (CACIs) &: 8,03 (1H, Tpunnet, J=7 T'u), 7,62-7,54 (1H, mynbTunnet), 7,47-
7,35 (2H, mynbTunner), 7,27-7,19 (2H, mynbtunnet), 6,94 (2H, 2 gybneta, J=9 n 2 I'y), 5,25 (1H, nybnert, J=4
lu), 5,25 (1H, pybnet, J=13 I'u), 4,03-4,00 (1H, mynbTunnet), 3,87 (1H, gybnet, J=13 'y), 3,75 (3H, cuHrner),
3,67 (1H, ywmpeHnHbin aybnet, J=13 l'y), 3,42-3,37 (2H, mynbTunner), 2,6-2,42 (2H, mynetunner), 2,38-2,3 (1H,
mMynbTunneT), 2,08-1,96 (1H, mynetunner).

HRMS: BbluncneHo ans CioH23N2OF: 314, 1795.

HawnpeHo: 314, 1778.

Mpumep 35

Linc-3-(2-meTokcmbeHannammHo)-2- (2-xnopde-Hun)-nunepmguH (X=2-Cl).

T.nn. 264°C (conb HCI). 'H-AMP (C[ICl3) &: 8,15 (1H, ay6neT, J=6 I'u), 7,66-7,5 (1H, mynbTunneT), 7,39 (1H,
Tpunnet, J=8 l'y), 7,15 (1H, aybnet, J=6 'y), 6,94 (2H, Tpunnet, J=8 I'u), 5,21 (1H, gybnert, J=3 lu), 4,19-4,1
(2H, mynbTunner), 3,27 (1H, gybnet, J=12 l'u), 3,78 (3H, cuHrner), 3,76-3,64 (1H, mynsTunner), 3,52-3,4 (1H,
MynbTUNNET), 2,64-2,44 (2H, mynbTunneT), 2,38-2,26 (1H, mynbTunneT), 2,16-1,96 (1H, mynbTunner).

HRMS: BbluncneHo ansa C1gH23N20OCI: 330, 1499.

Hawnpeno: 330, 1412.

Mpumep 36

Linc-3-(2-meTokcmbeHannammHo)-2-(2-metunde-Hun)nunepuanH (X=2-CHa).

T.nn. 260°C (corb HCI). 'H-AMP (CACl:) &: 7,97 (1H, ywwupeHHbli ay6net, J=8 Iu), 7,49-7,32 (4H,
MynbTunneT), 7,08 (1H, aybnet, J=6 I'u), 6,95-6-88 (2H, mynbtunnet), 5,04(1H, aybnet, J=3 Tu), 4,1 (1H,
aybnert, J=14 I'y), 3,88-3,8 (2H, mynbtunner), 3,68 (3H, cuHrnet), 3,49-3,36 (1H, mynbTunner), 2,59-2,27 (4H,
MynbTUnneT), 2,25 (3H, cuHrnet), 2,0 (1H, ywmnperHsii gyonet, J=10 I'u).

HRMS: BbluucneHo ansa CaoH2eN20: 310, 2045.

Hanpero: 310, 2080.

Bbluncneno: C 62,66, H 7,36, N 7,31.

HanpgeHo: C 62,75, H7,46, N 7,2.

Mpumep 37

Linc-3-(2-meTokenbeHamnammHo)-2-(3-tpudtop-metundermn)-nunepnanH (X=3-CFs).

T.nn. 268°C (conb HCI). "H-AMP (CACls) &: 8,03-7,94 (2H, mynbTunnet), 7,84 (1H, ay6net, J=8 I'u), 7,77
(1H, Tpuvnnet, J=8 'y), 7,37 (1H, Tpunnert, J=8 'y), 7,16 (1H, gybnert, J=8 '), 6,93 (2H, Tpunner, J=7 'y), 5,05
(1H, pybnet, J=2 Tu), 4,14 (1H, gy6bner, J=13 I'y), 3,86 (1H, aybnet, J=13 'y), 3,72 (3H, cuxrner), 3,7-3,62 (1H,
mynbtunneT), 3,3-3,2 (1H, mynbtunnet), 2,49-2,34 (2H, mynbtunner), 2,3-2,18 (1H, mynbtunnet), 2,01 (1H,
ylwMpeHHbI ayénet, J=14 'y).

Mpumep 38

Linc-3-(2-metokcnbeHannammHo)-2-(3-ptopde-Hun)-nunepngmnH (X=3-F).

T.nn. 264°C (conb HCI). "H-AmMP (COCIs) &: 7,62-7,5 (3H, mynbTunnet), 7,38 (1H, Tpunnet, J=7 'u), 7,3-7,21
(2H, mynbTunner), 6,93 (2H, Tpunnert, J=8 'u), 5,03 (1H, aybnet, J=3 l'u), 4,16 (1H, oybnet, J=15 'y), 4,06-3,96
(1H, mynbtunner), 3,85 (1H, gybnert, J=13 I'y), 3,75 (3H, cuHrnet), 3,66 (1H, ywmpeHHbin gybnert, J=12 I'y), 2,74-
2,40 (2H, mynbTtunner), 2,30-2,15 (1H, myneTtunnet), 2,06-1,92 (1H, mynsTunner).

HRMS: BbluncneHo ans CioH2sNOF: 314, 1795.

HangeHo: 314, 1790.

Mpumep 39

Linc-3- (2-meTokcmbeHsnnammHo) -2-(3-xnopde-Hun)-nunepmamH (X=3-Cl).

T.nn. 258-260°C (conb HCI). "H-AMP (CLCls) &: 7,72 (1H, yunpeHHbiit cuHrmeT), 7,7-7,58 (1H, mynbTunneT),
7,54 (2H, pnybnert, J=4 I'u), 7,4 (1H, Tpunnert, J=8u), 7,2 (1H, gybneT, J=7 'y), 6,97-6,92 (2H, mynbTMnnet), 5,01
(1H, oybnet, J=4 T'u), 4,17 (1H, py6nert, J=13 'y), 3,99 (1H, ywupeHHbn cuHrnet), 3,8 (1H, gybnet, J=13 I'u),
3,75 (2H, cunHrner), 3,69-3,54 (1H, mynbtunnet), 3,17-3,14 (1H, mynbtunnet), 2,49-2,4 (2H, myneTunner), 2,3-
2,16 (1H, mynbTunneT), 2,05-1,94 (1H, mynbTunneT).

HRMS: BbluncneHo ansa C1oH23N20OCI: 330, 1499.

HanpgeHo: 330, 1508.

Mpumep 40

Linc-3-(2-meTokcnbeHannammHo)-2-(3-meTtokeun-deHnn)-nunepmauH (X=3-OMe).

T.An. 252°C (conb HCI). 'H-AMP (CACls) &: 7,49-7,34 (2H, mynbTunneT), 7,28-7,16 (3H, mynbTunner), 7,07
(1H, ny6ner, J=6 '), 6,96-6,91 (2H, mynbTunner), 4,94 (1H, oybnet, J=4 I'y), 4,15 (1H, gybner, J=13 'y), 3,96
(1H, ywwupeHHbin cunrner), 3,86 (1H, gyonet, J=13 l'u), 3,83 (3H, cunrnet), 3,69 (3H, cuHrner), 3,68-3,6 (1H,
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mynbTunneT), 3,28-3,22 (1H, mynbTtunner), 2,49-2,35 (2H, mynbtunnet), 2,32-2,16 (1H, mynbtunner), 2,06-1,94
(1H, mynbTUNNeET).

HRMS: BbluncneHo ans CaoHaeN202: 326, 1994.

HanpeHo: 326, 1983.

Bbiuncneno: C 60,15, H 7,07, N 7,01.

HanpeHo: C 59,78, H 6,75, N 7,01.

Mpumep 41

Limc-3-(2-meTokcmbeHannammHo)-2-(3-metun-ge-Hun)-nunepuamH (X=3-CHs).

T.nn. 243°C (conb HCI). 'H-AMP (CACI) &: 7,15 (2H, gea ay6neTa, J=8,7 I'u), 7,07-6,94 (4H, mynbTunneT),
6,79 (1H, Tpunnet, J=7 l'u), 6,67 (1H, gybneT, J=8 I'u), 3,83 (1H, aybnet, J=2 'y), 3,68 (1H, oybneTt, J=14 L),
3,44 (3H, cuHrner), 3,4 (1H, pybnet,=14 Tu), 3,26 (1H, ywwupenHbin pyonet, J=12 Tu), 2,85-2,73 (1H,
mynbeTunnet), 2,3 (3H, cuHrnert), 2,12 (1H, ywupeHHein aybnet, J=14 'y), 1,92 (1H, kBapTteT u Tpunnet, J=13 n 4
Mu), 1,58 (1H, gBa Tpunnera, J=14 I'u), 1,38 (1H, ywmpeHHbn aybnet, J=13 'u).

HRMS: BbluncneHo ansa CaoH2sN20: 310, 2045.

Hawnpero: 310, 2069.

Bbluncneno: C 62,66, H 7,36, N 7,31.

HanpeHo: C 62,61, H 7,44, N 7,24.

Mpumep 42

Linc-3-(2-meTokcnbeHannammHo)-2-(4-cdeHunde-Hun)-nunepuamnH (X=4-Ph).

T.nn. 255°C (conb HCI). "H-AMP (CACl3) &: 7,77-7,7 (4H, mynbTunnet), 7,63-7,44 (3H, mynbTunner), 7,41
(2H, Tpunnert, J=2 'y), 7,39-7,31 (2H, mynetunner), 7,15 (1H, aBa gybneta, J=6 1 2 '), 6,92 (1H, Tpunnert, J=7
lu), 6,79 (1H, gy6nert, J=8 I'u), 5,03 (1H, ywmpeHHbii cuHrmer), 4,13 (1H, gy6net, J=13 l'u), 3,87 (2H, oybner,
J=13 lu), 3,6 (4H, cunrnet), 3,34-3,3 (2H, ywupeHHbin cuHrner), 2,58-2,1 (3H, mynbtunnet), 2,00-1,89 (1H,
MynbTUMAET).

HRMS: BbluncneHo ansa CasHasN20: 372, 2202.

HanpeHo: 373, 2220.

Mpumep 43

Linc-3-(2-meTtokcnbeHamnammHo)-2-(4-ptopde-Hun)-nunepnamnH (X=4-F).

T.nn. 252°C (conb HCI). UK(KBu4) makc: 3280, 2600, 1605, 1520, 1240: 1020 cm™.

"H-ampP (COCIs) 6: 7,25-7,12 (3H, mynbTunneT), 6,99-6,94 (3H, mynbtunner), 6,8 (1H, Tpunner, J=6 'y), 6,68
(1H, py6net, J=8 I'u), 3,83 (1H, ywupeHHbin cuHrmet), 3,67 (1H, ayoner, J=14 I'y), 3,49 (3H, cuHrnet), 3,38 (1H,
oyonert, J=14 'y), 3,26-3,2 (1H, mynbtunneT), 2,82-2,71 (2H, mynbtynnet), 2,11 (1H, ywmpeHHbii aybnet, J=13
lu), 1,97-1,83 (1H, mynbtunner), 1,63-1,52 (1H, mynstunnet), 1,38 (1H, ywupenHbin gyonet, J=13 'y).

Be-amp (COCIs) &: 157,6, 138,3, 129,6, 128,3, 127,9, 127,8, 120, 114,9, 114,6, 109,8, 63,4, 54,8, 54,6, 47,8,
46,7, 28,2, 20,3.

HRMS: BbluncneHo ans CioH2sN2OF: 314, 1795.

HangeHo: 314, 1802.

Mpumep 44

Linc-3-(2-meTokcnbeHannammHo)-2-(4-metunde-Hun)-nunepuguH (X=4-CHa).

T.nn. 233°C (conb HCI). UK(KBu4) makc: 3400, 2700, 1610, 1570, 1460, 1260, 1040 em™.

"H-ampP (COCls) &: 7,18-7,11 (5H, mynbTunneT), 5,97 (1H, aBa oybnerta, J=7 n 2 I'u), 6,79 (1H, Tpunnet, J=8
lu), 6,67 (1H, nyb6ner, J=8 I'u), 3,84 (1H, aybnert, J=2 l'u), 3,67 (1H, gy6nert, J=14 'y), 3,45 (3H, cunrner), 3,4
(1H, py6bnet, J=14 I'u), 3,25 (1H, ywwnpeHHbIi aybnet, J=8 'u), 2,82-2,73 (2H, mynstunner), 2,31 (3H, cuHrner),
2,11 (1H, ywwupeHHebin gybnet, J=13 'y), 1,91 (1H, kBaptet u Tpunnet, J=9 n 4 '), 1,57 (1H, aBa Tpunneta, J=14
n4ru), 1,37 (1H, ywnpenHbin gyénet, J=13 I'y)

Bc-amp (COCls) 8: 157,6, 139,4, 135,9, 129,6, 128,8, 128,4, 127,7, 126,2, 120, 109,8, 63,7, 54,8, 54,7, 47,8,
46,7, 28,2, 21,0, 20,4.

HRMS: BbluncneHo ansa CooHasN20: 310, 2045.

HangeHo: 310, 2043.

Mpumep 45

Linc-3-(2-meTokcmbeHannamMmmHo)- 2-(4-xnopde-Hun)-nunepuamnH (X=4-Cl).

T.nn. 247°C (conb HCI). UK (KB4) makc: 2950, 2640,1610, 1570, 1500, 1450, 1250 oM.

"H-ampP (COCIs) &: 7,26-7,13 (5H, mynbTunnet), 6,97 (1H, aga gybneta, J=7 n 2 l'y), 6,81 (1H, Tpunnet, J=8
lu), 6,68 (1H, nybner, J=8 I'u), 3,84 (1H, aybneT, J=9 l'u), 3,7 (1H, ny6nert, J=14 '), 3,48 (3H, cuHrner), 3,37
(1H, pybnet, J=14 Tu), 3,26 (1H, ywwupeHHbin aybnet, J=8 Iu), 2,83-2,72 (2H, mynbTunnet), 2,12 (1H,
ylwmpeHHbii aybnet, J=9 'u), 1,91 (1H, kBapteT u Tpunnet, J=13 un 4 'y), 1,58 (1H, aBa Tpunneta, J=13 n 4 l'y),
3,83 g'l H, ywupeHHbi oybnet, J=13 'y).

Be-amp (COCls) 6: 157,6, 140,96, 132,4, 129,7, 128,2, 128, 127,7, 120, 109,9, 63,3, 54,8, 54,5, 47,7, 46,8,
28,20.

HRMS: BbluncneHo ansa C1oH23N20OCI: 330, 1498.

HawnpeHo: 330, 1489.

BbiuucrneHno: C 56,52, H 6,24, N 6,94.

HanpeHo: C 56,52, H 6,2 N 6,86.

Mpumep 46

Linc-3-(2-meTokcmbeHannammHo)-2-(4-metokcmdpeHnn)-nunepuanH (X=4-OMe).

T.nn. 245°C (conb HCI). 'H-AMP (CACl3) &: 7,14 (3H, Tpunnet, J=8 I'u), 6,97 (1H, ABa ay6reTa, J=7 1 2 '),
6,84-6,77 (3H, mynetunner), 6,67 (1H, ayoner, J=8 I'y), 3,81 (1H, aybnet, J=2 'y), 3,78 (1H, cuHrner), 3,67 (1H,
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ayonert, J=14 Tu), 3,47 (3H, cunrnet), 3,4 (1H, gyonert, J=14 ), 3,24 (1H, ywmpeHnHubin gyénet, J=10 l'y), 2,81-
2,72 (2H, mynbtunnet), 2,1 (1H, ywnperHbii gybnet, J=14 'y), 1,9 (1H, kBapTeT 1 Tpunnert, J=14 n 4 I'y), 1,56
(1H, gBa Tpunneta, J=14 n 4 I'y), 1,36 (1H, ywupeHHbin gyénet, J=14 I'u).

BCc-AmP (COCls) &: 158,3, 157,6, 134,6, 129,6, 128,4, 127,7, 127,3, 120, 113,5, 109,8, 63,4, 55,2, 54,8, 54,7,
47,8, 46,7, 28,2, 20,3.

HRMS: BbluncneHo ansa CaoHaeN202: 326, 1996.

HawnpeHo: 326, 1968.

Bbiuncneno: C 60,15, H 7,07, N 7,01.

HanpeHo: C 59,36, H 6,79, N 6,82.

Mpumep 47

Limc-3-(2-meTokcmbeHannammHo)-2-(4-tpudptop-metundenun)-nunepuamnH (X=4-CFs).

T.nn. 250°C (pa3n., conb HCI). 'H-AMP (CACIs) &: 7,51 (2H, ay6ret, J=8 I'u), 7,33 (2H, ay6nert, J=8 I'u), 7,13
(1H, Tpunner, J=8 I'u), 6,98 (1H, gy6nert, J=8 I'y), 6,77 (1H, Tpunner, J=8 I'u), 6,63 (1H, ay6nert, J=8 'y), 3,89
(1H, cunrnet), 3,67 (1H, gybnert, J=14T'u), 3,39 (3H, cunrnet), 3,33 (1H, aybnert, J=14 T'y), 3,24 (1H, yLuMpeHHbIN
aybnet, J=12 Tu), 2,82-2,74 (2H, mynbtunnet), 2,13 (1H, ywwupeHHein gyénert, J=14 Ty), 1,98-1,78 (1H,
MynbTUNneT), 1,64-1,46 (1H, mynbTunnet), 1,38 (1H, ywmpeHHbin oybnet, J=14 'y).

Be-AMP (COCIs) 6: 157,4, 146,5, 129,5, 127,8, 126,5, 124,8, 124,7, 119,8, 109,7, 63,6, 54,4, 54,3, 47,5, 46,6,
28,10.

HRMS: BbluncneHo ansa CxoH23N2OF3: 364, 1762.

HawnpeHo: 364, 1710.

Mpumep 48

Linc-3-(2-meTokcnbeH3nnamuHo)-2-(4-6pomdpe-Hun)-nunepmaunH (X=4-Br).

T.nn. 250°C (comb HCI). "H-AMP (CACls) &: 7,36 (2H, ay6net, J=8 'u), 7,14-7,05 (3H, MynbTunnet), 6,95
(1H, nBa nybneta, J=8 n 2 I'y), 6,79 (1H, Tpunner, J=8 '), 6,67 (1H, aybnert, J=8 I'u), 3,79 (1H, oybnert, J=2 l'u),
3,66 (1H, ny6net, J=14 T'y), 3,48 (3H, cuHrner), 3,34 (1H, oybnet, J=14 I'u), 3,22 (1H, ywupeHHbIi gybner, J=14
lu), 2,78-2,68 (2H, mynbTunner), 2,17 (1H, ywmpeHHbin oybnet, J=14 'y), 1,96-1,78 (1H, mynetunner), 1,56 (1H,
nBa TJDVII‘IJ‘IeTa, J=14Tuwn 4 'u), 1,38 (1H, ywmpeHHbIi gybnet, J=14 'u).

Be-amp (COCIs) 6: 157,6, 141,4, 131,1, 129,7, 128,1, 128, 127,9, 120,4, 120, 109,8, 63,4, 54,8, 54,4, 47,6,
46,8, 28,1, 20,2.

HRMS: BbluncneHo ans CigH2sN2OBr: 374, 0980.

HangeHo: 374, 0926.

Bbiumcneno: C 50,91, H 5,62, N 6,25.

HanpeHo: C 51,41, H 5,48 N 6,23.

Mpumep 49

Linc-3-(2-meTokcmbeH3annaMmmHo)-2-(4-ruapokcu-meTun-gpeHmn)-nunepuanH (X=4-CH,OH).

T.nn. 248°C (conb HCI). "H-AMP (CACls) 8: 7,2-7,04 (5H, mynbTunneT), 6,95 (1H, ABa aybneta, J=8 u 2 '),
6,7 (1H, Tpunnet, J=8 l'y), 6,64 (1H, aybnert, J=8 I'y), 4,6 (2H, cuHrnet), 3,82 (1H, aybnert, J=2Tu), 3,62 (1H,
nyonert, J=14 'u), 3,43 (3H, cuHrner), 3,37 (1H, gy6nert, J=14 Tu), 3,24 (1H, ywupeHHbin gybnet, J=8 'y), 2,8-
2,68 (2H, mynbTtunnet), 1,96-1,8 (1H, mynbTynneT), 1,56 (1H, gBa Tpunneta, J=14 n 4 'u), 1,36 (1H, yw1peHHbIA
oy6ner,J=8I'y).

HRMS: BbluncneHo ans CooHosN202: 326, 1994.

HangeHo: 326, 1979.

Bbiumcneno: C 60,15, H 7,07, N 7,02.

HanpeHo: C 60,04, H 6,93, N 6,83.

Mpumep 50

Linc-3-(2-meTtokcmbeHannammHo)-2-(3-ptop-4-metokcndeHmn)-nunepuaut (X=3-F, 4-OMe).

T.nn. 250°C (pa3n., conb HCI). 'H-AMP (CLCls) &: 7,15 (1H, ay6neT u TpunneT, J=8 n 2 'y), 7,01-6,93 (3H,
MynbTunneT), 6,89-6,78 (2H, mynbTunnet), 6,7 (1H, aybnet, J=8 I'y), 3,87 (3H, cunrnet), 3,78 (1H, aybner, J=2
lu), 3,68 (1H, gy6nert, J=14 I'y), 3,52 (3H, cunrnet), 3,38 (1H, oybnet, J=14 I'y), 3,22 (1H, ywmpeHHbIN.oybneT,
J=9T'u), 2,75 (2H, Tpunnet n gy6nert, J=13 n 3 I'y), 2,1 (1H, ywmpeHHen gyéner, J=13 'y), 1,86 (1H, kBapTeT U
Tpunnert, J=13 n 4 'y), 1,56 (1H, gea Tpunneta, J=13 n 3 'y), 1,35 (1H, ywmpeHHbin gybnet, J=13 I'y).

BC-AMP (CAOCI) &: 157,6, 135,8, 129,7, 128,2, 128, 121,8, 121,7, 120, 114,3, 114,1, 113, 109,8, 63, 56,3,
54,7, 54,5, 47,7, 46,8, 28,2, 20,3.

Mpumep 51

Linc-3-(2-meTokcmbeHannammHo)-2-(2,3-gudtop-cdeHun)-nunepnamnH (X=2,3-aun-F).

T.nn. 243°C (conb HCI). "H-AMP (CACI3) &: 7,21-7,12 (2H, mynbTunnet), 7,09-7,01 (1H, mynbTunnet), 6,98
(1H, pBa pybnerta, J=7,2 I'y), 6,81 (1H, Tpunnert, J=7 I'y), 6,69 (1H, aybnet, J=8 I'u), 4,17 (1H, cuHrner), 3,61
(1H, pybnet, J=14 I'u), 3,54 (3H, cuHrner), 3,36 (1H, gybnert, J=14 Tu), 3,23 (1H, gybnert, J=14 I'y), 2,89 (1H,
YLIMPEHHbI cuHrmneT), 2,79 (1H, Tpunnet n gybnet, J=12 n 3 'y), 2,03 (1H, ywwnpeHHbin aybnet, J=13 u), 1,85
(1H, kBapTteT u Tpunnet, J=13 n 4 l'u), 1,68-1,56 (1H, mynetunner), 1,41 (1H, ywupeHHbi gyénet, J=14 'y).

*C-AMP (COCIs) &: 157,5, 132,6, 132,4, 129,5, 128,3, 127,9, 123,6, 122,8, 120,2, 115,3, 115,1, 109,9, 58,3,
54,8, 53,2, 47,1, 28,6, 20,4.

Mpumep 52

Linc-3-(2-meTokcmbeHannammHo)-2-(2,3-guxnop-gexHnn)-nunepuant (X=2,3-gu-Cl).
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T.nn. 249°C (conb HCI). "H-AMP (COCIs) &: 7,42 (1H, ay6net, J=8 I'y), 7,35 (1H, ay6neT, J=8 '), 7,19 (1H,
Tpunnert, J=8 'u), 7,14 (1H, Tpunner, J=8 I'y), 6,91 (1H, aybnet, J=8 'y), 6,79 (1H, Tpunnet, J=8 'y), 6,68 (1H,
ayonert, J=8 l'u), 4,19 (1H, pybnet, J=2 I'y), 3,55 (1H, aybnet, J=12 I'u), 3,53 (3H, cuHrnet), 3,32 (1H, oybner,
J=14 Tu), 3,23 (1H, ywwnpeHHbii gybnet, J=12 y), 3,03-2,98 (1H, mynbTunner), 2,81 (1H, Tpunnet n pybnert,
J=13 n 3 I'u), 2,01 (1H, ywupenHbin gyénet, J=13 'y), 1,97-1,75 (1H, mynetunner), 1,7-1,62 (1H, mynbTunneT),
1,42 (1H, ywmpeHHbi gybnet, J=12 I'y).

