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Hacrosmee nzo0pereHne OTHOCUTCA K MPOW3BOJHBIM MHPUMUINHA, 00JIa1al0IINM HHIHONPYIOIIUMHE Pell-
ka0 BUY (Bupyc mmmyHoaedunnTa desioBeka) cBoiictBamu. M3o0perenne qagee OTHOCHTCS K CIIoco0am
UX TOJIyYeHHUs] M COJCpKaIIUM uX (hapManeBTHYECKUM KOMITO3ULUsIM. V300peTeHre OTHOCHTCSI TakxkKe K MpH-
MCHCHHIO YIIOMSIHYTBIX CO@I[HHCHI/IIZ JJI. IPpUTOTOBJICHUA JICKAPCTBEHHOI'O CPCACTBa IJisd HpO(l)I/IJ'IaKTI/IKI/I nIIn
neyenus nHpexkunu BNY.

W3 13BECTHOrO YPOBHSI TEXHUKHU U3BECTHBI COCJUHEHUSI, CTPYKTYPHO POJCTBEHHBIE HACTOSAILIUM COCAMHE-
HUSIM.

B WO 99/50250 1 WO 00/27825 onmicaHbl 3aMEIICHHBIC aMUHOTMPUMUIWHEL, 00JIaIal0IIHe HHTHOUPYTO-
mumu perikanuio BUY cBoiictBamu. B WO 97/19065 omicansl 3aMelieHHbIE 2-aHUIMHOITUPUMHUINHBI, TIPHU-
TOTHBIE B Ka4eCTBE MHTHOMTOPOB MpoTenHKHHA36l. WO 00/62778 OoTHOCHTCS K WHTHOWTOPAM THPO3HHKHUHAZBI
mukdecknx 0enkoB. B WO 98/41512 onmcanbl 3aMeieHHbBIE 2-aHIIHHOTUPUMUANHEL, TIPUTOIHBIE B KAYeCTBE
MHTHONTOPOB MpoTtenHkrHa3bl. B marente CIIA 5691364 omucansl Ipou3BOAHbIE OCH3aAMHUINHA W WX HCITOJIb-
30BaHMe B KauecTBe aHTuKoaryisiHroB. B WO 00/78731 onucanbl Mpou3BOAHBIE S-1IMaHO-2-aMHUHOIIUPUMHIHHA
B KauecTBe HHruOuTOpoB KDR-kuHa3b! min FGFr-kuHasel, NpUroAHbIe Ipy MPOQHIAKTHKE U JICYSHUH 3a00J1e-
BaHHﬁ, ACCONMMPOBAHHBIX C AaHTHOTCHE30M.

CoenuHeHus1 IO M300PETEHHIO OTIMYAIOTCS OT COEJMHEHHH W3BECTHOTO YPOBHSI TEXHHKH CTPYKTYPOH,
(hapMaKoJIOrHYeCcKOil aKTUBHOCTHIO W/WiH (papmakosioruyeckor 3ddexruBHOCTHI0. Heoxxnaanuo ObuIo 0OHa-
PYKEHO, 4TO COEIMHEHMS 10 M300peTeHHI0 00JaJafoT MOBBIIIEHHONH CIOCOOHOCTHIO MHIMOMPOBATh PEIIMKA-
M0 BUpyca nMMyHozaeduuuTa vesnoBeka (BUY), B wacTHOCTH, OHM 00J1alal0T HOBBIIMIEHHOH CIIOCOOHOCTBIO
WHTUOMPOBATH PEILUIMKAIIMI0 MYTAHTHBIX [ITAMMOB, T.€. IITAMMOB, KOTOPBIC CTAHOBSATCS PE3UCTCHTHBIMH K H3-
BECTHOMY B JJaHHOW 00JIaCTH JIEKapCTBEHHOMY cpeacTBY(aMm) (mrammbl BUY, pe3ncTeHTHBIE K IEKapCTBEHHOMY
CPEICTBY TN MHOKECTBY JIEKAPCTBEHHBIX CPEJICTB).

Hacrosmee m300peTeHne OTHOCUTCS K COS,I[I/IHeHI/IIO hopmymBI

R3
®?)y

3\
bkl_b4 1—2

ero N-okcuny, (bapMauequeCKH aneMneMOH aJUTHUBHOHN COJIM, IPOU3BOAHOMY YETBEPTUYHOIO aMUHA WU
CTEPEOXMMUYECKH N30MEPHOH Qopme, e
-a'=a’-a’=a’- npexcraBnser coGoit AByXBaNeHTHBII pamuKan GopMyIIEl

-CH=CH-CH=CH- (a-1);
-N=CH-CH=CH- (a-2);
-N=CH-N=CH- (a-3);
-N=CH-CH=N- (a-4);
-N=N-CH=CH- (a-5);

-b'=b’-b*=b"- npexcraBnser coGoii IByXBaNCHTHBII paguKan GopMyIIbl
-CH=CH-CH=CH- (b-1);
-N=CH-CH=CH- (b-2);
-N=CH-N=CH- (b-3);
-N=CH-CH=N- (b-4);
-N=N-CH=CH- (b-5);

n pasen 0, 1, 2, 3 wn 4 u B ciiyuae, korja -a'=a’-a’=a’- npexcrasmnser co6oii (a-1), To n MoKeT GbITH TaK-

K€ paBeH 5;

m paseH 1, 2, 3 u B ciyuae, Korjaa -b'=b%-b’=b*- npezcraBisier coboii (b-1), TO m MOKET OBITh TAKXKE PaBEH
4;

R! npeacraBiasier coboir Bomopox; apwi; popmui; Cog-ankunkapoonmn, Cieankmr;,  CigalKui-
okcukapoonm; Cj¢ankui, 3amenieHHbiid  GopmuioM, Ci¢ankuikapOooHmwioM, Ci ¢aIKHIOKCHKapOOHIIOM,
C_sankminkapooHmiokcH; CisalKuaoKcu-C_¢aIKHIKapOOHMI, 3aMeIeHHbIN C | ¢aIKHIOKCUKApOOHHIIOM;

KaXXIbIit R? HesaBUCHMO npeCTaBisieT co00il ruapoKcH, ranoreH, Ciqalikui, HeoOs3aTeIbHO 3aMelllCH-
HBIN [IMAHO WJIU -C(:O)RG, Csyuukioankui, C, galIKeHWI, Heo0A3aTeIbHO 3aMEIICHHBIN OJHUM WJIM HECKOJIb-
KMMH aTOMaMU TajioreHa win nuano, C, ¢aJIKMHUJ, HE00SM3aTENbHO 3aMEIICHHBIA OJHUM HJIM HECKOJBKUMH aTo-
MaMH TajioreHa Wwin 1uaHo, C ¢a KUIOKCHKapOOHWII, KapOOKCHII, IIHaHO, HUTPO, aMUHO, MOHO- wiu 1u(C 4
AJIKWIT)aMHHO, TIOJUTaIOTeHMETHII, TTOJUTAJIOTEHMETHIITHO, -S(= O)IDR6 -NH-S(= O)PR6 -C(=0)R®, -NHC(=O)H,
-C(=O)NHNH,, -NHC(=O)R®, -C(=NH)R® unu paxukan hpopmybi
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rae Kaxmblii A, HezaBucuMoO mpexacrasiser coboir N, CH win CR®u A, npeacrasnseT coboit NH, O, S win
NRY;

X, TIpencTaBiIseT coOoi -NR®, -NH-NH-, -N=N-, -O-, -C(=0)-, Cysankanauuin, -CHOH-, -S-, -S(=0),-,
-X,-Cy_4ankanauni- wim -C_jaKaHaumI-X,-;

X, npexacrasnsier co6oit -NR’, -NH-NH-, -N=N-, -O-, -C(=0)-, -CHOH-, -S-, -S(=0),-;

R® mpencraBmser coGoit NHR"; NRR'"; -C(=0)-NHR"; -C(=0)-NR"”R"; -C(=0)-R"’; -CH=N-NH-
C(:O)—RIG, C.¢a1Ku1, 3aMEIIEHHbI OJHUM WJIH HECKOJIbKUMHU 3aMECTUTEISIMHU, KaXIbl U3 KOTOPHIX HE3aBHU-
CHUMO BBIOpAH U3 IMAHO, NRR", -C(:O)—NR9R'0, -C(=0)-C,_samkmia wu R’; C, ¢anKu, 3aMeIeHHBI OXHIM
WMIIH HECKOJLKMMH 3aMECTHTENAMH, KaX/Iblii M3 KOTOPHIX HE3aBHCHMO BhIOpaH u3 mmaHo, NR'R'’, -C(=0)-
NR‘)RIO, -C(=0)-C,_¢amkuna wim R’; u rae 2 aroma BOJIOPO/Ia, CBSI3aHHBIE C OJHUM U TEM K€ aTOMOM YTIIepoa,
3ameHeHbI C_jankanauuinoM; C) ¢aIKil, 3aMEIeHHBIH THAPOKCH M BTOPBIM 3aMECTHTEeJIeM, BEIOpaHHBIM U3 IIHa-
HO, NR9R10, —C(=O)—NR9R10, -C(=0)-C,_¢ankuna wim R’; C,sankuiokcn-Cy @ik, HeOBI3aTeNbHO 3aMEIEH-
HBI OJHUM WJIM HECKOJBKHUMH 3aMECTHTEIISIMHU, KaXIbI M3 KOTOPBIX HE3aBUCHMO BBIOpAH M3 IMAHO, NR9R10,
—C(=O)—NR9R10, -C(=0)-C,_¢anmkuna wim R’; C,.¢alKeHW1, 3aMElIeHHBIH OHUM HIId HECKOJIBKAMHE 3aMECTHTE-
JISIMH, KaXIbIi U3 KOTOPBIX HE3aBUCHMO BBIOpAH W3 TajOreHa, [UaHo, NR9R10, —C(=O)-NR9R10, -C(=0)-C
aJKuJIa Ui R7; C,.6aJIKUHWII, 3aMEUIEHHBIA OJHUM WM HECKOJbKUMHU 3aMECTUTENISIMU, KaxIbli M3 KOTOPBIX
HE3aBMCHMO BbIOpaH u3 ramorena, uano, NR'R', -C(=0)-NRR"’, -C(=0)-Csanxuna wm R’; -C(=N-O-R)-
C_sayku, R’ wm —X;—R7;

X3 mpencraBisieT co0oit -NR’-, -NH-NH-, -N=N-, -O-, -C(=0)-, -S-, -S(=0),-, -X,-C4ankanauni-, -C, 4
amKaHTUII-Xo,-, -C_4ankaaqumii-Xoy,-C_4alKaH quui-, -C(:N—ORX)-C |-4QTIKAHIAMII-;

npudeM X,, npeacrasisger coboil -NH-NH-, -N=N-, -O-, -C(=0)-, -S-, -S(=0),- n

Xop npeacTasnsgeT coboif -NH-NH-, -N=N-, -C(=0)-, -S-, -S(=0),-;

R* npencTaBiser coboil ranoreH, ruapokcH, Cgankmi, C; uuknoankii, Ci ¢alIKWIOKCH, IIHaHO, HUTPO,
nonuranoreH-Cy_gankwmi, nonuranoreH-C i ¢alKIIOKCH, aMHHOKapOoHW, C; amkuiaokcukapOoHm, Ci_gaJIKuII-
KapOoHwu, popmul, aMiHO, MOHO- WK U (C|_4alTKHIT)aMIHO WA R’

R’ npeacTaBisieT coboit  Bomopon; apuir, Gopmui; Cieankunkapoormn;, Cigankmr, CigaKui-
okcukapooHut; Ciqankui, 3amerneHHbin popmuiaoM, Ci gankuikapOoHuaoM, Ci ¢alKHIOKCUKAPOOHHIOM HWIIN
Cy_sankminkapooHmiokcH; CisalKuaoKkcu-C_¢aIKHIKapOOHMI, 3aMeIIeHHbIN C | ¢aIKHIOKCHKApOOHHIOM;

R® npeacrasisier cobot C_4ankuit, aMuHO, MOHO- MK JTU(C_4aJIKIIT)aMUHO WK ToJuranoreH-C_4alikiu,

R’ MPEJCTABISACT COO0H MOHOIMKINYCCKUN, OMIIMKINYCCKUN WM TPUIMKINICCKAN HACBINICHHBIN, Yac-
TUYHO HACHIICHHBIN WM apOMaTHICCKUIA KapOOIMKII I MOHOIMKIHYECKUH, OUIMKIINISCKAN WIH TPUIAKITH-
YECKUI HACHIIIEHHBIH, YACTUYHO HACHIIIEHHBIN WM apOMaTHYEeCKUN TETePOIUKI, TAe KaXaas M3 yKa3aHHBIX
CUCTEM KapOOIMKINICCKUX WIH TEeTCPOUUKINYECKUX KOJEI MOXET OBITh, He0Os3aTeNbHO, 3aMEIIeHa OIHHM,
IBYMS, TPEMsI, YCTHIPBMS HIIH IIATHIO 3aMECTUTEISIMH, KaXKIBIH M3 KOTOPBIX HE3aBUCUMO BBIOpaH W3 TaJIOTeHa,
TUAPOKCH, MepKanTo, Cigankmia, Tuapokcu-Ci sankmia, aMuHO-C i qankmia, MoHO- Win Ju(C_¢adKWI)aMAHO-
C.¢ankmna, Gopmmina, C, sankuiakapbonmia, Cs uukmoankmia, Cisankmwiokeu, C gaakuinokcukapoonuna, Ci g
AJKWITHO, ITMAaHO, HUTPO, monuranored-C, ankuia, noauranoreH-C  ¢allKUIoKCH, aMmuHoKkapOormia, -CH(=N-
O-R*), R™, -X;5-R" wnu R7-C,_janknna;

R™ coboit MPEJCTaBIsICT CO00M MOHOIMKINYCCKUN, OMIIUKIMYCCKUA WM TPUIIMKINYCCKUN HACHIICHHBIH,
YaCTMYHO HACBHIICHHBIN WM apoMaTHYeCKHH KapOOLMKI MM MOHOLUMKINYECKHH, OMLMKINYECKUH WM TpPH-
MUKITHYCCKIIA HACBIIICHHBIA, YACTUYHO HACKHIICHHBIN WM apOMAaTUICCKUN TeTePOIUKIL, T/Ie KaKIas U3 yKa3aH-
HBIX CHCTEM KapOOIMKINICCKHX M TeTePOLUKIMYSCKIX KOJICI] MOXKET OBITh, HEOOS3aTEeIBHO, 3aMeIeHa O/1-
HUM, JBYMs, TPEMsI, YSTHIPbMS WM MATHIO 3aMECTUTEIISIMH, KXKIBIH U3 KOTOPBIX HE3aBHCUMO BBHIOpAH U3 ralio-
TeHa, THOPOKCH, MepKanTo, Cj¢ankuna, TuApokcH-C qankmna, aMuHO-C ) ¢ankuina, MOHO- Win Ju(C_¢alIKH)
amuHO-C | gankmna, ¢opmmna, CysankmiakapOoonmna, Csymukmoankmia,  Cpeankmioken,  CiqalKui-
okcukapOoHmna, C; ¢aIKUITHO, IIHaHO, HUTPO, MOTUTanoreH-C ¢aikuna, monuraaored-Ci_ ¢allKHIOKCH, aMAHO-
kapGonnia, -CH(=N-O-R®);

R® npeacTaBisieT cooo Bogopo, C_4amkui, apuit win apuii-Ci_4alIKuT;

R’u Rlo, KaKIbIi HE3aBHCHUMO, NPEACTABIIIOT c000i Bogopom; ruapokcu; Ci_gankui, Cy_gankmiokcn; Cog
ankwikapoonmi;, Ci.saIKHIOKCUKapOOHWI, aMuHO; MOHO- Wi au(Ci¢ankmwi)amuao; MoHO- win 1u(Cg
ankum)amuaokapOonm; -CH(=NR'") umm R’, rae kaxaas u3 BimeynoMsHyThix C) ¢alKHIbHBIX TPYIIT MOKET
OBITh, HEOOSI3aTETHPHO M KaXK/ash WHIUBHUIYaTbHO, 3aMEIICHA OIHUM WM JTBYMsS 3aMCECTUTEIISAMU, KaXIbId U3
KOTOPBIX HE3aBHCUMO BEIOpaH W3 THUAPOKCH, C alKWIOKCH, THUAPOKCH-Ci callKWIOKcH, KapOokcmia, Cig
ANKWIOKCHKApOOHMIIa, [IMAHO, AaMHUHO, UIMHHO, MOHO- i Ju(C | 4alKWIT)aMHHO, MOJIUTaJI0TCHMETHIIA, TTOJIUTa-
JIOTEHMETHIIOKCH, TTOJIMTaIOTeHMETHIITHO, —S(:O)PRé, -NH—S(:O)pRG, -C(=0)R®, -NHC(=0O)H, -C(=O)NHNH,,
-NHC(=O)R, -C(=NH)R®, R”; nim

R’ u R" MOTYT OBITh B3STHI BMECTE C 00pa3oBaHHMEM JBYXBAJCHTHOTO WM TPEXBAJICHTHOTO paamKala
thopmymsI

-CH,-CH,-CH,-CH,- (d-1)
-CH,-CH,-CH,-CH,-CH,- (d-2)
-CH,-CH,-O-CH,-CH,- (d-3)
-CH,-CH,-S-CH,-CH,- (d-4)
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-CH,-CH,-NR"*-CH,-CH,- (d-5)
-CH,-CH=CH-CH,- (d-6)
=CH-CH=CH-CH=CH- (d-7)

R! MpeCTaBisieT coboit 1uano; C 4ankui, HeoOs3aTebHO 3aMenieHHbIN Ci 4alKHIOKCH, I[HaHO, aMHHO,
MoHO- Wik Ju(Ci_4ankuin)aMiUHO Wik amuHokapOoHmioM; CijankunkapOonmi; Ci4alKUIOKCUKApOOHWIT, aMHu-
HOKapOOHIIT; MOHO- Wi TU(C|_4aJIKIIT)aMUHOKAPOOHHIT;

R"? MpecTaBiseT coboit Bomopo wiu C_4alKu;

RBu RM, KaXIBI HE3aBUCHMO, MIPEJCTABISIOT c000# C|_¢alIKHII, He00A3aTEIFHO 3aMEIICHHBIN [IUAHO WIIH
aMUHOKapOOHMWIOM, C| alIKeHWI, HEOOS3aTeNbHO 3aMEIICHHBIA IIHAHO WM aMUHOKapOOHWIOM, C,) salIKHHWII,
HEeoO03aTeFHO 3aMEIISHHBIN IHaHO MITH aMUHOKapOOHHIIOM;

RY mpencTaBisieT co0oit Ci_¢allKiiI, 3aMeIIeHHbBII IHAaHO MITH AMUHOKapOOHMIIOM;

R'S npeacTaBiseT coboit C_gankui, Heo0s3aTebHO 3aMEIIEHHBINA [TUaHO WM aMUHOKapOOHWIOM, FITH R’

p paBHo 1 nmm 2;

apui npezcrasisier cobor (eHmt uin GpeHus, 3aMeleHHbIA OTHUM, ABYMs, TPEMSI, YEThIPbMS WU IISTHIO
3aMECTUTEIISIMH, KaXKIbIi M3 KOTOPBIX HE3aBHCUMO BBHIOpAH M3 rajioreHa, ruApoKcU, Mepkanto, Ci_¢aakuia, Tu-
pokcu-Ci_gankmia, aMuHO-Cq_gankmna, MoHo- win 1u(Cy eankun)amuno-C_qankuna, Cigankmikapoonnia, Cs;
muknoankuia, Cieankumiokcu, CpgaikuiaokcukapOonmna, CicaJKWITHO, IMAHO, HUTPO, mojauranoreH-Cg
aNKwia, MoIUranoreH-C_¢aIKIIOKCH, aMHHOKapOOHUIIA, R’ wm —X3-R7.

Hcnonp3yeMsrii Bhilie WK Hibke TepMUH C|_4aKWII, KaKk TPYIIa WIH 9acTh TPYIIBI, 0003HAYaeT HACHI-
IICHHBIC YTIICBOJAOPOIHBIC PAIUKAIEI C HEPA3BETBICHHON MU PAa3BETBICHHON IEIbI0, UMeroIue oT 1 1o 4 arto-
MOB yTJIepoJa, TaKhe KaK METWI, 3T, TIPOonnil, 1-MeTridTI, Oy, Ci_¢allKiiI, KaK TPyIIa WIA 9acTh TPYII-
eI, 0003HaYaeT HACHIIICHHBIC YTIIEBOJOPONHBIC PaTUKaNbl C HEPA3BETBICHHON WIIM Pa3BETBICHHOH IIETIBIO,
uMeromue oT 1 70 6 aToOMOB yriiepoja, Takue Kak TPyIIbl, ykasaHHble s Ci4aiKuia, ¥ MeHTHI, TeKCHI, 2-
METWIOYTHII U TOMY 110/100HO€; C) ¢aJIKIJI, KaK PYIIIA WK YacTh TPYIIbI, 0003HAYAET HACBIIIEHHBIC YTIIIEBOIO-
POIHBIE PagUKaNIbl C HEPA3BETBICHHON MM Pa3BETBICHHOH IENbI0, UMEIONINE OT 2 10 6 aTOMOB yriepoja, Ta-
KH€ KaK 3TWJI, PO, |-MeTHIITHI, OyTHII, IEHTHI, TeKCI, 2-METHIOYTIII B TOMY 1og00Hoe; C)_4alKaHIumI
0603HaqaeT HACBIILIICHHBIC [lByXBaHeHTHI)Ie yrﬂeBo,uopoLleIe paﬂI/lKaJ'II)I C Hepa3BeTBJ’IeHHOl71 HIIn paSBeTBJ'IeHHOﬁ
1enplo, uMerolue otT 1 10 4 aroMoB yriiepoja, Takue Kak metwsieH, 1,2-stanauun wid 1,2-s3tunuaed, 1,3-
nponanuuwi win 1,3-nponwnuneH, 1,4-0yrannumwi win 1,4-0ytunuaeH U Tomy 1mogo0Hoe; Cs 7IIUKIOANIKKI SIB-
JISCTCS POJIOBBIM Ha3BaHUEM JUIS IIUKJIOTPOIIMIA, IIUKIOOYTHIIA, [IMKIOMICHTHIIA, ITUKJIOTEKCHIA M IUKIOT eI TH-
na; C,¢anKkeHmI 00O03HAYaeT YTJIEBOJOPOIHBIC pPAJMKalbl C HEPa3BETBICHHOW WM Pa3BETBICHHOU IETBIO,
UMEroIre OT 2 0 6 aTOMOB YTJIEpo/ia U CoeprKallie ABOHHYIO CBSI3b, TAKHE KaK ATCHWI, TPONICHII, OyTeHWI,
MEHTEHWI, TeKCEHIT U ToMy mo1o0Hoe; C, ¢anKiHMmI 0003HAYAET YTIICBOJOPOTHBIE PaTUKANIBI C HEPA3BETBIICH-
HOW WJTH Pa3BETBICHHOH IENbI0, MIMEIOIINE OT 2 10 6 aTOMOB YTIIEpO/a U COAepIKAIINe TPOUHYIO CBS3b, TaKHe
KaK 3TUHWJI, IPOTIMHII, Oy THHWII, IEHTHHWI, TEKCHHWI U TOMY OJOOHOE; MOHOIMKINYECKUH, OUITIKINIECKUN
WIH TPULUKITAYECKIHA HACBIIIEHHBIN KapOOIMKII MPEAICTABIISIET COO0I IUKINIECKYIO CHCTEMY, COCTOSIIYIO U3 1,
2 wnu 3 KoJjen, MpuYeM yKa3aHHas CHCTeMa KOJIEI] COCTOUT TOJBKO M3 aTOMOB YIJIEpoJa W YKa3aHHAs CHCTeMa
KOJICI] COI[ep)KI/IT TOJIBKO O[ll/IHapH])Ie CBA3U, MOHOLII/IKJ'II/ILIGCKI/II‘/II, 6HHMKJ'II/I'-ICCKHI>1 1501050 TpI/lLII/IKJ'II/l‘ieCKI/Iﬁ qac-
TUYHO HACBIIICHHBIA KapOOIMKII MPEACTABISICT COOOM IMKINYECKYIO CHCTEMY, COCTOSIIYIO U3 1, 2 wiu 3 koerl,
MpUYEM yKa3aHHAs CHCTEMa KOJICI[ COCTOUT TOJBKO W3 aTOMOB YIJIEPOa M BKJIIOYACT MO MEHBIICH Mepe OIHY
JIBOMHYIO CBSI3b, IIPU YCIOBHUH, YTO IIMKJINYECKAs CUCTEMa HE SIBIIICTCSI CHCTEMOH apOMAaTHYECKUX KOJIEI; MOHO-
MUKITHYCCKIH, OUITUKITMICCKUNA WM TPUIMKINICCKAH apOMATHUCCKUIN KapOOIMKII TPEICTaBIsIeT CO00l chucTe-
My apOMaTHYECKUX KOJICI[, COCTOSIIYIO U3 1, 2 miu 3 KOJIel, MpUYeM yKa3aHHas [TUKIHYeCKas CUCTEMa COCTOUT
TOIBKO W3 aTOMOB YTJIEpO/a; TEPMHH apOMATHUSCKUH SBISACTCS XOPOIIO M3BECTHBIM CIICHAIUCTY B JaHHOW
o0nactu ¥ 0003HAYACT IMKINYECKH KOHBIOTHMPOBAHHBIC CUCTEMBI 4n+2 3JEKTPOHOB, T.€. ¢ 6, 10, 14 u T.10. T
JEeKTpOoHAMH (TIpaBIiI0 XFOKEIs); MOHOIMKINYECKUH, OWIUKIMYECKIA I TPULMUKIMYECKHA HACHIICHHBIH
TETEePOLUKIT TPEICTABIIET COOOH MUKINIECKYIO CHCTEMY, COCTOSIIYIO U3 1, 2 i 3 KoJel u BKITFOYAIOIIYIO IO
MEHBIIIEH Mepe OJIMH TeTepoaToM, BeIOpaHHblid n3 O, N wiu S, mpudeM MUKIHYecKas CUCTEMa COJEPKUT TOIBKO
OJIMHAPHBIC CBSI3W; MOHOIMKJIMYECKUN, OUITMKIMYECKUN WITH TPUITUKINYECKUA 9aCTUYHO HACKHIIIEHHBIH TeTepo-
IIUKJT TIPEICTABISAIET COOON MUKIMYECKYIO CHCTEMY, COCTOSIIYIO U3 1, 2 min 3 KOJel M BKIIOYAONIYIO 110 MEHb-
1IeH Mepe OJIMH reTepoaroM, BeIOpaHHbIi 13 O, N uinu S, ¥ 110 MeHbIleH Mepe OJHYy JIBOWHYIO CBSI3b, C YCIOBH-
€M, YTO IUKJIMYECKasi CHCTEMa HE SBJSICTCS apOMaTHYECKOM IHUKIUYECKOW CUCTEMOI; MOHOIMKIMYCCKHMA, Ou-
UKITHYCCKUIA WM TPUIMKINYSCKUN apOMaTHYCCKUN TeTEPOIMKIT MPEICTABIAET COO0H apOMaTUYECKYIO [IUKIIH-
YECKYIO0 CHCTEMY, COCTOSIIYO U3 1, 2 mim 3 KOJel ¥ BKITIOYAOIYEO [0 MEHBIIECH Mepe OJWH IreTepoaToM, BEI-
6pannsiii u3 O, N min S.