Mpumep 53

Linc-3-(2-meTokcmbeHannaMmmHo)-2-(4-atunamm-HodeHnn)-nunepuamH (X=4-NEt)

T.nn. 241°C (conb HCI). "H-AMP (CACls) &: 7,14 (1H, TpunneT, J=8 'u), 7,08-6,94 (3H, mynbTUnnet), 6,78
(1H, Tpunnert, J=8 l'y), 6,67-(1H, oybnet, J=8 ), 6,52 (2H, gy6nert, J=8 I'u), 3,77 (1H, yWwWMpPEHHbLIA CUHINET),
3,69 (1H, gy6nert, J=14 T'u), 3,5 (3H, cuHrnet), 3,43 (1H, aybnet, J=14 l'u), 3,33 (1H, ywupeHHbIn aybneT, J=2
Mu), 3,12 (1H, kBaprert, J=8 I'y), 2,84-2,68 (1H, mynbTMnneT), 2,09 (1H, ywupeHHbin aybnet, J=4 Iy), 1,96-1,49
(1H, mynbtunner), 1,61-1,49 (1H, mynbtunnet), 1,35 (1H, ywupenHbii gyénet, J=14 T'u), 1,25 (3H, Tpunner,
J=8Twu).

Mpumep 54

Linc-3-(2-meTokcmbeHannammHo)-2-(3-metun-4-metokeudeHun)-nunepngnH (X=3-Me, 4-OMe).

T.nn. 248°C (conb HCI). UK (KB4) makc.: 3540, 2600, 1610, 1560, 1460, 1270, 1030 oM™,

"H-amP (COCls) &: 7,13 (1H, Tpunnet, J=8 'y), 7,02 (1H, oy6neT, J=8 '), 6,94-6,9 (2H, mynbTMnNneT), 6,74
(1H, Tpunnert, J=8 l'u), 6,7 (1H, oybnet, J=8 I'y), 6,64 (1H, gybnet, J=8 Iu), 3,79 (3H, cwHrner), 3,78 (1H,
cuHrnet), 3,67 (1H, oybnet, J=1 l'y), 3,43 (3H, cuHrner), 3,38 (1H, gybnet, J=14 y), 3,21 (1H, ywnpeHHbIA
oyonert, J=14 'u), 2,14 (8H, cuHrnet), 2,11-2,07 (1H, mynbtunner), 1,93-1,74 (1H, mynstunner), 1,59-1,53 (1H,
mynbTunnet), 1,38-1,33 (1H, mynbTunner).

Be-amp (COCIs) &: 157,6, 156,5, 134,1, 129,6, 128,6, 128,4, 127,7, 126,1, 124,4, 119,9, 109,7, 109,6, 63,3,
55,4, 54,7, 53,4, 47,8, 46,6, 28,1, 20,4, 16,3.

HRMS: BbluncneHo ansa Ca1H2sN202: 340, 2151.

HangeHo: 340, 2172.

Mpumep 55

Linc- 3- (2-meTokcnbeH3nnammuHo) -2-(2-dptop-6-xropdeHnn) nunepuaunH (X=2-F, 6-Cl).

T.nn. 245-246°C (HCI conk). UK (KB4) makc.: 3280, 2700, 1610, 1580,1500,1450,1260, 1010 cm™.

"H-ampP (COCls) 6: 7,16-7,1 (3H, mynbTunner), 6,99-6,92 (2H, mynbTtunnet), 6,79 (1H, Tpunner, J=8 'y), 6,68
(1H, oy6nert, J=8 l'u), 4,37 (1H, pgybnet, J=2 I'y), 3,68 (1H, aybner, J=14 Tu), 3,55 (1H, cuHrner), 3,47 (1H,
oyonert, J=14 T'u), 3,2 (1H, ywupeHHbii gyonet, J=14 I'u), 2,87-2,78 (1H, mynbtunner), 2,7 (1H, Tpunner, J=14
lu), 2,4-2,0 (1H, mynbTunnet), 1,84-1,6 (2H, mynstunner), 1,36 (1H, ywmperHbii gybnet, J=14 I'y).

Bc-amp (COCIs) 8: 157,4, 129,3 128,3, 128,2, 127,8, 125,7, 125,6, 120,3, 115,4, 115, 109,9, 62,8, 62,8, 54,9,
53, 47,9, 28,6, 20,8.

HRMS: BbluncneHo ansa C1oH2o0NOCIF: 348, 1405.

HangeHo: 348, 1369.

HasBaHHble coemHeHus npumepoB 56-60 nmetoT cnegytoLuyto obLyto dopMyny 1 NomnyvarT No METOAMKE,
H

L

by
H
nogo6Ho onucaHHow B npumepe 1. !

Mpumep 56

3-(2-MeTokeubeHaunammHo)-nunepuanH (X=H).T.nn. 198°C (conb HCI). 'H-AMP (conb HCI B C30H) &: 7,48
(2H, Tpunner, J=6 'y), 7,12 (1H, gy6nert, J=6 'y), 7,04 (1H, Tpunnert, J=8 I'u), 4,33 (2H, aybnert, J=4 I'y), 3,95
(3H, cunHrnert), 3,8 (1H, ywupenHbin gybnet, J=9 u), 3,7-3,54 (1H, mynbTnner), 3,41 (ywupeHHbin gybnet, 1H,
J=9 Iu), 3,25 (1H, Tpunnert, J=12 I'u), 3,18-3,01 (1H, mynbTunner), 2,48-2,4 (1H, mynbTunner), 2,24-2,1 (1H,
MynbTUnneT), 2,01-1,79 (1H, MynbTunneT).

HRMS: BbluncneHo ans Cq3H22N20: 220, 1576.

HawnpeHo: 220, 1587.

Mpumep 57

Linc-3-(2-meTokcnmbeHannammHo)-2-(5-nHgaHumn)-nunepuanH (X=5-ungaH).

T.nn. 243°C (conb HCI). "H-AMP (CACIs) &: 7,24-7,11 (3H, mynbTunneT), 6,97 (2H, Tpunnet, J=8 I'), 6,79
(1H, Tpunner, J=8 I'y), 6,65 (1H, aybnet, J=8 I'y), 3,83 (1H, ywupeHHbin cuHrner), 3,68 (1H, aybnet, J=14 I'u),
3,43 (3H, cunrner), 3,39 (1H, aybnet, J=14 ), 2,23 (1H, ywwnpeHHbin aybnet, J=14 Tu), 2,88-2,72 (6H,
MynbTUnneT), 2,13-1,86 (5H, mynbtvnnet), 1,56 (1H, oBa Tpunneta, J=13 n 4 I'y), 1,37 (1H, ywupeHHbIn oybneT,
J=14Twu).

Mpumep 58

Linc-3-(2-meTokcubeHannamuHo)-2-(1-Hadptun)-nunepuamH (X=1-Hadptun).

T.nn. 251°C (conb HCI). "H-AMP (conb HCI B C130H) &: 8,16 (1H, ay6net, J=6 Iw), 8,08 (1H, ay6ner, J=7
Mu), 8,04-7,98 (1H, mynbTunnert), 7,94-7,86 (1H, mynbtunnert), 7,71 (1H, Tpunnet, J=8 lu), 7,64-7,61 (1H,
MynbTunnet), 7,17 (1H, tpunnet, J=8 '), 6,84 (1H, aoybnet, J=6 l'u), 6,66 (1H, Tpunner, J=8 I'y), 5,73 (1H,
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YLINPEHHbIV cnHmeT), 4,06-3,99 (1H, mynetunner), 3,8-3,74 (2H, mynbtunneT), 3,49-3,4 (4H, mynbTunner), 2,72-
2,44 (3H, mynbTtunner), 6,84 (1H, ywupeHHbin gybnet, J=8 'u).

HRMS: BbluncneHo ans CasHasN2O: 346, 2045.

HanpeHo: 346, 2062.

Mpumep 59

Linc-3-(2-meTokcnbeHannammHo)-2-(2-Hadptvn)-nunepmanH (X=2-Hadtun).

T.nn. > 250°C (pa3n., conb HCI). "H-AMP (CACIs) &: 7,87-7,78 (3H, mynbtunnet), 7,69 (1H, ayéret, J=8 '),
7,5-7,39 (2H, mynbTunner), 7,14 (1H, nybnet, J=8 'u), 7,1 (1H, Tpunnet, J=8 'u), 6,92 (1H, nybnet, J=8 'y), 6,75
(1H, Tpunnet, J=8 'y), 6,47 (1H, pybner, J=8 'u), 4,02 (1H, ny6ner, J=2I'y), 3,66 (1H, gybnet, J=14 I'uy), 3,37-
3,2 (2H, mynbTtunner), 2,97 (3H, cuHrner), 2,89 (1H, ywmnpeHHbIi cnHrneT), 2,88-2,79 (1H, mynbTtunnet), 2,16 (1H,
ylmpeHHbid ayonet, J=14 'y), 1,98 (1H, kBaptert, Tpunnet, J=8 n 3 'y), 1,63 (1H, aea Tpunneta, J=4 n 12 'y),
1,43 (1H, ywmpeHHbii gybnet, J=13 I'y).

Mpumep 60

Linc-3-(2-meToKCcMBEH3MMaMUHO)-2-LUKITONEHTUN-MUNEPUANH (X=LMKNONeHTUN).

T.nn. 161°C (conb HCI). UK (KB4) makc.: 3480, 3420, 2960, 1610, 1500, 1260, 1020 oM™,

"H-amMP (COCls) &: 7,48 (1H, gy6nert, J=8 I'u), 7,17 (1H, Tpunnert, J=8 I'u), 6,9 (1H, Tpunnet, J=8Tu), 6,8
(1H, nybnet, J=8 I'u), 3,78 (3H, cuHrner), 3,67 (1H, pybnet, J=13 I'u), 3,57 (1H, oybnet, J=13 ly), 2,97 (1H,
ylwnpeHHbIi aybnet, J=13 Tu), 2,69-2,64 (2H, mynbtunnet), 2,47 (1H, Ttpunnet, J=9Tu), 2,3-2,2 (2H,
mynbTvnnet), 1,75 (1H, ywmpenHbid aybnet, J=9 'y), 1,6-1,16 (7H, mynetunnet), 1,0-0,9 (1H, mynbTunner).

Be-amp (COCls) &: 157,9, 130,6, 128,5, 127,5, 120,2, 110, 61,3, 59,2, 55,1, 47,9, 47,2, 39, 29,2, 27,3, 26,2,
25,8, 24,1, 23,1.

HRMS: BbluncneHo ansa CqgHzsN20 288, 2201.

HawnpeHo: 288, 2172.

HasBaHHble coeanHeHWs npumMepoB 61-62 nmetoT creaytoLlyto obLyio dopmyny 1 Nony4vaT No MeToauke,
nogo6HoN onucaHHow B npumepe 1.

0
I
H
)
H T (CHyn

Mpumep 61

5-(2-MeTokcnbeHsnnamunHo)-1-asa-cnmpo-(5,5)-yHaekkaH (n=2).

T.nn. 257°C (conb HCI). VK (KBu) makc.: 2940, 1605, 1580, 1500, 1460, 1250, 1020 cm™.

"H-amp (COCIs) &: 7,27-7,18 (2H, mynbTunnet), 6,89 (1H, Tpunnet, J=8 I'y), 6,84 (1H, ay6ner, J=8 I'u), 3,86
(1H, oybnert, J=14 I'y), 3,82 (3H, cuHrnet), 3,68 (1H, oybnert, J=14 Tu), 2,74-2,68 (2H, mynbTunner), 2,25-2,08
(1H, mynbTunner), 1,81-1,25 (13H, mynbTunner).

HRMS: BbluncneHo ansa CigHasN2O: 288, 2202.

HawnpeHo: 288, 2182.

NMPUMEP 62.

10-(2-MeTokcnbeHannammHo)-6-a3a-cnmpo-[4,5]-aekaH (n=1).

T.nn. 247°C (conb HCI). UK (KBu) makc.: 2960, 2700, 1605, 1580, 1500, 1480, 1260, 1030 cm ™.

"H-amp (COCIs) &: 7,23-7,18 (2H, mynbTunnet), 6,89 (1H, Tpunnet, J=8 I'y), 6,84 (1H, gy6ner, J=8 'u), 3,89
(1H, py6bnet, J=13'u), 3,83 (3H, cuHrnet), 3,66 (1H, gybnert, J=14Ty), 2,76-2,7 (2H, mynetunner), 2,31 (1H, oBa
aybneta, J=8 n 3 I'y), 1,81-1,24 (12H, myneTunner).

HRMS: BbluncneHo ansa Ci7H26N20: 274, 2085.

HawnpeHo: 274, 2057.

Mpumep 63

Linc-3-(2-meTokcnMbeH3nnamMmmHo)-2-heHnnnune-puanH.

A. 4-Oennn-1-(TpeT-6yTUNONMETUNCUNUI)A3ETU-OUH-2-OH.

4-denunasetngun-2-oH (10,4 r, 71,0 mmonent) (Graf Chem. Ber. 111 (1963), Durst et al., J. Org. Chem. 35,
2043 (1970)) pacteopsitoT B JM®A (200 mn) n obpabaTtbiBaloT XITIOPUCTLIM TPET-OyTUN-gumeTuncununom (12,8 r,
85 mmoneit) u TpuatunammHom (11,8 mn, 85 mmonen). CMeck nepemeLunBaloT Npyv KOMHATHOW TemrnepaTtype B
TeyeHne 16 yvacoB n nepeHocAT B acpup (500 mn). DdwmpHbIM pacTBop NpomMbiBaioT 1 N pacTBOpoM COMsiHOM
kmcrnotbl (1 x 100 mn), Bogon (2 x 50 mn) n pacconom (1 x 50 mn). Nocne aToro pacTBOp BbICYLMNBAIOT
(be3BogHbIM cynbdaToM MarHuMsA) M BbINapuBaloT, OCTaToOK noasepratloT  drew-xpomartorpadmm  Ha
cunuKarenbHOW KOIoHKe. JnonpoBaHue ¢ nomoLbio 15%-Horo aTunauertata B rekca-He gaet 4-deHun-1-(Tpert-
6yTunaumeTuncunun)-asetTnanH-2-oH (18,4 r, 99%) B Buage macna, KOTopoe 3aTBepAeBaeT Npy CTOSAHUN.

"H-ampP (COCls) &: 7,37-7,29 (5H, mynbTtunner), 4,51 (1H, aBa gyb6neta, J=6 n 3 I'y), 3,5 (1H, aBa oybnera,
J=16 [ 6 lu), 2,93 (1H, nBa nybnera,
J=16 n 3 'y), 0,9 (3H, cuHrner), 0,89 (9H, cuHrnet), 0,19 (3H, cuHrner).

B. 3-(3-Xnopnponun)-4-peHun-1-(Tpet-by Tmnam-meTmncunun)-asaTtmamnH-2-oH.

K nepemelumBaemomy pacteopy 4-cheHnn-1-(TpeT-0yTungumeTuncunun) asatuguH-2-oHa (9,75 r, 37 mmonen)
B TId (100 mn) npu -50°C B atmocdepe azoTa ObICTpO [06aBNSAT CBEXENPUIOTOBIIEHHLIN pPacTBOP
anatunamuga nutus (1 M B TF®, 44 mn, 45 mmonei). PeakumoHHyto cMecb nepeMeLunBatoT B TedeHne 15 MuHyT
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npn -50°C, a 3atrem pobasnsioT pacTtBop 1-6pom-3-xnopnponana (7,4 mn, 75 mmonen) B TI® (20 mn).
Monyuvatowmica pacTBop nepemelumBatoT B TedeHne 15 muH npu -50°C, nocne yero gobaBnsoT XNOPUCTbIN
aMMOHUIA (HacblWweHHbIM BOAHbIA pacTBop). lNocne atoro cmecb obpabateiBaoT admpom (2 x 300 mn) u
NPOMbIBAIOT  HACbILLEHHbIM BOAHbIM PacTBOPOM  XMOPUCTOTO  HaTpus. OdMPHbIA  pacTBOP  BbICYLUMBAIOT
(cynbdbaTtom MarHusi) n KOHUEeHTpupytoT, a octatok (17,0 r) xpomatorpadupytoT Ha CuUnMKareneBoW KOSOHKe.
OntonposaHune 5%-HbiM aTUNaueTaTom B rekcaHe gaet 3-(3-xnopnponun)-4-perHun-1-(Tpet-0yTunammeTnncmnmn)
asatmauH-1-oH B Buae macna (7,6 r, 58%).

"H-amp (COCIs) 6: 7,2-7,4 (1H, mynbTunner), 4,18 (1H, ay6nert, J=2,5 'y), 3,5 (2H, Tpunnet, J=5Tu), 3,04
(1H, pybnet n Tpunnet, J=2,5u1 7,5Ty), 1,7-2,05 (4H, mynstnnner), 0,9 (9H, cuxrner), 0,2 (3H, cuHrner).

C. Unc-Metun-2-deHnnnunepunamt-3-kapbokcu-nat (MeTunosbin admp KUCAOThI).

3-(3-Xnopnponun)-4-deHnn-1-(TpeT-oyTnngume-tuncunun)-asetmanH-2-ox (3,07 r, 9,0 mmonen) pacteopsitoT
B 10%-HOM METaHOMbHOM PacTBOpPE CEPHOW KUCMOTbl M KUMATAT ¢ obpaTHbIM XOnoAWmnbHUKOM B TeyeHue 16
YyacoB. K KOHUy 3TOro nepvoga BPEMEHN PEaKLMOHHYID CMEeCb OXaXAdalT, CEPHYI0 KWCMOTY HenmTpanuayroT
HbukapboHaToM HaTpus 1 cMecb 0bpabaTbiBatoT acpmpom (2 x 200 M), pMpHBIA pacTBOp NPOMbIBaIOT BOAOM (2 X
50 mn) u BbicyluMBalOT (6e3BOAHBIM cynbdaTtoM MarHusl). BbinapuBaHwe OaeT B OCHOBHOM YMCTbIV 5-xrop-2-
kapbomeTokcu-1-cpeHun-neHT-1-unammH B BMae wMacna (2,11 r). [MonyveHHbIi Takum obpasom 5-xnop-2-
kapbomeTok-cu-1-peHnn-neHT-1-un-amvH pacteopstoT B gumetundopmamuge ("OM®PA") (20 mn) n gobasnstot
noauctbii Hatpui (2,11 1) n GukapboHat Hatpust (2,11 r). Monyyawowyoca cMecb KUNATAT C obpaTHbIM
XONoAunbHWKOM B TeveHne 15 MuH. K KOHUy 3TOro nepvoga BpeMEHW PeakuMOHHYH CMeCb OxnaxgaloT u
obpabatbiBaoT 3admpom (200 mn). SpupHbBIR pacTBop MpoMbIBalOT Bodow (2 x 50 Mm) M BbiCyLIMBaKOT
(6be3BogHbIM cynbdaTtom MarHus). BeinapueBaHue adhupa gaeT xpomartorpaduyeckv YUCTbIA METUMOBbIA achup
LIMC-2-CheHNNNMne-pUanH-3-kapGoHOBON KCTOThI B BUae Macra (1,54 1, 78%). 'H-AMP (CACls) &: 7,31-7,5 (5H,
mynbTunneT), 3,95 (2H, ay6ner, J=3,5 lu), 3,42 (3H, cunrnet), 3,39-3,30 (1H, mynesTunner), 3,01-2,93 (1H,
MynbTUNNeT), 2,84-2,74 (1H, mynbtunner), 2,22-2,11 (1H, mynetunnet), 1,90-1,66 (3H, mynstunner), 1,53-1,46
(1H, mynbTUnner).

D. Metunoseii acmp umc-2-peHnnnunepuamH-1-(6eHannokcukapboHui)-3-kapboHOBOM KUCNOThI.

MeTtunosein acup umnc-2-cbeHnnnmnepmanH-3-kapboHoBow kucnoTbl (1,54 1, 7,0 mmons), TpuatunamuH (1,5
mn, 11,0 mmonen) u 6eH3nnoBbIi achmp XropmypasbuHOW kucnoTbl (1,5 mn, 11,0 mmonew) cmelmBaloT B
XIopucTOM MeTurneHe (45 mn) npu 25°C nepemelumnBaloT B TedeHue 15 yacos. K koHUy 3Toro nepuoga BpemeHu
peakunoHHY0 cMecb obpabatbiBatoT admpom (100 M), aupHbIM pacTBOP NpPOMbIBalOT Bogow (2 x 50 mn) u
BbiCyLMBalOT (6e3BodHbIM CynbdaToM MarHus). PactBopuTenb yaansioT Npu MOHWKEHHOM AaBrieHumn, 4ToObl
Mony4nTb OCTaTOK, KOTOPbIN XpoMaTorpadupyloT Ha driell-cunukarerneBon KonoHke. JrnompoBaHue 1:1 cmecbto
aTunauetart /rekcaH gaeT MeTunoBbi adup umMc-2-peHunnunepuaunH-1-(6eHsunokcmkapboHmn)-3-kapbo-HoBon
kncnotobl B Buae macna (1,91 r, 77%).

'H-AMP (CCl3) &: 7,34-7,12 (10H, mynbTunneT), 5,97 (1H, ywnpenHblit gy6ret), 5,30-5,1 (1H, MynbTunnet),
5,17 (1H, cuHrner), 4,15-3,90 (1H, mynbTunnet), 3,59 (3H, cuHrner), 2,98-2,91 (1H, mynbTunner), 2,75 (1H,
YLUMPEHHBIV TpunneT, J=12 ), 2,14-2,00 (2H, mynbtunnet), 1,85-1,48 (2H, mynbtunnet), "*C-AMP (CACIs) &:
172,9, 138,3, 126,7, 128,5, 128,0, 127,9, 127,3, 67,4, 54,6, 51/8, 39,7, 25,1, 21,5.

E. Uuc-2-dennnnunepnaunH-1-(6eHsunnokcmkap-6oHunn)-3-kapbokcammg.

K cycneHsun xnopuctoro ammonus (1,66 r, 31 mmonei) B 6eHsone (60 mn) npu -5°C meaneHHo gobasnsoT 2
M pactBop (15,6 mn, 31 mmonen) TpumeTnantoMmHns B rekcaHe. lNocne 3aBepLueHusi 4OOaBnNeHNs: peakLMOHHOM
CMecu No3BONSIIOT NOAOrPeEBaTLCHA A0 KOMHATHOM TemnepaTypbl U ee NepeMeLumBatoT 4o Tex nop, noka (1 yac) He
npekpaTuTcs BblaeneHue rasa. Pactsop meTtunosoro adwmpa umc-2-eHnn-nunepmgnH-1-(6eHsnnokcmkapboHun)-
3-kapboHoBon kncnoThl (2,2 1, 6,2 mmonent) B 6eHsone (10 mn) gobaBnsAlT K CMECU 1 pacTBOP NOAAEPKMUBAIOT
npu 50°C B TedeHne 10 yacoB. PeaKLUMOHHYI0 CMeCb OXMnaxdaloT O KOMHATHOWM TeMnepaTtypbl 1 OCTOPOXHO racaT
¢ nomoupto 5%-Horo HCI. MNonyyatowyoca cmecb unbTpyoT Yepes anatomoByto 3emnto (Lenut (Toprosas
Mapka)) 1 octaTok NPOMbIBalOT XIOpUCTbIM MeTurneHom (200 mn). OpraHnyecknin Crnon pasgensiot, B TO BpeMms
Kak BOOHbIM CMOW MOALLENnavnBaroT U IKCTParmpyoT XnopucteiM metuneHom (200 mn). OpraHuyeckue aKCTpaKTbl
06beauHAIoT, BbiCyLNBAOT (6€3BOAHBIM CyNbdaToOM MarHusl) U KOHLEHTPUPYIOT B BaKyyme, 4TOObl MOMy4uTb
OCTaToK, KOTOPbIA cycneHanpytoT B 1:1 cmecn admp neHTaH, 4Tobbl Nony4nTb unc-2-cpeHnnnunepnamn-1-(6eHau-
nokcukapboHwun)-3-kapbokcamug (amug kncnoTbl) B Buge 6enoro TBepaoro Bewectsa (1,4 r, 66%). T.nn. 171°C.

"H-ampP (COCIs) 6: 7,35-7,28 (10H, mynbTtunnet), 5,86 (1H, gybnert, J=4,9 'u), 5,66-5,58 (1H, mynbTunner),
5,48-5,37 (1H, mynbtunnet), 5,21 (1H, gy6ner, J=12 'u), 5,13 (1H, gybnet, J=12 I'y), 4,02 (1H, ywMpeEHHHkIN
ayénert, J=13'y), 2,9-2,74 (2H, mynbtunner), 2,11-1,98 (2H, mynbTunnet), 1,86-1,76 (1H, mynbtunner), 1,66-1,5
(1H, mynbTMNNeT).

HRMS: BbluncneHo ansa CaoH22N203: 338, 1630.

HanpeHo: 338, 1634.

F. LUnc-1-(6eH3unokcukapboHmnn)-3- ammHo-2-che-HunnmnepuamH.

Linc-2-peHnnnunepuamnn-1 -(6eHsunokcukapbo-Hun)-3-kapbokcammg (1,4 r, 4,1 MMonsi) pacTBOPSIOT B CYXOM
TpeT-OyTtaHone (40 mn) npu 50°C u pobGaenswT TeTrpauetat cBuHua (1,9 r, 4,3 mmons). MonyuuBliytocs
KOPWYHEBYIO PEaKLMOHHYI0O CMECb KUNATAT C obpaTHbIM XOnoauibHUKOM B TedeHue 0,5 yaca. B TeyeHne 1 vaca
[o6aBnalT AOoNONHUTENbHOe KonmnyecTBo TeTpaueTtarta ceuHua (1,9 r, 4,3 mmonsa). K koHUy atoro nepuopa
BPEMEHN PeaKkuMOHHYI0O CMeCb BbINIMBAOT B XONogHY0 1 N ConsHyo KMCnoTy u unbTpyroT Yyepes3 AMaToOMOBYHO
semnio (Lenut (ToproBasi mapka)). BogHyto dpasy akctparvpytoT atunauetratom (3 x 100 mn) n o6beanHeHHble
opraHu4yeckue Crov MpoMbIBalOT MocrefoBaTenbHO, BOAOW, 5%-HOW BOAHOW MMAPOOKWCHIO HaTpws, BOAOW U
pacconomMm, a 3aTeMm BbiCyluMBalT (6e3BoAHbIM CcynbdaToM MarHusl). BbinapvBaHue pacTBopuTens npwu
MOHWWKEHHOM AaBMeHUN faeT OCTaToK, KOTOPbIN XpoMaTorpadmpyloT Ha KOMOHKE C cunukarenem. dnoupoBaHue
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25%-HbIM 3TUNaueTaTom B rekcaHe gaeT xpomaTorpaduyecku ogHopoaHbIn umc-1-(6eHannokcn-kapbonnn)-3-(N-
TpeT-6yToKCMKapOoHun)-2-dbeHnnnu-nepnaunH (1,1 r) B Buge macna. OTO BELLECTBO pacTBOPSAIOT B aTunaleTarte
(20 mn) n yepes Hero NPobybKMBAIOT B Te4eHNe 5 MUH ra3o06pasHbIv XNOPUCTLIN Bogopod. 3aTemM peakLMOHHYH0
cMecb 0b6pabaTbiBaloT BOAHBIM aMMMaKOM U SKCTParupyroT XIopucTbiM MeTuneHoMm (2 x 200 mn). OpraHunyeckue
9KCTPaKTbl 0ObEAUHAOT, BbICYLUMBAIOT U BbiNapuBaloT, YTOObI MONy4NTe Xpomartorpaduyeckn YMCTbIn umc-1-
(6eH3unnokcmkapboHmn) -3-amnHo-2-heHun-nunepu-amH B Buge macna (0,830 r, 65%).

Liuc-1-(6eHannokcukap6onmn) -3-(N-TpeT-6y Tok-cukapboHun)-2-chernnnunepuaut: 'H-AMP (CACls) &: 7,39-
7,16 (10H, mynbTunneT), 5,46 (1H, ywmpeHHbin ayénet, J=6 'u), 5,13 (1H, gybnet, J=13 l'y), 4,98 (1H, oybner,
J=13 Tu), 4,14-3,93 (2H, mynbtunner), 3,23 (1H, ywupeHHbii Tpunnet), 1,9-1,5 (5H, mynbTunnet), 1,39 (9H,
CUHITET).

Liyc-1-(6eH3nnoKeukapGoHMI)-3-aMuHo-2-peHnn-nunepuamt: 'H-AMP (CLCls) &: 7,42-7,36 (2H, mynbTunneT),
7,32-7,12 (8H, mynbTunner), 5,26 (1H, gybnet, J=5 'u), 5,07 (1H, gybnert, J=12 I'u), 4,95 (1H, gybnet, J=12 I'u),
4,06 (1H, py6net, ywupeHHbin, J=12 n 5 'y), 3,12-3,08 (2H, mynbTmnnet), 1,88-1,53 (4H, mynbTunner).

G. Unc-3-(2-meTokenbeH3nnammHo)-2-peHnnnun-nepuavH.

Linc-1-(6eHsunnokcmkapboHun)-3-ammHo-2-deHnn-nunepuamnH (0,78 r, 2,5 Mmonsl) pacTBopsitoT B MeTaHorne (25
mn) n pH cpegbl 4OBOAAT A0 5 C MOMOLLBIO METaHOMbHOro pacTBopa XOPUCTOBOAOPOAHOM KMUCMOoThl. K cmecu
pobasnsaioT pasgpobneHHble MonekynapHele cuta (1,0 r), unaHobopruagpua Hatpusa (0,163 r, 2,5 mmons) u opTo-
meTokcubensanbgervg (0,411 r, 3,0 MmMonsi) 1 NONyYeHHYH0 peakUMOHHY0 CMeCb NepemeLlrMBaloT NPy KOMHATHOWN
TemnepaTtype B TeveHue 16 yacoB. K KOHLY 3TOro mepuoga BpeMeHU peakuMOHHY CMeCb (hUmnbTPyloT Yepes
anaTtomoByto 3emnio (Lenut (ToproBas mapka)) n cdunstpaT obpabaTbiBaloT BOAHOW MMAPOOKACHI0 aMMOHMUS.
BogHyto a3y akcTparupyroT XxnopuctbiM metuneHom (3 x 60 mn) u BbicywmBaloT (6e3BOAHBIM CyrbdaTom
MarHus). PactBoputens yaansitoT Npyv NOHWKEHHOM AaBfeHuW, YTobbl MONy4nTb MacnsaHUCTbIA ocTaTok (1,18 r).
OTOT ocTaToK pacTBOpsAoT B aTaHone (27 mn) un gobasnstot 10% nannaguin Ha yrme (1,2 r) 1 aMMOHWIHYIO COflb
MypaBbuHOl kucrnoTbl (0,864 r, 14 Mmonen). MNMonydyeHHyl0 peakuMOHHYI0 CMechb nepemeluvBatoT npu 25°C B
TeyeHne 16 yacos. K koHLY 3TOro neprvoga BpeMeHU peakUMOHHY0 CMeCb (UNbTPYIOT Yepes AaToOMOBYIO 3EMITHO
(Lenut (ToproBass mapka)), KOTOpyl0 MpombiBaloT ataHonom (50 mn) u xnopucteiM meturnieHom (100 mn).
PactBopuTtenu ygansoT nog BakyyMoM, 4Tobbl mony4utb TBEpAOe BELLECTBO, KOTopoe obpabaTtbiBaloT BOOHOM
TMAPOOKUCBHIO aMMOHMSI M 3KCTparmpyloT XrnopucteiM MetuneHom (3 x 60 mn). OpraHudeckvme IKCTpaKTbl
06beanHAT 1 BbiCyLUMBalOT (6€3BOAHBIM CynbdaTom MarHus). BeinapneaHvue pactesopuTenen npu NOHWXEHHOM
OaBrneHWn JaeT XenTtoe Macro, U3 KOTOPOro BblAEMSIOT LUc-3-(2-MeTOKCMOeH3nNnamMmnHo)-2-eHnnnunepuanH
(728 wmr, 83%) B BMAe TBepgoro Bewectsa nytemM obpaboTkm macna acupHeim pactBopom HCI. 3710 BelecTBo
KpUCTannuaylT M3 CMecu 3TaHon/MeTaHosl, 4Tobbl MOMy4nTb XJSIOPUCTOBO-AOPOAHYI COflb HA3BaHHOMO Bbille
coegnHeHus (0,58 mr, T.nn. 250°C).

Mpumep 64

(+)S, S-Uuc-3-(2-meTokenbeHannammHo)-2-peHnn-nunepuavH.

Ha3BaHHOe BbilLe coegnHeHne nony4valoT No MeToguke npumepa 63, ucxogsd M3 SHAHTUOMEPHO YUCTOrO (+)
R-4-tbeHnnasetnauH-2-oHa. T.nn. 249°C (paan., conb HCI). [a]o=+77° (c=1, CH30H).
Mpumep 65

(-)R,R-Uuc-3-(2-meTokcnbeH3MNaMmHO)-2-hbeHnn-nunepuamnH.

Ha3BaHHoe BblilLe coeAMHeHMe NonyyaT No MeToguke, ONMCaHHON B npuMepe 63, ncxodst M3 aHaHTUOMEPHO
yumcToro (-)S-4-dpeHnnasetnamn-2-ora. T.nn. 251°C (pa3sn., conb HCI). [a]D=-79°C (c=1, CH3OH).

HasBaHHble coeguHeHns npuMepoB 66-70 MMelOT crnedyloLlyto obLuyio doopMyny ¥ Nony4vaT No MeToauke,
nogo6Hol onucaHHol B npumMepe 1.

Mpumep 66

TpaHc-3-(2-xnopbeHsnnammHo)-2-cpeHmnnunepu-guH (R1=H, X=2-Cl)

T.nn. > 255°C (pasn., conb HCI). "H-AMP (CLCls) &: 7,42-7,02 (9H, mynbTunnet), 3,69 (1H, ay6ret, J=13,9
lu), 3,56 (1H, aybnert, J=13,8 I'y), 3,80 (1H, gy6nert, J=9,1 I'y), 3,09 (1H, ywmpeHHbin ayénert, J=11,4 T'y), 2,75
(1H, py6bnet un Tpunnet, J=11,8 n 2,9 'y), 2,62-2,54 (1H, mynbTnneT), 2,29-2,23 (1H, mynstunner), 1,79-2,23
(2H, mynbTunner), 1,34-1,24 (1H, mynbTynner).

HRMS: BbluncneHo ansa CigH21N2Cl: 300, 1392.

Hawnpero: 300, 1387.

Mpumep 67

Limc-3-6eH3nnamuHo-2-(3-tpudtopdenun)-nune-puamnH (R1=3-CF3, X=H).

T.nn. > 270°C (pa3n., conb HCl). 'H-AMP (cormb HCl B cmec MeOH-C[Cls) &: 8,85 (2H, ylMpeHHbIi
cuHrnet), 8,74-8,44 (2H, mynbtunnet), 8,21 (1H, mynbtunnet), 8,16-8,02 (4H, mynbTunnet), 5,97 (1H,
yLUMpeHHbI cuHrmet), 4,86 (1H, ywmpeHHbin cunrnert), 4,58 (1H, tpunnet, J=10 'y), 4,46-4,36 (2H, mynbTunner),
4,2-4,14 (2H, mynbTtunnet), 3,24-3,08 (3H, mynbtunner), 2,75 (1H, ywmpeHHbii gyénert, J=10 I'u).

HRMS: BbluncneHo ana CigH21N2CF3: 296, 1889.

HawnpeHo: 296, 1904.

Mpumep 68
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Linc-3-6eHsmnamuHo-2-gpeHunnunepuanH (R1=H, X=H).

T.nn. 250°C (pasn., conb HCI) 'H-AMP (CICls) &: 6,94-7,4 (10H, mynbTunnet), 3,89 (1H, ay6net, J=2,3 'y),
3,52 (1H, pybnert, J=13 l'u), 3/32 (1H, gybnet, J=13 Tu), 3,25 (1H, ywupeHHein aybner, J=12 'y), 2,88 (1H,
ayoner, J=2,5 ly), 2,78 (1H, oybnet u Tpunnet, J=12 n 3 Tu), 2,4 (1H, pybnet, J=12 I'u), 1,8-1,98 (1H,
MynbTUnneT), 1,6 (1H, ayéner, J=12wn 2,5 u), 1,42 (1H, gybnet, J=12 I'y).

Mpumep 69

TpaHc-3-(2-meTokenbeH3nnammHo)-2-peHnnnune-puamH (R1=1, X=2-OMe).

T.nn. > 250°C (pa3n., corb HCI). 'H-AMP (CLCls) &: 7,29-7,24 (5H, mynbTunnet), 7,14 (1H, Tpunnet, J=8 'u),
6,97 (1H, py6nert, J=8 I'u), 6,81 (1H, Tpunnet, J=8 I'u), 6,67 (1H, oybnet, J=8 I'u), 3,68 (1H, oybnet, J=14 I'y),
3,47 (1H, oybnet, J=14Tu), 3,39 (3H, cuHrner), 3,38-3,34 (1H, mynbtunner), 3,06 (1H, ywumpeHHein aybnet, J=14
Mu), 2,73 (1H, Tpunnet n pyb6net, J=9 n 3 I'u), 2,51 (1H, Tpunnet n agybnet, J=8 n 3 I'u), 2,32-2,2 (1H,
mynbTunnet), 1,76-1,52 (2H, mynsTtunnet), 1,36-1,2 (1H, mynsTunnet), Macc-crniektp: (M* 298,18).

Mpumep 70

Linc-3-6eH3nnammHo-2- (4-qJeHmncpeHmn) nunepuauH (R1=4-Ph, X=H).

T.nn. > 268°C (conb HCI). 'H-AMP (CO30H, conb HCI) &: 7,8 (4H, mynbTunner), 7,59 (2H, gybnert, J=5 l'u),
7,40 (2H, Tpunnert, J=3 l'u), 7,38-7,24 (6H, mynbtunner), 4,98 (1H, ywunpeHHbIi cuHrmeT), 3,98 (1H, ylwmpeHHbIn
cuHrnet), 3,87 (1H, gybnet, J=10y), 3,68-3,58 (2H, mynbtunnet), 3,34-3,22 (3H, myneTunner), 2,46-2,16 (3H,
mynbTunnet), 2,01-1,90 (1H, mynbTunner).

HRMS: BbluncneHo ansa CasHosN2: 342, 2096

HangeHo: 342, 2057.

Ha3BaHHble coeguHeHns npumMepoB 71-75 nmeloT cnegytoLlyto obLyio dopmyny 1 nony4vaT No MeToauke,
nogo6Hol onucaHHol B npumepe 1.

Mpumep 71

Limc-3-(2-meTokcmbeHannaMmmHo)-2-(3-tmeHnn) -nunepuanH (X=3-tnexHun).

T.An. > 239°C (corb HCI). "H-AMP (CACIs) &: 7,25-7,11 (3H, mynbTunnet), 7,03 (1H, gea aybneta, J=7,3 u
7,1 Tu), 6,85-6,82 (2H, mynbTunnet), 6,73 (1H, aybnet, J=8,2 u), 3,94 (1H, ywwupeHHbI cuHrnet), 3,73 (1H,
ayoner, J=13,7 T'u), 3,57 (3H, cunrner), 3,45 (1H, aybnet, J=13,7 'y), 3,20 (1H, ywupeHHbin aybnet, J=10,4 y),
2,82 (1H, pybnet, J=2,7T'w), 2,76 (1H, gy6bnet u Tpunnet, J=12,5u1 3,1 'u), 2,11 (1H, ywnpeHHbii gyénert, J=13,4
Mu), 1,97-1,84 (1H, mynbtunnet), 1,57 (1H, aBa Tpunneta, J=13,4 n 3,5 u), 1,36 (1H, ywupeHHbIn aybneT,
J=13,2Tu).

HRMS: BbluncneHo ana Cq17H22N20S: 302, 1535.

Hawnpero: 302, 1444.

Mpumep 72

Linc-3-(2-meTokcnbeHannamuHo)-2-6eHannnune-pmuauH (X=6eHann).

T.nn. > 241°C (conb HCI). "H-amMP (cOcls) 6: 7,37 (1H, pea pybneta, J=7,3 u 1,6 T'u), 7,29-7,2 (6H,
MynbTUNneT), 6,93 (1H, aybnet u Tpunnet, J=7,4 n 1,0 l'y), 6,88 (1H, aga aybneta, J=8,2 n 0,7 I'u), 3,89 (1H,
aybnet, J=13,5 'y), 3,85 (1H, cuHrner), 3,70 (1H, oy6ner, J=13,5 'y), 3,00-2,89 (2H, mynbTynneT), 2,82 (1H,
cuHrnet), 2,79 (1H, aybnet, J=3,6 'y), 2,71-2,67 (1H, mynetunner), 2,57 (1H, gybnet n Tpunnet, J=10,7 n 3,2
Mu), 1,97-1,92 (1H, myneTtunner), 1,75-1,63 (1H, mynsTunner), 1,44-1,36 (2H, mynetynner).

HRMS: BbluncneHo ansa CaoH2eN20: 310, 2045.

Hawnpero: 310, 2073.

Mpumep 73

Linc-3-(2-MeToKCnBEH3MMaMUHO )-2-LIMKNOrekcunn-nepuamH (X=umknorekcun).

T.nn. > 225°C (conb HCI). "H-AMP (CACI3) &: 7,13-7,31 (2H, mynbTunneT), 6,9 (1H, TpunneT, J=8 '), 6,82
(1H, oybnet, J=9 T'u), 3,9 (1H, aoybnet, J=14 Tu), 3,81 (3H, cunHrner), 3,6 (1H, aybnet, J=15Tu), 3,11 (1H,
ywmpeHHsbIi gyonet, J=9 "u), 2,72 (1H, ywwmpeHHbii cuHrneT), 2,6 (1H, Tpunnet, J=10 "), 2,19 (1H, aybnert, J=9
lu), 2,11 (1H, ywmpeHnHbin gybnet, J=12 'u), 2,01-1,53 (1H, mynbTtunnet), 1,38-1,04 (6H, mynbTtunner), 0,92-0,65
(2H, mynbTUNneT).

HRMS: BbluncneHo ans CigH3oN20: 302, 2358.

HangeHo: 302, 2352.

Mpumep 74

Linc-3-(2-meTokcmbeH3nnammHo)-2-TpeT-0y Tunnu-nepuauH (X=Tpet-6yTtun).

T.nn. > 251°C (conb HCI). {H-AMP (CACls) 6: 7,33 (1H, gBa oybneta, J=7,3 n 2,6 I'u), 7,21 (1H, gBa
nybneta, J=7,8 n 1,7 I'y), 6,90 (1H, gy6bnet n Tpunnet, J=7,4 n 0,95 l'y), 6,84 (1H, oybneTt, J=8,2 'y), 3,91 (1H,
ay6nert, J=13,6 'u), 3,81 (3H, cunrner), 3,55 (1H, gybnet, J=13,6 'y), 3,13 (1H, ywmpeHHbin aybnet, J=12,1 I'y),
2,88 (1H, ywmpeHHbin cuHrner), 2,61 (1H, gyénet u tpunner, J=12,3 n 2,9 '), 2,19 (1H, gybneT, J=1,9 l'y), 2,12
(1H, ywwupeHHbin gybnert., J=12,9 lu), 1,76-1,66 (1H, mynbtunner), 1,35-1,22 (2H, mynbTtunnet), 0,95 (9H,
CUIHITET).
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HRMS: BbluncneHo ansa Ci7H2sN20: 276, 2201.

HanpeHo: 276, 2217.

Mpumep 75

Linc-3-(2-metokcnbeHannammHo)-2-(3-cpypaHun)-nunepuanH (X=3-dypaHun).

T.nn. > 247°C (comb HCI). "H-AMP (CAOCls) &: 7,34 (2H, ay6net, J=1,4 [u), 7,19 (1H, ay6net u Tpunrer,
J=7,7 n 1,7 T'y), 7,11 (1H, pBa poybneta, J=7,3 n 1,6 'u), 6,85 (1H, Tpunner, J=7,4 I'y), 6,77 (1H, oybnert, J=8,1
lu), 6,15 (1H, Tpunnet n pybnet, J=1,2 l'y), 3,8 (2H, ay6nert, J=1,4 '), 3,65 (3H, cunrner), 3,54 (1H, oybner,
J=13,6 u), 3,14 (1H, ywupeHHbIn gybnet, J=12,7 I'u), 2,75 (2H, pybnet n Tpunnet, J=12,1 n 3,2 'u), 2,09 (1H,
ylwmpeHHbid gybnet, J=13,6 'u), 1,93-1,83 (1H, mynbtunnet), 1,54 (1H, gBa Tpunneta, J=13,2 n 3,5 l'y), 1,36
(1H, ywvpeHHbin gybnet, J=13,1 'u).

HRMS: BbluncneHo ans Cq17H22N202: 286, 1681.

HawnpeHo: 286, 1682.

Mpumep 76
Linc-3-(2-meTokcnbeH3nnammHo )-2-cpeHmnasasmk-norenTaH.

HasBaHHOe Bbille coegnHeHne NonyyaroT No MeToamke npumepa 63, ncxogsa us (+)-4-deHnnaseTmanH-2-oHa
n ncnonb3ys 1-6pom-4-xnopbytaH B metoamke B Bmecto 1-6pom-3-xnopnponaHa. T.nn. - 230°C (pa3n., conb
HCI).

'H-AMP (COCls) & 1,21 (mymbtunnet, 1H), 1,55 (mymbtunnet, 1H), 1,80 (mymbtunnmet, 5H), 2,75
(mynetunnert, 1H), 2,06 (mynstunnet, 1H), 3,36 (mynbtunnet, 1H), 3,39 (cuHrnet, 1H), 3,45 (ay6nert, 1H, J=13
Mu), 3,50 (mynbTunnet, 1H), 6,62 (ayonet, 1H, J=6 'u), 6,76 (Tpunnert, 1H, J=6 'u), 6,91 (ay6net, 1H, J=6 u),
7,12 (mynbTunnet, 2H), 7,22 (MynbTunneT, 4H).

HRMS: BbluucneHo ansa CxoH27N20: 311, 2134.

Hanpero: 311, 2132.

HasBaHHble coeguHeHNst NpuMepoB 77-81 nMeroT cnegyoLLyo obLyto hopmyny 1 nony4vatoT No METOAMKE,
nogo6Ho onvcaHHo B Npumepe 1.

| Ph

Mpumep 77

3a-(BeH3nnamuHo)-3-metun-2-peHunnunepunamt (R=CHs, X=H).

T.nn. 269°C (paan., conb HCI). "H-AMP (CACls, 300 MIy) &: 7,1-7,45 (mynbtunneT, 10H), 3,81 (aga oy6neTa,
J=13 'y, 1H), 3,71 (cuHrnet, 1H), 3,66 (aBa pybneta, J=13 'y, 1H), 3,05-3,1 (MynbTynnet, 1H), 2,78 (aybnet un
Tpunnert, J=3 u 11 'y, 1H), 1,4-2,0 (mynbTunnert, 4H), 1,15 (cuurnet, 3H).

BC-AMP (COCIs) &: 141,6, 141,1, 128,8, 128,3, 127,83 127,81, 127,3, 126,6, 70,0, 65,9, 54,8, 47,9, 45,5,
37,1, 23,5,18,91n 15,3.

Bbiuncneno ans CigH24N2 x 2HCI 1/8H20: C 64,18, H 7,44, N 7,88.

HanpeHo: C 64,12, H 7,36, N 7,85.

HRMS: BbluncneHo ansa CigH24N2: 280, 1933.

Hawnpero: 280, 1932.

NMPUMEP 78.

3B-(beHannamuHo)-3o-meTun-2f-denmnnunepnand (R=CHs, X=H).