KoHkpeTHBIMU TIpUMEpaMU MOHOIUKIMYSCKUX, OMIUKITNYECKUX MM TPUIMKINICCKAX HACKHIICHHBIX Kap-
OOIMKIIOB  SABISIOTCS IMKJIOTIPOIIMN, LHKIOOYTHII, HUKIOT€KCHI, IIMKJIOTENTHN, IIHKIOOKTHI, OWIIHK-
110[4,2,0]oKTaHm, MUKIOHOHAHWII, IUKIOJCKAHI, JeKaruApOoHA(TATMHIII, TeTPaIeKaruAPOAHTPAIICHUT U TOMY
mo00HoeE.

KoHkpeTHBIME TIpEMEpaMy MOHOIUKINYECKUX, OUITUKINYECKUX I TPUIIUKIMYECKUX, YACTHYHO HACHI-
IICHHBIX KapOOIMKIIOB SIBIISIOTCS IUKJIOMPONCHWI, IUKIOOYTEHWI, IUKIONEHTSHW, [IUKIOTEKCEHII, IUKIIO-
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TeNTEHUI, IUKIOOKTEHMI, OUIMKIIO[4,2,0]0KTeHISI, MUKIOHOHEHWII, MKIOACICHN, OKTaruapOHa(TaIHHII,
1,2,3,4-terparunponadramman, 1,2,3.4,4a,9,9a,10-okTarnipoaHTpaneHuI ¥ TOMy OI00HOe.

KoHKpeTHBIMH TpHUMEpaMH MOHOLMKINYECKUX, OWIHUKIMYECKUX MM TPULIMKINYECKUX apOMaTHYECKUX
KapOOLMKIIOB SIBJISIIOTCS (heHWIT, HADTATUHII, aHTPALCHIIL.

KoHKpeTHBIMU TIpUMEPaMH MOHOIMKIHMYSCKUX, OUIIUKIMYCCKIX WIIA TPULUKIMYSCKUX HACHIIICHHBIX Te-
TEPOIMKIIOB SBJISIOTCS TETparuapodypaHui, MAPPOTUINHII, THOKCOJIAHII, UMUIA30IUINHNI, THA3OIHIMHII,
TETPArHJPOTHEHUI, JUTHIPOOKCA30JIAI, M30THOA30IUANHIII, U30KCA30IHIUHII, OKCAJIUA30JIUANHIII, TPHUA30-
JUIUHWI, THAAHA30AIMHII, TUPA3OIUANHIII, THIICPHIUHII, TeKCArUAPOIUPUMUJINHIII, TeKCATHIPOIHPa3U-
HWI, TUOKCAHUIT, MOP(OJIMHII, TUTHAHWI, THOMOP(MOIMHII, TUIIEPA3HHIII, TPUTHAHIII, TCKATHIPOXUHOIMHII,
OKTaruIpOUH/IOIMI U TOMY MOJ00HOE.

KOHKpEeTHBIME MPUMEPAMU MOHOLMKINYECKUX, OUIUKINYECKUX WA TPULIUKINYECKUX YACTUYHO HACHI-
[IEHHBIX TETEPOLMKIIOB SBJISIFOTCS MUPPOJIMHWI, MMHAA30JIUHWI, MUPa30IUHMI, 2,3-muruapodeH3odypanui,
1,3-6en3oarokconun, 2,3-quruapo-1,4-6eH30 IMOKCHHIII, MHAOIUHUI U TOMY HOZ00HOE.

KoHKpeTHBIMH TpHMEpaMH MOHOLMKINYECKUX, OUIHUKIMYECKUX MM TPHULIMKINYECKUX apOMaTHYECKUX
TETEePOIUKIIOB SBJISOTCS a3€THII, OKCETHIIUACHW, TUPPOIHI, (GypHIT, THCHWI, UMHIA30JIMI, OKCA30JIHI, U30KCa-
30JIMJI, THA30JIWJI, U30THUA30JIMI, MTUPA30JIMI, TPHA3OIMI, THAANA30IMI, OKCAIUa30JIMI, TETPA30JIMII, TUPHUIIHIL,
MUPUMHUIUHUI, TTUPA3UHII, TUPUIA3HHII, TPUA3UHIII, THPaHWI, OeH30(Gypu1, n300eH30(ypuI, OCH30THEHWII,
M300€H30THEHILI, WHIOJM3UHWII, WHIOJWI, H30WHIOWI, OCH30KCA30IHI, OCH3UMU T30/, HHAA30II, OCH3H-
30KCa30JIWI, OCH3M30THA30JIWI, OCH30MHMPA30JIMI, OCH30KCATUAa30IMiI, OCH30THAIUA30IMI, OCH30TPHA3ONIII,
MyPUHWI, XWHOJIUHII, W30XUHOJMHII, TUHHOJWHWI, XUHOJIH3UHWI, (Tala3uHIUI, XUHOKCAIMHUII, XUHA30JIH-
HIUI, HAQTUPUANHII, OTEPUANHII, OCH30MUPAHII, TUPPOIOMUPHIII, THCHOTUPUANI, (YPOUPUINII, H30THA-
30JIONUPUANI, THAZOIOMUPHIII, HU30KCA30IOMUPHIUI, OKCA30JIOMUPHINII, TUPA30IOMHUPHIUI, UMHIA30HITHPH-
JUAJT, IHPPOJIONUPA3HHII, THCHOTUPA3UHIIL, (DYPONMPA3HHUII, H30THA30IOMUPAZHHIII, THA30JIOMHUPAZHHIII, U30-
KCa30JI0IMPA3HHII, OKCA30JIONUPA3HHII, TUPA30IONUPA3UHII, HMHIA30I0MUPA3UHIII, TUPPOIOTTUPUMHUIMHUIL,
TUCHONUPUMHIUHUI, (OYPONUPUMHUANHUI, H30THA30JOMHUPUMUANHII, THA30JOMHUPUMUANHII, H30KCA30JIOIH-
PUMUIMHUI, OKCA30JIOMUPUMHUIUHII, TUPA30IOMHUPUMHUINHII, UIMUIQ30MTUPUMUAIUHIII, THPPOJIOIHPHIA3HHUIL,
TUEHOMUPHUAA3ZHMHII, (HYPONTUPUIAZHHII, U30THA30JIOIUPHIA3UHII, THA30IONMUPHUIA3UHIII, H30KCA30JIOMUPH/Ia-
3UHUJ, OKCA30JIOTMPHUIA3UHIII, TUPA30JIONMHUPHIA3HHII, UMHIA30IUPHIA3UHIII, OKCAIHA30JOTUPHIII, THAIHA-
30JIOMTUPHUINI, TPUA3OIOMUPHUINI, OKCATUA30JIONUPAZHHII, THAAUA30JIONUPAZHHII, TPHA30IOMHPA3UHILI, OKCO-
JTUA30JIOMUPUMUINHIII, THAIHA30JIONUPUMHTUHII, TPHA3OJIOMHPUMHIUHII, OKCAIUA30JIONMUPHUIA3UHII, THA-
JTNA30JI0MTUPUIA3HHII, TPHA30JIONUPUIA3HHIII, UMHUIa300KCa30JIMI, UMUIa30THA30IMI, UMHIA30UMUIA30JIMI,
M30KCA30J0TPUA3HHIII, U30THA30JI0TPUAZUHII, TUPA30JIOTPUA3HHII, OKCA30JI0TPHA3HHILI, THA30JI0TPUA3HHHUIIL,
UMHIa30TPHA3HHII, OKCAUA30JI0TPUAZUHII, THAMA30JI0TPHUAZHHIII, TPHA30JIOTPUAZUHIIL, KapOa30JIniI, aKpH-
TuHWI, heHa3uHIWI, peHoTHA3HHII, (PEHOKCAa3HHMUI U TOMY MO00HOE.

Hcnonp3yemsiii 31ech Boile TepMUH «(rpymma) (=0)» obpa3yeT KapOOHMIBHYIO YacTh IPH MPUCOEANHE-
HHUH K aTOMYy YIIIepoja, CyJb(OKCUAHYIO YacTh IPH NPUCOSIUHEHHH K aTOMy Cepbl U CYJIb()OHWIBHYIO YacTh,
KOT/1a JIB€ YKa3aHHbIE IPYIIIbI IPUCOCIUHEHBI K aTOMY CEpBbI.

TepMuH «ranoren» sBJIs€TCS POJOBBIM TEPMUHOM JuIsi hTOpa, XJI0pa, OpoMa 1 ioaa. crnons3yemslii 31ech
BBIIIIC ¥ HUKE TEPMHUH IIOJIMTaIOTeHMETHID», KaK TPYIIa WIKA YacTh TPYIIIbI, 0003HAYACT MOHO- HJIU TTOJIUTAJIO-
TCH3aMEIICHHBIA METHJI, 0COOCHHO METHJI C OJTHMM MJIM HECKOJIBKHUMH aToMamu (hropa, Harmpumep Iu(TOPMETHIT
WK TPUPTOPMETHIT; ToTuraioreH-C 4k wim noiauranoreH-C_¢aJIKii, KaK TPYIa WA 4YacTh TPYIITkL, 000-
3HaYaeT MOHO- WX HOJuTajioreH3amMmeneHHbIi Cjankun win C| ¢alKui, HapuMep TPYIITbI, 0003HAYCHHBIC B
ranoreHMerwie, 1,1-qudropaTiie u Tomy nmomodHoe. B cimydae, kornma Goiee YeM OJHMH aTOM rajloreHa IpUcoe-
JIMHEH K aJIKWILHOM IPYIINE B ONPEACICHUU MOJUTaIOTeHMETIIIA, nmoauranoreH-C 4anKuia Win MoJUraioreH-
C|_¢aJKKJIa, TAKUE ATOMBI MOTYT OBITh OJIMHAKOBBIMH HIIH PA3HBIMHU.

MMeeTcst B BHJLY, YTO TEPMHH «IeTEPOLMKI» B onpenenennn R’ umm R7 BKIOuaeT Bce BO3MOKHBIE H30-
MepHbIe (DOPMBI TeTEPOLIUKIIOB, HaITpuMep nupposiui BrimodaeT 1 H-iupposmn u 2H-niupposmi.

KapGomuKki uin retepouuki B onpeaenernd R’ umm R’ MoxkeT GbITh IPUCOSIMHEH K OCTAIBHOM 4acTH
Mmonekyisl (I) gepe3 mo0oii aToM yrizepoja WM TeTepoaToM, 4TO IOAXOIHUT, €CJId He OroBopeHo ocobo. Tak,
HATPUMEp, KOT/Ia TETEPOIMKII SBISCTCS UMHIA30JIMIOM, OH MOXKET OBITh 1-MMHIA30JIHIIOM, 2-MMHIA30JIHIOM,
4-MMUA30IMJIOM M TOMY MMOJO0HOE, WM KOTJa KapOOIMKI SIBIISCTCS HA(PTAIMHUIOM, OH MOXET ObITh 1-
HadTanuHWIOM, 2-Ha TAIMHWIOM ¥ TOMY OZ0OHOE.

Koraa mo6oii cumBon (Hanpumep, R’, X,) BcTpedaercs Gosee 4eM OMH pa3 B 000N COCTABHON 4acTH,
KaXJI0€ OTIPE/ICIICHUE SIBIICTCS] HE3aBUCHMEBIM.

JluHuM, NPOBE/ICHHBIC OT 3aMECTHTENEH K IMKIMYECKAM CHUCTEMaM, O3HAYaloT, YTO CBSI3b MOXKET OBITh
MPUCOEIUHEHA K JTIF000MY M3 MMOJXOIAIIUX aTOMOB KOJIBIIA.

Jlyisi TepaneBTUYECKOTr0 MCIOB30BaHus coyin coefuHeHuil hopmyibl (1) ABISIOTCS CONSAMH, Y KOTOPBIX
MPOTHUBOMOH sBJIsieTCs (hapMalieBTHYECKU npueMiieMbiM. OJJHAKO COJIM KUCIOT U OCHOBAHU, KOTOPbIE HE SIBJISI-
10TCs (hapMaleBTHYECKU MPUEMIIEMBIMH, MOTYT TaK)Ke HAWTH MPUMEHEHHE, HANpHMeEp, NMPH MOJIYYeHHH HIIH
OUKCTKE (hapMaleBTUUECKH MPUEMIIEMOT0 COeJMHEHMs. Bce o, He3aBUCHMO OT TOTO, SIBIISIOTCS JU OHU (ap-
MAaIeBTUYCCKH MTPUEMIIEMbIMHU HITH HET, BKJIFOYCHBI B ITPE/ICIIbI HACTOSIIETO H300PETCHUS.
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Nmeercs B Buay, uTo (hapMaleBTHUECKH NPHEMIIEMbIE aJINTHBHBIE COJM, KaK YKa3aHO 3/€Ch BBIIIE,
BKIIFOUAIOT (DOPMBI TEpareBTUIECKH aKTUBHBIX HETOKCHYHBIX KUCIOTHO-aINTUBHBIX COJIEH, KOTOPBIE COEIUHE-
Hus popmybt I criocoOHBI 00pa3oBbiBaTh. Takyto GOpMy MOXKHO MOAXOASAIIMM 00pa3oM HONYyYUTh 00pabOTKOMA
(l)OpM])I OCHOBAaHUA TAKMMH MOAXOAAIIUMU KUCJIO0TaMH, KaK HCOPTaHUYCCKHUE KHUCJIOThI, HAIIPUMCEP T'aJIOFCHOBO-
JIOPOJIHBIE KUCJIOTHI, HAlIpUMEP XJIOPHCTO-BOAOPO/IHASI, OPOMUCTO-BOJIOPOAHAS M TOMY IOJOOHOE; cepHas KH-
CJIOTA; a30THAs KUCJI0Ta; (ochopHask KMCIOTa U TOMY MOJIOOHOE; WIIM OpPraHWYecKHe KUCIIOThI, HAPUMEp YK-
CyCHasl, IPOIIaHOBasl, THIPOKCUYKCYCHasl, 2-THPOKCUIIPOIIAaHOBAsI, 2-OKCOIIPONIAHOBAs, IIaBelIeBast, MAJIOHOBASI,
SHTapHasi, MaJIeMHOBas1, PymMapoBas, s0JI04Has, BUHHAsSI, 2-THAPOKCH-1,2,3-ponanTprkapOOHOBasi, METAHCYJIb-
(oHOBas1, aTaHCYNIB(OHOBAS, OEH30JICYIL(POHOBAs, 4-MeTHIOEH30JICYIb(POHOBAS, INKIOTEeKCaHCYIb(haMHHOBAS,
2-TUAPOKCUOCH30MHAS, 4-aMUHO-2-THAPOKCHOEH30MHAs U MO00HBIE KHCIOTH. 11 Hao00poT, popMy cOIl MOXK-
HO TIpeoOpa3oBaTh 00pabOTKOH menodn B GOpMy CBOOOTHOTO OCHOBAHHS.

Coennnenns ¢opmyinsl (1), comepxaniiue KUCIOTHBIE IPOTOHBI, MOYKHO TPEBPATHTh B UX TEPAIIEBTUYCCKH
aKTHBHBIC HETOKCHYHbIE ()OPMBI COJICH C METAIIaMU WIN aJUTUBHBIX AMUHHBIX COJIEH 00pabOTKON MOIX0.s-
IIAMH OPTaHUYECKHMHU U HEOPTaHUYECKUMHU OCHOBaHMAMHU. [lomxonsmue GopMsl cosiel ¢ OCHOBAaHUSIMU BKITIO-
YaloT, HAIPUMEP, aMMOHHEBBIE COJIM, COJIM LIEJIOYHBIX U IEI0OYHO-3EMEIbHBIX METaJUIOB, HAIPUMEpP COJIH JIU-
TU, HATPpUA, KaJivusd, Maraus, KajJlblusd U TOMY HO}IO6HOC, COJIM C OPraHNn4€CKUMU OCHOBAHUSAMU, HAITIPUMEDP COJIU
MEPBUYHBIX, BTOPUYHBIX U TPETUYHBIX aﬂI/l(l)aTI/l‘leCKl/IX 1 apOMaTUYCCKUX aMHWHOB, TAKMX KaK METWUJIaMHH, O3THU-
JIaMUH, TIPONMIAMHH, H30IPOIMIAMHH, YEThIpeX U30MEepOB OyTHIaMUHA, AUMETWIAMHUHA, TUITHIAMUHA, IUITA-
HOJIaMHUHa, IUIPONIIaMUHA, TUA30NPOIMIaAMUHA, IN-H-OyTHIIaMHHa, TUPPOJIUIMHA, TUIIEpUANHA, MOp(dOIIHa,
TPUMETWIAMHUHA, TPUITWIAMHHA, TPUIIPOIIMIAMIHA, XUHYKINANHA, TUPUANHA, XMHOJIMHA ¥ M30XWHOIMHA, OeH-
3aruHa, N-MeTun-D-rimokaMuHa, 2-aMHHO-2-(THIPOKCHMETHN)- 1 ,3-Tiporananona, TuapadbaMruHa, M COJM C aMU-
HOKHCIIOTaMH, TAKMMH KakK, HalpHMep, aprvHUH, JIM3UH U ToMy nogobnoe. M HaoOopoTt, popma comm mMoxeT
OBITH IpeoOpa3oBaHa 00PaObOTKOM KUCIOTOH B (hopMy cBOOOIHON KHUCIIOTHI.

TepMuH «aJIUTUBHAS COJIbY BKIIOYAET TaKXkKe FHAPAThl U (OPMBI IPUCOETUHEHUS PACTBOPUTENEH, KOTO-
pble crocoOHbI 00pa3oBbBaTh coenuneHus Gpopmydsl (1). [Ipumepamu Takux Gopm SBISIOTCS, HAIPUMED, THII-
patel, ATKOTOJIATHI U TOMY MOJI00HOE.

Hcrnonb3yeMsblil 34€Ch BbIILIE TEPMUH «YETBEPTUYHBIA AMUH» ONPEACIIACT YETBEPTUYHBIE AMMOHUEBBIE CO-
7, KoTophie coeauneHus Gopmyisl (I) criocoOHBI 00pa30BBIBATH B3aMMOACHCTBHEM MEKIY OCHOBHBIM a30TOM
coeauHenus Gopmynst (1) 1 MOAXONSIIMM KBATEPHU3UPYIOLIMM areHTOM, TAaKUM Kak, HallpuMep, Heo0s3aTelIbHO
3aMEILECHHBINH AJKWITAIIOTeHU/I, apWITaIOTeHU WM apWIAIKWITaJIOreH!]l, HallpuMep MeTHIHoaAna Win OeH-
3uiiHou. MoryT Takke ObITh HCIIOJIB30BaHbI APYTHE PEAreHTHI C JIETKO YAAISIOIIMMUCS IPYIIIaMH, TaKue KaKk
ATKUITPUPTOPMETAHCYIB(OHATEI, AIKWIMETAHCYJIB(OHATE W ANKWI-I-TOIXYOJICYIb(pOHATH. YeTBepTHIHBIA
aMHMH HMMEET IIOJIOKUTENBHO 3apsDKEHHBIH a30T. PapMareBTUYECKH IMpPUEMIIEMbIe IPOTHBOMOHBI BKIIOYAIOT
xJIop, O6pomM, oz, TpudTopanerar u anerar. BelOpaHHBIH TPOTHBOMOH MOXKHO BBECTH C HCIIOJIB30BAaHHEM HOHO-
0OMEHHBIX CMOJ.

Nmeercs B Buay, uro hopmbl N-OKCHIOB HACTOSAIIMX COSAMHEHHUIT BKIIIOYAIOT coequnenus popmyasl (1), y
KOTOPBIX OJMH HJIM HECKOJIBKO TPETHIHBIX aTOMOB a30Ta OKHCIICHBI B TaK Ha3bIBaeMbIi N-OKCHII.

Crnenyer y4ecTb, 4To HEKOTOpble U3 coequHeHnid popmyiisl (1) m ux N-oKCHIOB, alIUTUBHBIX COJIEH, YeT-
BCPTUYHBIX aMHUHOB U CTCPCOXUMUUYCCKU M30MEPHBIX (bOpM MOI'YT COACpKATb OAUH WJIU HECKOJIbKO HEHTPOB
XUPAJIBbHOCTU U MOTYT CYHICCTBOBATH B BUAE CTEPECOXUMHNUCCKU NU3OMEPHBIX (bOpM.

Hcnonp3yemslii 31€ch TEPMUH «CTEPEOXUMHUYECKH M30MEpHBIE (POPMB)» O3HAUAeT BCE BO3MOKHBIE CTe-
peousoMmepHbie (OpPMBI, KOTOPBIE MOTYT UMeTh coeanHeHus: Gopmyisl (I) u ux N-OKCHIBI, aAIUTUBHBIE COJIH,
YeTBEPTHYHbIE aMUHBI WM (pr3noIornieck (pyHKIMOHATBHbBIE IPOU3BOIHbIE. ECiM He yoMsHYyTO WK HE yKa-
3aHO 0C000, XNMHUYECKOE OIPEAETICHNE COCTMHEHNH 03HAYaeT CMECh BCEX BO3MOXKHBIX CTEPEOXMMHUYECKH H30-
MEpHBIX (OpM, IPUYEM YKa3aHHbIE CMECH COJIEpXKaT BCE ANACTEPEOMEPHI M SHAHTHOMEPHI OCHOBHOM MOJIEKY-
JSIPHOH CTPYKTYPBI, a TAKXKE KOKAYIO U3 HHAUBUIYAIbHBIX H30MEpHBIX (popM coequnennii popmyisl (I) n ux N-
OKCHJIOB, COJICH, COJBBATOB MM YETBEPTHYHBIX AMHMHOB, MO CYLIECTBY CBOOOIHBIX, T.€. ACCOLMHPOBAHHBIX
MeHbIe 9eM ¢ 10%, npeInoyTuTeNnbHO MEeHbIIe YeM ¢ 5%, 0COOSHHO MeHbIIe YeM ¢ 2% 1 Hauboree mpeanoy-
TUTENBHO MeHble 4eM ¢ 1% apyrux uzomepoB. Tak, korna coemuneHue Qopmynsl (I) sBisercs, Hanpumep,
cneuuduyabiM Kak (E), 910 03Hauaer, yTO coeqMHEHHE 110 CYLIECTBY He cOAepKuT (Z)-uzomep. B wactHocTw,
CTCPCOICHHBIC LICHTPBI MOTYT UMCThH R- nin S-KOH(I)I/lepaLII/l}O; 3aMECTUTCIIN HAa ABYXBAJICHTHBIX IMUKIINYCCKUX
(4acTMYHO) HACHIIEHHBIX pajJuKalaXx MOTYT HUMETh JIH0O0 Iwc-, au00 TpaHc-KoHdurypamuoo. CoenuHeHus,
MMeEIOIINE JIBOWHBIE CBSI3U, MOTYT UMETh E-cTepeoxumuio (3aMecTHUTeNH 1o pa3Hylo CTOPOHY OT IBOWHOM CBS3H)
WU Z-CTEePEOXUMHIO (3aMECTHTEIH 110 OJTHY CTPOHY OT JJBOMHOM CBSI3M) y yKa3aHHOH JBOWHOH cBs3U. TepMUHBI
Uc, TpaHe, R, S, E u Z ABISAr0TCS XOPOIIO N3BECTHRIMH CIICIIHANUCTY B JaHHOH obmactu. HecomHeHHo, monpa-
3yMEBAETCs, YTO CTEPEOXUMHUIECKU H30MEpHBIe (OopMBI coequHeHui popmynsl (1) BKIIOUEeHB B 00bEeM JaHHOTO
n3zobperenus. s HekoTopeix coenuHennit hopmynsl (I), ux mponekapcTs, N-OKCHIIOB, COJIEH, COIbBATOB, YET-
BEPTHYHBIX aMHHOB MM KOMIUIEKCOB C METaJUIaMH M MPOMEKYTOUYHBIX MPOIYKTOB, HCIIOJIb3yEMbIE MIPU UX TI0-
JTy4eHHHU, a0COIIOTHYIO CTEPEOXUMHUYECKYIO KOH(DUTYypalnIo SKCIEPUMEHTAIBHO HE ONpeAeaan. B Takux cimy-
yasx cTepeonsoMepHasi GopMa, KoTopas BbIIEISETCS MMepBOii, 0003HAYAIOT KaK «A», U BTOpPYIO Gopmy 0003Ha-
4aloT Kak «B», 6e3 10MoJHNUTENBHOrO yKa3aHusl Ha JACHCTBUTENBHYIO CTEpPEOXUMHYECKYI0 KoHpurypauuto. On-
HaKo yKa3aHHbIE CTepeonu30MepHbIe POpMBI «A» U «B» MOTryT OBITH OZHO3HAYHO XapaKTepPU30BaHBI, HAIIPUMED,
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MX ONTHYECKHM BpAIIEHUEM B Cllydae, Korzaa «A» i «B» uMeroT sHaHTHOMEPHYIO cBs3b. CIIeIIHAUCT B TaHHON
00J1acTU CIOCOOEH ONpeNeNUTh a0COMIOTHYI0 KOH(DUIYypalMI0 TAKMX COSIUHEHHH C HCIIOJIb30BAHUEM XOPOILO
W3BECTHBIX B JAaHHOH OOJIACTH METOJOB, TaKMX KaK, HampuMmep, AU(paKus peHTTeHOBCKUX Tydei. B ciydae,
Korga «A» u «By ABJISIOTCS CTEPEOU3OMEPHBIMU CMECSAMH, UX MOXKHO JTOTIOJIHUTEIBHO Pa3/Ie/IuTh, B pe3yJIbTaTe
Yero BBIJCJICHHBIC COOTBETCTBYIOIINE MTEPBhIe (hpakiuu 0003HaYaroT Kak «Al» u «B1» u Bropsie dpakimm kak
«A2» u «B2», 0e3 nanpHEHIero yka3aHus Ha JSHCTBUTEILHYIO CTEPEOXMMUYCCKYIO KOH(DUTYpaIIHUIO.

Hexotopeie u3 coenunennit popmyisl (I) MOTYT CylIecTBOBaTh TAKXKE B BHJIC MX TAyTOMEPHOH (OPMEI.
IMonpasymeBaetcs, 4To Takue GOPMEI, XOTS OHU M HE yKa3aHbl HEMOCPEICTBEHHO B BEHIIICYKa3aHHOH (opmyie,
BKITIOYCHBI B 00EM HACTOSIIETO H300pETCHUS.

[onmpasymeBaercs, 9TO BCIKHN pa3 IPH UCIIOIB30BAHUH Jajiee TepMUH «coequaeHus popmysl (1)» Bkito-
yaeT Takke X N-OKCHAHBIE (POPMBI, UX COJNH, WX YETBEPTHYHBIC AMHHBI M MX CTEPEOXMMHUYECKH H30MEPHEIC
(opmbl. OcoOeHHBII UHTEPEC TPENCTABISAIOT Te coenuHeHus popmybl (I), KOTOpbIE SBISIOTCS CTEPEOXHMHUYE-
CKH YHCTBIMH.

BHe 3aBHCHMOCTH OT TOTO, UCTIOJIB3YIOTCS JIN OHHU 3[1€Ch JI0 WU TOCIEe, 3TH 3aMECTUTEIIN MOTYT OBITh BEI-
OpaHbl, Ka)X/Iblil HE3aBUCUMO, U3 MEPEYHs] MHOI'OUMCIICHHBIX ONPEeNIeHUH, TAKUX KaK, HAlIPUMEp, ONPeIeIeHHs
IS R9 nu RIO, l'[pI/l'-IeM noupa3yMeBa}0Tcsl BCC€ BO3MOXHEIC KOM6l/IHaLII/II/l, KOTOpre ABIAKOTCA XUMHUYCCKHU BO3-
MOYHBIMHU M TIPUCYTCTBHE KOTOPBIX MPUBOJUT K 00Pa30BaHUI0 XUMHYECKH CTAOMIIBHBIX MOJIEKYJI.

Onpe/ieNeHHOl TPYTIOii coeTuHenHil aBsIoTes Te coeauuenus Gopmyinst (I), y kotopeix R npencrapis-
eT coboii C_salIKuJI, 3aMEIICHHBIN 110 MEHBIIICH Mepe OJTHUM 3aMECTUTENIEM, BRIOPAHHBIM U3 IMAHO, AaMHHOKAP-
OoHmIIa, NRR'" wm R7; C.6QJIKIJI, 3aMEIICHHBIN M0 MEHbBIIEH Mepe OJHHM 3aMECTUTENICM, BHIOpAaHHBIM W3
nuano, amuHokapGoumna, NRR' umn R’ u y kotoporo 2 aToma BOZOpO/a, CBS3aHHBIE Y OAHOTO M TOTO e
aToMa yriepoza, 3ameHeHbl Ha Cjjankannnm; C ¢alIKujl, 3aMEIICHHBIH THAPOKCH, U BTOPBIM 3aMECTHTEIEM,
BEIOpaHHBIM U3 ITHAHO, aAMUHOKapOOHMIIA, NR°R' pu R7; C|_sankminokch-C_¢alIKui, 3aMEIEHHBIN 110 MEHBIIEH
Mepe OIHUM 3aMECTHTEIEM, BRIOPAHHBIM M3 IHAHO, AaMHHOKapOOHHIIA, NR°RY wm R7; C,_6aIKEHN, 3aMeIEH-
HBIA 110 MEHbBIIIEH Mepe OJAHMM 3aMECTHUTEJIEM, BRIOpAHHBIM U3 IMAHO, AMHHOKAapOOHHIIA, NRR' wm R7; Cos
AJKUHWI, 3aMEIEHHBIA M0 MEHbIIEeH Mepe OJHHM 3aMECTHTENIeM, BBRIOPAHHBIM W3 IMaHO, aMUHOKapOOHMIIA,
NRR'® yu R’ —C(=N—O—R8)—C1_4am<ym; R” wmm -X;-R; R* npecTaBisier co0oi ranoreH, ruapokcu, Cig
ankun, Cssuuknoanku, Ci ¢adKUIOKCH, [IMaHO, HUTPO, MoauranoreH-C, ¢alkuil, moauranore-Ci alKuIoKCH,
amuHokapoonmi, Csankuiokcukapoonmwn, Cpgankwikapoonmn, ¢opmmi, amuao, MoHO- Wi JU(Ciy
QJIKHIT)aMUHO; R’ MPEJCTaBISACT COO0N MOHOIMKINYCCKUH, OMIMKIMYSCKUI WM TPUIUKIMYSCKUN HACHIIICH-
HBI{, YACTUYHO HACHIIICHHBIN WM apOMATHYCCKUN KapOOIMKII FIIM MOHOIMKIUYECKUH, OMIMKIMYSCKUA WIIH
TPULIUKINYECKUI HACHIICHHBIH, YACTUYHO HACKHIICHHBIN M apOMaTHIECKUH TeTEePOIHKII, T KaXKIas U3 yKa-
3aHHBIX CHCTEM KapOOIMKIMYECKUX WM TeTePOIUKIMYECKIX KOJIell MOXKET OBITh, HeOOS3aTeIbHO, 3aMelleHa
OITHUM, IBYMsI, TPEMsI, YETHIPEMS WM TATHIO 3aMECTUTEIISIMH, KaXKIBIH M3 KOTOPBIX HE3aBUCHUMO BBHIOpaH M3 Ta-
JoreHa, TUAPOKCH, MepkanTto, Cjgsanmkuna, Tuapokcu-C, gamkuia, amMuHO-C, gamkuia, MoHO- wind Au(Cg
ankun)amuHo-C qankuna, Cygankunkapoonmia, Csmuxmoankumia, Cicankmiokcd, Ci¢alKHIoKCHKapOOHMIIa,
C|.6IKWITHO, LIHAHO, HUTPO, TonuranoreH-C, saykuina, monuranoren-C ¢aIKuIoKCH, aMHUHOKapOOHWIIA, R™
-X5-R™ umu R7-C,_jankmma; R™ npexcrasiser co6oif MOHOIMKIMYECKNH, GUIMKITMYECKUH WM TPHIHKIAYE-
CKHUI HaCBILIEHHBIH, YaCTUYHO HACBIIICHHBIH MM apOMaTHYECKUI KapOOLMKII MM MOHOIMKIMYECKUH, OMIIUK-
JIMYECKUM WM TPULMKINYECKUI HACBIILIEHHbIM, YACTUYHO HACBHIICHHBIM WM apOMAaTUYECKUN Te€TEPOLUKIL, IAe
KaJIasi M3 YKa3aHHBIX CHCTEM KapOOIMKINYECKAX W TeTePOLUKIMYCCKIX KOJICIl MOXKET OBITh, HEOOS3aTeNb-
HO, 3aMEIICHA OJHUM, ABYMS, TPEMs, YCTHIPHMSI WX MATHIO 3aMECTUTEIISIMH, KaXKIBIH U3 KOTOPHIX HE3aBUCHMO
BEIOpaH W3 TaJOreHa, THAPOKCH, MepkanTo, C ankmia, ruapokcu-C gankmina, aMuHO-C_¢aJIKIa, MOHO- WA
mu(C_gankmn)amMmuHO-C gankmna, Cjeankunkapbormna, Cs,amknmoankuna,  Cpeankmmokcn,  Cigallkui-
okcukapOoHmna, Cj ¢aIKUITHO, IIHaHO, HUTPO, MOMUTanoreH-C  ¢aikuna, monuraaored-Ci_ ¢allKHIOKCH, aMAHO-
KapOoHMIIa; R’ u RIO, KaXXIBI He3aBUCUMO, IPEICTABIIIOT BOoAopox; ruapokc; Ci_qankni;, C,_gankummoken; C g
ankunkapOoHm; C ¢alKWIOKCHUKapOOHH; amMuHO; MoHO- wian 1u(Csankmn)amMmuHo; MoHO- wuiau Ju(Cig
anknT)aMuHoKapbonnt win R’, rae kaxaas u3 BBIIEYTTOMSHYTHIX C| aJIKHWIBHBIX TPYIIT MOXET OBITh, HEOOS-
3aTeIbHO M KaXKIas WHANBHIYAIbHO, 3aMeEIeHa OJHUM FIJIH ABYMS 3aMECTHTEISIMH, KaXIBIH U3 KOTOPHIX He3a-
BUCUMO BbIOpaH u3 THUAPOKCH, C| ¢alKmIoKkcH, THIPOKCU-C  ¢anKuiokcu, KkapoOokcuina, Ci¢alKui-
OKCHKapOOHHIIA, I[MAHO, aAMUHO, UMUHO, MOHO- win JU(C;.4aJKWI1)aMHUHO, MOJIMTaJIOTCHMETIIIA, TOJIUTaOrCH-
METHUJIOKCH, MOJIUTalOr€HMETUIITHO, —S(:O)pRG, —NH—S(:O)pR6, -C(=0)R®, -NHC(=0)H, -C(=O)NHNH,,
-NHC(=O)R®, -C(=NH)R®, R’.

[Ipencrapnstonield UHTEpEC TPYMION COSAWHEHHU SBISIOTCS Te coequHeHus ¢opmynsl (1), y KOTOpbIX
-a'=a’-a’=a’- npencrasnser coboii nByxBanenTHbI pamukan popmymnst -CH=CH-CH=CH- (a-1).

[pencrapnstomelt MHTEpEC TPYIION COSOMHEHHUH SBISIOTCS Takxke Te coequHeHus Gopmynsl (1), nmero-
e GopMyITy
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nux N-okcuzpl, papMaleBTUHYECKH MTPUEMIIEMbIE aJINTHBHBIE COJIM, YETBEPTUYHBIE aMUHBI WIH CTEPEOXHMHUYE-
CKH U30MEpHBIC (DOPMBI, ¥ KOTOPHIX -a'=a’-a’=a’-, -b'=b%-b’=b*-, R', R%, R’, R*, m u X, umeror 3HaueHus, yKa-
3aHHBIC BHIIIE; ' paBHo 0, 1, 2 wm 3 u B caydae, Korja -a'=a’-a’=a’- npencrasmser co6oii (a-1), n' MoxeT GbITH
TaKoke paBHO 4; R” mpencrasisier coboii ranoren, Ci.qaiku, TpnranoreHMemn nuaHo, aMuHOKapOoHm, C 4
AJKWJI, 3aMEIIeHHBIN I_[I/IaHO VJIH aMHHOKApOOHHMIIOM; TPH YCIOBHH, 9T0 R HAXOMTCS B Mapa-TIOJIOKEHHH OT-
HOCHTENbHO yacTi NR'.

Jlpyro# npejacTaBisIONIel HHTEPEC IPYIIION COeNMHEHHH SIBISIIOTCS Te coenuHenus popmyibl (1), umero-
e hopmyIy

3 Rx 2

L | Yk
galll"7\>x|N*|’N (X
b*|=b* ZN =

nux N-okcumapl, (papManeBTHUECKH TPHUEMIIEMbIE aJINTUBHBIC COJIM, YSTBEPTHYHBIE aMHUHBI WIH CTEPEOXHMUIC-
CKHU M30MEpHBIE (DOPMBI, Y KOTOPBIX —b1=b2-b3=b4—, R, RZ, R’ R R4, m u X| UMEIOT 3HAYeHHs, yKa3aHHBIE BHIIIE; '
paBuo 0, 1, 2, 3 unu 4; R? MpeacTaBiseT coOoi ranoreH, C_¢aJIKIII, TPUTAIOTCHMETHII, IMaHO, aMUHOKapOOHMII,
C|.¢aJKWII, 3aMeIEHHBINA ITUaHO WK aMUHOKapOOHUIIOM.
Eme oxHoOW mpencraBisioniell MHTepeC TPYNION coearHeHui sBisirorcsi Te coenuHenust dopmyinsr (1),
umeroue Gopmyiry .
R

3 |

X N. N.
PRAGRSEE
/ o =N . Rz'

ux N-okcumbl, papManeBTHICCKU TpHEMIEMEIE A/TUTHBHEIE CONM, ETBEPTHYHEIC AMUHL! MIH CTEPEOXHMUTe-
CKH I/ISOMepHBIe dopms, y kotopsix R', R?, R?, R* u X uMeroT 3Hauenns, ykazanubie Bbime; n' pasuo 0, 1, 2, 3
win 4; R? MIPENCTaBISAET CO00H ranoreH, C) ¢alKiI, TPUTAIOTEHMETHII, [IHaHO, aMIHOKapOOHMI, C|_¢aJKWII, 3a-
MEIIEHHBIN [IHaHO WIIN AMHHOKApOOHMIIOM.

OCOOEHHBIMH COeTMHEHHUAMH SBILIIOTCA Takxke Te coenuHerns Gopmyisr (1), (I'), (I") mmu (I''), B KoTOpOIA
MIPUMEHSIOT OHO WJIM BCErJa, KOTa BO3MOYKHO, HECKOJIBKO CIIEAYIOIMINX YCIOBHMA:

a) m paBHo 1, 2 wiu 3, ocodbenno 2 wiu 3, 6osee ocoOeHHO 2, eie Oojiee 0COOEHHO M paBHO 2 U /1B YKa-
3aHHBIX 3aMecTuTens RY HaxomaTes B monoxkennsx 2 i 6 (OPTONOIOKEHHE) OTHOCUTEIBHO YacTh Xi;

b) m passo 1, 2 umu 3 u R® Haxoaures B nonosxkenun 4 (I1apa-MoI0KeHH:) OTHOCHTENBHO 4acTH X;

¢) X, mpencrapuset co0oi -NR’, -NH-NH-, -N=N-, -O-, -C(=0)-, Csankanauun, -CHOH-, -S(=0),-, X,-
C4ankanuni- uin -C_salKaHaIuia-X,-;

d) xorna Bo3mMoxHO, n' paBHo 0;

€) KOrJa BO3MOXKHO, N paBHO | M yKa3aHHbIA 3aMecTHTelTb R® HAXOIMTCA B TOJIOKEHHH 4 (mapa-
T0JI0KeHHe) OTHOCHTENbHO NR'-IMHKepHO# rpybL;

f) R? mpeacTaBiser coboil ruapokcu, raioreH, C)alkui, HEOOA3aTeNbHO 3aMEIICHHBIN ITMAHO WU
—C(=O)R6, C;suuknoankuil, C, ¢aIKeHU, HE00s3aTEALHO 3aMEIIEHHBIN OJHUM UM HECKOJILKMMU aTOMaMH ra-
JoreHa win 1uaHo, C, calKWHWI, He00A3aTeIbHO 3aMEIIeHHBI OJHUM WM HECKOJBKMMHU aTOMaMH TajloTeHa
niu nuano, C_¢aIKUIOKCUKapOOHMI, KapOOKCHII, IUaHO, HUTPO, aMHUHO, MOHO- WiH AH(C | _¢aIKWT)aMUHO, TTOJIH-
TaJIOTCHMETHII,  IOJMIAIOTCHMETHITHO,  -S(= O)pR6 —NH-S-(=O)pR6, -NHC(=0O)H, -C(=O)NHNH,,
-NHC(=0)R®, -C(=NH)R® mu paguxan Gpopmyisi

=Ay

C

I //AI ©
2™~

r/ie KaXIbIid A| HE3aBUCHMO TIPEICTaBIsAeT co00ii N, CH win CR%u A, npencrasiser coboirt NH, O, S nim NR®:

g) R? npencrapisier coboif ramoreH, C ¢alIKUJI, TPUTATIOTEHMETII, ITHaHO, C|_¢aJIKII, 3aMEIIeHHBIN [IHaHO
WA aMHHOKapOOHUIIOM;

h) R? npexncrasisier co60ii MHAHO, aMHHOKApOOHWT Wik C 6alKWI, 3aMEIICHHBII [HAHO MM AMHHOKAp-
OOHMJIOM; B HACTHOCTH I[HAHO;

i) R* mpexcraisier coGoii HaHO, aMHHOKAapGOHIT Wik C | ¢aAJIKHII, 3aMEILEeHHBIH HAHO I aMHHOKapOo-
HUJIOM; B YaCTHOCTH [IUAHO.

7-
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[IpeanodYTuTeNnbHBIA BapUaHT OCYIIECTBICHHS BKIo9aeT Te coeauHeHust popmymnsr (1), (I'), (I") mmm (IM),
rae R mpexcrasmsier co6oit NHR'; NR"R'Y; -C(=0)NHR"; -C(0)-NR"R", -C(=0)-R"*; -CH=N-NH-C(=0)-
R!'®; C,qankui, 3aMelieHHBbIH MAHO WM aMrHOKapOOHMIOM; C ¢aKWI, 3aMelleHHBINA NR9R10, -C(=0)-
NR%RIO, -C(=0)-C,_¢ankunom wiu R7; C|.¢aJIKWJ1, 3aMEIICHHBIN ABYMS WM OOJBIIMM YHCIIOM 3aMECTHUTENEH,
Kbl 13 KOTOPBIX HE3aBHCHUMO BBIOpAH U3 IIMAHO, NR9R10, —C(=O)—NR9R10, -C(=0)-C,_¢ankuna umm R’; Cyis
aJIKWJI, 3aMeHJ,eHH]:-lﬁ OJHHUM HUJIM HECKOJIbKUMHU 3aMCCTUTCIIIMU, Ka)K[lblﬁ nu3 KOTOprX HE3aBUCUMO B])l6paH u3
mmano, NR°R'", -C(=0)-NR’R"’, -C(=0)-C_anxuna umm R, 1 y koToporo 2 aroMa BOIOpPOJIa, CBSI3AHHBIE C O]I-
HUM H TEM K€ aTOMOM yriepoja, 3ameHeHbl C_jankanaumioM; C) ¢alKull, 3aMEIIeHHBIH THAPOKCH U BTOPBIM
3aMeCTHUTEJIeM, BEIOPAaHHBIM U3 IIHAHO, NR°R', —C(:O)—NR9R'0, -C(=0)-C,_¢anxuna wiu R’; C\¢anknaoken-C,
ANKWII, He0Os3aTENbHO 3aMEIICHHBI OTHUM HJIM HECKOJBKHMH 3aMECTUTEISIMHU, KOKIBIH U3 KOTOPHIX HE3aBH-
CHUMO BBIOpaH U3 IIHAHO, NR°R!®, -C(:O)-NR"RIO, -C(=0)-C,_¢anmkuna wim R7; C,.¢anKeHW1, 3aMENIEHHBIN O]l
HUM WJIA HECKOJIBKUMH 3aMECTUTEISIMH, KaX Il 13 KOTOPBIX HE3aBUCUMO BBIOPAH U3 TaJloTeHa, IIMaHo, NR9R10,
—C(=O)—NR9R10, -C(=0)-C,_gankuna wim R7; C,.¢aIKHHWI, 3aMEIIEHHbBIH OHAM HJIM HECKOJBKUMH 3aMECTHTE-
JISIMHU, KaXIbI M3 KOTOPBIX HE3aBHCHMO BBIOpDAH W3 TaJIOTE€HA, IIMAHO, NR9R1°, —C(=O)-NR9R1°, -C(=0)-C
ankuna win R'; -C(=N-O-R®)-C,_sanxum; R wmm -X5-R; e R™ npencrasmsier co6oii rumpoken; C_ganku; Cg
ankwioken; Cy_gankmikapoonui;, Ci ¢aIKUIOKCHKApOOHWT; aMUHO; MOHO- WK JTU(C.¢aJIKHI)aMHUHO; MOHO- WA
1u(Cy_gankun)amurokapbormn; -CH(=NR"") um R’, rae kaxas u3 Bimneykasannbix Ci.qaiKHUIbHBIX IPYII B
onpenenenun R* Moxer GbITh, HEOGA3ATENBHO M KAX/Ias HHIMBHIYATbHO, 3aMEIeHa OHUM HITH JBYMS 3aMeC-
TUTEIISIMH, KK U3 KOTOPBIX HE3aBUCHMO BHIOpaH W3 ruipokc, Ci ¢alIKWIOKCH, TUAPOKCH-C | ¢aTKUIIOKCH,
kapOokcmia, Ci_¢aIKIWIOKCUKapOOHWIIA, INAHO, aMUHO, UIMHUHO, MOHO- Wid JU(C|_4aKIIT)aMUHO, TIOJTATaJIOTCH-
METHIIA, TTOJINTAIOTCHMETHIIOKCH, TOJITAIOTeHMETHIITHO, —S(:O)PRé, -NH—S(:O)pRG, -C(=0)R®, -NHC(=O)H,
-C(=0)NHNH,, -NHC(=0)R’, -C(=NH)R’, R’; R™ mosxeT Taxxe 0bITh B35T ¢ R'" ¢ 06pasoBanuem 1ByXBaieHT-
HOTO WIJIM TpeXBaJeHTHoro pagukana (d-1), (d-2), (d-3), (d-4), (d-5), (d-6) nmm (d-7), kak yka3aHO 3/1€Ch BHIIIIE.