T.nn. 238°C (conb HCI). "H-AMP (CACl3, 300 M) &: 7,1-7,4 (10H, mynbTunneT), 3,64 (aBa ay6neta, J=13
lu, 1H) 3,52 (mBa aybneta, J=13 'y, 1H), 3,50 (cuHrnet, 1H), 3,13-3,18 (mynbTunnet, 1H), 2,73 (aybnet n
Tpunnet, J=12 n 3 'y, 1H), 2,1 (ywupeHHwin aybnert, J=13,8 Iy, 1H), 1,45-1,52 (mynbTunnet, 1H), 1,25-1,4
(mynetunnert, 1H), 0,93 (cuHrnet, 3H).

BC-AMP (COCIs) &: 142,1, 141, 129,1, 128,1, 127,9, 127,5-, 127, 126,4, 72,1, 53,3, 47,9, 45,3, 34,5, 24,7,
22,5.
HRMS: BbluncneHo ansa CigH24N2: 280, 1933.

Hawnpeno: 280, 1930.
Mpumep 79
3a-(2-MeTokcnbeHannammHo)-3p-metun-2p-peHnn-nunepnamH (R-CHs, X=OCHjs).

T.nn. 233°C (paan., conb HCI). 'H-AMP (CACls, 300 M) &: 7,15-7,46 (MynbTunnet, 7H), 6,85 (ay6neT u
Tpunnet=7 n 1 'y, 1H), 6,74 (nybnet, J=8 I'u, 1H,), 3,7 (cuHrnet, 1H), 3,68 (aBa aybneta, J=13 'y, 1H), 3,6
(cvHrnet, 3H), 3,16 (mynbtunnet, 1H), 2,76 (ayénet n Tpunnet, J=3 n 11 'y, 1H), 1,97 (ywupeHHbIi ybnerT,
J=11Tu, 1H), 1,55-1,83 (mynbTunnet, 3H), 1,14 (cuHrner, 3H).

HRMS: BbluncneHo ans CooHasN20: 310, 2046.

HangeHo: 310, 2038.

MPUMEP 80.

3B-(2-MeTokcmbeHsnnammHo)-3o-metnn-23-cbeHun-nunepmanH (R=CHs, X=OCHjs).
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T.An. 242°C (comb, HCI). "H-AMP (CAOCIs, 300 M) &: 7,15-7,4 (7H, MynbTunneT), 6,91 (ny6neT, Tpunner,
J=7 n 1 Tu, 1H), 6,81 (nybnet, J=8 'y, 1H), 3,73 (cuHrnet, 3H), 3,63 (aBa oybneta, J=13 'y, 1H), 3,52 (cuHrner,
1H), 3,5 (aBa py6neta, J=13 'y, 1H), 3,13-3,21 (mynbTunnet, 1H), 2,75 (gybnet n Tpunnet, J=12 n 3 '), 2,16
(ywwupeHnHbii gybnet, J=14 Iy, 1H), 1,73-1,91 (mynetvnnet, 1H), 1,48 (ywwupenHbii gybnet, J=13 'y, 1H), 1,33
(ay6net v Tpunnert, J=14 n 4 'y, 1H), 0,93 (cuHrnet, 3H).

HRMS: BbluncneHo ans CxoH2sN20: 310, 2045.

Hawnpero: 310, 2092.

Mpumep 81

3a-(2-MeTokcnbeHaunnammHo)-5p-metun-2p-ennn-nunepmamd (R=CHsz, X=OCHa).

T.nn. 208°C (paan.). "H-AMP (CACls, 300 M) &: 7,22-7,31 (MynbTunnet, 5H), 7,16 (ay6net u Tpunnet, J=7
nm 1 'y, 1H), 6,99 (aBa aybneta, J=8 n 1Ty, 1H), 6,81 (aybnet, Tpunnet, J=8 n 1 'y, 1H), 6,69 (yWMpPEHHbIN
aybnert, J=8 'y, 1H), 3,66 (oBa pgyb6nera, J=13 'y, 1H), 3,46 (aBa aybneta, J=13 'y, 1H), 3,43 (cuHrnet, 3H),
3,36 (aybnert, J=9 I'u, 1H), 2,97 (oBa aybneta, J=11 n 3 T'u, 1H), 2,67-2,86 (mynbTunner, 2H), 1,97-2,09
(mynetunnert, 1H), 1,43-1,58 (mynetunnet, 2H), 1,13 (aybner, J=7 'y, 3H).

HRMS: BbluncneHo ansa CaoH2sN20: 310, 2046.

HanpgeHo: 310, 2045.

Mpumep 82

3B-(2-TpneHunmeTnnamuHo)-23-(3-TeHnn) NunepuanH.

T.nn. 262°C (conb HCI). 'H-AMP (CACls, 300

M) &: 7,05-7,3 (8H, myneTtunner), 6,97 (aBa gybneta, J=5 u 1 'y, 1H), 6,88 (mynbTunnet, 1H), 6,77 (aBa
ny6neta, J=5u 1 'y, 1H), 3,98 (aybnet, J=2 'y, 1H), 3,6 (oBa nybneta, J=14 'y, 1H), 3,44 (oBa noybneta, J=14
Iy, 1H), 3,16-3,21 (mynbTunner, 1H), 2,89-2,92 (mynsTunnert, 4H), 2,76 (oBa Tpunneta, J=12 'y, 1 My, 1H), 1,3-
2,1 (mynbTunnet, 4H).

Bc-amp (COCIs) &: 144,1, 142, 127,5, 126,2, 125,7, 125,3, 120, 120,3, 61,2, 54,8, 47,5. 46,4, 28,7, 20,5.

HRMS: BbluncneHo ansa Ci4H1sN2S: 278, 0906.

HangeHo: 278, 0922.

C 47,86, H 5,74, 7,97.

HanpeHo: C 47,87, H 5,79, 7,61.

HasBaHHOe Bbille coeamHeHUe BbINno NoMyyYeHo cornacHo nNpoueaype, onnucaHHom B npumepe 1.

Mpumep 82-A

Ha3BaHHOE HWKe coeanHeHMe Nony4vatT No MeToauke, NogpobHo onucaHHon B Mpumepe 1.

TpaHc-3-6eH3nnammHo-2-pennnnunepuaunH (R=X=H).

T.nn. 269°C (pa3n., conb HCl). 'H-AMP (C[Cls, 300 M) &: 6,9-7,4 (mynbTunneT, 10H), 3,63 (aBa ay6reTa,
J=13 'y, 1H), 3,42 (gBa pybnera, J=13 lu, 1H), 3,38 (mybnet, J=7,4 Ty, 1H), 3,07 (ywupeHHbIN Oy6neT u
Tpunnert, J=11,6 'y, 1H), 2,14-2,24 (mynetunnert, 1H), 1,56-1,8 (mynbtunnet, 3H), 1,2-1,38 (mynstunner, 1H).

HRMS: BbluncneHo ans CigHoN2: 266, 1783.

HanpgeHo: 266, 1764.

Mpumep 83

Ovmesunat umc-(2S,3S)-1-(4,4-6uc-(4-bTopde-Hun)-6yTnn)-3-(2-meToKkcnbeH3nsn) aMUHoO-2-theHur-
nunepuavHa.

HasBaHHOe Bbille COefMHEHNE NOMyYatoT N0 METOAUKE, MOJOGHO ONMMCaHHOW B Npumepe 2.

C35H38F2N20 X 2CH3303H, nn. 55-60°C (410/0).

"H-ampP (COCI3) &: 1,20-1,80 (mynbTunnet, 4H), 1,92-2,20 (mynetunnet, 4H), 2,40 (mynetunnet, 1H), 2,46-
2,66 (mynbtunnert, 2H), 3,14 (mynbtuvnnet, 1H), 3,25 (cuurnet, 3H), 3,45 (cunrnet, 1H), 3,60-3,82 (MynbTvnnerT,
4H), 4,32 (mynbtvnnet, 1H), 6,60 (aybnet, 1H), 6,78-6,95 (mynbTunnet, 5H), 7,00 (aybnet, 1H), 7,06-7,24
(mynbTunnert, 5H), 7,26-7,42 (mynbtunner, 5H).

Macc-criekTp (M/e,%): 540 (5,M"), 364 (100), 314 (15), 148 (58), 121 (87), 91 (90).

Mpumep 84
Linc-(2S,3S)-3-(2-meTokcnbeHsun) ammHo-2-peHnn1-[4-(tnodeH-2-nn)-6yt-1-un] nunepmnamH

HasBaHHOe coeanHeHve nomny4atoT No MeToamke, NogobHO onucaHHoOW B NpuMepe 2.

C27H34N208, Macno.

"H-amp (COCIs) &: 1,32-1,60 (MmynbTunneT, 6H), 2,8-2,9 (mynbTunnet, 1H), 1,96-2,3 (MynbTunnet, 4H), 2,50-
2,72 (mynbtunnet, 4H), 3,16-3,38 (mynbtunnet, 3H), 3,40 (cuHrnet, 3H), 3,65-3,80 (mynbTunnet, 1H), 6,59-6,76
(myneTunnert, 3H), 6,81-6,88 (mynbTtunnet, 2H), 7,02-7,12 (mynbtunnet, 2H), 7,20-7,38 (MynbTunnet, 5H).

Macc-cnekTp (M/e,%): 434 (60, M), 271 (31), 258 (100), 121 (32), 91 (35).

HasBaHHble coeamMHeHust npumepoB 85-89 nony4atoT No MeToauke, NogobHo onncaHHol B Npu-mepe.

Mpumep 85

OnmesunaTt-unc-3-(5-xnop-2-meTokcnbeHsunn)amm-Ho-2-(3-ptopdeHnn) nunepuamHa.

C19H22FN20O x 2CH3S03H, rurpockonuyHoe TBepgoe BelecTso (34%).

'H-AMP (CCl3) &: 1,40 (mynbtunneT, 1H), 1,60 (MynbTunnet, 1H), 1,78 (cuHrnet, 2H), 1,87 (MynbTUAneT,
1H), 2,09 (mynbtunnet, 1H), 2,79 (mynbtunnet, 2H), 3,25 (mynstunnet, 1H), 3,36 (aybnet, 1H), 3,51 (cuHrner,
3H), 3,62 (gy6nert, 1H), 3,87 (aybnet, 1H, J=2 l'u), 6,61 (gybnet, 1H, J=8,7 I'y), 6,89-7,12 (MynbTMnneT, 5H),
7,22-7,31 (mynbTunnet, 1H).

Macc-cnextp — FAB (M/e,%): 349 (100, M"), 351 (35), 178 (25), 155 (29), 119 (31).

Mpumep 86

Ounxnopruapug umc-3-(2,5-MMeToKCcMbeH3unn) -aMmnHo-2-(3-MeToKkcMdeHnn) nunepuanHa.
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C21H28N203 X 2HC|, T.nn. 235-237°C (6%).

"H-amp (COCIs, ceobogHoe ocHoBaHwe) &: 1,42 (mynbtunnet, 1H), 1,60 (mynbtunnet, 1H), 1,83-2,20
(mynbetunnert, 4H), 2,72-2,87 (mynbtunnet, 2H), 3,27 (mynetunnet, 1H), 3,40 (aybnet, 1H), 3,43 (cuHrnet, 3H),
3,65 (nybnet, 1H), 3,72 (cuHrnet, 3H), 2,77 (cuurnet, 3H), 3,86 (aybnet, 1H), 6,58-6,70 (mynbTunnet, 2H), 6,73-
6,88 (mynbTunnert, 3H), 7,18-7,28 (Mynbtunnet, 2H).

Macc-cnextp FAB (m/e,%): 357 (100, M", 190 (18), 151 (26), 119 (29).

Mpumep 87

Oumesunat umc-3-(2,5-aumeTokcnbeHsnn) amuHo-1-atun-2-(3-dpTopdeHnn)-nunepnamHa.

C22H29FN202 X ZCH3SO3H, mMacrno.

"H-amp (COCIs, cBobogHoe ocHoBaHue) &: 0,97 (tpunnet, 3H), 1,5 (mynbtunner, 2H), 1,86-2,15
(mynbtunnert, 5H), 2,55-2,70 (mynbtunnet, 2H), 3,23 (mynetunnet, 1H), 3,32 (cuHrnet, 1H), 3,40 (gybnet, 1H),
3,50 (cunrner, 3H), 3,68 (oybnet, 1H), 3,70 (cuHrnet, 3H), 6,58-6,7 (MynbTtunnet, 3H), 6,93 (mynbTunnet, 1H),
7,10 (oBa oybnerta, 2H), 7,25 (mynbtunnet, 1H).

Macc-cnekTp - FAB (M/e,%): 373 (100, M*), 359 (10), 206 (46).

Mpumep 88

Ouxnoprugpat umc-3-(5-xrnop-2-MeToKCMGeH3N) ammnHo-2-(3-MeToKkcMdeHnn) nunepmanHa.

C20H25C|N202 X 2HC|, T.nn. 256-259°C (250/0).

"H-amMP (COCIs, ceobogHoe ocHoBanwe) 6. 1,40 (mynbtunnet, 1H), 1,58 (mynbtunnet, 1H), 1,80-2,15
(mynetunnert, 4H), 2,78 (mynstunnet, 2H), 3,25 (mynbtunnet, 1H), 3,32 (aybnet, 1H), 3,46 (cuHrnet, 3H), 3,63
(aybnet, 1H), 3,75 (cwnrnet, 3H), 3,85 (oybnet, 1H), 6,58 (aoybnet, 1H), 5,75-6,88 (mynbTunnert, 3H), 6,95
(nybnet, 1H), 7,08 (oBa nyb6nerta, 1H), 7,20 (Tpunnert, 1H).

Be-amp (COCIs, cBobogHoe ocHoBaHue) 6: 20,1, 28,2, 46,1, 47,6, 54,7, 55,0, 55,1, 63,9, 110,8, 111,1, 112,8,
118,5, 124,8, 127,2, 129,13, 129,18, 130,2, 143,9, 156,0, 159,6.

Mpumep 89

Ouxnoprugpat umc-3-(5-xnop-2-keTokcmbeH3nn) ammHo-2-(3-xnopdeHnn) nunepuanHa.

C19H2CI2N20 x 2HCI, 1.nn. 270-273°C (6%).

"H-AMP (OAMCO-ds, conb 2HCI): 1,39-1,65 (mynbTunnet, 3H), 1,87 (mynbTtunnet, 4H), 2,13 (aybnet, 1H),
2,77 (tpunnet, 2H), 3,21-3,66 (MmynbTunnet, 6H), 3,84 (cuHrnet, 1H), 6,60 (gybnet, 1H, J=8,7 'u), 6,94 (oy6ner,
1H, J=2,6 'y), 7,07-7,27 (mynbTunnet, 5H).

Mpumep 90.

(+)-(2S, 3S)-3-AMUHO-2-heHUNMUNEPUAH.

B OyTbinb nomewatrT 10 r 10% nannagusa Ha yrne, 100 mn metaHona, 150 mn 3taHona, 3,5 mn
KOHLIEHTPMPOBAHHOW CONAHOM KUCMOTbl M 5 T XNOPUCTOBOAOPOAHOM COMW HA3BaHHOMO Bbille COeAVMHEHMWS
npumepa 64. Cmecb BCTpsxmBaloT B atMocdepe Bogopogda (40 psi=2,81 KF/CMZ) B TEYEeHMe Ho4K, K cucreme
[obaBnsT 5 r 4ONOMHUTENBHOrO KONMYeCcTBa katanM3aTopa M CMecb BCTPAXMBAlOT B aTtMocdepe Bogopoda B
TeyeHne 3 gHen. Cmechb pa3baBnsoT BOAOMW, punbTpyloT Yepes guaTomoByto 3emnto (LlenuT (Toprosast mapka) un
Llenut (ToproBasi mapka) npombiBaloT ¢ noMoLbto HyO. dunbTpaT KOHUEHTPUPYHOT, YTOObI yaanuTe GonbLuyto
YacTb CMMpTa, OCTAaBLUYKCS XMOKOCTb SKCTParupyroT XropodopMOM M XNOpOdOPMHbIE 9KCTPAKTbI BbICYLUMBAIOT
(cynbdat HaTpUsi) U KOHLEHTPUPYIOT, Y4TOObI NONYYnTb 2,16 I HAa3BaHHOIO BbllLE COEANHEHUS.

[a]o (conb HCI)=+62,8° (c=0,46, MeOH).

'H-AMP (COCl3) &: 1,68 (MmynmbTurnnet, 4H), 2,72 (mynbturnet, 1H), 2,95 (mynmbturnet, 1H), 3,16
(myneTunnert, 1H), 3,80 (aybnet, 1H, J=3 I'y), 7,24 (MynbTunneTt, 5H).

HRMS: BbluncneHo ansa C11H1eN2: 176, 1310.

HangeHo: 176, 1309.

Bbiuncneno ans Cq4H1gN2 x 2HCI x 1/3 H2O: C 51,78, H 7,36, N 10,98

HanpeHo: C 51,46, H 7,27, N 10,77.

Mpumep 91

(+)-(28S, 3S)-3-(2,5-AnmeToKCUBEH3MIT) aMUHO-2-heHUNNNEPUONH.

B atmocdepe aszoTa B KpyrnoAoHHyt konby nomewator 600 mr (3,4 mmonsa) (+)-(2S,2S) -3-amuHO-2-
deHunnmMnepuanHa, 8 Mn YKCycHoOn KucnoTbl u 662 mr (3,7 mmons) 2,5-gumeTtokcubeHsanbaernaa, u cMecb
nepemelumsatoT B TedeHne 30 muHyT. K cucteme gobasnstot 1,58 r (7,5 mmons) TpuaueTokcmboprugpuaa Hatpust
1 CMeCb NepemeLLnBaloT NPy KOMHATHOW TemnepaType B TedeHne Houn. CMeChb KOHLIEHTPYPYIOT, NOALLeNnayvMBaioT
c nomowbio 1 M BOAHON MMOPOOKMUCU HaTpUsi U SKCTParMpyrT XNOPUCTbIM MeTuneHoM. MeTuneHxmnopuaHble
9KCTPaKTbl MPOMbIBAOT BOAOW M 3aKcTparvpytoT 1 M BOOHOM CONSIHOM KUCAOTOW. OKCTPaKTbl COMSIHOKMCIIblE
nogwenaymsaloT Cc nomowbid 1 M rMOpOOKMCM HATpUA M IKCTParvpyloT XJIOPUCTbIM - METUIIEHOM.
MeTuneHxnopvaHble 3KCTPaKTbl BbICYLUMBAIOT (CyNbdaTtoM HaTpUsi) U KOHLEHTPUPYIOT, YTOObI nony4nTb 528 mr
6ecuBeTHOro Mmacna. Macrno pacTBoOpsioT B XJIOPUCTOM METUMEHE U K pacTBOPY 406aBNsioT apmp, HACbILLEHHbIN
XropucTbliM BogopoaoM. Monyyatoweecs 6enoe TBepaoe BellecTBo cobvpatoT cunbTpaumen n nepeMeLlrBatoT B
m3onponaHorie npu 60°C B TeyeHne 2 YacoB. PunbTpaumsa gaet 414 Mr Ha3BaHHOMO BbILLE COEAMHEHUS B BUAe
ero rugpoxnopuga. [JononHuTtensHoe KonuyecTBo BelwjecTBa (400 Mr) nomy4yatoT 3KCTpaKUmMen HayarbHOro
LLLeNOYHOro Crnosi AOMNOMHUTENbHBIM KONMYECTBOM XITOPUCTOrO MeTWreHa, BbicylumBas (CynbdaTtom HaTpusi) u
KOHLIEHTPUPYS SKCTPaKT.

[a]o (comb HCI)=+60,5° (c=0,58, CH30OH).

'H-AMP (COCl3) &: 1,38 (mynmbTurnnet, 1H), 1,58 (MmynmbTunnet, 1H), 1,88 (MmynmbTunmer, 1H), 2,13
(mynbtunnet, 1H),2,78 (mynetunnet, 2H), 3,25 (mynbtunnet, 1H), 3,36 (aybnet, 1H, J=18 I'y), 3,44 (cuHrner,
3H), 3,62 (aybnet, 1H, J=18 I'u), 3,72 (cuHrnet, 3H), 3,88 (gy6net, 1H, J=3 lu), 6,62 (mynbTUnnet, 3H), 7,24
(mynbTunnert, 5H).
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Macc-cnektp: m/e 326 (curHamn, COOTBETCTBYIOLLMA HeOWCCOLMMPOBaHHOM Monekyne). BbluucneHo ans
C20H26N202 x 2HCI x 0,25H,0: C 59,48, H 7,11, N 6,93.

HanpeHo: C 59,33, H6,91 N 7,23.

Mpumep 92

3-(2-MeTokcun-5-meTnnbeHsnn) aMmHo-2-peHnnnu-nepuanH.
A. 3-(2-MeTokcmn-5-meTnnbeH3nn) aMmHo-2-peHnn-NunepuamvH.

B armoccepe a3ota B KpyrnmoAoHHywo konby nomewatot 1,5 r (10 Mmonen) 2-meTokeu-5- metunben-
3anbgervga v 22 mn ykcycHomr kucnotbl. K cucteme, oxnaxpeHHow B negsiHonm GaHe, paobasnsior 3,6 1 (17
MMOfie) No yacTam TpuaueTokcubopragpuga Hatpus. CMecb nepemMelunBaloT Npu KOMHATHOW TemnepaType B
TeyeHWe HouM. PeaKUMOHHYI CMeCb KOHLEHTPUPYIOT W pas3gensioT Ha 4acTv Mo CrnosiM Mexgy BOLHOW
MMAPOOKUCBIO HATpUs U XINOPUCTbIM MeTuneHoM. Crow pasgenstoT, BoAHyl dasy 3KCTparvpyloT XJIOpUCTbIM
METUINEHOM N 0ObeduHeHHble opraHmyeckve dpakumm BbICYLIMBAOT (CyNbgaTomM HaTpusi) U KOHLEHTPUPYIOT,
4yTobbl NOonyunTb 2,5 © KopuyHeBoro Macna. Celpol MpoAyKT peakuuu ouumwialoT dnell-xpomatorpadmen Ha
KOJOHKe, Mcrnonb3yst 5:1 - cMecb rekcaHbl/aTunaueTar B kayecTBe amtoeHTa, Y4Tobbl nonyunTs 1,65 r Ha3BaHHOroO
BbllLle COeQNHEHNS B BUOE XXENTOro mMacna.

"H-AMP (C[Cls) &: 2,22 (cuHrnet, 3H), 3,72 (cuHrnet, 3H), 4,24 (ay6net, 2H, J=4 Tu), 4,73 (yWNPEHHbIi
Tpunnet, 1H), 6,70 (aybnet, 1H, J=5 I'y), 7,0 (mynbTunnet, 4H), 7,33 (mynetunnet, 1H), 7,44 (mynbtunnet, 2H),
7,59 (nybnert, 2H, J=4 T'y), 7,99 (ay6nert, 1H, J=1Tw).

B. 3-(2-meTokcu-5-metTnnbeH3nn) ammHo-2-peHnn-nunepuavH.

B OyTbine nomewwatot 600 mr (1,97 MMons) Ha3BaHHOrO Bbilwe coeauHeHus Mpumepa 92 A, 32 mn aTaHona,
118 mkn (2,07 mmons) ykcycHon kucroTbl M 30 Mr oKMCM mnaTuHbl (BCTpSXMBAlOT B atmocdepe BoaopoAa
npubnuantensHo 40 psi=2,81 KF/CMZ). B TeveHne npumepHo 30 yacos. Bo Bpems aToro nepuoga BpeMeHu B
cucTemy 4o6aBnsioT AOMNONHUTENbHOE KonmMuecTBO (270 Mr) OKMCK MnaTUHbI U YKCYCHOW KMUCNOTbI (NMpumepHo 18
Mmn). PeakuuoHHylo cMmecb unbTpyloT Yepe3 AuaTomoByto 3emmto (Llenut (ToproBas mapka)), omkaTbli Ha
unbTpe 0cagoK NMPOMbIBAKOT 3TAHOMNOM U dUMbTPAT KOHUEHTpUpYloT. OcTaTok pas3gensioT Ha 4acTy Mo Crosim
MEXAY XIOPUCTbIM METUMEHOM W BOAHOW rmapookuckto Hatpus (1 M pactBopom). Crion pasgensioT v BOAHYH
hasy aKCTparmpyrT XIopucTeiM meTuneHoMm. O6beanHeHHble opraHnyeckme dpakummn BbiCyLLMBaIOT (CynbdaTtom
HaTpuWsl) U KOHLEHTPUPYIOT, 4ToBbl nonyunTb 540 Mr xenToro macna. OTO Macno pasgensioT Mo CrosaMm Mexay
XMOPUCTBIM MeTUNeHoM 1 1 M BOOHOW CONSAHON KUCIOTON, CIIoN pa3densiioT U opraHnyeckyto dasy akcTparmpyoT
1 M consHon kucnoton. O6beguHEHHble BOAHbIE 9KCTPaKTbl MPOMbIBAOT  XJIOPUCTbIM  METUIIEHOM W
nogwenaymsaoT 1 M BOAHOW rMOpPOOKUCHIO HATpWs. BodHbIN pacTBOp 3KCTParvpyloT XJIOPUCTbIM METUIIEHOM U
KCTPaKTbl BbICYLLUMBAIOT (CynbdaToM HaTpus) U KOHLEHTpupytoT. [omydatolieecs Macno ouuwaloT dneLwu-
XpomaTorpadmen Ha KOroHke, ncnonb3ys 4,5-5% metaHon B xnopodopMe B kKa4eCTBe 3M0eHTa, YToObl Nomny4nTb
110 Mr Ha3BaHHOrO BbILLE COEAMHEHUS, KOTOPOE NpeBPALLAET B €ro CONSHOKUCNYIO conb. T.nn. 245-247°C.