Crnenyrolieil mpeACTaBIsIIONIeH HHTEpeC TPYIION COeIUHEHH SIBISIIOTCS Te coefauneHus Gopmyssl (1),
(I"), ") wm (I") , e R® mpencrasiser coboit NHR'?; NR"R'; -C(=0)NHR"*; -C(0)-NR"*R", -C(=0)-R"*;
—CH=N-NH-C(=O)—R16; C|_6aTKWII, 3aMEIIEeHHBII NR9R1°, -C(=O)-NR9“R1°, -C(=0)-C,_qankmioM win R’; Cis
aJIKWJI, 3aMemeHan71 ABYMsI UJIN 6OJ'II)LLII/IM YUCJIOM 3aMeCTHTeJ’Ieﬁ, Ka)KﬂbIﬂ nu3 KOTOpI)IX HE3aBUCUMO BbI6paH u3
LIHaHo, NR9R10, —C(=O)-NR9R10, -C(=0)-C,_¢ankumna uiu R’; C|.¢aIKWJI, 3aMEIeHHbIN OIHAM WIH HECKOIBKAMHU
3aMECTUTE/ISIMH, KaX/Iblii U3 KOTOPHIX HE3aBHCHMO BeIOpaH m3 muano, NR’R'’, -C(=0)-NR’R'?, -C(=0)-C
ankuna win R’ i rae 2 atoma BOZOPO/a, CBS3AHHBIE C OJHMM M TEM JKe aTOMOM YIJIeposa, 3aMeHeHsl C4
ankaHguuaoM; C¢alIKWiI, 3aMElIeHHbIH THAPOKCH M BTOPHIM 3aMECTHTEIeM, BHIOPAHHBIM u3 muano, NR'R'C,
—C(:O)—NRQRIO, -C(=0)-C,_¢amkuna wiau R7; Csankunokch-C_¢aJIKiI, HE0Os3aTENbHO 3aMENIEHHBIM OIHUM
WIA HECKOJIBKAMHU 3aMECTHTEISIMH, KaXKABIA M3 KOTOPBIX HE3aBHCHMO BBIOpAaH W3 MHAHO, NR°R!®, -C(=0)-
NRgRlO, -C(=0)-C,_sankmna wim R7; C,_6aJIKEHUJI, 3aMEIICHHBINA OJHUM UM HECKOJBKUMH 3aMECTUTEIISAMU, Ka-
JKIBIA U3 KOTOPBIX HE3aBHCHUMO BBIOpaH m3 ramorena, muano, NR'R', -C(=0)-NR’R'’, -C(=0)-C, sankuma wiu
R’; C,.¢alKHHMI, 3aMEIIeHHbBI OJHAM WIH HECKONBKUMH 3aMECTHTEISIMH, KaXIblii M3 KOTOPHIX HE3aBHCHMO
BBIOpaH M3 TaJIOTeHa, [IMaHO, NR9R10, —C(=O)—NR9R10, -C(=0)-C,.¢ankumna uam R’ -C(=N-O-R8)—C1_4am<1/m; R’
win -X5-R; npuyeM R npeacrasisier coboit ruapokcn; Cigankmi, Cigankmnoken; Cigankmikapoonmi; Cyg
ANKWIOKCUKApOOHWI; aMuHO; MOHO- Wiu 1u(Cygankmi)aMuHo; MoHO- Win JU(C.¢aIKH1)aMUHOKAPOOHILT;
-CH(=NR'") mnu R’, rie xaxnas u3 Bbimeykasasubix C,¢alKHIbHBIX TPYIIT B ONMpeneaeHnH R MoxkeT GbITh,
HEOoO0A3aTeNPHO U KaXKJasi HHIUBUIYaITbHO, 3aMEIICHA OJHUM WX JIByMs 3aMECTUTEIIMU, KaXKIIbIA U3 KOTOPBIX
HE3aBUCHMO BEIOpaH U3 THIPOKCH, C calKMIOKCH, THIAPOKCH-C| ¢alIKIWIOKCH, KapOokcmna, Ci ¢alKui-
OKCHKapOOHMIIA, IIMAHO, aAMUHO, UMUHO, MOHO- win JU(C;_4a]KWII)aMHHO, MOJIUTAJIOTCHMETIIA, TIOJIUTaJIOTCH-
MeTHIOKcH, TonmranorenmerwiTo, -S(=0),R’, -NH-S(=0),R’, -C(=O)R’, -NHC(=O)H, -C(=O)NHNH,,
-NHC(=0)R?, -C(=NH)R®, R”; R™ mosxer Takse 6bITh B3aT BMecTe ¢ R'” ¢ 06pa3soBaHHeM JBYXBAICHTHOTO HIIH
TpeXBaJIEHTHOTO paaukaia Gopmynsl (d-1), (d-2), (d-3), (d-4), (d-5), (d-6) umm (d-7), kak yka3zaHO 37eCh BHIIIE.

[peacrapnsitoliei Tak)ke UHTEPEC IPYIION COeMHEHU sBisitoTest Te coepuuenust popmyst (1), (1), (1)
wm (I"), rae R mpencrasmsier coGoii -CH=N-NH-C(=0)-R'®; C,gankun, samemennsii NR'R', -C(=0)-
NR9R10, -C(=0)-C,_¢anmkunom wiu R’; C,.¢ankui, 3aMelieH bl JByMsI WUIA OOJIBIIUM HYHCJIOM 3aMECTHTEJCH,
KaXJIbIi 13 KOTOPBIX HE3aBHCHUMO BBIOpAH U3 IMAHO, NR9R10, —C(=O)—NR9R10, -C(=0)-C,_¢ankuna umu R’; Cyis
aJIKWJI, 3aMeHJ,eHH]:-lﬁ OJHHUM HJIN HECKOJIbKUMHU 3aMCCTHUTCIIIMU, Ka)K[lblﬁ u3 KOTOprX HE3aBUCUMO B])l6paH nu3
umnano, NR'R'?, —C(:O)-NRgRIO, -C(=0)-C,_¢ankmia win R, u rue 2 aroma BOJIOPOJIa, CBSI3aHHBIE C OJHUM M
TEM K€ aTOMOM yriieposa, 3aMeHeHbl C;_jankanauniom; C_¢aJIKuiI, 3aMEIICHHBIA THIPOKCH U BTOPBIM 3aMECTH-
TeJeM, BRIOPAaHHBIM U3 ITHAHO, NR°R', —C(:O)—NRgRIO, -C(=0)-C,_¢anxwmia wmu R; Cankmnokcn-C_¢ankui,
HEOoO0s3aTeFHO 3aMEIICHHBIA OHUM WJIH HECKOJNBKHMHU 3aMECTUTEISIMH, KOKIBIH U3 KOTOPBIX HE3aBUCHMO BHI-
OpaH U3 MaHo, NR°R!®, -C(:O)—NRQRIO, -C(=0)-C,_¢amkuna uiam R7; C,_galIKEHU, 3aMEIIEHHBIA OJHUM HWIIN
HECKOJBKUMH 3aMECTUTEIISIMH, KaXXIbIi U3 KOTOPHIX HE3aBHCUMO BHIOpAH W3 raJloTeHa, IIHaHo, NR°R!®, -C(=0)-
NR9R10, -C(=0)-C,_¢anmkuna uiam R7; C,.¢aKuHIWI, 3aMELIEHHBIH OHAM WM HECKOIbKMMH 3aMECTHTEISMH, Ka-
JKIBIA U3 KOTOPBIX HE3aBHCHUMO BBIOpaH m3 ramorena, muano, NR'R', -C(=0)-NR’R'’, -C(=0)-C sankuma wiu
R’ —C(=N-O-R8)-C1_4am<m1; R’ unm -X5-R’; pUIeM R umeer 3HAYCHHUS, YKa3aHHBIC BBIIIE.

Jlpyro# npeacrasisiiolieii HHTepec TPyNIoN CoeAnHEeHu aBisiioTcs Te coenunenus Gopmynsr (1), (1), (1)
wi (I'"), tae R’ npeJICTaBIsIeT co0oM NHR', NR"R", —C(=O)—R15; C|_¢QJIKWJI, 3aMEIIEHHBIA OJHUM WJIU HE-
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CKOJIBKHMH 3aMECTUTEISIMHA, KaXKIblii M3 KOTOPBIX HE3aBHCHMO BbIOpaH 3 wmano, NR'R'’, -C(=0)-NR’R'’,
-C(=0)-C,_sankun wim R’; v riie 2 atoma BOJIOPO/Ia, CBSI3aHHBIE C OJHIM U TEM YK€ aTOMOM YTJIepOo/ia, 3aMEHEHBI
Csankanaumuiiom; C_¢alIKuil, 3aMEIIeHHbBIN THAPOKCH U BTOPBIM 3aMECTUTENIEM, BRIOPAHHBIM U3 IIHAHO, NR9R10,
—C(=O)—NR9R10, -C(=0)-C,_¢anmkuna wuiau R’; C,.¢anknnoxcu-C ¢aiKii, HeoOA3aTeIbHO 3aMELICHHBIH OIHUM
WIA HECKOJIbKUMHU 3aMECTHTCISIMU, KAXKIBIA M3 KOTOPBIX HE3aBHCHMO BBIOpAH U3 IHAHO, NR’R'®, -C(=0)-
NR’R', -C(=0)-C.¢ankuna umn R’; C,¢aNnKeHNI, 3aMEIeHHbIH OHAM WIH HECKONLKAMHU 3aMECTHTEISMH, Ka-
Kbl M3 KOTOPBIX HE3aBUCHUMO BBIOpaH u3 ramorena, muano, NR'R'’, -C(=0)-NRR"’, -C(=0)-C _sankuna mmm
R"; C,.¢anKuHMI, 3aMEIICHHbIH OXHUM WIH HECKOTHKUMHU 3aMECTHTENSIMH, KaXKIblii W3 KOTOPHIX HE3aBUCHMO
BEIOpaH M3 raJloTeHa, [UaHO, NR°R', —C(:O)—NRgRIO, -C(=0)-C, ¢ankmna win R’ —C(:N—O—RS)—C]_@IIKI/IH; R’
581171 -X3-R7.

[IpencrapnsomuUMy TakkKe WHTEPEC COSAMHEHISIMHA SBILTIOTCS Te coenuHenus Gopmynsl (1), (1), (1) mm
(I'"), rme R’ npeactaBisieT co0oit C_galIKIII, 3aMeIeHHbIH NR9R10, —C(=O)-NR9“R1°, -C(=0)-C,_gankmn wium R’
C/_6aTKWI, 3aMEUICHHBIH IBYMsI FUTM OOJNBIINM YHCIOM 3aMECTUTENeH, KaKIBI U3 KOTOPHIX HE3aBUCHMO BHI-
OpaH U3 1UaHo, NRgRIO, -C(=O)-NR9R10, -C(=0)-C,_sankuna uim R’; C,.¢auiKui, 3aMeLIEHHBIH OJHAM MM He-
CKONBKMMHM 3aMECTHTENIAMH, KA/l M3 KOTOPBIX HE3aBMCHMO BpOpaH u3 mmaxo, NR’R'’, -C(=0)-NR’R',
-C(=0)-C,.¢ankuna wi R’ u rae 2 aTomMa BOIOPO/Ia, CBA3AHHBIE C OJHHM H TEM K€ aTOMOM YIJIepOa, 3aMeHe-
Hbl Cy_sankanauuioMm; Ci¢alKWI, 3aMEIICHHBIA THIPOKCH M BTOPBIM 3aMECTUTEJIEM, BHIODAHHBIM W3 IIHAHO,
NR°R', -C(:O)—NRgRIO, -C(=0)-C,_¢anmkmna wmu R’; C,.ankunokcu-C,_¢alIKi1, HeoOsM3aTeIbHO 3aMEIICHHbIIT
OJHHM HIIM HECKONBKHMH 3aMECTHTENSIMH, KaKIblii M3 KOTOPHIX HE3aBHCHMO BbIOpaH u3 mmaHo, NRR'C,
—C(:O)—NRQRIO, -C(=0)-C,_¢anxmia wim R"; C,.¢anKkenns, 3aMeIeH bl OHAM WIH HECKONBKHMH 3aMeCTHTE-
JSIMH, KXKIBIA M3 KOTOPBIX HE3aBUCHMO BBHIOpaH W3 TajOreHa, [HaHo, NR°R!", —C(:O)-NRQRIO, -C(=0)-C4
ankuna win R’; C,¢alKMHII, 3aMEIIEHHbIH OTHMM WM HECKOJIBKMMHU 3aMECTHTEISMH, KaXIbIil H3 KOTOPBIX
HE3aBHCHMO BbIOpaH U3 ramorena, muano, NR’R'’, -C(=0)-NR’R'?, -C(=0)-C,_¢anknna nm R’; -C(=N-O-R*)-
C|_4a7KuI; R’ win —X3-R7; npu4yemM R’ umeer 3HAYEHUs, YKa3aHHbIE 3[1E€Ch BBILIE.

[IpencrapnsgiomuMy TakKe UHTEPEC COSAUHEHMSIMH SIBISTIOTCS Te coenuHenus Gopmynsl (1), (I'), (I") nm
(I"), rme R’ npeactaBiseT co6oit C_callKuil, 3aMEIICeHHBIH OJTHUM WJIM HECKOJIBKUMHU 3aMECTHUTEISIMH, HE3aBH-
CHUMO BBIOpAHHBIMH U3 I[HAHO, NR°R" wm R7; C,_¢aJIKEHUJI, 3aMEIICHHBIN OJTHUM WU HECKOJbKHUMH 3aMECTH-
TEJISIMU, HE3aBUCHUMO BBHIOPAHHBIMH U3 IIHAHO, NRR' um R7; C|_sanxunokcu-C,_¢alKui, 3aMeIeHHBIA IHaHo;
C/_6aJIK/JI, 3aMEIICHHBIN THIPOKCH U BTOPHIM 3aMECTUTEJIEM, BRIOPAHHBIM U3 I[HAHO WIIH R"; —C(=N—O-R8)—C 1-4
aJIKWUII; R’ wm X3—R7.

Jlpyro# npeacraBisionieii HHTepec TPyNIo COeANHEHUH ABistoTcs Te coenunenus Gopmynsr (1), (1), (1)
i (I™), e R’ MPEeICTaBIseT COO0H R’

Eme onHoM mipeacTaBmsioniell MHTEpeC TPyMIoi coeTnHeHUH ABI0TCs Te coenuHenus Gopmynsl (I), (1),
(I") wma (I, rme R} mpencTaBisier co0oi C_¢alIKiiI, 3aMEIIeHHBIN [THaHO, B YaCTHOCTH, C, ¢aJIKMJI, 3aMeIIIeH-
HBII IHaHo, OoJiee KOHKPETHO 3THII WIIM MPOIWI, 3aMEIeHHbIN [TnaHo; win C, ¢aJIKeHW, 3aMEeIIeHHBIN [IHaHO.
[IpennoururensHbIM sBIsIETCS C) IKSHUI, 3aMEIIEHHBIN [IHAHO.

[peacrapnsitoliei Takxke UHTEPEC IPYIION CoeMHEHU siBisitoTest Te coenuuenust popmyast (1), (1), (1)
wia (I"), rae § npejcTaBaseT co6oit C¢anKku, 3aMereH b mano u R’, umu C,.qalKeHu, 3aMeleHHbIi
rmano u R,

Crnenyromieil npeAcTaBisIONed UHTepeC TPYNIOW COeIUHEHHU SIBISIOTCS Te coeauHenus: Gopmysnsl (1),
(I, (I") wm (I"), rme R’ npencrasiser co6oit C,_gatkui, 3aMemenHpii R’

E1me oxHOM npeacTaBisioniel HHTEpeC IPpyNIold CoeIMHEHUH IBIsIIoTCs Te coeanHenus: popmynst (1), (I'),
(I"y uma (I"), rae R? npencrasnser co6oit -C(=N-O-R*)-C,_janxun.

[Ipencrapnstomelt Takke UHTEPEC TPYIION COeTUHEHUH ABIAOTCA Te coenuHerns ¢popmysl (1), (I'), (I")
i (I'), roe R’ npencTaBisieT coboit C)_¢alKil, 3aMEIeHHBIA THAPOKCH U BTOPBIM 3aMECTUTEINIEM, BEIOPaHHBIM
W3 [[HAHO U R’

[Ipencrapnsiomeit Takxe HHTEPEC TPYIION COCTUHEHUH ABISIOTCS Te coeaunerns ¢popmydisl (I), (1), (I')
wmn (I), rae R? wm R? npencrasisier co6oii uaHo MM aMHHOKap6oHm 1 R' mpeacraBiser co6oit BOZOPO.

Hpyroii npencrapnsionmend HHTEpeC rpymnIIon coennHeHnH SBisroTes Te coenunaerns Gopmymsr (I), (I'), (I')
win (I"), rae m paBHO 2 win 3 ¥ X OpeacTaBiIsgeT co0oit -NR’-, -O-, -C(=0)-, -CH,-, -CHOH-, -S-, -S(=0),-,
0cOGEHHO y KOTOphIX X mpezacTaBiser coboit -NR’- wu -O-.

[pexncraBnstoniel Takke HHTEPEC IPYINON COSANHEHUH sBIsIIOTCs Te coeauHenust popmyast (1), (I'), (1)
win (I"), Tie IPUMEHSIOT OJJHO HJTH HECKOJIBKO, MIPEAIOYTUTEIILHO BCE, U3 CICAYIONINX OrPaHHYCHHNA:

a) n paBHO 10 MeHbIIeH Mepe 1, ocobenHo 1 nim n' pasuo 0;

b) R? wm R? MIPECTABISET COOOH IHAHO;

¢) m paBHo 1, 2 wn 3;

d) R* npencTapisier cobort C_qaKuiI, 0COOEHHO METHIT, HUTPO; aMIHO; TayioreH; C|_¢alKIIOKCH WA R’

e) R’ mpencramser coGoii R’, NR“RY, -C(=0)R", -CH=N-NH-C(=O)R'®, -C(=0)NHR",
—C(=O)NR13R14, -C(:N-ORS)-C1_43JIKI/IJI, C|6anKui, 3aMelIeHHbI muano, C; ¢alKui, Au3aMElleHHbIH IHaHo,
C|_6aTKWII, 3aMEILEeHHbII NR9R10, C|.¢aJIKH1II, 3aMEICHHBIN THAPOKCH U HaHo, C_¢aJIKWII, 3aMEIICHHBIN THIPO-
ke 1 R7, C_gankmnoken-C_gankmi, Cp_sankmiokcn-Cy_¢alKuil, 3aMelleH bl 1HaHo, Cy ¢aIKeHIWI, 3aMeLIeHHBIN
R, C,.¢ankenun, 3aMemieHHbIi nHaHo, Cp ¢aIKeHII, H3aMEIICHHbI HaHo, C, ¢aIKCHII, 3aMEILCHHbII [[HaHO
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1 R, C,_calIKeHII1, 3aMEIEHHbIN [IMAHO U -C(=0)-C,_samkunom, C,_saIKEHWI, 3aMEIIEHHBINA ITUAHO U TAJIOTEHOM,
C,_6aIKEHU, 3aMEIEHHBII —C(=O)—NR9R10, C,_ganKeHua, 3aMeleHHbiii rajorenoM, C, ¢alIKeHWII, JU3aMelIeH-
HBIN rajoreHoM, nin C, ¢aaKeHu, 3aMeIEHHBIN NR9R10;

f) X5 npeacrasmster co6oii -C(=0)-, -CH,-C(=0)- umn -C(=N-OR®)-C,_jankanuu-;

g) X, mpencrasiustet coboit NH nnu O;

h) R' npeacrasisier co6oit Bogopoa min Cy4alKu.

[MpeanourntensubiMu coeauHenussMu Gopmyist (1), (I'), (I") mwmm (I"') sBnsitoTest coenunenus 1, 25, 84,
133, 152, 179, 233, 239, 247, 248 (cm. Tabn. 3, 4 u 5), ux N-okcuabl, papManeBTHICCKH IPUEMIIEMBbIC aJITUTHB-
HBIE COJIM, YETBEPTUYHBIC AaMHHBI U CTEPEOXUMHUYECKH H30MEPHBIE (POPMBIL.

O06pr9HO coeauHeHUsT GopMyIbl (I) MOTYT OBITH TIOTYYEHBI B3aNMOACHCTBHEM IIPOMEKYTOYHOTO COCIHHE-
U popmynsr (II), tne W, npencrapnser co0ol MOAXOIIIIYIO YAAISEMYIO TPYIITY, TaKyl0 Kak, HalmpuMmep, ra-
JOTeH, TpUQIaT, TO3WIAT, METHICYIb(YOHMI U TOMY MOAOOHOE, ¢ MPOMEXYTOUHBIM COEIMHEHUEM (hOpMyIIbI

(III). JarHOE B3aMMOAEHCTBIE MOKET OBITH MMPOBEJCHO MPH MTOBBIIIEHHON TEMIIEpaType.
1

3
(Rz)n "T\ X—H
N\r 3 + 5‘} )\’> Kl/ (R )n
% 3
b3=|=b" l\li/ 5

v¥f=v?
R
®n ®

(i
o) 0

B ampTepHaTHBHOM Ciy4ae BBIIICYKa3aHHOE B3aMMOJACHCTBHE MOXKET OBITH NMPOBEACHO B IPUCYTCTBHH
MOIXOAAIIETO pacTBOpHUTENs. [I0IXOMAIIMMI PACTBOPUTEIISIMHU SBIISIOTCS, HAIPUMEp, alleTOHUTPHI, CIIHPT, Ta-
KOH Kak, HarpuMep, 3TaHoi, 2-npornanod, 2-mponanon-HCl; N,N-nmumermwipopmamug; N, N-auMeTunaneTaMmus,
1-MeTHA-2-IMPPOTUANHOH; 1,4-THOKCaH, MOHOMETHIIOBBIN 3QUp MPOMUICHIIMKONSA. PacTBOpuTEeM mpearnod-
TUTENBHO sByIsgeTCs 2-niponanoi, 6H. HCl B 2-nmponaHone iy areTOHUTpuie, 0cOOeHHO aneToHuTpuiie. HeoOsi-
3aTEIbHO, MOXKET IIPUCYTCTBOBATL TUAPUL HATPHUSL.

B naHHOM W mocienyomMX MOJNyYEHUSIX MPOAYKTHI PEaKUUH MOTYT OBITh BBIAEIEHBI M3 PEaKLIMOHHOM
CMECH U, €CITU HEOOXOMMO, JTajiee OYHIIEHBI TI0 METOaM, OOBIYHO U3BECTHBIM B JJaHHOW 00JIaCTH, TAKUMH Kak,
HaTpuMep, SKCTPAKIIHSA, KpI/ICTaJ'IJ'[I/BaIII/IH JACTHJUISIIHS, pacmpaHHe U XpoMatorpaQus.

Coemunenns dopmyist (I), rae R’ npeacrasmser coboit R, npeacrapmsromuii MOHOHI/IKIII/I‘{GCKYIO ou-
LUKITMYECKYI0 WIH TPULMKINIECKYIO apOMATHUYECKYIO CHCTEMy KOJell, IpudeM yKasauHbli R’ npeacrasnen R7
1 yKa3aHHBIC COeNMHEHMUS MPEACTaBIeHEI (popMyoii (I-a), MOTYT OBITh TOYYEHBI B3aNMOICHCTBHEM MTPOMEXKY-
touHoro coenuHeHust popmymnsl (IV), rme W, mpencrasisier co0oi MOAXOIAIIYIO yIAIEMYIO TPYIITY, TaKyIO
KaK, HallpuMep, TaJIOTeH, TUAPOKCH, TPUQIAT, TO3MWIAT, THOMETHI, METWICYIb(OOHUI, TPUPTOPMETHUICYITH(PO-
HUJI ¥ TOMY TI0J0OHOE, ¢ IPOMEXYTOUHBIM npoaykToM dopmyisl (V), rae R* npeacrasiser coboit GopoHar uin
Tpu(C,_4aTKWIT)CTaHHAH, TAKOH KaK TPHOYTHIICTaHHAH, B MIPUCYTCTBUH MOAXOSIIET0 KaTaTu3aTopa, TAKOTo KakK,
Hampumep, nauiaguirerpakuc(TpupeHnapochuH), MOIXOMIMICH COIH, TAKOW KaK, HAIPUMEp, JUHATPUHKAPOO-
Hat, nukanuiikapooHat u Cs,COs, U MOIXOAS[IICTO PACTBOPHUTEINS, TAKOTO KaK, HAPUMED, TUOKCAH, JUMETHIIO-
BBIiT 3Up, TONYON MM CMech CHHPT/BOAa, Hampumep, MeOH/H,0. R mMoxer Takke mpencTaBisTh ranore,
TakoW Kak, Hampumep, OpoM, B JIaHHOM cllyyae B3auMOJIEWCTBHE MPOBOAAT B mpucyrcteuu 4,4,4'4'5,5,5'5'-
okTameTni-2,2'"-nu-1,3,2-nrokcaboponana.

Ve It 7 ®), B- f-\ X 1\4 ®>,
5? LI}\’)XI l H/ ? \',‘a3 + RE—p2 —>» z Iﬁ/ > a3
L a1=

bl 2N l==,2 b3=|=b‘ %

®m
V)
v (-a)

Coenunenns ¢opmynsl (I), rae R® npencrasmsier coboit R, mpexcrapmsomii MOHOIIMKIINYECKYT0, OH-
IMKIIMYECKYI0 WM TPHIMKIMIECKYIO HACHIIIEHHYIO CHCTeMy Kouer, npudem R’ mpencrasnen R u ykasaHubie
coelMHeHus npeacraieHsl popMyioi (I-b), MoryT ObITH MOSTydEeHBI B3aUMO/ICHCTBUEM MPOMEKYTOUHOTO CO-
enuHenus Gopmyisl (IV) ¢ mpomexyTtounsim coequnerrem dopmyst (VI).
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1 1
Nt R T X T et B
P Y" | r\/ (r—y,ﬁ RE-g —> ¢ -\ Y (r_%\aa
'\ = ] b3:[-b4 =N ke g
b3=|=b4 a—a g a—a
R Vi

v (b)

Coenuuenns dpopmyisi (1), rae R npencrasiser co6oii C,_¢ankui, 3aMeleH bl uaHo, mprueM R’ npe-
craBieH C_qankmn-CN 1 yKka3aHHBIE COeAMHEHHS TpeacTaBieHbl Gpopmyioii (I-c), MOTyT OBITh MONyYeHBI B3au-
MoJieiicTBHeM mpoMexyTodHoro coenuaeHus Gopmyisr (VII), roe W3 mpencrasnser co0oi OOXOIAIIYIO yaa-
JSIEMYIO TPYIINY, TaKyl0 Kak, HalpUMep, IaJoreH, HalIpuMep XJIOp, C MOIXOIIIEH NHaHWAHOW COJbBIO, TAKOH
Kak, HallpuMep, IUaHWI HATPUS WM LUAHHU] Kallks, B IPUCYTCTBUHU MOJXOSIIETO PACTBOPUTENS, TAKOTO Kak,
Hanpumep, N,N-1uMeTundopmMaMu WId JUMETHICYIb(QOKCH.

W3 Rl 1
Cl-Ga.nxun "

'Gam‘ n N a:’ (R2)n LMaHMRHass Conkb - (R')n

FE/ “‘ 3 U ‘

I I

1 2 3- —b4 o 2

b?ﬂl—b4 a b l
m
Vi) (1-0)

Coemuuenus dopmynst (I), tne R® mpencrasmser coboit Cygamkmn, 3amemennpii R’; NR'R' wmm C4
AIKWIOKCH, HeoOs3aTenbHo 3amementsii CN, R7 wiu NR‘)RIO, mpuyeM yKa3aHHBIN R’ npencTaBisieT coboit Cy g
ankmin-Q, rae Q mpencraBisieT coboit R7; NR°R" wnu C,_sankunokcu, Heobs3arensro 3amemennbii CN, R7 win
NR’R', u ykasanHble coeqmHenns npejactapienbl hopmyioii (I-d), MOryT GBITH HONyUEHbI B3aHMOICHCTBHEM
MpOMeXyTOUHOro npoaykra popmyssl (VII) ¢ mpomexxytounsiM npoaykToMm dopmyssl (VIII), Heobs3aTensHoO, B
MPUCYTCTBUH MOIXOMSAMICH CONM, TaKOW Kak, HapHUMep, OUKATUiKapOOHAT, TUAHWI Kalus, WOIWA Kaius, U
MOIXOAAIIETO PACTBOPUTENS, TAKOTO KaK, HATIPHIMED, allETOHUTPHIL.

W3 l ? 1

Cl-san (Rz) -6am(m1 (Rz)
Y X‘U ‘ + o —> "\ U é
b3‘|"’b“ al- - bs'l"b‘ a‘=a2

Coemunenns popmynsl (I), rme R’ mpencrasmser co6oit -C(=N-O-R*)-C,_jankun, npuueM coequHeHHs
npencrasieHsl Gopmyioi (I-e), MOryT OBITh TOITYYeHBI B3aUMOACHCTBHEM IPOMEXYTOYHOTO COeTuHEHUs (pop-
myasl (IX) ¢ mpoMexyTOIHBIM MPOAYKTOM (opMyItsl (X) B IPUCYTCTBHH HMOJXOMAIIETO PACTBOPHUTENS, TAKOTO
KakK CIIUPT, HAIIPUMEP 3TaHOJI.

C1-4anxm1
C]-4am(ml R! Rl
I N
IU ‘, 3 + R¥—O—NH, —>» b\ \> I \l/ < "
3- 4 =y v> I"b“ ZN I, 7
b 0!;)‘: ®R)p
)
(1X) (o)

CoenuHeHMst (bopMynLI (I), rze R® mpexncrasisier coGoit CR®=CR®-CN, rae R® TPEICTaBIISCT co0oii Boj10-
poxn umn C_4ankun u R® npencrapnser coboit Bonopon, Cyankmn wii R7, nmpu yenosuu, uto CR°=CRC orpauu-
yeH C,.¢alKeHUIOM, IPUYEeM YKa3aHHBIE COCAMHEHHS MPEACTaBJICHBI (l)opMynon (I-f), Moryt OBITH TIOJTy4YEHBI
B3aUMO/ICHCTBUEM MIPOMEXKYTOYHOTO coefuHenus: popmyisl (XI) ¢ pearentom Burrira nin XopHepa-OMMoHca
dopmyser (XII), rre R® npeacrasisier co6oii, manpumep, (bermn)sP -Cl” wm (CH;CH,-0),P(=0)-, koTtopsiii
MOXHO paccMaTpHBaTh KaK MMOJIXOSIINHA MPEANIECTBEHHUK Gocdopriinia, B IPUCYTCTBUH TTOIXOASIICH KHCIIO-
TBI, TAKOHM Kak, HaIpuMep, TpeT-OyTOKCHA HATPUS, U TOIXO/ISIIEI0 PACTBOPUTENS, TAKOTO KaK, HallpuMep, TeT-

paruzapodypas.
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CN
R® (l)R°
' llll 2 e R
o= 4 R |
N. N. n
1. R L s Ry
) -yx I Y \ 4 + Bb R g,’ I'\\ N\ N. N 78 n
2 \) / R -—?HR . \> / %3
ZN wl=g? 3ul=t 4
bj=p? CN b=} al= a
®Yy o™

(X1) (Xt
(1)

Coenunenust popmyisl (I-f-1) n (I-f-2), nokazanHble HMXKE, MOTYT OBITh TOJIyYEHbl B3aUMOAEHCTBUEM
NpoMeXyTouHoro coenuneHus Gopmyssl (XXXIX) nnm ero noxxonseit aiinTuBHON coiu, rae Ws npeacras-
JsieT co0oi MOAXOAANLYIO YAAISIEMYIO TPYIIITY, C aKPHUJIOHHTPUIOM WIIM aKpHJIAMUAOM B MPUCYTCTBHH MOAXO-
JSIIEro Nau1aleBoro KaTaau3aTropa, MoAX0ASIEr0 OCHOBAaHHS U TTOAXOSILErO paCTBopI/ITeJm.

H N “ CHy=CH-CN
Jogenst-Yoqes

W | Y
N
EOXIX) (1)
y y  CHp=CH-C(=OJNH,
N N N,
7
OO
~
W Sy Ny
C=0)
POXIX) N, (+-2)

HOI[XOZ[HU.[I/IMI/I YaajldeMbIMU T'pylnaMu B BLIHICyKaBaHHOﬁ pCakuuu SABJIAIOTCA, HAIpUMEpP, TaJIOrcH,
TpudaaT, TO3WIAT, ME3WIAT U TOMY 10100HOe. W5 TIPEAMOUTHTEIBHO TIPEACTABIIeT COOO0M rajioreH, 6osee KoH-
KpPEeTHO Hox miu OpoMm.

Mamnanuessiid (Pd) xaTanmzaTtop MOXeT OBITh TOMOTEHHBIM Pd kaTamm3aTopom, TakuM Kak, HalpuMep,
Pd(OAc),, PdCl,, Pd(PPhs),, Pd(PPh;),Cl,, Ouc(nubeH3minIeHaeToH)Iauianid, MeTauIaliKIIaIbIa uATHO-
METHI(GCHUITIyTapaMIl U TOMY IOJ0OHOE, WM reTeporeHHsiM Pd kaTamm3aTopom, TakuM Kak, Hampumep,
najuiaguil Ha yrie, naulaguil Ha OKCUAAaX METAJJIOB, NAUIAAUM Ha HEoauTax.

[NannanueBsIid KaTaMU3aTOP MPENMOYTHTENEHO SBIISIETCS reTeporeHHsM Pd katanmsaropom, Gosee mpen-
nouTtuTenbHO naymanueM Ha yriae (Pd/C). Pd/C sensercs pereHepupyeMbiM, cTaOWIBHBIM U OTHOCHUTEIBHO He-
JIOPOTUM KaTalnu3aTopoM. ET0 MOXKHO JIETKO BBIIEIUTH ((PHILTPOBaHHMEM) U3 PEAKIIMOHHONH CMecH, Oiaromaps
YyeMy CHIDKAeTCsl pUcK mosiBiieHus ciienoB Pd B koHeuHom mpoaykre. Mcnonb3oBanue Pd/C ycrpansier Taxoke
HEOOXOAMMOCTh UCIIOJIb30BAHMS JIMTAH/IOB, TAKUX KaK, HApUMep, (GOCHHUHOBBIC JIMTAH/IbI, KOTOPBIE SIBIISIOTCS
JA0pOruMur, TOKCUYHBIMU COCANMHCHUAMU U ABJIAIOTCA 3arpA3HAIOIUMHU MTPUMECAMU CUHTC3UPOBAHHBIX IPOAYKTOB.

HOI[XOZ[HU.[I/IMI/I OCHOBAHUsIMHU B BblU.leyKaSaHHOﬁ pCaKkiuun SABJIAIOTCA, HAIPUMEP, all€TaT HATpUA, aleTar
kayust, N,N-IH3THIdTaHAMIH, THAPOKApOOHAT HATPUS, THIPOKCUI HATPUS B TOMY MOT00HOE.

[MoxxomsimuMu paCTBOPUTEIISIMU B BBINICYKa3aHHON PEaKIUH SBISIFOTCS, HApUMep, areToHuTpmi, N,N-
JTUMETHITAllCTAMA]], HOHHAS KHIKOCTh, HarpuMep, [bmim]PFy, N, N-gumerundopmamun, Boga, Terparuapody-
paH, AUMETIICYIbPOKCH, |-MeTHI-2- HI/IppOJH/I,III/IHOH ¥ TOMY II0JI06HOE.

Coenmuenns popmyunst (1), rae R’ npexcrasnser coboit CR°=CR®-CN, npuuem R° nmeer yka3aHHbIC Bbi-
mre 3uauenus 1 RS mpeacrasiser coboit NR'R'?, -C(=0)-NR’R'?, -C(=0)-C,_janxun wiu R’ u ykasanusie co-
e/IMHEeHUsI Tipe/icTaBiIeHbl Gpopmyrtoit (I-g), MOTyT OBITh IOJIyYEeHbI B3aMMOJCHCTBUEM MPOMEXYTOUYHOTO COE/IU-
HeHus Gopmynsl (XI-a) ¢ mpomexxyTodHbM poayKToM dopmyisl (XIII) B IpuCYTCTBHH MOAXOISIIETO PAcTBO-
pUTETS, TAKOTO KaK, HAIPHMEP, CHUPT U AJIKOTOJIAT, HAIPUMEP METAHOI M STAHOJIAT HATPHSL.

3 i

2 CR® }1
— Pl XN —at R
°=Tw U } G s mo %U$¢
ba- =b4 %' CN 3=t =N \ l=p?
®n
(X1-a) (i
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Coennnenns ¢popmynsl (1), rae R® npexcrasmsier co6oit CH=C(CN)-CH,-CN, mpraem yKazaHHBIE COETH-
HeHusi npejcrasieHbl Gopmynoit (I-h), MOXKHO MONMYyYUTh B3aUMOJEHCTBHEM IPOMEKYTOYHOTO Hpoaykra dop-
Myasl (XI-b) ¢ 2-0yTeHOUHUTPHUIIOM B IPUCYTCTBUH TPpUOYyTHIhOCHUHA U MOIXOMSIIIETO PACTBOPUTENS, TAKOTO
KaK, HalpuMep, TeTparuapodypas.

{ 2 2
O=C N. N. 4 R CN L' X 4 Ry
R 73 ) ) Na 73
I XTF - ped = T CF
T Z W=  NC o N R X
o
(X1-b) (I-h)

Coemunenns dopmyinst (I), rae R’ npencrasnster coGoit CH=C(CN),, npuueM yKazaHHbIE COSIHHEHHS
npenctaBieHsl Gopmynoit (I-h'), MOTyT OBITh MOTyYeHBI B3aUMOJEHCTBHEM IIPOMEKYTOIHOTO TIPOIYKTa (hopMy-
a6l (XI-b) ¢ NpONaHIUHUTPUIIOM B MPUCYTCTBUU TOAXOMASAIIEIO OCHOBAHMUS, TAKOTO KaK, HATIPHUMED, MTUIECPUANH
Y MTOJIXOJIAIIET0 PACTBOPUTEIISI, TAKOTO KAK, HAIIPHUMED, CITUPT, HATPUMEDP ITAHOI U TOMY MOI00HOE.

NG N
H Rr! ﬁ Rl
O l N I!I 4 (Rz)n fﬂ ' 4 (R2)
n
e T g NSNS
hd & a CH. l\ ‘ Q a
B D, ==t N A ot _N Ny
i i ® )
®m
(XI-b) (-h)

Coenunenus Gopmyisr (1), roe R’ npencrasisier coboit CHOH-CH,-CN, npuuem yka3aHHbIC COCTUHCHUS
npezacTaBieHsl Gopmynoit (I-1), MOXHO MOJIYYNTH B3aMMOJECHUCTBHEM IPOMEKYTOYHOTO IMPOAYKTa (hopMyIibl
(XI-b) ¢ CH3-CN B npHCYTCTBHH ITOJXOJISIIETO TIPOTOH-OTBOJISIIETO areHTa, Takoro Kak, Harpumep, Oy THILIH-
THH, B IPUCYTCTBUH ITOIXOIAIIETr0 cyOcTpara Al MPOTOH-OTBOJISILETO areHTa, Harnpumep, N-(1-MeTumaTin)-2-
MPONaHAMHUHA, U B IPUCYTCTBUH MOJXO/ISILETO PACTBOPUTEINS, TAKOTO KaK, HAalPUMeEp, TeTparuipodypat.

lil R! sz .
_ | 2 OH R
o= N Ne— 8:' R . CH! | ®)
I N Y b= X N. 4
b\i?T"Xx‘—E:,L/ & + OHy—ON —> i % Y &% n
b3=|'—'b4 & W' =2’ b3:|=b4 2N =1
®m ®)m

(X1-b)
(-)

CoenuHeHus (l)OpMy.HI)I (I), tne R® mpencrasmsier coboit CR°=CRC-ranoren, rae R TPE/ICTABIISET coboi
sogopoxa win Cisankun u R® npencrasiser coboit Bogopon, C4alkuil Wi R, ¢ YCJIOBUEM, UYTO CR°=CR° or-
pannueH C, caJIeHWIOM, IIPUUEM COEAMHEHUs MpencTaBieHsl Gpopmynoit (I-), MOFyT OBITh TMOJIy4EHBI B3aHMO-
JIEWCTBHEM TIPOMEKYTOYHOTO coeanHenust Gpopmyisl (XI) ¢ perearom Burrura ninn XopHepa-OMMoHca GpopMmy-
et (XIIY), roe R® npencrapnser coGoii, nanpumep, (pernn);P -Cl” wim (CH;CH,-0),P(=0)-, KoTopslil MOXKHO
paccMarpuBaTh Kak HOAXOAALIMN NpeAIIecTBeHHUK Gocdopminia, B npucyTcTBiur nBuli u moxxonsinero pac-
TBOPHTEIIS, TAKOTO KaK, HallpUMep, TeTparuapodypas.

rano
R" Rl fliR" l
. \|/| M(R‘)n b T} i\lr—a\y ®?,
"}2,;-1 (/ S _”t}lf;;_j\‘) I,T Ny
(R
xn oan

)
CoenuHeHust (bOpMyJ'[I)I (D, rme R’ npencrapiser coboir CR= CR®-ranorew, npuueM R° uMeer 3HaueHus,
yKazaHHbIe BbIe, H RS nmpencrasiser codoit CN, NR’R', -C(=0)-NR°R'"?, -C(=0)-C_ganxun niu R, npuuem
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coeiMHeHus! npencTasieHsl Gopmynoii (I-k), MOryT OBITH MMOJTy4eHbI B3aUMOCHCTBUEM POMEIKYTOUHOTO MPO-
nykra ¢popmydsl (XI-a) ¢ mpomexxyTounsiM coequaeHueM popmyisl (XIII-a) B mpucyTcTBUE peareHTa XopHepa-
DMMOHca, Takoro kak, Hampumep, (CH3;CH,-O),P(=0)-Cl, nBuLi, 1,1,1-tpuMeTni-N-(TpUMETHICHIIII)CHITaH-
aMHHA, ¥ ITOIXOSIIETO PACTBOPUTEIS], TAKOTO KaK, HAIPUMEP, TeTparuapodypaH.

rano

RC 1 ?.—'Rc. 1
®R2 CR®
R, pfq 4 ®BY,
y‘:
"U + H2c|:—R° — b\a- ; U .\3
rano b |"b
- (Xir)
(X1-a) (k)

Coemunenns popmynsl (I), rae R’ npexncrasnser co6oii CH=C(Br),, nmpuueM yKa3aHHbIE COCIMHEHHS
npencrasieHsl popmynoit (I-1), MOryT OBITh MOTyYeHBI B3aMMOICHCTBHEM MTPOMEKYTOUHOTO MPOAYKTa hopMy-
ab1 (XVIII) ¢ CBry B npucyTCTBUM MOAXOSIICH CONM B KQUeCTBE KaTann3aTopa, Takol kak, Hanpumep, (CuCl),,
1 B MMIPUCYTCTBUU MOAXOAAIICTO OCHOBAHUA, TAKOT'O KaK, HAIpUMED, NH3, " DoAXo4dA1ero paCTBOpUTEIiA, TaKo-
o KaK, HalpuMmep, IUMETUICYIbPOKCH]L.

?r

/NHZ
' 1

4 ®Y, | 4

% *X N 3
/— I-\ ‘_U \<\ ‘;33 + CBI’4 U %
b3'|=b4 \ =y 2 b3-|—b4 ~ZN 2
® )

(XVIlly )

Coenunenust ¢popmyisl (I-m) MoryT OBITH MOJTydEHBI B3aMMOJICHCTBHEM IPOMEXKYTOYHOTO COEIUHEHHS
thopmymsl (XIV) ¢ C1,C=S B npuCyTCTBUN MOAXOSIIETO PACTBOPHUTEIIS, TAKOTO KaK, HAIPUMED, THOKCAH.

H
NE—NH, 1i.' . 57;:\}: R!
N, /,—-Q\‘ R (\r i N
O A~y

al=a’

7, !

Xv)
(l-m)

Coenunenus ¢popmynsl (I-n) MOTYyT OBITh TIOTYYEHBI B3aUMOJEHCTBHEM MTPOMEKYTOUHOTO MPOIYKTa Bop-
Myasl (XV) ¢ IPOMEXyTOUYHBIM TPOIyKTOM (Gopmynbl (XVI) B mpUCYTCTBUM MOAXOISIIETO PACTBOPHUTEINA, Ta-
KOT'0 KaK, HallpuMep, CIIUPT WK aJKOTOJIAT, HAPUMEP STaHOJA WX METAHOJISTA HATPHUSL.

/Na(\u/
2N\

?-CX'GH"K“" R!

l 2 OH
o=cC 4 Ry N~ (ﬁ/ N 4 RY,
})’ |'> U N\I;—g‘..a \ 7S T3,
b\3. \> Ql zl N\)\ NH, l:}::tl"b) ' I Qa‘-'—"az’a
iy e

xv) Xvi) (n)

Coenunenns dpopmyssl (I) , roe R’ npeacTapisier co0oi C,.¢alIKeHWI, 3aMEIICHHBIH C(=O)NR9R10 U, He-
00513aTeJIbHO, TOTIOJIHUTEIBHO 3aMEIICHHBINA IHAHO, MPUYEM YKa3aHHBIC COCTUHCHUS MPEICTaBICHBI (HopMyIon
(I-0), rme C,¢ankeHmn' mpencrabisieT coboit C, ¢amKeHII, Heo0s3aTeNbHO, 3aMEIICHHBINA IIHaHO, MOTYT OBITh
MOJTYYCHBI B3aMMOJICHCTBHEM IPOMEXKYTOYHOTO mpoaykra Gopmyisl (XXIX) ¢ mpoMeXyTOYHBIM MPOAYKTOM
tdhopmynsl (XXX) B MPUCYTCTBAN THIPOKCUOCH30TPHA30Ia H STHIIMMETHIAMUHOIPOITHIKAPOOJUAMUIA 1 IO~
XOJSIIIIETO PACTBOPHUTENS, TAKOTO KaK, HAIIPUMEDP, METHIICHXJIOPUA WK TeTparuapodypaH, U, HeoO0A3aTeIBHO, B
MPUCYTCTBUH OAXOSIIETO OCHOBAHUS, TAKOTO Kak, Hanpumep, N,N-mmTimsranamue, NH,OH 1 Tomy mogo6HOE.
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NRORI
0=C
OCH 1 c o
C2-6anxeum1 N ,__\4 ®Y, b Z'GMKeH"-ﬂ I!J — ®,
—IL\F Q % +  NHRR'Y——> 2’ UT“’&‘
b3'|"b4 2 b3‘ -b4 \ I=x.2
®9)n
(XX1X) OXX)
(I-0)

Coemunenns dopmyist (I), rae R® npeacrasmnser co6oit -C(=0)NR"N' wm -C(=0)NHR ", npuuem yka-
3aHHBIE coenuHeHHs mnpenctaBieHbl Gopmymoi (I-p-1) u (I-p-2), MOryT OBITH HONYYEHBI B3aMMOAEHUCTBHEM
npomexyTouHoro coenuHerns (XXXI) ¢ mpomexxyTodHbiM coeanHeHreM popmyisl (XXXII-1) mmu (XXXII-2)
B [IPUCYTCTBUH THMAPOKCHOCH30TPHA30JIa H STHIIMMETHIAMHIHOIPOIMIKApOOANMMUIA M TIOIXOSIIEr0 pacTBo-
PHTENSL, TAaKOrO KakK, HalpHMep, METHICHXJIOPHA WM TeTparuapodypaH, H, HeoOA3aTeNbHO, B IPHUCYTCTBHU
TIOJIXO/ISIIETO OCHOBAHMS, TAKOTO KaK, Hanpumep, N,N-IM3TUIId TaHAMHUH.

NRURM4
1 | .

COOH i . @, 0=1-f II{ &
1 73 4 n
b‘; !-\\\> IU } ‘l‘a3 + NR13R14 > b\é,b %xlﬁr%—;\“a?
\ & u'=a* 4 N — 3
b3:l=b4 b%=b F /=0’
® ®n
(OO OXXI1-1)
(l-p-1)
NHR'
l 0=| 1
COOH ®2), f \‘ . @,
‘U “a3 e /x IU ?4
ba-l—bd 1— : b -l=b4 AN al=a{
® ®n

(-p-2)

Coenunenust popmynsr (I), roe R’ mpexncrasmsier coboit CH=N-NH-C(=0)-R'¢, mpruem yKa3aHHBIE CO-
eanHeHMs npencrasieHsl Gopmymnon (I-q), MOTyT OBITH MONTydeHB! B3aMMOACHCTBHEM HPOMEXYTOYHOTO IPO-
nykra (XI-b) ¢ mpomexyTouHbiM npoaykroM (opmysibl (XXXIII) B npucyTCTBHM MOIXOSILETO PACTBOPHUTEIS,
TaKOTO KaK, HAllPUMEP, METHIICHXJIOPH] M CITUPT, HAIIPUMEP METaHOJI, TAHOJI U TOMY MOJ00HOE.

=0
1 N—NH 1
Z R
o= N M ot l-l/x N D ¢ &,
PR 06+ mem i ST K
"\3’ _ 4) ZN al=a2, CI:____ o b3"|'b“ =N a]——{
& b
(XI-b) (XXX (-q)

Coemunenns popmynst (I), rae R mpencrasmser co6oit N(CHj),, mpiueM COGIMHEHHs MPEICTABICHbI
¢opmyioit (I-r), MOTYT OBITH TOJyYEHBI BOCCTAHOBUTEIBEHBIM METHIMPOBAHUEM IPOMEKYTOYHOTO COEIUHEHHS
dhopmynsl (XXXIV) dpopmanpaernaioM B NPUCYTCTBHH IMOAXOISIIETO KaTalM3aToOpa, TAKOTO KakK, HampuMmep,
MOJIXOISIIAsE KUCIIOTA, T.€. YKCYCHAsl KUCJIOTa U TOMY MMO00HOe, Naju1ainii Ha yriie, HUKeIbh PeHes, U B IIpHUCyT-
CTBHH MOJXO/ISIIIIET0 BOCCTAHABIMBAIOIIETO areHTa, TAKOro Kak, HampuMmep, [UaHo0oporuapu HaTpus win Hy,
Y TTOJIXOJISIILIETO PACTBOPUTEIIS, TAKOTO KaK, HAIPUMED, alleTOHUTPHIL.
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1 1
N(CHj),
NH, N i i -| o (Rz).,
b; .|=b4 ~ZN a1=32 b3‘|—b4 2’
(R‘t)m (R )m

(XXXIV) )

Coenuuenns popmyisi (I), rae R? npencrasiser co6oii muppostu, IpHyeM yKa3aHHbIE COEIMHEHHS MPe/l-
ctaBieHsl Gopmyioit (I-s), MOTyT OBITH TOTYYICHBI B3aUMOJICHCTBAEM MTPOMEKYTOUHOTO COSAMHEHUS (hOPMYJIBI
(XXXIV) ¢ 2,5-numeTokcuTeTparuapo@ypaHoM B MPUCYTCTBHU MOAXOAIMICH KUCIOTHL, TAKOH Kak, HalpuUMep,

YKCYCHAsI KUCJIOTA.
R’ {/ \&
( 2) R!

N ) 5
‘ Pl X1 Ny Nt KD
CH oC, 4 N B\
”U R O e R A DRSS
a —— bs;,=b4 =ZN RN

®*m

(OXIV)
(i-s)

Coenunenus Gopmyiet (1), rae R’ npexacrasiser coboit CH=CH-R’, npuuem ykaszaHHbIe COGIMHEHHS
npezacTaBiaeHsl Gopmyioit (I-t), MOTYT OBITH MOJTyYeHBI B3aUMOJICHCTBHEM ITPOMEXYTOUHOTO coeanHeHus (op-
Mysbl (XXXV) (Ph obo3navaer ¢eHmI) ¢ MpOMEXyTOUHBIM NpoxykroM (opmynsl (XXXVI) B mpucyrcrun
nBuLi 1 moxxonsmero pacTBOpUTENs, TAKOTO KaK, HAIPHUMED, TeTparHﬂp(_;q)ypaH.