"H-amP (COCls) &: 1,30-1,42 (mynbtunnet, 1H), 1,48-1,98 (mynbtunnet, 2H), 2,04-2,16 (mynbtunnet, 1H),
2,18 (cuHrnert, 3H), 2,68-2,7 (mynbtunnet, 2H), 3,18-3,30 (mynetunnet, 1H), 3,35 (aybnet, 1H, J=12 I'u), 3,40
(cvHrnet, 3H), 3,58 (aybnet, 1H, J=12Ty), 3,85 (1H, gy6neTt, J=3 I'y), 6,53 (aybnet, 1H, J=8 '), 6,71 (oybner,
1H, J=2Tu), 6,88 (oBa gy6neta, 1H, J=4 n 10 'y), 7,14-7,26 (mynbTunner, 5H).

HRMS: BbluncneHo ans CooHasN20: 310, 2041.

HangeHo: 310, 2024.

AHanus: BeluncneHo ans CooHzeN20 x 2HCI x 1,2 H,0O: C 59,31, H 7,56, N 6,92.

HanpeHo: C 59,31, H 7,40, N 6,85.

Mpumep 93

(28,3S)-1-(3-Umnaronpon-1-mn)-3-(2-meTokcu-6eH-3un) aMMHo-2-heHnnnmnepuanH.

Ha3BaHHOe coedvHeHWe MnomnyyaloT MO METOAMKE, aHanorMyHo TakoBOW Mpumepa 2, 3aMeHss annun
OpoMUCTLIV 4-6pOMOYTUPOHUTPUIIOM.

T.nn. 63-67°C (pasn.).

'H-AMP (COCl3) &: 1,40 (mynmbTurnnet, 2H), 1,80 (MymbTurnet, 6H), 2,12 (MymbTurnmet, 1H), 2,23
(mynbTunnert, 1H), 2,52 (mynstunnert, 2H), 3,08 (mynstunnet, 1H), 3,21 (ay6nert, 1H, J=3 l'u), 3,34 (aybneT, 1H,
J=13 l'u), 3,40 (cunrnet, 3H), 3,60 (oyobner, 1H, J=13 l'u), 6,58 (aybner, 1H, J=9 I'y), 6,68 (Tpunnet, 1H, J=6
lu), 6,78 (gybnet, 1H, J=6 'u), 7,02 (tpunnert, 1H, J=9 'y), 7,20 (mynbTMnneT, 5H).

Macc-cnektp: m/e 363 (curHan, coOOTBETCTBYIOLLMIN HEANCCOLMMPOBAHHON MOMEKyre).

Mpumep 94.

(2S,3S)-1-(4-AMNHOGYT-1-1n)-3-(2-MeTOKCUBEH3NN) aMUHO-2-hEHUNNUNEPULNH.

HasBaHHOe coeguHeHve npumepa 93 (1,9 r) pactBopsitoT B 10 Mn ykCcycHoW Kucnotbl B ByTeinn. K cucteme
pobasnsioT 1,9 r 5% nnatuHy Ha yrne (60% Bogbl) M cMecb BCTpsxMBatoT B aTMocdepe Bogopoda (40 psi=2,81
kr/cM?) B TeuyeHue 4 yacoB. CMech pa3baBnsitoT 3TaHONMOM, (UMbTPYIOT Yepe3 avaTomoBylo 3emmio (Lienut
(ToproBass mapka)) M cunbTpaT KoHueHTpupyloT. K octatky [o6aBnsioT HaCbIWEHHbI BOAHbLIA pPacTBOp
6ukapboHaTa HaTpust 4O Tex nop, noka pH cmecu He CTaHeT NPUMEPHO 8 N CMeCb AKCTPArupytT XITOpodhopMOoMm.
XropoopMHble 3KCTPaKkTbl BbICYLUMBAKOT (CynbaToM HaTpUsi) M KOHUEHTPUPYOT, 4Tobbl nonmyunts 1,6 T
Ha3BaHHOro coeguHeHUs1 B BUAe macna.

'H-AMP (COCl3) &: 1,50 (mynbtunnet, 8H), 2,02 (mymbtunneT, 3H), 2,52 (mynbTunnet, 3H), 3,18
(mynbtunnet, 1H), 3,26 (aybnet, 1H, J=3 I'y), 3,32 (aybnert, 1H, J=15 I'y), 3,43 (cuHrnet, 3H), 3,64 (1H, nyoner,
J=15Tu), 4,77 (ywwmpeHHbi cuHrnet, 2H), 6,60 (gy6ner, 1H, J=9 l'y), 6,71 (TpunneTt, 1H, J=6 'y), 6,82 (ayb6ner,
1H, J=6 'u), 7,07 (tpunnet, 1H, J=9 I'y), 7,26 (MynbTnnet, 5H).

Macc-cnekTtp: M/e 367 (curHan, COOTBETCTBYIOLLUMIN HEANCCOLMMPOBAHHON MOMeEKyre).

Mpumep 95.
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(2S,3S)-3-(2-MeTokcnbeH3nn) amunHo-1-[4-(2-Had-Tamnao-6yT-1-unj-2-deHnnnmnepuanH.

B atmocdepe azota B KpyrnogoHHyto konby nomewiaiT 100 mr (0,27 mmons) Ha3BaHHOMO COedMHEHWS
npumepa 94 n 0,5 Mn XNOPUCTOrO MeTUNeHa, U CUCTeMy oxnaxgaroT B negsHon 6aHe. K cucteme gobasnstot 38
mkn (0,27 mmons) xropaHrmapuga 2-HadbTOMHOW KUCMOThl U CMECh nepemelumsatoT B TedeHne 20 muHyT. Cmech
BbININBAIOT B HACbIWEHHbI BOAHbIN pacTBOp OukapboHaTa HaATpUA W SKCTPArvpylT XIopodopmom.
XnopodopMHble 3KCTPaKTbl BbICYLIMBAIOT (CynbdaToM HAaTpusl) U KOHUEHTPMPYIOT, 4ToObl nonyunts 150 mr
mMacna. Celpoii NpogyKT peakuun ounwaroT drew-xpomatorpadment Ha KonoHke (6 r cunukarens), MCnomnb3ys
1:10 cMecb MeTaHomn/xnopodopM B Ka4ecTBe 3MeHTa, YTobbl MoNy4nTe 71 Mr Ha3BaHHOTO COEAUHEHUS], KOTOpoe
npeBpaLLatoT B €ro XIOpPMCTOBOAOPOAHYIO COflb.

T.nn. 105-107°C (pasn.).

'H-AMP (CNClz) &: 1,50 (MynbTunnet, 6H), 1,70 (mynbTunneT, 2H), 2,04 (mynbtunnet, 3H), 2,60
(mynbtunnet, 2H), 3,22 (mynetunnet, 1H), 3,30 (ay6nert, 1H, J=1 'u), 3,40 (mynbTunnet, 5H), 3,68 (aybnet, 1H,
J=15Tl'y), 6,28 (ywwmpeHHbI cuHrnet, 1H), 6,61 (gybnet, 1H, J=9 '), 6,72 (Tpunnet, 1H, J=6 'y), 6,84 (oybner,
1H, J=6 'y), 7,08 (1H, Tpunnet, J=9 'y), 7,26 (MynbTunnet, 5H), 7,52 (mynstunnert, 2H), 7,82 (Mmynbtunnet, 4H),
8,22 (cvH
rnet, 1H).

Macc-cnekTp: m/e 521 (curHan, COOTBETCTBYOLUMIA HEANCCOLIMMPOBAHHON MOSEKyne).

Mpumep 96.

(2S,3S)-3-(2-MeTokcubeHann)ammHo-1-[(N-HadpT-2-nn-metun)-4-aMmmHo by T-1-un)]-2-chbeHnnnunepuamnH.

HassaHHOe coeguHeHue npumepa 95 obpabaTtbiBatoT GopaH-AMMETUNCYNbMUAHBIM KOMMNIEKCOM, MPUMEHAS
yCMOBUsi, aHaNorM4Hble TakoBbIM, ONMUCAHHBIM B Npumepe 1B, 4Tobbl Nony4nTb Ha3BaHHOE Bbille COeaMHEHNE.

Mpumep 97.

(2RS,3RS-1-(5-KapboatokcuneHT-1-1n)-3-(2-MeTOKCMOeH31M) aMUHO-2-heHNNNUNepuanH.

HasBaHHOe Bbille coeduHEHWe MNOMyYalT NO METOAMKe, aHanornM4yHO TakoBOW, OMMCaHHOW B npumepe 2,
3aMeHsas annun 6poMUCTbIN Ha STUMOBLIN 3dmp B-6poMrekcaHoBOW KUCMNOThI.

T.nn. 80-95°C.

'H-AMP (COCl3) & 1,12 (mymbTunnet, 5H), 1,42 (mymbtunnet, 6H), 1,72 (mymbtunnet, 1H), 1,98
(mynetunnet, 3H), 2,16 (tpunnet, 2H, J=7 Twu), 2,46 (mynbtunnet, 1H), 2,54 (mynbtunner, 1H), 3,15
(mynetunnert, 1H), 3,23 (mynetunner, 1H, J=3 I'y), 3,30 (ay6net, 1H, J=15Tu), 3,41 (cuHrnet, 3H), 3,60 (oybner,
1H, J=15Tu), 4,02 (kBapTeT, 2H, J=6 'y), 6,58 (aybnert, 1H, J=9 I'y), 6,78 (Tpunnet, 1H, J=6 'u), 6,80 (gyb6nerT,
1H, J=6 I'u), 7,04 (Tpunnert, 1H, J=9'y), 7,22 (MynbTvnnet, 5H).

Macc-cnektp: m/e 438 (curHan, COOTBETCTBYIOLUMI HEANCCOLMMPOBAHHON MOSEKyne).

Mpumep 98.

(2RS,3RS)-1-(6-I'vapokcurexc-1-un)-3-(2-meTo-KCMbeH3un) aMuHo-2-heHnNnMnepuanH.

B atmocdepe a3ota B kpyrnoAoHHyt konby nomewarT 95 mr (0,22 mMmons) Ha3BaHHOrO COEAMHEHUSI
npumepa 97 n 1 mn TI®. Cuctemy oxnaxagaroT B 6aHe CO NbAOM U aleToHoM, kK cucteme gobaensoT 0,44 mn
(0,44 mmonsa) 1M pacTBopa nuTuAanioMuHUArMApuaa B acmpe M cmecb nepemelunsaroT B TedeHne 10 MUHYT.
Oxnaxgatowwyo 6aHio yaansoT, CMecb NepemelLnBaloT Npyv KOMHaTHOW TemnepaType B TedeHne 20 MUHYT 1
oxnaxpgarowlyto b6aH ctaBAaT obpaTtHo. B cucteme octopoxHo gobGaensawT npumepHo 0,4 mn 2 M BogHon
TMAPOOKUCK HATpWsA M CMECb MepemMelunBaloT Npu KOMHaTHOW Temnepatype B TedeHnue 20 muHyT. K cucteme
pobaensoT cynbdat HaTpusi, cMecb nepemelumBatoT B TeveHne 30 MuHYT, TBepple BellecTBa ygansioT
dunbTpaumen nytem oTCacbiBaHUA U unbTpaT KOHUEHTPUpYIoT. Cbipon MPOAYKT peakumn ouuiaoT dneLu-
XpomaTorpadmen Ha konoHke (5 r cunukarens), ucnonb3ys 3:47 cMecb MeTaHon -xriopodopM B KadecTBe
3M0eHTa, YTobbl NoNyUNTL 49 MI Ha3BaHHOTO BblLLE COEAUHEHUS.

T.nn. (cone HCI) 67-68°C pasan.).

'H-AMP (COCl3) & 1,18 (MmynmbTurnnet, 4H), 1,42 (mynbTunnet, 4H), 1,72 (mynbTunnet, 1H), 2,00
(mynbTunnert, 5H), 2,50 (mynstunnert, 2H), 3,16 (mynstunnet, 1H), 3,23 (ay6nert, 1H, J=3 'u), 3,30 (aybneT, 1H,
J=15T"u), 3,41 (cunrnert, 3H), 3,52 (Tpunnet, 2H, J=6 I'u), 3,62 (oy6net, 1H, J=15 'u), 6,58 (aybnet, 1H, J=9
lu), 6,69 (Tpunnert, 1H, J=6 I'y), 6,81 (aybnet, 1H, J=6 'y), 7,05 (TpunneT, 1H, J=9 I'y), 7,22 (MmynbTMnneT, 5H).

Macc-cnektp: m/e 396 (curHan, cOOTBETCTBYIOLLMI HEANCCOLMMPOBAHHON MOMEKyre).

Mpumep 99.

(2S,3S)-1-(5-KapbokcmneHTnn)-3-(2-MeTokcnbeH-3un) ammHo-2-peHnnnmMnepuanH.

(2S,3S)-1-(5-KapboaTtokcnneHTnn)-3-(2-MmeTokcMbeH3nn) aMuHo-2-peHMNnMnepmanH nosyyaT no cnocoby
npumepa 97, wucnomb3ys  MHAMBUOyanbHbI  3HaHTUOMepy  (2S,3S)-3-(2-meTokcnbeH3nn)  amuHO-2-
eHnnnNMNepnanMH BMECTO COOTBETCTBYIOWEro pauemata. B kpyrnogoHHyto konby nometyaoT 250 mr aTtoro
CNOXHoro acpmpa u 8 mn 4M BOLHOW CONSIHOM KUCIOThI. PeakunoHHyo cmech HarpeatoT npu 60°C B TedeHne 2
4acoB W KOHUeHTpupytoT. Cbipo NPOAYKT peakuuMn pacTupatoT B MOPOLLOK C NOMOLLB0 3admpa M cMecu
nsonponaHon/agup, YTobbl NOMY4YNTb HAa3BaHHOE BbiLLE COeAVHEHVEe B BUAE ero XfiopMcToBO4OPOAHON COMM.

'H-AMP (OMCO-de) &: 1,14 (MynbTunnet, 2H), 1,40 (mynbTunnet, 2H), 1,78 (MmynbTunnet, 3H), 2,36
(mynbtunnet, 10H), 3,00 (mynbTtunnet, 1H), 3,80 (mynbtunnert, 4H), 4,22 (mynsTunnet, 1H), 6,98 (MynbTMNneT,
2H), 7,38 (mynbtunnert, 2H), 7,60 (mynetunnet, 3H), 7,92 (m, 2H).

HRMS: BbluncneHo ansa CasH3sN2O3: 410, 2569.

HanpeHo: 410, 2546.

Mpumep 100.

(2S,3S)-3-(2-MeToKCMBEH3MM) amMHO-1-(-MeTun-5-kapbokcamuaoneHT-1-mn)-2-heHnnnunepuamH.
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B aTtmocdepe a3ota B kpyrnogoHHyto konby nomewatT 75 mr (0,17 mmons) Ha3BaHHOrO CoedMHEHWS
npumepa 99 1 0,5 mn TId. K aton nepemelumsaemon cycneHaunmn gobasnsiot 47 mkn (0,34 Mmons) TpuaTunammHa
n 54 wmr (0,34 mmons) N,N-kapboHungummmnagasona. PeakumoHHy0 cMech nepemelunsatoT B TedeHne 30 MUHYT 1
KoHUeHTpupytoT. K cucteme gobasnsoT 0,25 mn 40%-Horo pacteopa MeTunamuHa B Boge. PeakumoHHyto cmech
nepemewwnBaloT B TeveHne 30 MUHYT M BbIMMBAIOT B CMECb HACbILLEHHOrO BOAHOrO pacTtBopa bukapboHaTa
HaTpus un xnopodopma. CMecb 3IKCTparvpyrloT X0podOopMOM M XIOPOOPMHbIE JKCTPaKTbl BbICYLUNBAIOT
(cynbdaTtom HaTpus) U KOHLEHTPUPYIOT. Chipoi NPOAYKT peakumny ounwatoT doneLu-xpomaTtorpadmen Ha KONoHKe
(5 r cunukarens), ucnonb3ya 1:9 cmecb MeTaHon /xnopodopM B KayecTBe aMtoeHTa, YToObl nony4nTb 36 Mr
Ha3BaHHOrO BbllLe COEAMHEHNS B BUAE Macna.

"H-aMP &: 1,14 (mynbTunnert, 2H), 1,48 (mynbTunnet, 6H), 1,82 (1H, mynbTunner), 2,04 (MynsTunnet, 5H),
2,32 (mynbtunnert, 2H), 2,72 (gy6net, 3H, J=5 'y), 3,18 (mynbtunnet, 1H), 3,27 (aybnet, 1H, J=3 I'y), 3,32
(oybnet, 1H, J=15Tw), 3,44 (cuHrnet, 3H), 3,66 (ayonet, 1H, J=15Tu), 6,61 (ay6nert, 1H, J=9 I'y), 6,72 (Tpunner,
1H, J=6 I'u), 6,83 (oy6net, 1H, J=6"'u), 7,08 (Tpunnert, 1H, J=9 I'y), 7,24 (MynbTUNnet, 5H).

Macc-cnekTp: m/e 423 (curHan, COOTBETCTBYOLUMIA HEANCCOLMMPOBAHHON MOSIEKyne).

Mpumep 101.

(2S,3S)-1-[4-(4-PTOphEeHNN)-4-0kcoBYT-1-1M]-3-(2-MeTOKCMBEH3NN) aMUHO-2-DEHUNNUNEPUAVH.

HasBaHHOe coedvHeHVe nony4alT NO MeTOAMKEe, aHanorM4yHO OMMCaHHOW B MpuMepe 2, 3aMeHss an-
nun 6poMnCTLIN Ha 4-1oao-6yTnn-4- PTOPHEHNITOH.

T.nn. 59-69°C (paan.).

'H-AMP (COCl3) & 1,46 (mymbTunnet, 2H), 1,96 (mymbtunnet, 6H), 2,58 (mymbTunnet, 2H), 2,84
(mynetunnert, 2H), 3,24 (mynbtunnet, 1H), 3,30 (aybnet, 1H, J=3 lu), 3,38 (aybnet, 1H, J=16 y), 3,44 (3H,
cuHrner), 3,68 (ayonert, 1H, J=16 'u), 6,62 (aybnet, 1H, J=9 'y), 6,72 (TpunneT, 1H, J=6 '), 6,84 (oybneT, 1H,
J=6l'u), 7,08 (3H, mynbTnnner), 7,27 (Mmynbtunnet, 5H), 7,92 (mynbtnnet, 2H).

HRMS: BbluncneHo ans CagHasN2OoF: 460, 2532.

HangeHo: 460, 2528.

Mpumep 102.

(2S,3S)-1-[4-(4-PTOpdeHNN)-4-rnapoKkcmbyT-1-mn]-3-(2-MmeToKcnbeH3nn ) aMnHo-2-beHnnNNepPUanH.

B aTmocdepe asoTa B KpyrnogoHHyo konby nomewarT 569 mr (1,24 mMmonsi Ha3BaHHOIO COeOMHEHUs
npumepa 101 n 2,5 Mn mMeTaHomna u cuctemy oxnaxpgatoTt B negsHon 6aHe. K cucteme gobasnstot 47 mr (1,24
mmons) 6opornapuaa HaTpust ABymsi nopuuamn. Cmecb nepemelureatoT B TedeHne 30 muHyT, gobasnsoT 12 mr
6opornapuaa HaTpus 1 cMecb nepemelunsatoT B TedeHne 30 muHyT. K cucteme gobasnsiot 0,5 Mn HacbILLEHHOrO
BOOHOro pacTtBopa 6OukapboHaTa HaTpus. Cmecb pa3baBnsoT xnopodOopMOM, OCTaBMsT HarpeBaTbCs [0
KOMHaTHOW TemnepaTypbl U BbINMBAOT B CMeCb XNopodopma M HacbILLEeHHOro BOAHOro pactsopa bukapboHata
HaTpus. CMecb 3KCTparvpyloT XropodopmMoM, BbICYLIMBAIOT (CyrnbdaTtom HaTpus) U KOHLEHTPUPYIOT, YTOObI
nonyunte 500 mr macna. Cblpoi MpoaykT peakuuy ouuwaloT drell-xpomatorpadmein Ha komoHke (20 r
cunukarens), mcnonb3ysa 1:19 cmecb MeTaHON/xNopodopM B KayecTBe 3Mt0eHTa, 4ToObl monyuntb 295 mr
Ha3BaHHOrO BbllLie COEAUHEHWS, KOTOPOEe NPEBPALLAOT B €r0 MeTaHCyb(OHAaTHYHO COflb.

"H-ampP (COCI3) 6: 1,50 (mynbTunnet, 4H), 1,94 (mynetunnet, 6H), 2,40 n 2,55 (2 mynbtunneta, 1H), 2,72
(mynbtunnet, 1H), 2,98 un 3,40 (2 mynbtunneta, 3H), 3,52 (cunrnet, 3H), 3,66 (mynbTynnet, 1H), 4,57 n 4,71 (2
mMynbTunneta, 1H), 6,62 (gyonet, 1H, J=9 I'u), 6,70 (mynbtunnert, 1H), 6,94 (mynsTunnet, 3H), 7,08 (MynbTunner,
1H), 7,28 (mynbTtunnet, 6H), 7,46 (Mmynbtunnet, 1H).

HRMS: BbluncneHo ansa CaoHssN2OoF: 462, 2678.

HanpeHo: 462, 2688.

Mpumep 103.

(2S,3S)-1-(5,6-OnmetTnneHgmnokcurekc-1-un)-3-(2-meTokcnbeH3nn) aMnHo-2-heHnnnmnnepuanH.

HasBaHHOe coefuHeHWe nonyyalT Mo MEeTOAUKEe, aHanorMyHo OMMCaHHOW B MpuMepe 2, 3aMeHss annun
GpomMUCTLIN Ha 5,6-aUMETUNEHANOKCU-1-METUICYbOHNMTOKCUIEKCaH.

"H-ampP (COCI3) 6: 1,34 (cunrnet, 3H), 1,40 (cuHrnet, 3H), 1,44 (mynbtunnet, 4H), 1,76 (mynbtunner, 2H),
2,00 (mynbtunnet, 3H), 2,50 (mynbtunnet, 2H), 3,17 (mynetunnet, 1H), 3,25 (mynetunner, 1H), 3,32 (ayb6ner,
1H, J=15T"u), 3,44 (cuHrnet, 3H), 3,48 (MmynbTunner, 2H), 3,60 (mynstunnet, 1H), 3,98 (MynbTunnet, 4H), 6,58
(oy6net, 1H, J=9 I'y), 6,70 (Tpvnnet, 1H, J=6 'y), 6,80 (gyonet, 1H, J=6 I'y), 7,05 (Tpunnert, 1H, J=9 'y), 7,24
(mynbTunnert, 5H).

Mpumep 104.

(2S,3S)-1-(5,6-Anrngpokcurekc-1-un)-3-(2-meTokcnbeH3un) ammHo-2-peHnnNnNnepPUanH.