4 (Rz) fH 2
;,»l-lgxl NS AR T S
XL L oo DT R
2 =a b l b4 =N
® R
(XXXV) (XXXVI)
(-

Coenunenus ¢opmyiasl (I) MoryT ObITH Hajnee moiydeHsl mpeoOpa3zoBaHHeM coenuHeHui ¢dopmyisl (1)
JpYT B JIpyra B COOTBETCTBHY C U3BECTHBIMH B JAHHOW 00JIaCTH peakIMsIMU ITpeoOpa3oBaHust IPYIII.

Coenunenns Gopmyisl (I) MoryT ObITH TIpeoOpa30BaHBl B COOTBETCTBYIOMKE (HOpMBI N-OKCHIOB IO H3-
BECTHBIM B JIaHHO# 00JacTH MpoleAypaM Ui peoOpa3oBaHKs TPEXBAJICHTHOTO a30Ta B ero N-okcuanyto dop-
My. YKa3aHHYIO peakiuio N-OKUCICHUS! O0BIYHO ITPOBOASAT B3aUMO/ICHCTBUEM MCXOJHOTO MaTepuaia (Ghopmyibl
() ¢ moAXOAAIINM OPraHUYECKUM MIIM HEOPraHUYECKUM MepOKCUIoM. [loaxoasiire HeopraHuueckue nepoKCH-
JIbl BKITIOYAIOT, HANPUMEp, HMEPOKCH]I BOAOPO/A, MEPOKCHIbI LIETOYHBIX METAUIOB WM LIEIO0YHO-3EMENbHBIX
METaJJIOB, HANpUMEp MEPOKCHI HATPUs, MEPOKCHJ KajHs; MOIXOJIHE OPraHMYeCKHUe MEePOKCHIbI MOTYT
BKJIFOUaTh MEPOKCUKHUCIIOTHI, TAKUE KaK, Harpumep, OEH30IIepOKCUKapOoBast KMCIIOTa WM rajloreH3aMeleHHas
OeH30JIIIepOKCHKapOOHOBasT KHCIOTa, HApUMEpP 3-XJIOpOEH30JIePOKCUKapOOHOBasl KUCIIOTA, IIEPOKCOAKAHO-
BbI€ KHCJIOTBI, HalpUMep IEPOKCOYKCYCHYIO KHUCJIOTY, aJKWITHIPOIEPOKCHIbI, HAlpUMep TpeT-OyTui-
rugpornepokcu. [ToaxoasmumMn pacTBOPUTENSIMY SIBIISIFOTCS, HAIPUMED, BOJIa, HU3ILIHE CIIUPTHI, HAIIPHIMED 3Ta-
HOJI U TOMY NOJIOOHOE, YIJIEBOJIOPOABI, HAPUMEpP TOJIYOJ, KETOHbI, HalpuMep 2-0yTaHOH, rajlor€HUPOBAaHHbIC
YIJIEBOJOPO/IBI, HAIPUMED JUXJIOPMETaH, U CMECH TaKHX PacTBOPUTEIIEH.

Hanpuwmep, coemmnenne dpopmyisi (1), rie R npencrasiser co6oil MHaHo, MOXKET GbITH MPE0OPA3OBAHO B
coeunenne dopmyist (I), rae R’ npeacrapmser coboit amunokapGorm, B3anmozeiicteiuem ¢ HCOOH B mpu-
CYTCTBHH ITOAXOJSIIEH KHUCIOTHI, TAKOH KakK XJIOPUCTO-BogopoaHas kuciota. Coegunenne Gpopmynsr (1), rae R3
npejcTaBisier co0Ol MaHO, MOXKET OBITh Takxke jaainee mpeobpazoBaHo B coeauHenue dopmyisl (1), Tae R’
Ipe/CTaBsieT co00i TeTpa3oimil, B3aUMOJICHCTBUEM C a3UJIOM HATPHs B MPUCYTCTBUH XJIOPUIA ATIOMHHUS H
N,N-gumernnaneTamMuaa.

Coemunenns popmyisi (I), rae R® npencrapmsier coGoii aMHHOKapOGOHHI, MOTYT GbITh MPEOOPA3OBAHBI B
coexuuenne Gopmyisi (I), rae R? npeacrasiser co6oit HaHo, B IPUCYTCTBHH MOAXOSIIErO JCTHAPATHPYOLIe-
ro areHTa. Jlernaparanus MOXXeT ObITh IPOBEJCHA I10 METOINKAM, XOPOLIO U3BECTHBIM CIIELUAINCTaM B JIaHHOM
o0JiacTu, TaKMM KaK METOIMKH, onucaHHble B myonukanuy "Comprehensive Organic Transformations. A guide
to functional group preparations" by Richard C. Larock, John Wiley and Sons, Inc, 1999, p. 1983-1985, koTopas
BKJIFOUCHA 3/IeCh B KaueCTBE CCBHUIKH. B yKa3aHHOHM CCHUIKE NEpEeyHCIICHBl pa3lInuHble MOAXOIIIINE PETeHTHI,
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TaKW€ KakK, HalpuMmep, SOClz, HOSOzNHz, ClSOzNCO, MCOZCNSOZNEt3, PhSOzCl, TSCI, ons,
(Ph3PO;SCF3)O3SCF3, momudocharaeiii adup, (EtO),POP(OEt),, (EtO);PI,, 2-xmop-1,3,2-nuokcadocdoran,
2,2, 2-tpuxiop-2,2-muruapo-1,3,2-muokcadocdomnan, POCIl;, PPh;, P(NCl,);, P(NEt);, COCl,, NaCl[AICI;,
CICOCOCI, CICO,Me, Cl;CCOCI, (CF3;C0),0, ClI;CN=CCl,, 2,4,6-tpuxiop-1,3,5-rpuazun, NaCl[AICl;,
HN(SiMe,);, N(SiMe,)4, LiAIH4 1 ToMy mmomoOHOe. Bee peareHTsI, nepednciIeHHbIe B yKa3aHHOHN My OINKaIug,
BKITIOYCHBI 3/1€Ch B KAUECTBE CCBHUIKH.

Coemunenns popmyisi (I), rae R® npenacrapmser co6oii Co ¢alIKEHHI, MOKET OBITH IPEOOPAa3OBAHO B CO-
enunenue gopmyisl (I), rae R’ mpeacrasnsier co6oit C;_galiknil, BOCCTAHOBJICHUEM B ITPUCYTCTBUH MOJIXOsIIIE-
r'0 BOCCTaHABJIMBAIOILETO areHTa, TAaKoro Kak, Harpumep, H,, B IPUCYTCTBHUYU MOIXOIAIIET0 KaTalu3aropa, Tako-
ro Kak, HampuMmep, NaJUIaJuil Ha yriie, ¥ B MPUCYTCTBUH MOAXOSIIETO PACTBOPUTEIIS, TAKOTO KaK, HAIIPHMeEp,
CIHUPT, HAPUMEP METaHOIL.

Coenuuenus popmyisi (I), rie R® npencrasnser co6oit CH(OH)-R'®, Moxer GbITh npeoGpa3oBaHo B co-
emunenne popmyisi (1), rae R’ npencrasnser coboit C(=0)-R'®, B3anmoneiictreM ¢ pearentoM JKOHCA B IIPH-
CYTCTBHH MOIXOASIIETO PACTBOPUTEIS, TAKOTO KaK, HAIIpUMep, 2-TIPOTIaHOH.

Coenunenne popmyisr (1), rae R® mpexncraBmsier coGoii C(=0)-CH,-R'®, rae R'* mpencrasmsier coboit
[[MAaHO WIM aMHHOKapOOHWII, MOXKET ObITh mpeoOpa3zoBaHo B coequneHue (opmyisl (I), rue R’ npexcrapmsier
co6oit C(C1)=CH-R'®, Bzaumoneiictuem ¢ POCl;.

Coemunenns dopmyinsi (1), rae R? mpencrasiser co6oif MOHOLMKIHYCCKHIT, GHIMKITAYECKHIT HIH TPUIHK-
JIMYECKUI HACBHINICHHBIH, YaCTUYHO HACBHIIEHHBIA WM apOMaTHYEeCKUil KapOOLMKI WM MOHOLMKINYECKHH,
OMIMKIMYECKUNA WU TPUIMKINYECKUN HACBHIIIEHHBIM, YaCTUYHO HACBHIIIEHHBIA WM apOMaTHYECKHI TeTepo-
LMK, 3aMEIEHHBIH (JOPMHIOM, MOIYT ObITh peobpa3oBaHsl B coenunenns popmyisi (1), rae R npencrasnser
€000 MOHOIIMKIUYECKUH, OUIMKINICCKAN WU TPUIMKINICCKAN HACHIICHHBIA, YaCTUYHO HACBHINICHHBIA WIIN
apoMaTHIeCKuid KapOOIHMKIT MITM MOHOIMKIMYSCKUH, OMIIMKITNYECKUH WITH TPUIMKINISCKAN HACKHIICHHBIH, Yac-
TUYHO HACBHIICHHBIA WU apOMATHYECKUI TEeTePOIUKI, 3aMEIICHHBIA CH(:N—O-Rg), B3aMMOJIEHCTBUEM C
NH,OR® B IpHCYTCTBHY MOIXOSAIIEr0 OCHOBAHHS, TAKOTO KAK, HAIPHUMEP, THAPOKCH HATPHS, U MOAXO/IAIETO
pacTBOpPHUTENs, TAKOTO KaK, HAIPUMEp, CIIUPT, HAIIpUMeEp 3TaHOI U ToMy nogooHoe. Coenuaenus gopmymsr (1),
rneI{3npen0TaBnﬂerco6oﬁ MOHOIUKJINYECKUH, OUITMKITMUECKAN W TPULMKIMYECKUN HACHIIIEHHbIN, YacTH-
HO HACBHIMICHHBIN MM apOMaTHYECKUI KapOOIMKI WIM MOHOIMKINYECKUH, OUIHMKINIECKUN WIIN TPUITHKIIATE-
CKHil HACBHIIICHHBIH, YaCTHYHO HACHIICHHEIA MM apoOMaTHYCCKHil retepoumki, 3amemennsii CH(=N-O-R®),
MOTYT GBITH TpeoOpasoBanbl B coenunenne Gopmyist (1), rae R? npencrapmser co60if MOHOIMKIHYECKHH, O1-
MUKITHYCCKUA WM TPUIMKINYCCKUN HACBIIICHHBIA, YACTUYHO HACBHIIICHHBIA WM apOMATHUYCCKUI KapOOIMKII
WM MOHOIMKINYECKHUM, OWIUKINYECKUH WM TPUIMKINYECKUNA HACBHIINICHHBIN, YaCTUYHO HACBHIIIEHHBIH WU
apoMaTH4YeCKuil rereponuki, 3amenieHnnslii CN, B3aumopeiicTBueM ¢ KapOOANUMHUIOM B MPHUCYTCTBUU ITOIXO-
JISIIIETO PACTBOPHUTEIIS, TAKOTO KaK, HAIIPUMED, TETParuapodypaH.

Coemunenns popmyinsi (I), re R* npeacrasiser co6oit HUTPO, MOTYT GBITH PEOOPA3OBAHBI B COSTMHEHHE
dopmysi (1), Tne R* mpencraiser co6oii aMHHO, B PHCYTCTBHH TOAXO/IAIEr0 BOCCTAHABIMBAIONIETO areHTa,
TaKOTO Kak, Hampumep, Hy, B PUCYTCTBUH IMOAXOSIIET0 KaTaln3aTopa, TAKOTO Kak, HalpuMep, HUKeIs PeHes,
U B IPUCYTCTBUH MOAXOSIIET0 PACTBOPUTEIIS, TAKOTO KaK, HAIPUMED, CIIMPT, HATPHMEP METAHOJL.

Coemunenns popmyisi (1), rae R' npencrasiser co6oit BOIOPO, MOIYT GbITh IPEOOGPAa30BAHbI B COSIMHE-
uue popmyins (I), rie R' npencrapnser co6oit Cy¢anKu, B3aMMOAEHCTBHEM C TOAXOAIIMM ANKHIMPYHOIIEM
ar€cHTOM, TaKMM Kak, Halpumep, ﬁOﬂ-Cl_éaﬂKHﬂ, B MPUCYTCTBUM MOAXOAAIICTO OCHOBAHUA, TAKOT'O KaK, HaIllpU-
Mep, THAPUJ HATPUS, U TTOJXOJISILET0 PACTBOPUTEINIS, TAKOTO KaK, HAallpUMeEp, TeTparuapodypat.

Hexoropsie coenunenus Gpopmyssl (1) 1 HEKOTOpBIE TPOMEKYTOYHBIE COSJMHEHHSI B HACTOSIIEM H300pe-
TEHUU MOTYT COZEPXaTh aCHMMETPUYHBINA aTOM yriiepoja. UNCThle cTepeoXUMHYECKH H30MEpHBIE (DOPMBI yKa-
3aHHBIX COCAMHCHWHA W YKa3aHHBIX MPOMEXYTOUYHBIX COCTUHEHUN MOTYT OBITh MOJYYCHHI C MPUMEHCHHUEM XO-
POIIIO M3BECTHBIX Ipoueayp. Hanpumep, rnactepeon3zoMepsl MOTYT OBITh pas/iesieHbl (PU3NUECKHMU CrIoco0amHy,
TaKAMHU KaK CeJeKTHBHAS KPHCTAIDIM3ALUS WIA XpoMaTorpaduieckue METOANKH, HAIpHUMep, IPOTUBOTOYHBIM
pacripeneneHueM, KUIKOCTHON xpomarorpadueil 1 TogoOHBIME METOJaMH. JDHAHTHOMEPHI MOTYT OBITh IOIY-
YEeHBI U3 PalleMHYECKIX CMecel CHavaja mpeoOpa3oBaHHWEM YKa3aHHBIX PAlEMUYECKHX CMECEH ITOIXOISIIUMH
Pa3meNAIOMKUMH U30MEPHl areHTaMH, TAKUMH KaK, HallpuMep, XUPATbHBIE KUCIOTHI, B CMECH THACTEPEOMEPHBIX
COJIEH WM COeNMHEHMH; 3aTeM pa3felieHHeM (U3NYIEeCKUM CIOCOOOM yKa3aHHBIX CMECed IHacTepeOMEpHBIX
coJiell MM COeNWHEHWH, HApUMEp CEJIEKTUBHOW KPUCTAJUTM3AIMEH, WIH XpoMaTorpaguueckuMu crocodbamu,
HATPUMEp KUIKOCTHON XpoMaTorpaduei u mogo0HbIMH ClIOCO0aMH, U, HAKOHEII, TPeo0pa30BaHHEeM yKa3aHHBIX
pa3ielieHHBIX JHAaCTEPEOMEPHBIX COJEeH WM COeIUHEHHH B COOTBETCTBYIOLIME SHAHTHOMEPHI. UUCThIE cTepeo-
XMMHUYECKH U30MEpHbIE (POPMBI MOT'YT OBITh MOJYYEHBI TAK)KE U3 YHCTBIX CTEPEOXMMHUUECKH M30MEPHBIX (hopM
MOJXO/SIIMX MTPOMEKYTOUHBIX COEIMHEHHS M MCXOIHBIX MaTE€pPHUAIOB, TIPH YCIOBHH, YTO PEAKIMH Ipeodpaso-
BaHMS IPOUCXOJIAT CTEPeoCHennPHUECKH.

AJBTepHATUBHBIN CIIOCO0 pa3leNeHus SHAaHTHOMEPHBIX (opM coenuHeHur Gopmydsl (1) 1 mpomexyTou-
HBIX COCIMHEHHH BKJIIOYAET KUAKOCTHYIO XPOMATOTPa(HI0, B YaCTHOCTH XHUIKOCTHYIO XpoMmarorpaduio ¢ uc-
MOJIF30BAHNEM XUPATBHOH CTAIIMOHAPHOHN (a3Hl.
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HekoTtopble U3 MpOMEKYTOYHBIX IPOMYKTOB M MCXOJHBIX MAaTEPUANIOB SABISIOTCS U3BECTHBIMHM COEIMHE-
HUSIMH U MOTYT OBITh KOMMEPYECKH JOCTYIMHBIMU MJIM MOTYT OBITH HOJIyYCHbI U3BECTHBIMH B JJAHHOW 001acTH
HpolefypaMy WM HEKOTOphIe coeluHeHus ¢popmyisl (1) mim onucaHHbIe IPOMEXYTOUHBIE COSIMHEHUS MOTYT
OBITB TOJTyUYEHBI 10 TpoLeypaM, onucanubiM B WO 99/50250 i WO 00/27825.

[Tpomexyrounble poaykThl opmyiisl (II) MOryT OBITH TOJyYeHBI B3aMMOJECHCTBHEM MPOMEXYTOUHOTO
npoxykra ¢opmyusl (XVII) ¢ BBogsumM yaansemyto rpymy arearoM Gopmyssl (XIX), rne W npencrasisier
co0oit ynansemyro rpyniy 1 R mpezacraBnsier co0oii OCTanbHYIO 9acTh BBOASAILIETO YXOJIIYIO TPYIITy areHra,
TaKoro Kak, Harpumep, POCl;.

1 1
) 2
HO(__ NN 3¢ Win NP3t B
[T %+ wn— U}/S
N al=a? l #N =42
Xvil) (XIX)

)

[Mpomexyrounsle mpoxykTsl popmydsl (1), rne X, nmpeacrasnser coboit NH, npuuem yka3zaHHbIe IpoMe-
JKYTOYHBIE ITPOMYKTHI TpescTaBieHsl Gopmynoii (111-a), MoryT OBITH HOMyUYEHBI U3 MTPOMEKYTOUHOTO MPOIYKTa
¢dopmyiel (XX) B npucyrerBun ZnCl, U B IPUCYTCTBHUU MOJIXOJSIIET0 PaCTBOPUTENS, TAKOTO KakK, Harpumep,
CIHPT, HAPHUMEP HTAHOL.

R3 1|z3
Py Py e,
b% \> N— — ¥ \)
bt b

®m Ry

(XX) (-a)

[pomexytounsie mpoaykTsl (I1I'-a), kak mMOKa3aHO HIDKE, MOTYT OBITH MOyYEHBI U3 MTPOMEKYTOIHOTO CO-
emunenns Gopmyist (XX), rae R’ npencrapmser coboit Cs.qankenn, 3amenteHHsii CN, mpHueM yKa3aHHbIH
MPOMEKYTOUHBIA TPOIYKT IpeAcTaBieH Gpopmynoit (XX-a), B mpucyrcTBun ZnCly ¥ B IPUCYTCTBUH MOIXOMAS-
mero C_jankun-OH, Takoro kak, HalpuMep, 3TaHOJI.

[0}
CN él-—o——cl-,;anxm
l_(;}l.6anxenun Pl—(;:-z;Gﬂ;I;:HMn
0 g R
b3:l:b4 b}=p
(R4)m (4)m
(XX-a) (Ir-a)

[Mpomexyrounsie coeaunenus (111-b-1) u (I1I-b-2), xak moka3aHo HHXKE, MOTYT OBITh TIOJyYEHBI B3aUMO-
JIEWCTBHEM MPOMEXYTOYHOTO coenuHeHus Gopmysbl (XLI) nim ero noaxosiieil KUCIOTHO-aIMTHBHOM COJIH,
rne Wy npencrasiser co0oil MOAXOISIIYI0 YXOISIYI0 TPYIITy, C aKpHIOHHTPWIIOM WM aKpHIAMHIIOM B IIPH-
CYTCTBHM MOJIXOASIIEr0 MaIaJueBOro KaTalnu3aTopa, HOAXOIAIIEro OCHOBAHUS U MOIXOASIIETO0 PACTBOPUTEIS.

We CH=CH-CN
CHy=CH-CN
e -
NHZ M{z
(xLh (-b-1)
We CH=CH-C(=O)NH,
CH,=CH-C(=0)NH,
e,
NH; NH,
(XL ' (-b-2)
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[MoaxomAIMH yXOSIIMMH TPYIIIaMU B BBINIEYKa3aHHONW PEaKLUH SBIAIOTCS, HAallpUMep, TajloreH, Tpud-
Jat, TO3WIAT, ME3UIAT U TOMYy Iofo0Hoe. W4 IpeCTaBIsIeT COO0M MPEANOYTUTENBHO TAJIOTeH, OoJiee Ipeanoy-
TUTENBHO WO WA OpOM.

Mamnanuessiit (Pd) karanuzatop Moxer ObITh TOMOTeHHbIM Pd karanu3aTopoM, TakuM Kak, HarpHuMep,
Pd(OAc),, PdCl,, Pd(PPh;)y, Pd(PPh;),Cl,, Ouc(nubdeH3minacHaIeTOH )aIaAni, MeTaLIaluKIIaIaIuiTHO-
MeTWI()EHWITITyTapaMHi 1 TOMY IMOJ00HOE, WM rereporeHHbIM Pd karamusaropom, TakuM Kak, Harpumep,
najulainii Ha yrie, najulaanii Ha OKCHAAX METaIoB, ajulainii Ha 1eonuTax. [lammanueBblid KaTamu3aTop mpes-
MOYTHUTENBHO SIBJIsIETCS reTeporeHHsIM Pd karanmzatopoM, Oojee npeanodTuTenbHo nauiaaneM Ha yrie (Pd/C).
Pd/C sBnsiercst pereHeprpyeMbIM, CTAOMIBHBIM U OTHOCHTENIFHO HEJOPOTUM KaTann3aTopoM. Ero MoxHO Jierko
BEIIENATH ((pUIBTpOBaHUEM) U3 PEAKIIMOHHONW CMecH, OJaroaps 4eMy CHIDKAeTCsl pPUCK MosBIeHHA cienoB Pd B
KOHe4YHOM npopaykre. Mcrions3oBanue Pd/C ycrpanser Takke HEOOXOIUMOCTh HCIOIB30BAHUS JIMTAHIOB, TAKHX
KakK, Harpumep, HocHUHOBbIE JIUTaHIbl, KOTOPBIE SBISIOTCS JOPOTMMH, TOKCHYHBIMU COCMHEHUSAMH U SBJISIOT-
Csl IPUMECSAMH, 3aTrPSI3HAIOLIMMYI CHHTE3UPOBAHHbIEC IPOJYKTHI.

[MoaxonsuMyu OCHOBaHMSMH B BBIIICYKa3aHHON PEAKIMU SBISIOTCA, HAIIPUMED, alleTaT HaTpHs, aleraT
Kanusi, N,N-Iu3THiIdTaHaMUH, THAPOKApOOHAT HATPUS, THAPOKCHUJL HATPUSI U TOMY MOJI0O0HOE.

[MoaxonsuMu pacTBOPUTENSIMU B BBIIIEYKAa3aHHOM pEaKLUK SIBISIOTCS, HapuMmep, aueToHuTpui, N.N-
JUMETHJIaleTaMuJl, HOHHAs KUAKOCTh, Harpumep [bmim]PFg, N,N-nmumerundopmamun, Boaa, Terparuapody-
paH, IMMeTHICYIb(OKCH, 1-MeTHII-2-NUPPOIUIMHOH M TOMY TO100HOE.

[Mpomexyrounsle coenunenus popmyssl (I1I-b-2) MoryT 6bITh Tpe0Opa3oBaHbl B MPOMEXYTOUHOE COE/IU-
Henue Qopmyisl (I1I-b-1) B mpucyTcTBUEM MOIXOASIIEro JIErMApaTHPYIONIEro areHra. JleruupaTtanus MOXET
OBITH MPOBE/IEHA 110 METOJMKAM, XOPOIIO N3BECTHBIM CIEIHANICTaM B JaHHOH 00JIacTH, TAKMM KaK METOAWKH,
ommcanuble B myonukanuy "Comprehensive Organic Transformations. A guide to functional group preparations”
by Richard C. Larock, John Wiley and Sons, Inc, 1999, p. 1983-1985, xotopast BKIIOYEeHa 3/IeCh B KauecTBE
CCBUIKH. B yka3aHHOI CChIIKe IepedrciIeHbl pa3IndHble MOIXOIIINEe PEreHThl, Takue Kak, Hanpumep, SOCl,,
HOSOzNHz, CISOZNCO, M602CNS02NEt3, PhSOzCl, TSCI, P205, (Ph3PO3SCF3)O3SCF3, HOJ'II/I(I)OC(I)aTHHﬁ
a¢up, (EtO),POP(OEt),, (EtO);Pl,, 2-xmop-1,3,2-nuokcadocdonan, 2,2,2-tpuxiop-2,2-guruapo-1,3,2-
mnokcadocdonan, POCI;, PPh;, P(NCL,);, P(NEt,);, COCl,, NaClAICl;, CICOCOCI, CICOMe, Cl;CCOCI,
(CF5C0),0, ClL,CN=CCl,, 2,4,6-tpuxiop-1,3,5-rpuazun, NaCI[AICl;, HN(SiMe,);, N(SiMe,)s, LiAlHs u Tomy
nozo6Hoe. Bee peareHTsl, EpedncIeHHbIE B yKa3aHHOH Ty OJIMKayy, BKIFOUCHBI 3[16Ch B KAUECTBE CCHUIKH.