B kpyrnogoHHyto konby nomewiaioT 3,2 r Ha3BaHHOro coefauHeHus npumepa 103 m 100 mn 1:1 cmecn
MeTaHona u xnopuctoro MetuneHa. K cucteme pgobasnsawoT 50 M XIOPUCTOTO MeETWMEeHa, HacbILLEeHHOro
XMOPUCTBIM BOAOPOAOM, U PEaKLMOHHOW CMEeCK MO3BONSAOT CTOATb MNPV KOMHATHOW TemnepaTtype B TeveHue 3
4acoB W KOHLUeHTpupytoT. OcTaTok pacTBOPSAIT B ropsyeM msonponaHone u gobasnsoT adup. PactBoputens
CrnMBalOT C Monyvarowencs cmomnbl u otbpackiBatoT. CMony pacTupaloT B MOPOLIOK C MOMOLLbI ropsyero
nsonponaHona/apupa n STOT pacTBOpUTENlb OCTaBMSAT CTOoATb. [lonyyarollylocs CMecb pacTuparoT Ao
obpasoBaHusa TBepgoro BelectBa (630 Mr). VCTOYHUK KOHUEHTPMPYIOT M OCTATOMHOE Macrno pacTupaloT B
MOPOLLOK C MOMOLLBIO ropsiyero m3onponaHona/acgpupa m adgmpa, 4Tobbl NonyynTs TBepdoe Bewectso (850 wmr).
Kaxayto n3 aTux napTvin npogykra peakuun nepemelumnsatoT B 50 mn admpa B TeHeHne 2 4acoB U pacTBOpUTENb
yaansaiT ¢ nomowpto nunetku. lNMocnegHee TBepdoe BeLLECTBO AOMOMHMTENBHO OYULLAIOT pasfeneHveM no
CMOSAM MeXAy XII0pUCTbIM MeTUneHoM 1 1 M BogHbIM pacTBOPOM MMAPOOKUCH HaTpWs, SKCTpaKUmeh BOGHOW dasbl
XMOPUCTBIM ~ METUIIEHOM, BbICYLUMBAHWEM (CynbaToM HaTpuUs) M KOHLEHTpPUpoBaHWeM ob6beanHEHHbIX
opraHudeckux dpakuui n obpaboTkon ocTaTka X/OpPWCTO-METUNEHOBOro pacTBopa 3VPHBIM PacTBOPOM
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XMOpUCTOro Bogopoda. AOTa nocnegoBaTenbHOCTb 0b6paboTtok gaet 710 Mr HasBaHHOrO Bblle COEOUHEHMS
(rvopoxnopua) B BUAE BECbMa rMrpoOCKONUMYHOro He coBcemM 6enoro TBEpAOro BELLECTBA.

'H-AMP (COCl3) &: 1,34 (MynbTunneT, 8H), 1,80 (mynbTunneT, 1H), 2,08 (mynbtunnet, 3H), 2,54
(mynbetunnet, 4H), 3,20 (mynetunnet, 1H), 3,34 (mynetunnet, 2H), 3,44 (cunrnet, 3H), 3,56 (mynbTunnet, 1H),
3,66 (ay6nert, 1H, J=12 I'y), 6,60 (aybnet, 1H, J=9 'y), 6,74 (1H, Tpunnert, J=6 'u), 6,84 (aybnet, 1H, J=6 L),
7,09 (tpunnert, 1H, J=9 'y), 7,26 (MynbTunneTt, 5H).

HRMS: BbluncneHo ansa CasHzeN203: 412, 2726.

HawnpeHo: 412, 2699.

HassaHHoe coeguHeHune npumepos 105 n 106 nonyyatoT No MmeToamke, No4o6GHO onvcaHHoM B npumepe 1.

Mpumep 105.

(2RS,3RS,5SR)-3-(2-MeToKCHBEH3NMAMMNHO)-5-METUM-2-DEHNNNUNEPULNH.

T.nn. 179-181°C (conb HCI, pa3n.).

"H-amp (COCI3) 6: 7,20 (mynbTunnet, 6H), 7,00 (gyonet, 1H, J=7 T'u), 6,76 (Tpunnet, 1H, J=7 Tu), 6,66
(aybnet, 1H, J=6 l'u), 3,97 (aybnet, 1H, J=2T'y), 3,64 (aybnet, 1H, J=12 '), 3,51 (aybnert, 1H, J=12 'y), 3,48
(cuHrnet, 3H), 2,84 (mynbtunnet, 3H), 1,78 (mynbtunnert, 3H), 1,13 (aybnert, 3H, J=7 I'y).

HRMS: BbluncneHo ansa CaoH2sN20: 310, 2045.

Hawnpeno: 310, 2101.

Mpumep 106.

(2RS,3RS,5RS)-3-(2-MeToKkcnbeH3nMnammHo)-5-metun-2-cheHnnnmnepuanH.

T.nn. 248-249°C (conb HCI, pa3n.).

"H-amMP (COCls) 6: 7,18 (mynbtunnet, 5H), 7,07 (tpunnet, 1H, J=7 T'y), 6,90 (aybnet, 1H, J=7 T'y), 6,72
(Tpunnert, 1H, J=7 T'u), 6,60 (aybnet, 1H, J=7 I'u), 3,77 (aybnet, 1H, J=2 I'y), 3,60 (oybnet, 1H, J=12 I'y), 3,38
(cuHrnet, 3H), 3,34 (cuHrnet, 1H, J=12 l'u), 3,14 (MynbTunnet, 1H), 2,77 (mynstunnet, 1H), 2,32 (tpunner, 1H,
J=10Twu), 2,02 (mynbtnnet, 2H), 1,18 (mynbTunnet, 1H), 0,81 (gy6net, 3H, J=6 'y).

HRMS: BbluucneHo ansa CaoH2sN20: 310, 2045.

Hanpero: 310, 2076.

Bbluncneno ans CooH2sN20 x 2HCI x 2/3H20: C 60,75, H 7,47, N 7,09.

HanpeHo: C 60,78, H 7,32 N 6,84.

Mpumep 107.

Linc-3-(2,5-gumeTtokcmbeHsnnammHo)-1-[4-(4-cbTopdeHunn)-4-okcobyT-1-un]-2-cbeHnnnunepuamnH.

HasBaHHOEe coeguHeHve nomny4atoT No MeToamke, NogobHo onucaHHow B npumepe 101.

'H-AMP (COCl3) & 1,38 (mynmbTunnet, 2H), 1,86 (MymbTunnet, 6H), 2,50 (MymbTunnet, 2H), 1,86
(myneTunnet, 6H), 2,50 (mynetunnet, 2H), 2,74 (mynetunnet, 2H), 3,16 (cuxrnet, 1H), 3,26 (mynbtunnet, 2H),
3,38 (cuHrnert, 3H), 3,54 (mynbtunnet, 4H), 6,50 (mynbtunnet, 3H), 7,00 (mynstunnet, 2H), 7,16 (MynbTunner,
5H), 7,82 (mynbTunneT, 2H).

HRMS: BbluncneHo ans CsoHssN2FO: 490, 2629.

HangeHo: 490, 2633.

Bbluncneno ans CaoH3ssN20sF X 2CH3SOsH x 4,75H,0: C 50,01, H 6,88 N 3,64.

HanpeHo: C 49,93, H 6,52, N 3,56.

Mpumep 108.

Linc-3-(4,5-Ondtop-2-MeToKCMBEH3UNaMUHO )-2-heHUNNUNePUanH.

HasBaHHOEe coeguHeHve nomny4atT No MeToamke, NogobHO onucaHHom B npumepe 91.

'H-AMP (COCl3) & 1,30 (mynmbTunnet, 1H), 1,62 (MmymbTurnet, 2H), 1,96 (MynmbTurnet, 1H), 2,68
(mynbTunnet, 2H), 3,18 (mynbtunnet, 2H), 3,32 (cuHrnet, 3H), 3,44 (gybner, 1H, J=14 T'u), 3,82 (gy6neT, 1H, J=3
lu), 6,38 (oBa oybnerta, 1H, J=6 n 12 I'y), 6,66 (oBa gy6neta, 1H, J=8 n 10 'u), 7,16 (MynbTUNnet, 5H).

HRMS: BbluncneHo ansa CioH2oNOF2: 332, 1697.

HanpgeHo: 332, 1698.

BbiuncneHo ans CqgH22N20F2 x 2HCI x 0,85H.0: C 54,25, H6,15, N 6,66.

HanpeHo: C 54,26, H 5,84, N 6,94.

Mpumep 109.

Linc-3-(2-xnop-4-pTopbeHannaMmmHo)-2-cheHnn-nunepunanH.

HasBaHHOe coeguHeHve nomny4aloT No MeToamke, NogobHo onucaHHom B npumepe 91.

'H-AMP (COCl3) &: 1,44 (mynmbTurnet, 1H), 2,06 (MynmbTunnet, 1H), 2,78 (MmynmbTunnet, 2H), 3,24
(mynetunnet, 1H), 3,40 (aybnet, 1H, J=12 l'y), 3,58 (aybnet, 1H, J=12 I'y), 3,88 (aybnert, 1H, J=3 'y), 6,75
(mynbTunnert, 1H), 6,92 (mynbtunnet, 1H), 7,26 (MynbTunnet, 5H).

HRMS: BbiurcrieHo anst C1sHz2oNo>°CIF: 318, 1294.

HanpeHo: 318, 1280.

Mpumep 110.

Linc-3-(2-aTokcnbeHsunammHo)-2-cbeHmnnmne-puamH.

HasBaHHOe coeanHeHWe nomny4atoT No MeToamke, nogobHo onucaHHow B npumepe 91.

"H-amp (COCI3) &: 1,10 (tpunnet, 3H, J=5 Tu), 1,40 (mynbtunnet, 1H), 1,62 (mynstunnert, 1H), 1,90
(mynetunnet, 1H), 2,14 (mynbTunnet, 1H), 2,80 (mynbtunnet, 2H), 3,27 (mynbtunner, 1H), 3,38 (aybnet, 1H,
J=15T'y), 3,69 (mynbtunnet, 3H), 3,86 (nybnet, 1H, J=2 'y), 6,64 (aybnet, 1H, J=8 I'u), 6,78 (Tpunnet, 1H, J=6
lu), 6,94 (1H, pybnet, J=6 '), 7,12 (tTpunner, 1H, J=8 I'y), 7,24 (MynbTMnnet, 5H).

HRMS: BbluncneHo ansa CaoH2sN20: 310, 2041.

HawnpeHo: 310, 2045.

Mpumep 111.
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Linc-3-(2-rngpokcnbeHsnnammnHo)-2-heHnnnunepuanH.

HasBaHHOe coeauHeHne nomny4aroT No MeToanke, NogobHO onucaHHowW B npumepe 91.

'H-AMP (COCl3) & 1,62 (mynbTunnet, 3H), 2,10 (mynbtunnet, 1H), 2,79 (mynbtunnet, 1H), 2,92
(mynbtunnet, 1H), 3,20 (mynstunnet, 1H), 3,48 (cuHrnet, 2H), 3,82 (gybnet, 1H, J=2 I'u), 6,72 (mynbTunnet, 3H),
7,08 (mynbTunnet, 1H), 7,36 (MynbTunnet, 5H).

HRMS: BbluncneHo ansa CigH2oN20: 282, 1732.

HawnpeHo: 282, 1724.

Bbiuncneno ans CqgH22N20 x 2HCI x 2H,0: C 55,26, H 7,20 N 7,16.

HanpeHo: C 55,13, H7,12 N 6,84.

Mpumep 112.

Linc-3-(3,5-gudTop-2-MeToKCMbEH3NNAMUHO)-2-DEHNNNMUNEPULVH.

HasBaHHOE coeguHeHue nony4aroT No MeToanke, NogobHO onucaHHowW B npumepe 91.

'H-AMP (CACl3) &: 1,45 (mynmbtunnet, 1H), 1,64 (mynbTunnet, 1H), 1,86 (MmynbTunmer, 1H), 2,08
(mynbTunnert, 1H), 2,80 (mynetunnert, 2H), 3,24 (mynetunnet, 1H), 3,44 (aybnet, 1H, J=15Tu), 3,54 (oybnet, 1H,
J=15Tu), 3,68 (cunrner, 3H), 3,90 (aybnert, 1H, J=3 I'u), 6,57 (aBa aoybneta, 1H, J=8 n 9 I'u), 6,69 (aBa oybnerta,
1H, J=9 n 12 'vy), 7,28 (MynbTynnet, 5H).

HRMS: BbluncneHo ansa CigH22N20OF2: 332, 1698.

Hawnpero: 332, 1700.

Bbluncneno ans CqgH22N20F2 x 2HCI: C 56,30, H 5,97, N 6,92.

HanpeHo: C 56,17, H 5,84, N 6,59.

Mpumep 113.

Linc-3-(2-xnop-6-dpTopbeH3nnammnHo)-2-peHnn-nmnepuanH.

HassaHHOe coeguHeHWe nonyyarT No MeToavke, Nogo6HO onvucaHHou B npuMepe 91.

'H-AMP (COCl3) & 1,40 (mymbTunnet, 1H), 1,66 (mymbtunnmet, 1H), 1.90 (mymbtunnmet, 1H), 2,15
(mynetunnet, 1H), 2,78 (mynstunnet, 2H), 3,26 (mynetunnet, 1H), 3,68 (aybnet, 2H, J=18 I'y), 3,72 (aybnet, 1H,
J=18Twu), 6,82 (mynbtvnnet, 1H), 7,04 (mynbTunnet, 2H), 7,22 (mynstunnet, 5H).

HRMS: BbluncneHo ansa CigsH20N2CIF x 2HCI x 2/3H,0: C 53,56, H 5,83, N 6,95.

HanpeHo: C 53,63, H 5,53, N 6,83.

Mpumep 114.

(2S,3S)-3-(5-xm0op-2-MeToKCUBEH3NNAMUHO)-2-DeHNNNNNEPUANH.

Ha3BaHHOe coefunHeHne nony4atoT No MeTtoguke, NogobHO onncaHHoW B npumepe 91.

T.nn. 275-277°C (conb HCI).

'H-AMP (COCl3) & 1,40 (mynmbTunnet, 1H), 1,60 (mymbtunnmet, 1H), 1,90 (mymbTunnmet, 1H), 2,08
(mynbtunnet, 1H), 2,79 (mynetunnet, 2H), 3,26 (mynstunnet, 1H), 3,36 (aybnet, 1H, J=15 I'u), 3,45 (cuHrner,
3H), 3,60 (gy6nert, 1H, J=15 'u), 3,88 (aybnert, 1H, J=3 l'y), 6,56 (gy6net, 1H, J=8 I'u), 6,92 (gybnet, 1H, J=3
lu), 7,06 (oBa oybneta, 1H, J=3 n 8 I'y), 7,28 (MynbTMnneT, 5H).

Macc-cnektp: m/e 330 (curHan, COOTBETCTBYIOLUMI HEANCCOLMMPOBAHHON MOSEKyre).

Mpumep 115.

Linc-3-(5-xnop-2-meTokcnmbeH3annaMmHo)-2-cheHnn-nunepuanH.

Ha3BaHHOe coefuHeHne nony4yatoT No MeTtoguke, NogobHO onncaHHoW B npumepe 91.

'H-AMP (COCl3) & 1,37 (mynmbtunnet, 1H), 1,56 (MynmbTurnet, 1H), 1,86 (MynmbTurnmet, 1H), 2,06
(mynetunnet, 1H), 2,76 (mynbtunnet, 2H), 3,23 (mynstunnet, 1H), 3,32 (gybnet, 1H, J=15 l'y), 3,42 (cuHrner,
3H), 3,58 (my6nert, 1H, J=15 'u), 3,85 (ay6nert, 1H, J=3 I'u), 6,54 (gy6net, 1H, J=8 I'u), 6,90 (gybnet, 1H, J=3
lu), 7,04 (oBa pybneta, 1H, J=3 n 8 I'u), 7,24 (MynbTUnnet, 5H).

Mpumep 116.

(2S,3S)-1-(5-AuetammnaoneHT-1-un)-3-(2-MeToKCUBEH3NN-aMUHO )-2-DEHNNMUNEPUINH.

HasBaHHOe coeauHeHne nomny4atoT No MeToauke, NogobHO onncaHHoW B npumepe 95.

'H-AMP (CACl3) &: 1,14 (MynbTunnet, 2H), 1,40 (MynbTunnet, 5H), 1,86 (MynbTunnet, 1H), 1,91 (cuHrmerT,
3H), 2,00 (mynbtunnet, 3H), 2,52 (mynbtunnet, 2H), 3,12 (mynetunnet, 3H), 3,22 (aybnet, 1H, J=3 lu), 3,34
(aybnet, 1H, J=15Tw), 3,42 (cuHrnet, 3H), 3,62 (1H, gybner, J=15I'y), 6,60 (ayénet, 1H, J=9 'y), 6,70 (Tpunner,
1H, J =3Tu), 6,2 (aybner, 1H, J=6 I'y), 7,06 (Tpynnet, 1H, J=6 'u), 7,22 (MynbTUNNeT,5H).

HRMS: BbluncneHo ansa CasHszN3O2: 423, 2885.

HawnpeHo: 423, 2869.

Mpumep 117.

(2S,3S)-1-(5-AMnHONEHT- 1-Un-3-(2-METOKCMBEH-3UNAMMNHO)-2-PEHUNNNUNEPUOVH.

HasBaHHOE coeguHeHne nony4aroT No MeToanke, MogobHO onucaHHowW B npumepe 94.

'H-AMP (COCls) & 1,30 (Mynbtunnet, 7H), 1,76 (mynbTunneT, 3H), 2,02 (mynbtunnet 3H), 2,54
(mynetunnet, 3H), 3,02 (mynstunner, 1H), 3,28 (gy6ner, 1H, J=3 I'u), 3,36 (gybnet, 1H, J=15 'y), 3,46 (3H,
cuHrner), 3,66 (ayoner, 1H, J=15 'u), 6,60 (aybnet, 1H, J=6 'y), 6,72 (Tpunnert, 1H, J=6 'u), 6,83 (oybneT, 1H,
J=6 I'u), 7,08 (1H, Tpunnert, J=6 I'y), 7,24 (mynbTUNnet, 5H).

HRMS: BbluncneHo ansa Ca4H3sN3sO: 381, 2780.

HawnpeHo: 381, 2755.

Mpumep 118.

(2S,3S)-1-(5-beHzamugoneHT-1-1n)-3-(2-MeTOKCU-0EH3UN-aMUNHO)-2-DEHUNMUNEPUANH.

HasBaHHOe coeguHeHWe nony4arT No MeToarke, MogobHO onvcaHHou B npumepe 95.

'H-AMP (COCl3) & 1,40 (mynmbTunnet, 8H), 1,96 (mymbtunnet, 5H), 2,54 (mymbtunnet, 2H), 3,34
(mynetunnert, 7H), 3,80 (mynbtunnet, 1H), 6,61 (aybner, 1H, J=9 ly), 6,76 (Tpunnet, 1H, J=6 'y), 6,88 (1H,
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ayonert, J=9 'y), 7,12 (tpunnert, 1H, J=6 'y), 7,26 (mynbTunnet, 5H), 7,40 (mynsTunnet, 3H), 7,78 (aybner, 2H,
J=6 I'w).

HRMS: BbluncneHo ansa Cs1HsgN3O2: 485, 3042.

HanpgeHo: 485, 3001.

Mpumep 119.

(2S,3S)-1-(6-rngpokcurekc-1-un)-3-(2-meTokcn-6eH3nn-aMmHo )-2-beHnnnunepuanH.

HasBaHHOe coeguHeHue nony4aroT No MeToauke, NogobHO onucaHHowW B npumepe 98.

'H-AMP (COCl3) & 1,22 (MynbTunnet, 4H), 1,48 (mynbTunnet, 4H), 1,84 (mynmbTunmet, 1H), 2,10
(mynbtunnet, 5H), 2,54 (mynetunnet, 1H), 2,62 (gy6nert, 1H, J=3 '), 3,26 (mynbTunnet, 1H), 3,32 (aybnet, 1H,
J=3Tu), 3,39 (gy6ner, 1H, J=15Tu), 3,48 (cuHrnet, 3H), 3,60 (Tpunnert, 2H, J=6 '), 3,70 (gybneTt, 1H, J=15 ),
6,66 (aybnet, 1H, J=9 I'y), 6,78 (Tpunnet, 1H, J=6 'y), 6,89 (oybnet, 1H, J=6 'y), 7,14 (Tpunnet, 1H, J=9 L),
7,28 (MynbTU-
nnert, 5H).

HRMS: BbluncneHo ansa CasHaeN202: 396, 2777.

HawnpeHo: 396, 2738.

Mpumep 120.

(2S,3S)-1-(5-KapboaTtokcmneHT-1-mn)-3-(2-MeToKCMB eH3MN-aMMUHO)-2-hbeHnNNUnepuamnH.

HasBaHHOe coeguHeHue nonyyarT No MeToarke, MogobHO onucaHHou B npumepe 97.

'H-AMP (CACl3) &: 1,14 (MynbTunnet, 5H), 1,48 (Mynbtunnet, 6H), 1,96 (MynbTunnet, 4H), 2,20 (Tpunner,
2H, J=7 Tu), 2,74 (mynbtunnert, 2H), 3,19 (mynbtunnet, 1H), 3,26 (gyonet, 1H, J=3 I'u), 3,34 (gybnet, 1H, J=15
lu), 3,44 (cvHrnet, 3H), 3,64 (gy6nert, 1H, J=15Tu), 4,06 (kBapTerT, 2H, J=6 I'u), 6,61 (gy6net,1H, J=9 'y), 6,72
(Tpunnert, 1H, J=6 'y), 6,83 (aybnert, 1H, J=6 'y), 7,08 (1H, Tpunnet, J=9 '), 7,22 (MynsTunnet, 5H).

HRMS: BbluncneHo ansa CurH3asN203: 438, 2879.

HanpeHo: 438, 2839.

Mpumep 121.

Linc-1-(5-rmgpokcuneHT-1-un)-3-(2-MeTokcMbeH-31nammHo )-2-peHnnnunepuamnH.

HassaHHOe coeguHeHWe nonyyarT No MeToauke, Nogo6HO onvcaHHou B npumepe 98.

'H-AMP (COCl3) & 1,08 (MynmbTunnet, 2H), 1,22 (MmynbTunneT, 4H), 1,72 (mynbtunner, 3H), 2,00
(mynbtunnet, 3H), 2,48 (mynbtunnet, 1H), 2,54 (mynbtunnet, 1H), 3,16 (mynbtunner, 1H), 3,25 (gy6ner, 1H, J=3
lu), 3,32 (aybnert, 1H, J=15 "'u), 3,42 (cunrnet, 3H), 3,52 (Tpunnet, 2H, J=6 I'u), 3,62 (aybnet, 1H, J=15 lu),
6,58 (aybnet, 1H, J=9 I'y), 6,69 (Tpunnet, 1H, J=6 'y), 6,81 (gy6net, 1H, J=6Tu), 7,05 (Tpunnet, 1H, J=9 ly),
7,22 (mynbTunnet, 5H).

HRMS: BbluncneHo ansa CosHssN2O2: 382, 2616.

HangeHo: 382, 2565.

Mpumep 122.

Linc-1-(4-kap6oatokeubyT-1-1n)-3-(2-MeToKCMO eH-31NnaMmmHO )-2-peHnnNUnNePULnH.

Ha3BaHHOe coefuHeHne nony4yatoT No MeTtoguke, Nogo6HO onncaHHoW B npumepe 97.

"H-ampP (COCI3) 6: 1,22 (tpunnet, 3H, J=6 lu), 1,46 (mynbTunnet, 4H), 1,74 (mynbtuvnnet, 3H), 2,02
(MynbTunnert, 3H), 2,16 (2H, mynbtunnet), 2,54 (mynbTtunnet, 2H), 3,28 (mynetunnet, 1H), 3,26 (MynbTunnerT,
1H), 3,34 (aoybnet, 1H, J=15 I'u), 3,46 (cuHrnet, 3H), 3,62 (gy6nert, 1H, J=15 I'y), 4,06 (kBapTeT, 2H, J=6 'y),
6,61 (aybnert, 1H, J=9 l'y), 6,72 (Tpunnet, 1H, J=6 'y), 6,83 (gybnet, 1H, J=6Tu), 7,08 (Tpunnet, 1H, J=9 l'y),
7,28 (mynbTunnet, 5H).