IpomexyTounsie coenurenns Gopmyis (XX), re R® mpeacrasmser coGoit CRE=CR-CN, rae R u R®
MMEIOT 3HAueHHMs, yKa3aHHbIE 37IECh BBIIIE, NMPUYEM YKa3aHHBIE MPOMEXYTOYHbIE MPOIYKTHI MPEACTABICHBI
¢dopmyioii (XX-b), MOTyT OBITH NOJYyYEHBI U3 IPOMEKYTOUHOTO coeanHeHus: Gopmyisl (XXI) peakuuei, onu-
CaHHOH BBIILIE JUISl TTOJTy4YeHus coequHennit popmynsr (I-f).

N

!lt" ﬁR:

o= b
Pho=\_+ R o $%
l\z \> T_- CN 3=|= 4 I
p=f=b¢ Ay
irig R
(xu (XX-b)

(XXt
[Ipomexytounsie coequaeHUs Gopmynbl (XXI) MOTYT OBITh TOTYYECHBI OKUCICHHEM ITPOMEXKYTOTHOTO CO-
enuHenust QGopmynsl (XXI[) B mpHCYTCTBMM NOAXOZSIIETO OKHCIISIOIIETO areHTa, TaKOTO Kak, HarpuMmep,
KMnO,, B IpHCYTCTBHU MOIXOMAIICTO PACTBOPHUTENS, TAKOTO KakK, HAIIPUMeEpP, METHICHXJIOPHUI U Tpuc-[2-(2-
METOKCUAITOKCH )ITHJI |aMHH.

1 J
HOT '1'.
bl Ne= 2y =N
T OKHCheHne " A
2 \ Ne— 2 Q\ N——
| N |
N e
Ry ®Yn
o)) (xXxn)

[IpomesxyTounsie coenunerns Gpopmynsl (XXI), roe R npexcrasmsier coboit H, mpuuem yKa3aHHbBIE TPO-
MEKYTOYHBIE COeAMHEHUs npencTaBieHbl hopmyion (XXI-a), MOTyT OBITh TaK)Ke MOJIyYEHbI B3aUMOACHCTBUEM
NpOMeXyTouHOro npoaykra Gopmyssl (XXIII), rne W4 npencrasisier coboi MOAXOIANIIYIO YXOISIIYIO TPYIILY,
TaKylo Kak rajnoreH, Hanpumep Opom, ¢ N,N-numernndopmamunom B npucyrctBur nBuli u B mpucyTcTBuu
MOJIXO/ISIIIIETO PACTBOPHTEIIS, TAKOTO KaK, HaIlpuMep, TeTparuapodypas.
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PN e TN
b},3:|=b4 l b3':|=b4 l
®a R
00Kl (XXl-a)

IpomexyTounsie coeauuenus Gopmysl (XXII), rae RS nmpencrasnser co6oii C,_4aKu, mpHYeM yKa3aH-
HBIE TPOMEXYTOUHBIE COEIMHEHHMS TIpeicTaBiIeHbl popmyioi (XXII-a), MoryT ObITh HOJTyYeHBI B3aUMOAEHCTBHU-
eM mpoMexyTodHoro coenuHenus ¢opmynsl (XXIII) ¢ mpomexyrounsiM coexanHeHHeM (Gopmynsl (XXIV) B
npucyTcTBuH nBuli ¥ B IPHCYTCTBUM TTOAXOASAIIETO PACTBOPUTENS], TAKOTO KaK, H}EIIHpI/IMep, Terparuapodypas.

él;l-l-\\/\ N— H—C~—C-4ankun
b3=|=b4 I + ¢ qamun=—C(=0O)H 2}’, - _\\/\ N.-—\
Ry, b},ﬂf)b“
(Xt (XXIV) i
(XXil-a)

[Tpomexytounsle coeanHenus Gopmysl (XI) MOryT OBITH OTyYEeHBI B3aUMO/ICHCTBUEM IIPOMEKYTOYHOTO
coemuHeHUs hopmysl (XXV) ¢ mpoMexxyTodHbIM coenuHeHneM Gopmyisl (II), Heobs3aTenpHO, B IPUCYTCTBHA
HOAXOMAIIEr0 OCHOBAHMS, TAKOTO KakK, HAIPUMED, 1-METUINUPPOIHINH-2-0H, WM MOAXOASIICH KUCIOTH, Ta-
KO KaK, HallpuMep, XJIOPHCTO-BOIOPOIHAS KUCIOTA.

RS °'
o—c': }F 2 1;‘

= . ®, Ne _m ¢ B
P O Y
bs.l:)?: N \ =, b})ﬁ}-'-b? ~ZN hi==,?

®

®)p
(V) m )
[MpomexyTounbie coequneHns hopmyiibl (XV) MOTYT ObITh IOJTy4EeHbI B3aUMOICHCTBUEM ITPOMEKYTOUHO-
ro coenunenus Gopmynsl (XXVI) ¢ npomexxyTounsiM coepnHenueM ¢opmyist (I1) B mpucyTcTBum nomxonsie-
rO OCHOBaHMS, TAKOTO KakK, HaIIpuUMep, |-MeTHINUPPOIUINH-2-0H U THIPUJ HATPHS, U MOAXOISIIET0 PacTBOPH-
TeJNs, TAKOTO KaK, HallpuMep, JUOKCaH.
|-anKkun II{I Cl-aa.mmn l

O== W! N. /—-'4
BK'T'\er'H + | Kr ? 3 bl f /x \'/
AN =N { —
b\ wl==s 3-
b*[=v* |
o R
il
(XXVI) 0 xv)
[pomexytounsie coenuHeHus Gpopmyisl (XVII) MoryT OBITH MOTyYeHB! B3aNMOACHCTBHEM IPOMEKYTOU-

Horo coemuHeHus ¢popmynsl (XXVII) ¢ BBogsmmM yxoasmIyto rpymmy areaToM (popmynsl (XIX'), TakuMm Kak,

Hanpumep, SOCl,, B TpUCYTCTBUH MTOJXOSIIETO PACTBOPUTEIS, TaKoro Kak, HaHpnMep, METHIEHXJIOPHUI.
1

2.

(R‘)n

1Ak ? 4 RY, .6ankun ®2),
T e 5 ‘“\r &
¢ Lon (07 v
bﬂf}i e bkl-b‘
(X1
(XVH) {vin)

[Mpomexyrounsle coenunenus Gopmynsl (XXVII), roe Cy qankun npexacrasiser codboit CH,, npuuem yka-
3aHHBIE MPOMEXYTOUHBIE COEAMHEHUs npeacTaBieHbl Gpopmyinoi (XXVII-a), MoryT OBITH MOJTyYeHBI BOCCTa-
HOBIICHHEM IPOMEKYTOYHOTO coequaeHus Gopmyisl (XV) mmm Gopmyisl (XXXI) moaxonsmmM BOCCTaHABIIH-
BAIOIMM areHTOM, TaKMM Kak, Hampumep, LiAlH,, B mpucyTCTBHN MOIXOISIIETO PacTBOPHUTEINS, TAKOTO Kak,
HarpuMep, TeTparuapodypas.
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b=t :
oH 1 ®9n
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OOXI)
[pomexytounsie coemuaerust popmynsl (XXVII-a) MoryT OBITE TIpeoOpa3oBaHBl B MIPOMEKYTOTHOE CO-
enuneHne Gopmynsl (XXXI) B3aumozeiictBueM ¢ peareHToM J[)KOHCA B MPHUCYTCTBUHM MOIXOMSIIETO PACTBOPH-

TeJsl, TAKOTO KaK, HalpUMep, alleToH.

OH
. ¥ : o=t
¢ N R 1 N
7 pearent fixonca g;-l-\}\xﬁ ‘<\ o
o
=

®
(OKX)

(XXVii-a)
[Mpomexytounbie coemaunenus: Gopmysbl (XI-b) MOryT ObITH MOJYy4EHBI OKHUCICHHEM MPOMEKYTOYHOIO

coenuaenus Gopmyisl (XXVII-a) B IpUCYTCTBUM MOAXO/ISIIEIO OKUCIISAIONIETO areHTa, TAKOro Kak, HalpuMmep,
MnO,, u nozlxomuuero PacTBOPHUTEIIS, TAKOTO KakK, Hanpumep, Metwienxiopu, N,N-numetuihopmMaMu.
1

1’11 H
(i_(.[ s ®Y, (R)n
573
/‘ I—E/\r o~ < oKhcrekve "\ n—U 7
B 2' X
efam 4 (al='-n21 b\ ) 2’
i o
(X1-b)

(XVll-a)
[TpomexxyTounble coeaunenus: Gopmyibl (XIV) MOryT OBITH IOJIy4EeHbI B3aUMOJICHCTBUEM MPOMEXYTOY-
Horo coenuHenus opmyinst (XV) ¢ HyN-NH, B mpucyTcTBUM MOJXOISILETO PACTBOPUTENS, TAKOTO KaK, HAIPH-

Mep, CIUPT, HaPUMEp, 3TAaHOJI 1 TOMY 0100HOe
C[-5aJ1KWl Tl /NHH2 }Itl ,
o=C 4 (RY 0=C Na_ _N 4 R
N, N. n 1| N V)
e R R o
) VOGO mem, LIS _N =
R o= D ik *
®n n
xv)

(XV)
[Mpomexyrounsle coequnenns: popmyisl (IX) u (XI-a) MoryT OBITH BOCCTAHOBIICHBI B TPOMEXYTOUHOE CO-
tl

enuneHue Gopmynsl (XXVII'-a) u (XXVII'-b) B npuCyTCTBHH MOAXO/SIIETO BOCCTAHABIMBAIONIETO areHTa, Ta-
Koro kak, Hanpumep, NaBHy, LiAlH, nnm BuLi, u nmoaxoasiiero pacTBopuress, Takoro Kak, Harpumep, Terpa-

9
ruapodypaH WIn CIUPT, HATPUMEP METAHOJ, STAHOJI M TOMY IOZ0OHOE
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O=('21.4anxm1 llzl (Rz) c1.4am(un \
N. Ne_ ;2 X R ™
;l-T—yX | Y <’ % socnanosneuue "—TW )éX| b N\r ‘
\> /
LY ZN \I=,2 = 2'
o=t b3=|=b"
Ry
(1X) OOXVIP-a)
R! Rc
’ 1
N N 4 (Rz)ll
,bfwx RS e
2 ZN al-_-az, _E:l/ .\ 3
b3=|=b4 al-—::2
®hy
X1-a) (XXVIP-b)

[TpomexyrouHoe coenunenue Gopmyssl (XI-b) MoxeT ObITH MPeoOpazoBaHO B MPOMEKYTOYHOE COEIHHE-
Hue dpopmynsl (XXVII'-a) B3aumoneiictBueMm ¢ C;_4,anKmIdoIuI0M B IPUCYTCTBUU Mg 1 MOIXOISIIETO PacTBO-

pUTENs, TAKOTO KaK, HapuMep, JUITIIOBHIH 3¢up u TeTparuapodypan
l f1-4aJ1KVD'I 1
l
— 2)n fH \ a:
y
e I==2
Cy-4ankuniioaun b3' l:)t:: a

R‘)m
(XXVII-a)

(XI-b)
[Ipomesxytounsie coequaenus hopmyms! (XVII) MoryT ObITh MOTydeHBI B3aUMOEHCTBHEM ITPOMEXKYTOY-
Horo coenuneHus dopmyisl (XI-b) ¢ HoN-NH, B mpucyTcTBUM MOJXOSILETO PACTBOPUTENSI, TAKOTO Kak, Ha-

®R%,

NpUMep, CIIUPT, HAIIPHUMEP 3TAHOJ ¥ TOMY HOJ00HOE.
NH;
/

B
0=é ,__aa /_a\ 2)n
\l/ G, /‘ I'\ XPU /3

(Xvir

(XI-b)

[Mpomexyrounsle coeaunenus: popmyssl (XXIX) mmu (XXXI) MoryT ObITH HONTyYeHBI THAPOIM30M IPO-
MeXyTOYHOTO npoaykra dopmynsl (XXXVID), roe C,amkeHmn npeacraBiser codorr C, calkeHmI, HeoOs3a-
TENBHO 3aMELICHHBIN [IMaHO, WK IPOMEXYTOUYHOTO coeanHeHus: GopMyibl (XV) B IPHCYTCTBHHU TOIXOISLICTO
BOJIHOT'O PacTBOpPA KUCJIOTHI, TAKOTO KaK, HAIPUMED, 2H. XJIOPUCTO-BOJOPOJHAS KHCIOTAa K TOMY NOJ00HOE, U B
NPUCYTCTBUH MOAXOMAIIETO PACTBOPUTEINS, TAKOTO KaK, HAIpUMeEp, CIIUPT, HAIPUMEP U30IIPOIIAHOT U TOMY HO-

nobnoe.
O—C,-sanxun
(|:=O llll (IIOOH 1
cz.samew Ne it B Creamemun'y X 4 ®%
bl i Y / ‘\\3 xMcnora By Xr ‘I\'/ L
X N a8 D R
b\ al—-a2 \ N YWl=a?
b* b}=bt
<R“)xn ®
(OXVII) (XXIX)
/oa_cl..ﬁankun llll , Rl
OOH 2
N, N. /—34 (R%n f N, N s 4 (R
P NN ey NN
S e (7
N1 N 1=yt LY ZN \i=g?
b3=|fb b=|=b*
R4 ®n

(XV) XX

[Mpomexyrounsle coenunenus Gopmynsl (XXXVII), rne C, ¢ankenun npeacrasisier codoit CH=CH, npu-
YeM yKa3aHHbBIC IIPOMEXYTOUHBIE COCIMHEHHUS MpeacTaBieHsl Gopmynoit (XXXVII-a), MoryT ObITH MOTydeHBI
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B3aMMOJICHICTBHEM TIPOMEXYTOYHOTO coequHeHuss ¢opmynsl (XI-b) ¢ pearentom Burrura mmm Xopaepa-
OmmMmonca dopmynsl (XII"), rae R’ npencrasmsier co6oii, Hanpumep, (bernn);P -Cl” i (CH;CH,-0),P(=0)-,
KOTOPBIIl MOJKHO paccMaTpUBATh KaK MOIXOASIINHA MPEAIIeCTBeHHUK (ochoprnnaa, B MPUCYTCTBUH MOIXOAS-
IIETO PaCTBOPHUTEJISI, TAKOTO KaK, HAPUMeEp, TeTparuapodypas.
/O—Crsanuun
c=0

|
:;: 1 (R’) E
1 o 1L 4
o e — 1T

2
b%k,% 0 b|=p? =N al=a2'
(R‘)m O~—C-gankun
(XI-b) (X
(XK Vil-a)

[Mpomexytounbie coeaunenus: popmyibl (XXXVID), rue C, sankenmn npeacrasisier coboit CH=C(CN)-,
MpUYEM yKa3aHHbIC IIPOMEKYTOUYHbIE COeAMHEHUs npecTaBiieHbl Gpopmysoit (XXX VII-b), MoryT ObITh moyye-
Hbl B3aUMOJICIICTBHEM MPOMEXYTOUHOro coenuneHus Qopmynsl (XI-b) ¢ coemunenuem ¢opmynst NC-CH,-
C(=0)0O-C,_gankui B MPUCYTCTBUU TOJIXOSIIETO OCHOBAHHUS, TAKOTO KaK, HApUMEp, MUTIEPUIUH, U MTOAXO0IS-

Ero paCTBOPUTECIIA, TAKOI'O KaK, HAIIpUMEP, CIIUPT, HAIIPUMEDP 3TaHOJI.

/0""C1-6ankun
?=0
R! ?I_'CN 1
o I s lTH 1 . ®Y,
}3"'\}7(1 I NYNx 3 B-}X N\ N\ 4 /‘{\
b\2 \> i Q g+ NC‘—?HZ —- 1\2 \> I < W3
b3: =b4 Z abaz C=0 b3= =|;,“l =N a'l— ZI
®g é—Cl-ganKun &
(Xi-b)
POKVII-b)

[Mpomexyrounsle coequnaerust popmyiibl (XXXIV) MoryT ObITh HOJNy4YEHBI BOCCTAHOBIICHHEM IPOMEXKY-
ToyHOTO coenuHeHus Gpopmyisl (XXXVII) B npucyrcrBun H, 1 noaxoasiiero karanisaropa, Takoro Kak, Ha-
IpUMep, NalIaauil Ha yIiie WiIK HUKeIb PeHes, U B IpUCYTCTBUM MOAXOISILEr0 PACTBOPUTENS, TAKOTO KaK, Ha-

HpUMep, CIIUPT, HAIIPHIMEP METAHOJI M TOMY TO00HOE.
1

1
2
NO, N, Ii Vo (R)n BOCCTaHOBNEHHe bl_l X ®h
LA P rU
b » ZN =y {
b |:b
XXXV (OXIV)

[Mpomexytounsle coenuneHus Gopmyibl (XXXV) MOryT OBITh MOJTyYEHBI B3aUMOJACHCTBHEM IPOMEXY-
ToyHoTro coenuHeHus Gopmyisl (VII-a) B npucyrerBun TpudenHnndocdrHa 1 HOAXOISIIETO PaCTBOPUTENS, Ta-

KOI'o KakK, Halippumep, allCTOHUTPUIL.

l

Cl 1

] (Rz)11

CH, 4 _RY, |

N X

PR I S % \l/ ~%
Ly ‘ N & { 1=
b3(=ll=b4 W=

i

(Vil-a) 0oov)

[Mpomexytounsle coequnenust popmynsl (XXXIX) Moryt ObITH MOITyYEHBI B3aUMOJCHCTBHEM MPOMEXKY-
TOoYHOTO coexmHenus opmyisl (XL) ¢ mpoMexxyTounbiM coepuHenueM Gopmydsl (I1-a), rne Ws n W, umeror

3HAUCHUS, YKA3aHHBIC BBIIIIC.
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Foghicpoteioqe ol

o) (il-a)
{(XXXIX)

Coennnenns ¢opmynsl (1), moxy4aeMbie BBIICONMCAHHBIME CIIOCOOAMH, MOYKHO CHHTE3HUPOBATH B BUIE
CMECH CTepeOn30MepPHbBIX (POPM, B YACTHOCTH, B (hopMe palieMUIECKUX CMECeil SHAHTHOMEPOB, KOTOPbIE MOXKHO
OTIENUTH JPYT OT ApyTa IO M3BECTHBIM B JAaHHOM 00JAacTH IpoIexypaM pas3jieicHus. ParnemMmdeckue coeamHe-
Hus popmyasl (I) MoryT ObITh IpeoOpazoBaHbl B COOTBETCTBYIONINE (DOPMBI JMACTEPEOMEPHBIX COJIEi B3auMo-
JICHCTBUEM C MOIXOMASIICH XUPATbHON KUCIOTOM. YKa3aHHbIe (POPMbI TUACTEPEOMEPHBIX COJICH 3aTeM pas3ierisi-
10T, HAIIPUMEp, CEIEKTUBHOM WIIM (PaKIIMOHHON KPUCTAIIM3ALMEN 1 U3 HUX BBLICISIOT SHAHTHOMEPHI 00paboT-
KOM I1eNI0Ybl0. AJBTEpPHATUBHBIA CIIOCO0 pa3ielieHNs] SHaHTHOMEPHBIX (opM coenuHeHnid Gpopmysl (1) Bkimto-
YaeT JKUAKOCTHYIO XpoMarorpaduio ¢ UCIOIb30BaHUEM XMPAIBHON CTAllMOHApHOW (a3bl. YKa3aHHbBIC YHCThIC
CTEPEOXUMUYECKH N30MEpHBIE (DOPMBI MOTYT OBITh TAK)XKe ITOJIyYEHBI U3 COOTBETCTBYIOLIMX YHUCTHIX CTEPEOXH-
MHYECKHA W30MEPHBIX (POPM MOIXOAAIINX MUCXOTHBIX MAaTEPHUAIOB, IIPH YCIOBUH, YTO PEaKIUs MPOTEKAeT CTe-
peocniernudaeckn. Ecmu TpeOyeTcss MOMYYHUTH OINpENeeHHBI CTepeon3oMep, YKa3aHHOE COeIWHEHHEe Ipel-
MOYTHTEIBHO HY)XHO CHHTE3UPOBATh CTepeocHeupuIecKuMH criocobamMu noiny4deHus. B ykazaHHBIX cocobax
BBITOJTHBIM 00pa3oM OyIyT MCIIOIB30BaHbl SHAHTHOMEPHO YUCTHIE HCXOAHBIE MaTePHAIIBL.

CrienaimcTaM B JIaHHOM 00JIaCTH JJOJDKHO OBITh MOHSTHO, YTO B OMMCAHHBIX BbIIIE CrOCc00ax (QyHKIHO-
HaJIbHBIC T'PYIIIbI IPOMEKYTOUYHBIX COC[[I/IHGHI/II‘/‘I MOXKET 6I)ITb HeO6XOI[I/lMO 3alIUTUTDH 3alllUTHBIMU I'PYIIIIAMH.

(DyHKIJ,I/IOHaJ'le])le TpyIIibl, KOTOPLIC KCJIATCIIbHO 3allIUTUTL, BKIIIOYAIOT TMAPOKCU, aMUHO U Kap60HOByIO
KHUCJIOTY. HOZ[XOI[HIJ_II/IC 3allIATHBIC I'PYHIIbI I TUAPOKCHU BKIIIOYAIOT TPUATKHUICUIINIIBHBIC I'PYIIIbL (HaanMep,
TPET-Oy THIIUMETHIICHITIII, TPET-OYTHIIIN(QECHWICHIH WX TPUMETHICHINI), OCH3WI U TETParupOIUPaHKIIL.
[Moaxonsuye 3alIMTHBIE TPYIIIBI TSI aMHHO BKJIIOYAIOT TPET-OyTHIIOKCHKAPOOHHI MM OSH3MIOKCHKapOOHMII.
[Noaxopsmmue 3ayTHEIE TPYIIBI 111 KapOOHOBOW KHUCIOTHI BKIIOYAIOT C) 6aJIKMIIOBBIE MM O€H3MIIOBEIE S(HPEHIL.

3amuTy U CHATHE 3alIUTH ()yHKIIHOHAIBHBIX TPYIIT MOKHO IPOBOAUTH JI0 WM TIOCIIE CTaIUH PEAKIIHU.

Hcnonp3oBaHue 3alIUTHBIX TPYI HOJTHO omrcaHo B «Protective Groups in Organic Chemistry”, edited by
J.W.F. McOmie, Plenum Press (1973) and "Protective groups in Organic Synthesis", 2™ edition, T.W. Greene
and P.G.M. Wutz, Wiley Interscience (1991).

Hacrosiiee n3o0pereHre OTHOCUTCS Takke K HOBbIM coemuHeHusM (opmyn (VII), (XXVID), (XXIX) u
(XXXVII), xoTopble MOTYT OBITH MCIIOJIE30BAaHBI B KAYECTBE MMPOMEKYTOUHBIX COSAMHEHHUH TPH CHHTE3€ COCIH-
Henuit opmysl (I) n KoTOpbIe 00NIaIAIOT TaKkKe MHrUOUpyoLen peruikanuio BUY akTuBHOCTEIO.

B 4acTHOCTH, HACTOAIIEE H300PETEHHE OTHOCHTCS TAKXKE K COEAUHEHUIO (POPMYJIBI
W3 l

&-gamonn (R2>,.
"'\ XFU (Vi)
1._ z
b3=|

ero N-okcuay, apManeBTHIECKH HpI/IeMHCMOI/I AJJUTUBHOM COJIM, YSTBEPTUUYHOMY aMHHY M CTEPEOXUMHUYECKU
M30MepHOH opme, TIe R, Rz, R4, X, m, n, -a'=a’-a’=a’- u -b'=b>-b’=b*- umeror 3HAYCHHs, YKa3aHHBIC 3/1€Ch
BbILIe 115 coenuneHuid popmyuist (1), 1 W3 npescrasisier co00ii MoaXOIAIIYI0 yIAIEeMYy IO TPYIIY, TaKYIO Kak,
HarpuMep, rajloreH, HalpuMep XJIOp U TOMY 10100HOe.

Hacrosiiee n300pereHne OTHOCUTCS TAKXKE K COSTUHEHHIO (DOPMYJIBI

OH 1
1 ganenn —st
3 ‘l‘\ X /3 OXVII)

1—2

m
ero N-okcuny, qoapMaueBTquCKH MIPUEMIIEMOH aIIUTUBHON COJIM, YETBEPTUIHOMY aMUHY U CTEPEOXHUMIYECKU
M30MepHOH opme, TIe R, Rz, R4, X;, m, n, -a'=a>-a’=a*- u -b'=b’-b’=b*- umeror 3HAYCHHS, YKa3aHHBIC 3/1€Ch
BIIIIE [T coequHeHuit popmyisr (1).
Hacrosmiee n300peTreHne OTHOCUTCS TAKXKE K COSTMHEHHIO (DOPMYJIBI
COOH 1

-6a11xeum1'

2’1' \I/ 2‘53 0o

3=|
K
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ero N-okcuay, apMalieBTHUECKH TPUEMIIEMO aJIMTUBHON COJIM, YETBEPTUYHOMY aMUHY U CTEPEOXHUMHUYECKH
U30MepHOH opme, Tie R, Rz, R4, X, m, n, -a'=a’-a’=a’- u -b'=b>-b’=b*- umeror 3HA4YeHHs, YKa3aHHBIE 3/1€Ch
BhIme st coenuneHnit popmynsl (I), u C, ¢ankenmt' mnpeactaBiser coboit C, qalkeHmI, HE0OI3aTEIBHO 3aMe-
IIEHHBIA 1IHAHO.