HRMS: BbluncneHo ansa CasHssN2Os: 424, 2723.

HanpeHo: 424, 2734.

Mpumep 123.

Linc-1-(5-kapbokeuneHT-1-mn)-3-(2-meTokcnbeH-3unammnHo) 2-dpeHnnnunepugmH.

HasBaHHOe coeauHeHne nomny4atoT No MeTtoauke, NogobHO onncaHHoW B npumepe 99.

T.nn. 53-65°C.

'H-AMP (OMCO-dg) &: 1,10 (MynbTunneT, 2H), 1,36 (MynbTunnet, 2H), 1,70 (MynbTunnet, 3H), 2,30
(mynbeTunnet, 10H), 2,96 (mynbtunnet, 1H), 3,70 (mynbtunnet, 2H), 3,90 (mynbTunnet, 2H), 4,20 (MynbTMNNeT,
1H), 6,98 (MynbTunnet, 2H), 7,38 (mynetunnert, 2H), 7,60 (mynbTunnet, 3H), 7,90 (mynbTtunnet, 2H).

Macc-cnektp: m/e 410 (curHan, cOOTBETCTBYIOLLUMIN HEANCCOLMMPOBAHHON MOMEKyre).

Mpumep 124.

Linc-1-(3-rugpokcunpon-1-un)-3-(2-MeTokcMb eH-31naMmnHo )-2-heHnnnmnepuamnH.

HasBaHHOEe coeauHeHne nony4aroT No MeToArKe, OnncaHHoW B npumepe 98.

T.nn. 93-96°C (paan.).

'H-AMP (COCl3) &: 1,34 (MynbTunnet, 3H), 2,00 (mymbtunnet, 4H), 2,65 (MmymbTunner, 1H), 2,76
(mynetunnet, 1H), 3,31 (mynstunnet, 3H), 3,38 (aybnet, 1H, J=15 l'y), 3,51 (cuHrnet, 3H), 3,62 (gybnet, 1H,
J=15Tu), 3,74 (mynbtunnet, 2H), 6,64 (aybnet, 1H, J=9 l'y), 6,73 (TpunneT, 1H, J=6 '), 6,88 (aybnet, 1H, J=6
lu), 7,08 (Tpunnert, J=9 "'u), 7,30 (MynbTunnet, 5H).

Macc-cnekTp: M/e 354 (curHan, COOTBETCTBYIOLUMI HEAUCCOLMMPOBAHHON MOMEKyre).

Bbiuncneno ans CzH3oN202 x 2HCI x 2,65 H,0: C 55,61, H 7,90, N 5,89.

HanpeHo: C 55,62, H 7,75, N 5,67.

Mpumep 125.

Linc-1-(3-kapbokcunpon-1-un)-3-(2-MeToKCcMBeH-3UNaMNHO)-2-DEeHUNNUNEPUONH.

HasBaHHOe coeguHeHne nony4aroT No MeToauke, NogobHO onucaHHow B npumepe 99.

T.nn. 100-105°C (pas3n.).
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'H-AMP (OMCO-de) &: 1,92 (Mynbtunnet, 3H), 2,20 (mynbtunnet, 6H), 3,46 (MynmbTunner, 4H), 3,78
(mynbTunnet, 3H), 4,00 (mynetunnet, 3H), 6,94 (mynetunnet, 2H), 7,36 (mynbTtunnet, 2H), 7,56 (MynbTunneT,
3H), 7,86 (MynbTunnert, 2H).

Macc-cnekTtp: M/e 382 (curHan, COOTBETCTBYIOLUMIN HEANCCOLMMPOBAHHON MOMEKyre).

Mpumep 126.

Limc-1-(2-kap6oaTokcnat-1-mn)-3-(2-meTokcnbeH3annaMmmHo)-2-beHnnnunepuamnH.

HasBaHHOE coeguHeHne nony4aroT No MeToauke, NogobHO onucaHHow B npumepe 97.

T.nn. 110-112°C.

"H-amp (COCI3) 6: 1,18 (tpunnet, 3H, J=6 Tu), 1,46 (mynbtunnet, 2H), 1,62 (mynbtunnet, 1H), 2,08
(mynetunnet, 3H), 2,23 (mynbtunnet, 1H), 2,42 (mynetunnet, 2H), 2,60 (mynbtunnetr, 1H), 2,90 (1H,
MynbTUNNeT), 3,16 (mynstunnet, 1H), 3,36 (aybnet, 1H, J=15 I'u), 3,45 (cunrner, 3H), 3,66 (aybner, 1H, J=15
lu), 4,04 (kBapteT, 2H, J=6 'y), 6,62 (aybnet, 1H, J=9 l'y), 6,74 (Tpunnet, 1H, J=6 I'y), 6,85 (aybnet, 1H, J=6
lu), 7,08 (tpunnert, 1H, J=9 'y), 7,28 (MynbTunnet, 5H).

Macc-cnekTtp: M/e 396 (curHan, COOTBETCTBYIOLUMI HEAUCCOLMMPOBAHHOWM MOMEKyre).

Mpumep 127.

Linc-1-(3-kapboaTokcunpon-1-un)-3-(2-MeTokcu-6eH3nn-ammHo )-2-peHnnnmnepuauH.

HasBaHHOe coeanHeHWe nony4yatoT No MeToamke, nogobHo onucaHHow B npumepe 97. T.nn. 75-90°C.

"H-amMP (COCIs) &: 1,14 (tpunnet, 3H, J=6 Tu), 1,42 (mynbtunnet, 2H), 1,74 (mynbtunnet, 3H), 2,08
(mynetunnert, 5H), 2,50 (mynetunnet, 2H), 3,17 (mynbtunnet, 1H), 3,24 (gybner, 1H, J=3 l'u), 3,30 (oybneT, 1H,
J=1Tu), 3,42 (cuHrnet, 3H), 3,60 (oybnert, 1H, J=15I'y), 4,00 (kBapTerT, 2H, J=6 '), 6,58 (aybneTt, 1H, J=9 'y),
6,68 (Tpunnert, 1H, J=6 I'y), 6,81 (aybnet, 1H, J=6 'y), 7,04 (Tpunnet, 1H, J=9 'u), 7,22 (mynbTunnet, 5H).

Macc-cnektp: m/e 410 (curHan, cOOTBETCTBYOLUMI HEANCCOLMMPOBAHHON MOSEKyne).

Mpumep 128.

Linc-1-(4-rugpokcudyT-1-nn)-3-(2-MeTokCMbEH3N-NTaMUHO)-2-DeHUNNUNEPUONH.

HassaHHOe coeguHeHWe nonyyaroT No MeToamke, Nogo6HO onvcaHHou B npuMepe 98.

'H-AMP (COCl3) & 1,80 (mymbtunneT, 10H), 2,50 (MynmbTunnet, 1H), 2,64 (MynmbTunnet, 1H), 3,26
(mynetunnert, 1H), 3,44 (mynstunner, 6H), 3,66 (mynbtunnet, 2H), 6,60 (ayoner, 1H, J=9 I'u), 6,70 (TpunneT, 1H,
J=9Tu), 6,94 (gybnet, 1H, J=6 'u), 7,06 (Tpunnet, 1H, J=6 'y), 7,30 (MynbTMNneT, 5H).

Macc-cnektp: 368 (curHan, COOTBETCTBYHOLLNIA HEAUCCOLMNPOBAHHOW MOMEKYe).

Bbluncneno ans CosH3sN203 x 2HCI x 3/4H,0: C 60,71, H 7,68, N 6,16.

HanpeHo: C 60,75, H 7,55, N 6,05.

Mpumep 129.

Linc-1-(rekc-1-un)-3-(2-meTokcnbeH3nnammHo )-2-oeHmnnmunepuanH.

Ha3BaHHOe coefunHeHne nony4vatoT No MeTtoauke, NogobHO onncaHHoOW B npumepe 2.

T.nn. 48-50°C.

"H-ampP (COCls) 6: 0,85 (tpunnet, 3H, J=7 lu), 1,15 (mynbtunner, 7H), 1,50 (mynbTunnet, 3H), 2,05
(mynbTunnert, 4H), 2,55 (1H, mynbtunner), 2,40 (mynetunnet, 1H), 3,30 (mynbtunnet, 1H), 3,50 (MynbTunnert,
5H), 3,80 (my6nert, 1H, J=15 I'u), 6,65 (aybnert, 1H, J=7 'y), 6,80 (Tpunnet, 1H, J=7 '), 6,93 (ay6net, 1H, J=7
lu), 7,13 (tpunnert, 1H, J=7 I'y), 7,35 (mynbTuynnet, 5H).

HRMS: BbluncneHo ansa CasHssN2O: 380, 2827.

HangeHo: 380, 2808.

Mpumep 130.

Linc-3-(2-meTokcmbeHannammHo)-2-cheHnn-1-(6-ceHmnrekc-1-mn) nunepuamH.

HasBaHHOe coeauHeHne nomny4aloT No MeToanke, NogobHO onucaHHoW B npumepe 2.

T. nn. 48-53°C.

'H-AMP (COCl3) & 1,25 (MmynmbTunnet, 4H), 1,55 (MynmbTurnet, 5H), 1,90 (MynmbTurnmet, 1H), 2,05
(mynbTunnet, 6H), 2,55 (mynetunnet, 2H), 2,70 (mynetunnet, 1H), 3,35 (mynetunner, 2H), 3,50 (cuHrnet, 3H),
3,80 (mynbTunnet, 1H), 6,65 (cuHrnet, 1H), 6,80 (cuHrnet, 1H), 7,20 (mynbTunnet, 3H), 7,30 (MynbTunnet, 8H).

HRMS: BbluncnutenbHo ansa Cs1H4oN20 x 2HCI x 3,2 H,O: C 63,40, H 4,77, N 7,95.

HanpeHo: C 63,40, H 4,71 N 7,89.

Mpumep 131.

Linc-3-(2-meTokcmbeHannammHo)-2-6eH3un-1-(7-cpeHnnrenT-1-un) nunepuamH.

HasBaHHOEe coeguHeHne nony4aroT No MeToarke, Mo4obHO onucaHHoW B mpuMepe 2.

T.nn. 67-77°C.

'H-AMP (CACl3) &: 1,15 (MmynmbTurnnet, 5H), 1,50 (MynmbTunnet, 4H), 1,90 (MmynbTunmet, 1H), 2,10
(mynbtunnet, 7H), 2,50 (mynetvnnet, 3H), 3,40 (mynbtunnet, 2H), 3,45 (cunrnet, 3H), 3,80 (MynbTunner, 2H),
6,65 (Tpunnert, 1H, J=8 I'y), 6,75 (Tpunner, 1H, J=8 'u), 6,90 (gybneT, 1H, J=8 'u), 7,30 (MmynbTunnet, 11H).

HRMS: BbluncneHo ansa CasHasNO: 470, 3297.

HawnpeHo: 470, 3281.

Mpumep 132.

Linc-3-(4-mMeToKCMBEH3MMaMUNHO)-2-heHNNNUNEPUOVH.

HasBaHHOe coeguHeHue nony4arT No MeToavke, MogobHO onvcaHHou B npumepe 91.

T.nn. 264-266°C.

"H-amMmP (COCI3) &: 1,28-1,40 (mynbTunnet, 1H), 1,44-1,88 (mynbtunnet, 2H), 1,92-2,02 (mynbtunnet, 1H),
2,64-2,84 (mynbTtunnet, 2H), 3,10-3,22 (mynetvnnet, 1H), 3,19 (gybnet, 1H, J=12 I'y), 3,39 (aybner, 1H, J=12
lu), 3,70 (cunrnert, 3H), 3,81 (gybnet, 1H, J=3 I'u), 6,65 (nybnet, 2H, J=8 I'u), 6,83 (oybnet, 2H, J=6 u), 7,12-
7,28 (mynbTunnet, 5H).
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HRMS: BbluncneHo ansa CioH24N20: 296, 1885.

HanpeHo: 296, 1871.

AHanus. BeluncneHo ans CigH24N20 x 2HCI x 0,6H20: C 60,03, H 7,21, N 7,37.

HanpeHo: C 60,08, H 7,11, N 7,45.

Mpumep 133.

Linc-2-cbeHnn-3-(TneH-2-nnmeTnnammHo) NUNnepuamnH.

HasBaHHOe coeanHeHWe nomny4atoT No MeToamke, NogobHo onucaHHow B npumepe 91.

T.nn. 250-252°C.

"H-amp (COCIs) &: 1,30-1,40 (mynbTunnet, 1H), 1,46-1,52 (mynbtunnet, 1H), 1,68-1,86 (MynbTunnet, 1H),
1,92-2,00 (mynbTunnet, 1H), 2,64-2,78 (mynbtunnet, 1H), 2,84-2,92 (mynbtvnnet, 1H), 3,12-3,22 (mynbTunner,
1H), 3,44 (OQy6net, 1H, J=12'y), 3,54 (gybnet, 1H, J=12 'y), 3,81 (aybneT, 1H, J=3 I'u), 6,53 (gybnert, 1H, J=4
i), 6,72-6,80 (mynbtunnet, 1H), 7,02 (gybnet, 1H, J=6 'u), 7,12-7,30 (MmynbTunnet, 5H).

HRMS: BbluncneHo ansa CisH20N2S: 272, 1373.

HawnpeHo: 272, 1327.

Ananua: BeiuncneHo ana CieHzoN2S x 2HCI x 1,1H20: C 52,62, H 6,67, N 7,67.

HanpeHo: C 52,64, H 6,38, N 7,65.

Mpumep 134.

Linc-3-(2-meTokcMHadT-1-un-meTnnamvHo)-2-heHnnnunepuamnH.

HasBaHHOe coeanHeHWe nony4atoT No MeToauke, nogobHo onuncaHHou B npumepe 91.

T.nn. 222-225°C.

"H-amMP (COCIs) &: 1,36-1,48 (mynbTunnet, 1H), 1,52-2,04 (mynbtunnet, 2H), 2,18-2,32 (mynbtunnet, 1H),
2,68-2,82 (mynbtunnet, 1H), 2,90 (gybnet, 1H, J=3 I'y), 3,18-3,28 (mynbtunnet, 1H), 3,64 (cunrnet, 3H), 3,80
(aybnet, 1H, J=12T'u), 3,86 (oybnet, 1H, J=4 I'u), 4,07 (gybner, 1H, J=12 I'y), 7,02-7,32 (myneTunnet, 8H), 7,57
(1H, py6nert, J=8Tu), 7,60-7,70 (mynbtunnet, 2H).

HRMS: BbluncneHo ansa CasHaeN20: 346, 2041.

HanpeHo: 346,2043.

Mpumep 135.

Linc-2-dpeHun-3-(TneH-3-mn-MeTnnammuHo))-nune-puanH.

HaseaHHOe coeguHeHue nomny4aroT No MeToauke, No4obHo onncaHHow B npumepe 91. T.nn. 264-267°C.

"H-amP (COcCls) &: 1,30-1,40 (mynbTtunnet, 1H), 1,46-1,64 (mynbtunnet, 1H), 1,70-1,88 (mynbtunnet, 1H),
1,92-2,02 (mynbTunnet, 1H), 2,68-2,78 (mynetunnert, 1H), 2,80-2,88 (mynbtunnet, 1H), 3,14-3,22 (MynbTunner,
1H), 3,31 (aybnert, 1H, J=12 I'u), 3,48 (aybnert, 1H, J=12 I'u), 3,84 (aybnert, 1H, J=3 'y), 6,65 (oybnet, 1H, J=6
l'u), 6,72 (gyonet, 1H, J=3 'u), 7,04-7,10 (mynbtunnet, 1H), 7,14-7,28 (Mmynbtunnet, 5H).

HRMS: BbluncneHo ansa CisH20N2S: 272, 1342.

HanpgeHo: 272, 1364.

AHanua: BeiumcneHo ans CqeH20N2S x 2HCI x 0,6 H2O: C 53,96, H 6,57, N 7,87.

HanpeHo: C 53,97, H 6,25, N 7,77.

Mpumep 136.

Linc-3-(2,5-gndptopbeHamnammHo)-2-peHnnnu-nepuanH.

HasBaHHOEe coeguHeHre Nomny4aloT No METOAMKE, aHaNorM4Ho TakoBOW, ON1caHHou B npumepe 91.

T.nn. 274-276°C.

"H-amP (COCIs) &: 1,28-1,40 (mynbTtunnet, 1H), 1,44-1,62 (mynbtunnet, 1H), 1,66-1,84 (mynbtunnet, 1H),
1,90-2,00 (mynbtunnet, 1H), 2,64-2,76 (mynetunner, 2H), 2,10-3,20 (mynbtunnet, 1H), 3,32 (gy6nert, 1H, J=12
lu), 3,44 (nybnert, 1H, J=12'y), 3,81 (gy6ner, 1H, J=3 'u), 6,50-6,58 (MynbTunnet, 1H), 6,62-6,78 (MynbTMNNeET,
2H), 7,10-7,26 (mynbTunneTt, 5H).

HRMS: BbluncneHo ansa CigHaoN2F2: 302, 1590.

HangeHo: 302, 1560.

AHanus: BelumncneHo ans CigHzoN2F2 x 2HCI x 0,2 H,O: C 57,06, H 5,96, N 7,39.

HanpeHo: C 56,94, H 5,94, N 7,37.

Mpumep 137.

Linc-3-(3-meTokcnbeH3nnaMmmHo)-2-peHnnnune-pugnH.

HasBaHHOE coeaunHeHve norny4aloT No MeToamke, NogobHO onucaHHoW B npumepe 92.

T.nn. 243-246°C.

"H-ampP (COCI3) &: 1,32-1,42 (mynbtunneT, 1H), 1,48-1,90 (mynbTtunnet, 2H), 1,96-2,04 (mynbtunneT, 1H),
2,68-2,78 (mynbtunnet, 1H), 2,85 (ay6nert, 1H, J=4 I'u), 3,16-3,26 (mynbtunnet, 1H), 3,29 (ay6nert, 1H, J=12T'w),
3,46 (oybnet, 1H, J=12 l'u), 3,68 (cunrnet, 3H), 3,85 (gybnert, 1H, J=3 I'y), 6,50-6,58 (MynbTUnNnet, 2H), 6,62-
6,68 (mynbTunnet, 1H), 7,04 (tpunnet, 1H, J=8 'y), 7,16-7,38 (5H, mynbTunner).

HRMS: BbluncneHo ansa CioH24N20: 296, 1885.

HanpgeHo: 296, 1873.

AHanua: BeluncneHo anst CigH24N20 x 2HCI x 0,3 H.O: C 60,89, H 6,75, N 7,48.

HanpeHo: C 60,72, H 6,84, N 7,27.

Mpumep 138.

(2S,3S)-1-(4-0okco-4-peHnnbyT-1-1n)-3-(2-METOKCUD EH3NIT-aMUHO)-2-DEHNNMUMEPULNH.

HasBaHHOe coenHeHre nomny4atoT No MeToamke, nogobHo onucaHHowm B npumepe 101.

T.nn. 217-219°C.

"H-amp (COCIs) &: 1,32-1,56 (mynbTunnet, 2H), 1,68-2,20 (mynbTunnet, 6H), 2,48-2,64 (MynbTunnet, 2H),
2,68-3,00 (mynbTtunnet, 2H), 3,20-3,28 (mynbtunnet, 1H), 3,31 (aybnet, 1H, J=4 I'u), 3,36 (ayonert, 1H, J=15Tw),
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3,44 (cwHrnet, 3H), 3,65 (ay6nert, 1H, J=15 'y), 6,61 (aybner, 1H, J=7 l'y), 6,72 (tpunnet, 1H, J=6 'y), 6,84
(Tpunnet, 1H, J=6 '), 7,08 (Tpuvnnet, 1H, J=8 I'y), 7,10-7,30 (mynbTvnnert, 6H), 7,40 (Tpunnert, 1H, J=6 'u), 7,50
(ay6ner, 1H, J=6T'u), 7,87 (gybneT, 2H, J=6 I'u).

HRMS: BbluncneHo ansa CaoH34N202: 442, 2616.

HawnpeHo: 442, 2577.

Mpumep 139.

(2S,3S)-1-(4-rngpokcmn-4-dpeHnnbyT-1-un)-3-(2-meTokcn-6eH3nnammnHo)-2-cheHnnnmunepuanH.

HasBaHHOe coeanHeHWe nony4atoT No MeToauke, NogobHo onncaHHowm B npumepe 102.

T.nn. 190-194°C.

"H-amp (COCI3) 6: 1,40-2,24 (mynbTunnet, 10H), 2,42-2,66 (mynbtunnet, 1H), 2,74-2,84 (mynbtunnet, 1H),
3,02-3,14 un 3,30-3,40 (1H, 2 mynbTtunnera), 3,44-3,62 (mynbtunnet, 5H), 3,66-3,82 (mynbtunnet, 1H), 4,50
(ywupeHHbIi cuHrnet, 2H), 4,62-4,70 n 4,76-4,82 (2 mynetunneta, 1H), 6,68 (aybnert,1H, J=8 Iu), 6,74-6,82
(myneTunnert, 1H), 6,98 (tpunner, 1H, J=6 'y), 7,08-7,18 (mynbTunnet, 1H), 7,20-7,62 (mynbTunnet, 10H).

HRMS: BbluncneHo ansa CagHzeN202: 444, 2772.

HawnpeHo: 444, 2745.

AHanua: BeluncneHo ans CogHizsN202 x 2HCI x 3H,0: C 64,38, H 7,56, N 5,18.

HanpeHo: C 64,27, H 7,31, N 5,15.

Mpumep 140.

Linc-3-(2,5-ammeTokcnbeH3nnammHo)-2-cpeHnnnu-nepuanH.

HasBaHHOe coeanHeHWe nony4atoT No MeToauke, nogobHo onncaHHoMy B npumepe 91.

T.nn. 190-194°C.

"H-amMP (COCIs) &: 1,28-1,40 (mynbTtunnet, 1H), 1,48-1,92 (mynbtunnet, 2H), 2,02-2,14 (mynbtunnet, 1H),
2,66-2,80 (mynbtunnet, 2H), 3,14-3,24 (vynbtvnnet, 1H), 3,32 (aybnet, 1H, J=18 I'u), 3,38 (cuHrnet, 3H), 3,56
(aybnet, 1H, J=18 I'y), 3,66 (cunrnet, 3H), 3,83 (aybnet, 1H, J=3 lu), 6,48-6,62 (mynsTunner, 3H), 7,10-7,26
(mynbTunnet, 5H).

HRMS: BbluncneHo ansa CaoH2eN202: 326, 1995.

HanpeHo: 326, 1959.

AHanua: BeiumncneHo ans CooH2sN202 X 2HCI x 0,3H20: C 59,34, H 7,12, N 6,92.

HanpeHo: C 59,33, H 6,96, N 6,76.

Mpumep 141.

Linc-3-(3-cTop-4-meToKCMBEH3UNAMUHO)-2-DEHUN-NUNEPUOVH.

HasBaHHOEe coeguHeHve nomny4arT No MeToarke, NogobHO onucaHHo B npumepe 92.

T.nn. 272-274°C.

"H-amP (COCIs) &: 1,34-2,04 (mynbTtunnet, 4H), 2,68-2,82 (mynbtunnet, 2H), 3,12-3,26 (mynbtunnet, 1H),
3,22 (gybnet, 1H, J=12Tw), 3,40 (gy6bnet, 1H, J=12Ty), 3,82 (cunrnet, 3H), 3,85 (aybnet, 1H, J=4 I'u), 6,60-6,76
(myneTunnert, 3H), 7,10-7,32 (MynbTunnet, 5H).

HRMS: BbluncneHo ans CioH23FN2O: 314, 1791.

HangeHo: 314, 1773.

AHanus: BelumncneHo ans CqgH23FN20O x 2HCI x 1,1H20: C 56,05, H 6,73, N 6,88.

HanpeHo: C 55,96, H 6,48, N 6,71.

Mpumep 142.

Linc-3-(5-dpTop-2-MeTOKCUBEH3NNAMUHO)-2-heHNM-NUNEPULNH.

HasBaHHOE coeguHeHne nomny4atoT No MeToarke, NogobHo onucaHHom B npumepe 91.

T.nn. 270-272°C.

"H-ampP (COCIs) &: 1,30-1,42 (mynbTtunnet, 1H), 1,48-2,12 (mynbtunnet, 3H), 2,64-2,82 (mynbtunner, 2H),
3,12-3,26 (mynbTtunnet, 1H), 3,32 (aybnert, 1H, J=12 T'y), 3,42 (cuHrnet, 3H), 3,56 (gybner, 1H, J=12Twu),
3,84.(oybnet, 1H, J=3 l'u), 6,53 (oBa gybneta, 1H, J=5u 10 l'u), 6,64 (oBa nybnerta, 1H, J=3 n 8 I'y), 6,70-6,80
(myneTunnert, 1H), 7,12-7,40 (mynbtunner, 5H).

HRMS: BbluncneHo ans CioH23FN2O: 314, 1791.

HanpgeHo: 314, 1766.

AHanus: BeluncneHo gnst CigH23FN2O x 2HCI x 0,5H.0: C 57,58, H 6,61, N 7,07.

HanpeHo: C 57,35, H 6,36, N 7,03.

Mpumep 143.

Linc-3-(5-xnop-2-meTokcnbeH3annamMmHo)-2-heHnn-nmnepuanH.

HasBaHHOe coegunHeHve norny4aloT No MeToamke, NogobHo onucaHHom B npumepe 91.

T.nn. 270-273°C.

"H-ampP (COCIs) &: 1,32-1,42 (mynbTunnet, 1H), 1,50-2,12 (mynbtunnet, 3H), 2,68-2,82 (mynbtunnet, 2H),
3,18-3,28 (mynbTtunnert, 1H), 3,32 (aybnet, 1H, J=12 'y), 3,42 (cuHrnet, 3H), 3,58 (aybnet, 1H, J=12T'y), 3,85
(oy6net, 1H, J=4 'u), 6,54 (gy6nert, 1H, J=8 I'u), 6,90 (ay6nert, 1H, J=3 I'y), 7,04 (aBa pyb6neta, 1H, J=3 n 8 I'u),
7,12-7,32 mynbTunneT, 5H).

HRMS: BbluncneHo ansa C1oH23CIN2O: 330, 1495.

HanpeHo: 330, 1491.

AHanua: BeliuncneHo ans CigH23CIN2O x 2HCI x 0,4H,0: C 55,52, H 6,33, N 6,82.

HanpeHo: C 55,53, H 6,10, N 6,70.

Mpumep 144.

Linc-3-(5-xnop-4-meTokcnmbeHannammHo)-1-(5,6-gurngpokcurekc-1-mn)-2-peHnnnunepuamH.

HasBaHHOe coenHeHWe nomny4atoT No MeToamke, NogobHo onncaHHowm B npumepe 104.
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'H-AMP (CACl3) &: 1,34 (MynbTunneT, 8H), 1,78 (MynbTunnet), 2,00 (MynbTunnet, 3H), 2,54 (MynbTunneT,
2H), 3,32 (mynbtunnet, 3H), 3,44 (cuHrnet, 3H), 3,54 (mynbtunnet, 3H), 6,52 (aybnet, 1H, J=9 ), 6,80
(ywupeHHb cuHrnet, 1H), 7,02 (mynbtunnet, 1H), 7,22 (mynbTunnet, 5H).

Macc-cnekTp: M/e 446 (curHan, COOTBETCTBYIOLLUMIN HEANCCOLMMPOBAHHON MOMEKyre).

Mpumep 145.

Linc-1-(5,6-guruagpokcurekc-1-mmn)-3-(2,5-0uMeToKC-0eH3MNamMmmnHo )-2-oeHMnnmMnepuanH.

HasBaHHOe coeanHeHWe nony4yatoT No MeToamke, NogobHo onncaHHowm B npumepe 104.

'H-AMP (COCl3) &: 1,38 (MynbTunneT, 8H), 1,78 (mynbTunneT, 1H), 2,00 (mynbtunnet, 3H), 2,50
(mynbtunnet, 1H), 2,60 (mynetunnet, 1H), 3,30 (mynstunnet, 3H), 3,40 (cunrnet, 3H), 3,60 (MynbTunnet, 4H),
3,65 (cunrnet, 3H), 6,56 (mynbTunnet, 3H), 7,26 (mynstunnet, 5H).

Macc-cnekTtp: M/e 442 (curHan, COOTBETCTBYIOLUMIN HEAUCCOLMMPOBAHHOWN MOMeEKyre).

Mpumep 146.

Linc-2-cpeHnn-3-[2-npon-2-unokcm)-6eH3nnammu-HoJ-nmunepuamnH.

HasBaHHOe coeguHeHne nony4aroT No MeToAauke, MogobHO onucaHHow B npumepe 91.

'H-AMP (COCls) & 1,00 (mymbTunnet, 6H), 1,30 (mymbtunnet, 1H), 1,70 (mymbtunnet, 2H), 2,10
(mynbTunnet, 1H), 2,72 (mynbtvnnet, 2H), 3,18 (mynbtunnet, 1H), 3,30 (mynetunnet, 1H), 3,50 (MynbTunnerT,
1H), 3,80 (ywwupeHHbii cuHrnet, 1H), 4,06 (mynbTunnet, 1H), 6,66 (MynbTunnet, 2H), 6,90 (mynbTunnet, 1H),
7,05 (mynbtunnet, 1H), 7,20 (5H, mynbTmnner).

HRMS: BbluncneHo ansa Ca1H2sN20: 324, 2197.

HawnpeHo: 324, 2180.

Bbluncneno ans Ca1H2sN20 x 2HCI x 1,66H.0: C 59,02, H 7,85, N 6,55.

HanpeHo: C 59,07, H 7,77, N 6,69.

Mpumep 147.

Linc-3-(3-pTop-2-MeToKCMBEH3NNAMMHO)-2-CDEHNN-NNEPUONH.

HassaHHOe coeguHeHWe nonyyarT No MeToauvke, Nogo6HO onvcaHHou B npumepe 91.

'H-AMP (COCls) & 1,40 (mymbTunnet, 1H), 1,60 (mymbtunnet, 1H), 1,86 (mymbTunnmet, 1H), 2,08
(mynetunnet, 1H), 2,80 (mynetunnet, 2H), 3,23 (mynbtunner, 1H), 3,36 (Mynbtunnet, 1H), 3,58 (MynbTunnert,
4H), 3,88 (mynbtunnet, 1H), 6,80 (mynstunnet, 3H), 7,26 (Mmynstunnet, 5H).

HRMS: BbluncneHo ans CigH2sN2OF: 314, 1794.

HangeHo: 314, 1768.

Bbluncneno ans CqgH23N20F x 2HCI x 1,5 H2O: C 55,08, H 6,80, N 6,76.

HanpeHo: C 54,89, H 6,49, N 6,79.

Mpumep 148.

Linc-3-(5-xnop-3-dTop-2-MeTOKCMBEH3NNAMMHO)-2-hEHNNMUNEPULVH.

Ha3BaHHOe coefnHeHne nony4atoT No MeToguke, NogobHO onncaHHoW B npumepe 91.

'H-AMP (COCl3) & 1,42 (mynmbtunnet, 1H), 1,54 (mynmbtunnet, 1H), 1,80 (mymbTunnmet, 1H), 2,06
(mynbtunnet, 1H), 2,78 (mynstunnet, 2H), 3,20 (mynetunnet, 1H), 3,42 (aybnet, 1H, J=15Tw), 3,58 (aybnet, 1H,
J=15Tu), 3,64 (cuHrnet, 3H), 3,86 (mynbtunnet, 1H), 6,66 (qybner, 1H, J=9 I'y), 6,91 (aybnet, 1H, J=9 I'y), 7,26
(mynbTUnneT, 5H).

HRMS: Bbluncnenue ansa CioH2o0NOCIF: 348, 1401.

HangeHo: 348, 1406.

Mpumep 149.

Linc-3-(3-xnop-5-dpTop-2-MeTOKCMBEH3NMNAMMHO)-2-hEHNNMUNEPUOVH.

Ha3BaHHOe coefuHeHne nony4atoT No MeTtoauke, NogobHO onncaHHoW B npumepe 91.

'H-AMP (COCl3) &: 1,44 (mynmbtunnet, 1H), 1,58 (mynmbTurnet, 1H), 1,80 (MynmbTurnet, 1H), 2,06
(myneTunnert, 1H), 2,80 (mynbtunnert, 2H), 3,22 (mynetunnert, 1H), 3,42 (gybnet, 1H, J=18 'u), 3,54 (oy6bnet, 1H,
J=18 I'y), 3,66 (cuHrnet, 3H), 3,88 (aybnet, 1H, J=2 'y), 6,55 (gyonet, 1H, J=6 'u), 6,92 (gy6net, 1H, J=9 l'y),
7,26 (5H, mynbTunneT).

HRMS: BbluncneHo ansa C1oH20NOCIF: 348, 1401.

HanpgeHo: 348, 1411.

BbluncneHo ans C1gH22N20OCIF x 2HCI x 0,25H,0: C 53,53, H 5,79, N 6,57.

HanpeHo: C 53,58, H 5,60, N 6,41.

Mpumep 150.

Linc-3-(3,5-guxnop-2-meTokcMbeH3nnammHo)-2-peHnnnmnepuanH.

HasBaHHOe coeauHeHne nomny4atoT No MeToanke, NogobHO onucaHHowW B npumepe 91.

'H-AMP (COCl:) &: 1,44 (mynbturnet, 1H), 1,56 (MmynbTunnet, 1H), 1,82 (MmynmbTunmet, 1H), 2,08
(mynbetunnet, 1H), 2,80 (mynetunnet, 2H), 3,20 (mynetunnet, 1H), 3,50 (mynetunner, 2H), 3,64 (cuHrnet, 3H),
3,88 (mynbTunnet, 1H), 6,68 (cuHrnet, 1H), 7,26 (mynbTunnet, 6H).

HRM3: BbiuucneHo ans CqgH22N20Cl,: 364, 1105.

HawnpeHo: 354, 1105.

Bbiuncneno ans: CigH22N20CI, x 2HCI: C 52,07, H 5,52, N 6,39.

HanpeHo: C 51,69, H 5,50, N 6,32.

Mpumep 151.
Linc-3-(2-meToKkcnbeH3mnammHo)-4-metun-2-cheHnn-nunepuanH.
HasBaHHOEe coeguHeHue nony4aroT No MeToavke, NogobHO onucaHHoW B npumepe 1.



41251

'H-AMP (CLCls) &: 7,10 (MynbTunnet, 6H), (ay6net, 1H, J=7 I'u), 6,68 (Tpunnet, 1H, J=7 I'u), 6,68 (TpurneT,
1H, J=7 Tu), 6,55 (aybnert, 1H, J=7 'y), 3,97 (gy6nert, 1H, J=2 l'u), 3,56 (aybnet, 1H, J=14 I'y), 3,34 (cuHrner,
3H), 3,28 (aybnert, 1H, J=14 T'u), 2,90 (MynbTunnet, 2H), 2,36 (cuHrnet, 1H), 2,16 (cunrnet, 1H), 2,04 (cuHrneT,
1H), 1,12 (mynbTunnet, 1H), 1,06 (gybnet, 3H, J=6 'y).

HRMS: BbluncneHo ansa CaoH2sN20: 310, 2045.

Hawnpero: 310, 2035.

Mpumep 152.

(2S,3S)-1-(4-okcMUHO-4-peHnnbyT-1-1n)-3-(2-MmeToKCcn-6€eH3nNaMmHO )-2-heHNNNUNEPUANH.

B atmoccbepe asoTa B KpyrnogoHHyto konby nomewatoT 445 mr (1 mmons) (2S,3S)-1-(4-okco-4-peHnnbyT-1-
un)-3-(2-metokcn-6eH3nnammnHo)-2-peHunnunepugmHa u 6 mn ataHona. K cucteme pgobasnsiot 209 wmr (3,2
MMOJIIS1) CONSIHOKMCIOro ruapokcunammHa n 417 wmr (5 mmons) auetata Hatpuss B 6 Mn Bodbl M CMECH
nepeMeLlBalT MNpu KOMHaTHOW Temnepatype B TeYeHUMEe HOuYM. PeakumOHHY0 CMeCb KOHLUEHTPUPYIOT U
pas3gensitoT no crnosimM Mexay xropodopMom 1 Bofon. Crou pasgensitoT U BogHyo a3y aKCTparupyroT ABaXabl
xnopocopmom. O6begUHEHHBIE OpPraHNYeCcKMe 3KCTPaKThl BbICYLUMBAKOT (CynbaToM HaTpusi) U KOHLEHTPUPYIOT
po 368 mr sonotuctoro macna. Cblpol MpOAyKT peakumn oumwialT dnel-xpomaTtorpadumen Ha KOMOHKe,
ucnonb3ys 7% ( ) B xnopodopMe B Ka4eCTBE aMeHTa, YTobbl nonyuntb 174 Mr Ha3BaHHOIO BbilLE COEOUHEHNS B
BUAe macna.

'H-AMP (COCls) & 1,78 (mynmbTunnet, 7H), 2,56 (MmynbTunnet, 3H), 2,80 (mymbtunnet, 1H), 3,18
(mynetunnert, 1H), 3,38 (mynbTtunnet, 2H), 3,45 (cuHrnet, 3H), 3,72 (mynbtunnet, 2H), 6,61 (gy6ner, 1H, J=8 I'u),
6,72 (Tpunnet, 1H, J=6 'y), 6,87 (oybnert, 1H, J=6 'y), 7,08 (Tpunnet, 1H, J=8 '), 7,28 (MynbTUNnet, 8H), 7,48
(mynbTunner, 2H).

O6pasel; 3TOr0 COEAMHEHWUS] KPUCTannM3yloT MeEANEHHbIM BbinapuBaHWeM W3 xropodopma/MeTaHona wu
CTPYKTYPY NOATBEPXKOAIT PEHTIEHO-CTPYKTYPHBIM aHanNM3oM MOHOKpUCTarnna.

Mpumep 153.

(2RS,3RS,6SR) 1 (2RS,3RS,6RS)-3-(2-meToKCU-6EH3MNaMUHO-6-MeTUNNUNEPUANH.

HassaHHOe coeanHeHWe nony4yatT No MeToAauke, nogobHo onncaHHom B npumepe 63.

Bonee nonsipHeI nsomep, Rf~0,28 (1: 9 cMec MeOH/CH.Cla. T.nn. 274-176°C (conb HCI). "H-AMP (CACls)
8: 7,28-7,02 (mynbtunnert, 6H), 6,92 (aybnet, 1H, J=6 'u), 6,72 (Tpunnet, 1H, J=6 'u), 6,60 (1H, oy6neT, J=8 I'y),
4,16 (oybnet, 1H, J=3 'y), 3,61 (aybnet, 1H, J=14 l'y), 3,44-3,26 (myneTunnet, 5H), 2,76 (aybnet, 1H, J=4 'y),
2,20-1,96 (mynbtunnet, 1H), 1,90-1,64 (mynbtunnet, 4H), 1,24-1,08 (mynbTunnet, 4H).

MeHee nonsipHbIit usomep Rf~0,34 (1:9 cmecs MeOH/CH.Cly). T.nn. 203-206°C (conb HCI). "H-AMP (CLCls)
8: 7,32-7,06 (mynbtunnert, 6H), 6,90 (aybnet, 1H, J=6 'u), 6,76 (Tpunnet, 1H, J=6 'u), 6,63 (1H, ay6bneT, J=7 l'y),
3,90 (aybnet, 1H, J=3 I'u), 3,63 (ay6neT, 1H, J=14T'u), 3,39 (cuHrnet, 3H), 3,36 (aybnert, 1H, J=14 T'y), 2,84-2,64
(mynbTunnet, 2H), 2,14-2,02 (mynetunnet, 1H), 1,72-1,30 (mynbTunnet, 5H), 1,16 (aybner, 3H, J=6 I'u).

Mpumep 154.

(2S,3S)-3-(2-meTokcmbeH3nnammHo)-1-[4-(4-metun- - deHun-cynbdoHammao)-6yT-1-unj-2-peHnnnunepu-guH.

HasBaHHOE coeauHeHWe nomny4aloT No MeToamke, NogobHO onucaHHow B npumepe 95.

'H-AMP (CACl3) &: 1,40 (MynbTunnet, 6H), 1,85 (MynbTunnet, 1H), 1,96 (MynbTunnet, 5H), 2,39 (cuHrmerT,
3H), 2,60 (mynbtunnet, 1H), 2,83 (mynetunnet, 1H), 3,14 (mynetunnet, 1H), 3,26 (ay6net, 1H, J=3 Iu), 3,41
(mynetunnert, 4H), 3,68 (gybnet, 1H, J=15 '), 6,60 (gybnet, 1H, J=9 I'u), 6,69 (tpunnet, 1H, J=9 I'y), 6,80
(oy6net, 1H, J=6Tu), 7,06 (Tpunnert, 1H, J=6 I'y), 7,22 (MynbTunnet, 7H), 7,68 (ay6neT, 2H, J=6 I'u).

HRMS: BbluncneHo ansa CsoHsgN3O3 521, 2708.

HanpgeHo: 521, 2715.

Mpumep 155.

(2S,3S)-1-(4-unaHobyT-1-un)-3-(2-MeTOKCUBEH-3NNAMUHO )-2-PEHMUNNUNEPULMH.

HasBaHHOe coenHeHWe nomny4atoT No MeToamke, nogobHo onucaHHom B npumepe 93.

T.nn. 89-91°C (paan.).

"H-amp (COCI3) 6: 1,48 (mynbtunnet, 5H), 1,90 (mynbtunnet, 5H), 2,20 (tpunnet, 2H, J=9 ), 2,52
(mynbTunnert, 2H), 3,18 (mynbtunnet, 1H), 3,06 (ayonert, 1H, J=3 'u), 3,32 (ayonert, 1H, J=12Tw), 3,40 (cuHrner,
3H), 3,68 (aybnert, 1H, J=12 I'y), 6,58 (aybnet, 1H, J=9 I'y), 6,70 (Tpunnet, 1H, J=6 'y), 6,82 (nybneTt, 1H, J=6
lu), 7,06 (Tpunnert, 1H, J=9 'y), 7,24 (mynbTunnet, 5H).

HRMS: BbluncneHo ansa Ca4H31N3O: 377, 2467.

HawnpeHo: 377, 2449.

Mpumep 156.

Linc-3-(5-xnop-2-meTokcnbeH3nnamuHo)-1-[4-(4-dTopdeHnn)-4-okcobyT-1-mun]-2-ceHnnnmnepuanH.

HasBaHHOe coeanHeHWe nony4yatoT No MeToauke, nogobHo onncaHHowm B npumepe 101.

'H-AMP (COCls) & 1,48 (mymbTvnnet, 2H), 1,96 (mynbtunnet, 5H), 2,58 (mynbtunnet, 2H), 2,81
(mynetunnet, 3H), 3,28 (mynetunnet, 3H), 3,45 (cunrnet, 3H), 3,62 (aybnet, 1H, J=15 l'y), 6,52 (oybnet, 1H,
J=9Tu), 6,82 (gyonet, 1H, J=3 'u), 7,05 (mynetunnert, 3H), 7,26 (MynbTunnet, 5H), 7,88 (mynsTunnet, 2H).

Mpumep 157.

(2S,3S)-1-(4-AuetamnaobyT-1-mn)-3-(2-MeToKCU-6EH3NN-aMUNHO )-2-heHUNNUNEPUOVH.

HassaHHOe coeanHeHWe nony4vatoT No MeToAuke, NogobHo onncaHHom B npumepe 95.

'H-AMP (C[Cl3) &: 1,42 (mynbTvnneT, 6H), 1,82 (Mynbtunnet, 1H), 1,94 (cunrnet, 3H), 2,00 (MynbTUANeT,
3H), 2,50 (mynbtunnet, 1H), 2,59 (mynbtunnet, 1H), 3,06 (mynetunnet, 1H), 3,20 (mynetunner, 2H), 3,27
(oy6net, 1H, J=3 I'u), 3,34 (gybneT, 1H, J=15Tw), 3,42 (3H, cunrner), 3,66 (oybnet, 1H, J=15Tu), 6,61 (aybnerT,
1H, J=9 Tu), 6,72 (tpunnet, 1H, J=6 T'u), 6,83 (aoybnet, 1H, J=6 Tu), 7,09 (1H, Tpunnet, J=9 Iy), 7,26
(mynbTunnet, 5H).
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Macc-cnektp: m/e 409 (curHan, cOOTBETCTBYIOLLUMIN HEANCCOLMMPOBAHHON MOMeEKyre).

Mpumep 158.

(2S,3S)-1-(4-beH3amngobyT-1-un)-3-(2-meToKCn-6eH3UN-aMmMHO )-2-cheHnnnunepuamnH.

HasBaHHOe coenHeHWe nomny4atoT No MeToamke, NogobHo onucaHHow B npumepe 95.

T.nn. 146-150°C (pasn.).

'H-AMP (COCl3) &: 1,46 (MynbTunneT, 6H), 1,72 (mynbTunnet, 1H), 1,98 (mynbtunnet, 3H), 2,52
(mynbtunnert, 2H), 3,16 (mynbtunnet, 1H), 3,25 (gy6net, 1H, J=3 'y), 3,30 (mynbTunnet, 3H), 3,38 (cuHrner,
3H), 3,68 (mynbtunnet, 1H), 6,24 (ywupeHHbii cuHmet, 1H), 6,56 (1H, gy6nert, J=9 'u), 6,70 (tpunnert, 1H, J=6
lu), 7,05 (tpunner, 1H, J=9 'y), 7,22 (mynbTunnet, 5H), 7,36 (Mynbtunnet, 3H), 7,68 (2H, oy6ner, J=6 'y).

HRMS: BbluncneHo ansa CsoH3szN3O2: 471, 2885.

HawnpeHo: 471, 2851.

Mpumep 159.

Lnc-2-(3,5-OubpomdpeHnn)-3-(2-MeToKCUBEH3NM-aMUHO )-NMUNEPULMH.

HasBaHHOe coeanHeHWe nomny4atoT No MeToamke, NogobHO onucaHHoW B npumepe 1.

T.nn. > 240°C (conb HCI).

"H-amMP (COCIs) 6: 7,48 (cuHrnet, 1H), 7,31 (cuHrnert, 2H), 7,14 (tpunnet, 1H, J=6 'u), 6,94 (aybnet, 1H, J=6
lu), 6,79 (Tpuynnet, 1H, J=6 I'u), 6,49 (1H, oybnert, J=6 'u), 3,74 (cuxrneT, 1H), 3,68 (oybneTt, 1H, J=12 ), 3,54
(cuHrnet, 3H), 3,34 (ay6bnetr, 1H, J=12 Tu), 3,20 (mynbtunnet, 1H), 2,70 (mynbTunnet, 2,H), 2,07 (1H,
MynbTMnneT), 1,82 (MynbTtunnet, 7H), 1,54 (MXJ'IbTVII'IJ'IeT, 1H), 1,46 (mynbTunnet, 1H).

HRMS: Bblu1cneHo ans C15H22N,08r"°Br?": 454, 0078.

HanpeHo: 454, 0143.

PeuenTypHbIi npumep 1.
Kancyna
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’:f/n. KoMMOHEHTbI Kopg, Bec (Mr/kancyna)
1 AKTMBHOE coenHeHne 12,45
2 JlakTo3a, 6e3BoaHas 1209 254,55
3 MpeaBapuTEnbHO XeNnaTUHU3NPOBaHHbI 1075
Kpaxmarn 30,00
4 CrteapaTt marHusi 0370 4,50
5 CrteapaTt marHusi 0370 1,50
6 2 Genasi Henpo3spayvHas kancyna 9212 (63)
WToro: 300,00

EanHunyHas gosa: 10 mr
EanHunyHas gosa: 10 mr

PeuenTypHbI npumep 2.

Kancyna
Ne n/n KoMMOHEeHTHI Kog Bec (mr/kancyna
1 AKTUBHOE coefiMHEHNE 124,53(a)
2 JlakT03a, 6e3BogHas 1209 139,47(0)
3 [MpegBapuTenbHO XenaTMHU3MPOBaHHbIN Kpaxmar 1075 30,00(c)
4 CrteapaTt marHusi 0370 4,50
5 CrteapaTt marHusi 0370 1,50
6 2 6enas Henpo3payHasi Kancyna 9212 (63)
WToro: 300,00

EanHunynas gosa: 100 wr,
EanHuynasa gosa: 100