Hacrosiiee n300pereHne OTHOCUTCS TAKXKE K COSTUHEHHUIO (DOPMYJIbI

/O—Cl-sam(vm
?=o &!
Cz-eanxeuun'N }I\I 4 (Rz)
P e Y OOXVIT)
7 \) l N < )“3
b?»3=|=b“ # W=
®4

ero N-okcuay, GapMalieBTHUECKH TPUEMIIEMOM aJIMTUBHON COJIM, YETBEPTUYHOMY aMUHY U CTEPEOXHUMHUYECKH
M30MepHOH Gopme, Tie R, Rz, R4, X;, m, n, -a'=a>-a’=a*- u -b'=b>-b’=b*- umeror 3HAYCHHs, YKa3aHHBIC 3/1€Ch
BhIme st coenunennit popmynsl (I), u C, ¢ankenmt' npeactaBiseT coboit C, salkeHWI, HE0OI3aTEeIBHO 3aMe-
IIEHHBIA 1IHAHO.

Coenunenust popmynsl (111-b), kak n300paxkeHO HUXKE, IPUHUMAIOT y4acTHE B CHHTE3€ coequHeHHH (op-

D).
MynbléJ‘I)e,HOBaTGHLHO, Hacrosiee n300peTeHne OTHOCI/gNCﬂ TaKke K coequHernto popmyist (111-b)
Cllz-ganxeuun
r* R*
El
(lli-b)

ero N-okcuay, hapMaieBTHUECKH MTPUEMIIEMON aJIMTUBHOMN COJIM, YeTBEPTUYHOMY AMHHY M CTEPEOXHMHYECKH
u3oMepHoit hopme, rae R* u X nMeroT 3HaueHus, ykazaHHbIE 371eCh BbILIe 11 coeanneruii popmymsi (I).

[pennouyrurensHeiMu coerHeHISIMA (GopMydsl (II1-b) sBiAIOTCS Takue cOeqUHEHUs, Y KOTOPHIX X Tpel-
crapisier coboit NH. bonee mpeanouturensubiMu coenutenusiMua popmyibt (I11-b) siBnsirorest Takue coenune-
Hus, tae X, npencrasisieT coboit NH u C, sankennn npencrasisier coborr CH=CH. Haunbosee nmpeamnoyTuTeb-
HbIMH coepinHeHusIMU Gopmydibl (I11-b) siBrsitoTes coenunaenus popmyasl (111-b-1), kak onucaHo 3aech BhIIIE.

Coenunenust popmyn (1), (I, I"), (I™), (VID), (XXVII), (XXIX) u (XXXVII) 0OHapyHBaIOT aHTHPETPO-
BUPYCHBIE CBOMCTBa (MHIMOMpYIOIME OOPaTHYIO TPAHCKPHIITa3y CBOMCTBA), B YAaCTHOCTH, IIPOTUB BHpYCa UM-
myHozeduimra yenoseka (BMY), koTopelii sBIIsSETCS ATHOJIOTMYECKHUM areHTOM CHHIPOMa MPUOOPETEHHOTO
umMyHHoro aepunuta (CITNA) y monei. Bupyc BUY npeanourntensHo nHGUIMPYOT T-4-KI€TKH YenoBeKka 1
paspylaeTr ux Wid U3MEHSET X HOPMaJbHYI0 (DYHKIMIO, OCOOEHHO KOOpAMHALNIO HMMYHHOU cucteMsl. B pe-
3yJIbTaTe ATOr0 WH(QHUIMPOBAHHBIA MAIMEHT MMEET BCETAa MOHMWKEHHBIM 4YHuCiIo T-4-KIeToK, KOTOpble, KpoMe
TOTO, ACHCTBYIOT aHOMaIbHO. [I03TOMY cCHCcTEMa MMMYHOJIOTHYECKOH 3alUTHl HE CITIOCOOHA OOPOTHCS ¢ MH(DEK-
musaMH U HeoruazMamu 1 BUY-uH(UIMpoBaHHEI CyOBEKT OOBIYHO MTOTHOAET U3-32 YCIIOBHO-TIATOTCHHBIX MH-
(bexnmii, TaKMX KaK MHEBMOHMS, WM M3-3a PAaKOBBIX 3a0o0jeBaHMH. [Ipyrue cOCTOSHUS, acCOLMMPOBAHHBIE C
BUY-undexuumeit, BKIIOYAIOT TPOMOOUTONIEHHIO, capkoMy Karoiu 1 nH(EKIuo HeHTpalIbHON HepBHOI cHc-
TEMBI, XapaKTEePU3YIOIIYIOCsS IPOrPECCUBHBIM AEMHEINHIUPOBAHUEM, MPUBOSIINM K JIEMEHIIMU U CUMITOMAM,
TaKMM KaK HPOIPEeCCHUBHAs IU3apTpUs, aTakcus M jAe3opueHTHpoBka. BYU-nudekims nanee accormupoBaHa
TaKke ¢ nepuepruueckoil HeBpomaThel, MpOrpecCMBHON TreHepann3oBaHHO# numdanenomnatued (PGL) u
CIIM-accouunpoBanubM komiiekcoM (ARC).

Hacrosmue coenuHeHus: NposSBISAIOT TaKKe aKTUBHOCTH MPOTUB mTaMMOB BUY, ycTONYMBBIX K JIeKapCT-
BEHHOMY CPEJICTBY WJIM MHOKECTBY JIEKAPCTBEHHBIX CPEACTB, ocobeHHO mrammoB BUU-1, ycToiuuBhIX K Jie-
KapCTBEHHOMY CPEJICTBY MJIM MHOXKECTBY JIEKAPCTBEHHBIX CPEICTB, 00Jiee KOHKPETHO HACTOSIINE COCIUHEHHS
00HaApyKUBAIOT aKTHBHOCTH NMpOTHB ITamMmmMoB BUY, ocobenno BNY-1, koTophlie mMEIOT MPpHOOPETEHHYIO yC-
TOWYUBOCTh K OJHOMY WJIM HECKOJBKMM WHTHOWTOpAM HM3BECTHOW B JaHHOW 00NAacCTH HEHYKIICO3HITHOU 0OpaT-
HOW TpaHCKpHUMTAa3bl. MI3BeCTHBIC B JaHHON 00JIACTH HHTHOUTOPHI HEHYKJICO3UIHOM 00paTHOM TPaHCKPHIITA3HL, B
YaCTHOCTH KOMMEPUYECKHE MHIMOUTOPBI HEHYKJICO3UIHON 00paTHOM TPaHCKPHUITA3bl SIBISIFOTCS MHIMOUTOPaMHU
HEHYKJICO3UAHOW OOpaTHOW TPAHCKPUNTA3bl, MHBIMHU, YEM HACTOSIIME coeAuHEeHMs. Hacrosime coenuHeHUs
MMEIOT TaKoKe CJIadyro MM He MMEIOT ah()MHHOCTH CBSI3BIBAHMS C KHCIOTHBIM TJIMKOIPOTEHHOM O-1 4genmoBeka;
KUCJIOTHBIM TJIMKONPOTENH O-1 uyernoBeka He OKa3blBAaCT BIHMSIHUS WM OKa3bIBaeT TOJIBKO cIaboe BIMSHHE Ha
aHTH-BNY-aKkTMBHOCTB HACTOSIIUX COCIUHEHU.
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Brnaromapss mx aHTHPETPOBHUPYCHBIM CBOIiCTBaM, B 9YacTHOCTH aHTH-BUY-cBoiicTBam, 0COOEHHO aHTH-
BUWY-1-aktuBHoctu, coenunenust Gopmynsl (1), ux N-okcumupl, GpapManeBTUUECKH NpUEMIIEMbIe aJINTHBHbIC
COJIM, YETBEPTHUYHbBIE AMHUHBI M X CTEPEOXUMHUIECKH M30MEPHBIE (DOPMBI MOTYT HCIIOJIB30BATHCA P JICUCHUH
MHIUBUIYYMOB, HH(OUIMpoBaHHbIX BUY, u muis npodunakTiky ykazaHHbIX HHQeKuui. OOBIYHO COEANHEHUS 110
HACTOAIEMY M300pPETEeHHIO MOTYT OBITh HCIIOJIB30BaHbI MPU JICYEHUH TETUIOKPOBHBIX >KUBOTHBIX, MH(UIHPO-
BaHHBIX BUPYCaMH, CyLIECTBOBAaHHE KOTOPBIX orocpeayercs: hepMeHTOM 0OpaTHOI TpaHCKPHUIITa30il WM 3aBU-
cut ot Hero. CoCTOSTHHS, KOTOPBIE MOKHO IPENyNpeauTh WK JICYUTh COSAMHEHUSIMH HACTOSIIEro m3obdpere-
HHS, OCOOEGHHO COCTOSIHHMSI, accounupoBaHHble ¢ BIIY u aApyrnmMu maTtoreHHBIMH PETPOBHUPYCAMHM, BKIIIOYAIOT
CIINJ, CITM/-acconmupoBanHbiii komiuiekc (ARC), mporpeccuBHy0 I'eHEpaIM30BaHHYIO JHM(aJIeHOATHIO
(PGL), a Taxxe XpOHHYECKHE 3a00JCBaHUS [EHTPAIBFHONH HEPBHOW CHCTEMBI, BBI3BAHHBIC PETPOBHUPYCAMH, Ta-
KM€ Kak, Hanpumep, BUU-onocpenoBanHas AeMEHLMA U PACCESHHBIN CKIIEPO3.

CoenuHeHHs MO HACTOSIIEMY M300pPETEHHIO WM JIFOOYIO MOATPYIMITy MOXKHO, CIE€I0BAaTENIbHO, HCIOIb30-
BaTh B KAUECTBE JIEKAPCTBEHHBIX CPEJICTB MPOTUB BBIIICYKA3aHHBIX COCTOSHMH. Takoe HCIOIb30BaHNE B KaUeCT-
BE JIEKAPCTBEHHOT'O CPEJICTBA MJM CIOCOO JieueHHsl BKIFO4aeT BBeneHne BUU-unpunmpoBanHbIM cyObeKkTam
KOJIMUECTBA, 3PPEKTUBHOTO 15l OOPHOBI C COCTOSIHUSIMH, aCCOLMMPOBaHHBIMU ¢ BIY u npyrumu natoreHHbIMU
perpoBupycamu, ocodenHo BUY-1. B yactHocTH, coeauHenus ¢popmyisl (I) MOryT OBITH MCIONB30BAaHBI PU
M3rOTOBJICHHH JIEKAPCTBEHHOT'O CPE/ICTBA s JIedeHust mim npodunaktuku BUY-undexnuii.

C TOuKM 3peHUs UCIOb30BaHMs coequHeHnd (opmyisl (I), 31ech mpemiokeH crocod JeYeHUs TeIlio-
KPOBHBIX JKHMBOTHBIX, B TOM WYHCIE JIIOJIeH, CTpajaloIluX BUPYCHBIMH HHQeEKuusMu, ocodenHo BUY-
nH(EKIUsIMHU, WIK croco0 NPOQUIAKTHKNA TEIUIOKPOBHBIX KHBOTHBIX, B TOM YHCIIE JIIOAEH, CTPaIAIONINX YKa-
3aHHBIMH MHQEKIUAMHU. YKa3aHHbBIH CIIOCOO BKIIIOUAECT BBEJACHHUE, NMPEIIOYTHTENBHO MEPOpabHOE BBE/ICHHE,
s dexTuBHOTO KonmuectBa coeauHeHust popmynsl (), ero N-okcumHO# GopMbl, hapMaleBTHUECKH TpHUEMITe-
MO aJJUTUBHOW COJH, YETBEPTHYHOTO aMHUHA WM BO3MOXKHOH CTepeon30MepHON (POPMBI TETNIOKPOBHBIM KH-
BOTHBIM, B TOM YHCJIE JIFOJISIM.

Hacrosimee n3o0peTeHne OTHOCHTCS Takke K KOMIO3HLIUM Ui JEYEHMS BHPYCHBIX MHQEKLUH, BKIIO-
yarolell Tepanepruuecku 3 dexrrBHOE KoIMdecTBO coequneHus Gpopmysbl (1) u dapmaleBTHdecKy npueme-
MBI HOCUTEIb WK Pa30aBUTEIb.

CoenuHeHHUs TI0 HACTOSILEMY M300pPETEHUIO WM UX JI00YI0 HOATPYIIY MOXKHO M3rOTOBUTH B BUJE pas-
HBIX (papmaneBTHUeCKUX (OPM JUIs 1ieici BBeJcHUsA. B kKauecTBe MOAXOIAIINX KOMIIO3UIHIA 3/1ECh MOXKHO I[H-
THUPOBATh BCE KOMIIO3UIMH, OOBIYHO HCIIOIb3YEMbIE Ul CHCTEMHOTO BBEJICHHUS JIEKAPCTBEHHBIX cpeacTs. s
NoJydeHus: papMaleBTHYECKUX KOMITO3ULIUH 110 JAaHHOMY M300peTeHHI0 3¢ (HEKTHBHOE KOJIMIECTBO KOHKPETHO-
TO COEIWHEHHs, He0OA3aTeIbHO, B BUJIE aJINTHBHOW COJH, B KaU€CTBE AKTHBHOTO WHIPEIMEHTA CMEIINBAIOT
JUISL TIOJIy9EHHS TOHKOM cMecH ¢ (papMarieBTHUECKH IPHEMIIEMbIM HOCHTENIEM, HOCUTEIh MOXKET UMETh pa3iind-
HBIe (popMBl, 3aBUCHIIHE OT (GOPMBI IpenapaTa, Hy>KHOTO st BBeAeHH. Takue (apManeBTHUECKHE KOMIIO3HU-
IL[MM JKEJIaTeIbHbI B BUAE CTAHAAPTHO JIEKapCTBEHHON (POPMBI, HOAXOAALIEH, B YACTHOCTH, JJIs1 BBEICHUS TIEPO-
palbHO, PEKTAIBHO, IIOJKOKHO MM NapeHTEpaJbHOM MHbekIued. Hanpumep, npu nojsyuyeHuu KOMIIO3ULMHI B
BHJIE [IEPOPATILHON JIEKAPCTBEHHON (hOPMBI MOKHO HCIIOJIB30BaTh JIFOOYI0 OOBIYHYIO (hapMaLeBTHUECKYIO Cpeny,
TaKyl0 KakK, Halipumep, BoAa, INiMKoJIu, Macja, CIIMpTbl U TOMY HOI[O6HOG B CJIydyac MepopajbHbIX JXUAKUX ITpE-
napaTtoB, TAKUX KaK CyCIICH3WH, CUPOIIbI, SJIMKCUPBI, SMYJIbCUU U PACTBOPLI, WJIU TBEPABIC HOCUTCIIU, TAKUC KaK
KpaxmaJbl, caxapa, KaojuH, pa30aBHTENIM, CMa3bIBAIOLIME BELIECTBA, CBS3YIOIINE, Pa3phIXJIAIONIAE areHThl U
TOMY 1I0I00HOE B CIIy4ae MOPOIIKOB, ITHIIIOJb, Karcysl U TabieTok. BBuay nerkoctu ux BBeieHHs, TaOIETKH U
KaICyJIbl IPEACTABISIOT cO00l Hanbosee y100HbIe IepopajibHbIe CTaHAAPTHEIE JIEKAPCTBEHHBIE ()OPMBL, B 3TOM
cilydyae, OUYeBH/IHO, HCIOJIB3YIOT TBEp/ble (hapMalleBTHUECKHe HOCUTENH. B mapeHTepaabHbIX KOMIO3UIUAX HO-
CHUTENb OOBIYHO BKJIIOYAET CTEPWIILHYIO BOY, IO MEHBIIEH Mepe, OONbIIei 4acTblo, XOTS MOTYT OBITh BKITIOYE-
HBI PyTHE MHTPEIUCHTHI, HAIIPUMEp, AJsI TIOBBIMIEHUS pacTBOPHUMOCTH. Hanpumep, MOKHO MOIy4YNTh UHBEIIU-
pyeMble pacTBOPBI, B KOTOPHIX HOCHUTEIb BKIIOYAECT COJIEBOH PAacTBOP, pacTBOP IUIIOKO3BI MM CMECH COJIEBOTO
pacTBOpa M pacTBOpa INIIOKO3bl. MOXKHO TakXKe IOJNyYUTh WHBEIUPYEMbIE CYCIIEH3HH, B 3TOM CIydae MOTYT
OBITH MCIIOIB30BAHbI KHUIKHE HOCUTEINH, CYCIIEHAUPYIOLINE areHThl U TOMY N0J00HOE. BKIIIOYEHBI TakxKe Ipe-
napatsl B BUI€ TBEPABIX (OpM, KOTOpBIE IPEIHA3HAYAIOTCS ISl TIPE0Opa3oBaHus, HE3a10Iro JO IPUMEHEHUS, B
npenaparbl B BUAC )Kl/IZlKOﬁ (l)OprI. B KOMIIO3UIMAX, IIOAXOAAIINUX JJIA IMIOAKOXHOT'O BBECACHHU, HOCUTCIIb, HC-
00513aTeNIbHO, BKJIFOYACT arcHT, IMOBBIIAIOIINA TPOHUIIAEMOCTh, W/IJIH MMOAXOSIINN CMAaYMBAIOIINN areHT, He-
00s13aTeNbHO B COYETAHMU C MOAXOAALIMMH 00aBKaMH JII0OOH NpUpoIsl B HEOOJBIIMX KOJIMYECTBAX, TAKUE
JI00aBKHM HE OKa3bIBAIOT 3HAYUTEIBHOTO BPEIHOTO NEHCTBHS Ha KOXKY. YKa3zaHHBIE JOOABKHM MOTYT OOJIEIYHTh
BBE/ICHHE B KOXKY W/MJIM MOTYT IIOMOYb IIPH MOJIYYEHHH TPEeOYeMbIX KOMITO3UIMH. YKa3aHHbIE KOMITO3HLIUH
MOTYT OBITh BBEICHBI Pa3IMYHBIMH ITyTSMH, HallpuMeEp, B BHJIE YPECKOKHOTO IIIACTHIPS, B BUJIE HAHOCHMOTO
ISTHA WK B BUAE Mazu. COeIMHEHNS 110 HACTOSIEMY H300pETEHNIO MOTYT OBITh TaK)K€ BBEIEHBI IIOCPEIICTBOM
WHTAISIIAN WK UHCY(QUIAIK TIPH HOMOIIN CIIOCOOOB M TOTOBBIX IPEMapaTHBHBIX (HOPM, HCHOIBb3YEMBIX B
JAHHON 00NacTH Ul BBEJCHUS MOCPEACTBOM JAAHHOTO IyTH. Tak, 0OBIYHO COEAMHEHUS HACTOAIIEro n3o0peTe-
HHSI MOTYT OBITh BBEJCHBI B JIETKHE B BHJIE PacTBOPA, CYCIIEH3UH MM CyXOro nopoika. JIrobas cucrema, paspa-
60TaHHasA Ul JOCTABKH PACTBOPOB, CYCIIEH3MH MM CyXUX MOPOIIKOB MOCPEACTBOM NEPOPATHHON MM Ha3allb-
HOM HUHTAJIALMA WU I/IHCy(l)(l)J'lHLIl/II/I, SABJISICTCA nouxonameﬁ JJIA BBCACHHUA HACTOAIIUX CoeﬂHHeHHﬁ.
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Jlns NOBBIILIEHUsT PACTBOPUMOCTH coequHEeHNH (Gopmyis! (1) B KOMIIO3HIMU MOTYT OBITH BKJIIOUEHBI IOJ-
XOJSII¥E HHIPEAUCHTBI, HAIPUMep LHUKIONSKCTPUHBL [1oAX0onIIMy UKIONEKCTPHHAMY SBIISIIOTCS O-, [3-, Y-
LUKJIOJEKCTPUHBI WM UX IPOCThIE 3(PUPBI U CMEIIaHHbIE 3(QUPBI, B KOTOPBIX OIHA MM HECKOJIBKO THMIPOKCH-
TPYIIN aHTUAPOTIIIOKO3HUIHBIX 3BEHBEB LUKIOAEKCTPHHA 3aMeleHbl C) ¢aIKWIOM, OCOOEHHO METHIIOM, 3THIIOM
WK W30TIPOIIHIIOM, HAallpuMep NPOHU3BOJIBHO MeTHinpoBaHHbIE [3-CD; ruapokcu-Ci ¢ IKuiioM, 0COOEHHO IHAPO-
KCHATHJIOM, THIPOKCHUIIPOIIMIOM WM THUAPOKCHOYTHIIOM; KapOOKCH-C1_¢alIKHIOM, 0COOEHHO KapOOKCHMETHIIOM
Wi KapookcudITHIOM; C_¢IKHIKapOOHMWIOM, 0COOCHHO aneTnioM. OCOOCHHO 3aCTy)KUBAIONIMMY BHUMAHHS B
Ka4eCTBE KOMIUIEKCOOOPA3YIOIIMX CPEACTB H/HIN COMI00MIN3aTOpoB BILIOTCs [3-CD, mpOM3BOIBHO METHIMPO-
Bauubiil B-CD, 2,6-numerun-f3-CD, 2-ruapokcustuin-3-CD, 2-rugpokcunpornii-f3-CD u (2-kapOOKCUMETOKCH)
nponui-3-CD u ocobenHo 2-ruapokcurponui-B3-CD (2-HP-f-CD).

TepMHH «CMeLIaHHbII MPOCTOM APHUP» 03HAYAET MPOU3BOAHBIC IUKIOJEKCTPUHA, Y KOTOPBIX 110 MEHBILEH
Mepe JIB€ THAPOKCUTPYIITBI IUKJIOJEKCTPHUHA TPeo0pa3oBaHbl B IPOCThIE 3(PUPbI pa3InuHBIMK IPYIIIAMH, TaAKU-
MH KakK, HallpuMep, THIAPOKCUIIPOIIIII U TUAPOKCUITHIL.

Cpennee mossipHoe 3amenienue (M.S.) MCIONB3YIOT Kak IMOKa3aTelb CPEJHEro 4ucia MOJEeH alIKOKCH-
3BEHBEB Ha MOJIb aHTHIPOTIIIOKO3bl. CpenHsist crenenp 3amenienust (D.S.) oTHOCHTCS K cpeaHeMy YHCiy 3aMe-
LIEHHBIX THIPOKCUIOB Ha 3BEHO aHTHAPOTIIoKo3bl. Bemmunny M.S. n D.S. MokHO ompenenuTh pa3indHBIMU
AHATUTHYECKIMH CITOCO0aMH, TAKIMH KaK SAePHBIN MarHUTHBINA pe3oHaHc (AMP), macc-cnerpomerpus (MC) u
nH(ppakpacHas crekrpockonus (UK). B 3aBucuMocTH OT MCTIONB3yeMOro crocoda st OJHOTO JaHHOTO TPOH3-
BOJIHOTO IUKJIOAEKCTPHHA MOTYT OBITH MOJTy4eHbI HE3HAUUTEIBHO pa3iyaronecs: Benuuunsl. [Ipn nusmepenun
Macc-CreKTpocKonuer BenmmuuHa M.S. nmpeanoututensHo coctasiseT ot 0,125 mo 10 u Bemmuumna D.S. mpen-
MOYTHUTENBHO cocTaBisgeT oT 0,125 1o 3.

Jpyrue noaxose KOMIO3HLUY Ul NEPOPATBHOTO WM PEKTAIbHOTO BBEICHUS BKIIOYAIOT YACTHUIBI,
COCTOSIILIE M3 TBEPAOW IUCIIEPCHH, BKIIIOUarolei coenuHenre Gopmysbl (I) 1 oMH MM HECKOJIBKO MOIXO0/s-
mux (l)apMaLIeBTI/l‘ieCKI/I MpUEMJIEMBIX BOAOPACTBOPUMBIX MOJIMMEPOB.

TepMuH «TBepAas AUCHEPCHs», UCHOIB3YEMBIH 371€Ch, 03HAYaeT CUCTEMY B TBEPJIOM COCTOSHHUH (B OTIHU-
YHe OT )KHUAKOTO WJIHM ra3000pa3HOro COCTOSIHMS), BKJIIOYAIOIIYIO 110 MEHbIIEH Mepe JIBa KOMIIOHEHTa, B JaHHOM
ciryyae coenuaeHne Gopmyisl (I) 1 BomopacTBOpuMBIi onmMep, B KOTOPOW OAWH KOMIIOHEHT JUCIIEPIHPOBaH
OoJiee MM MeHee PaBHOMEPHO Ha BCEM MPOTSHKEHUH PYTroro KOMIIOHEHTA MIIM KOMIIOHEHTOB (B JaHHOM Cllydyae
BKJIFOYAIOT JIOTIOJHUTENbHbIE (hapMalleBTUIECKH MPUEMIIEMbIE areHThI, UCIIOIb3YEMbIe TIPH W3TOTOBICHH IIpe-
mapatoB u OOBIYHO WU3BECTHHIC B NAHHOH OONACTH, TaKWe KaK IIacTU(UKATOPHI, KOHCEPBAHTH M TOMY HOI00-
Hoe). Korza ykazanHas qucniepcysi KOMIIOHEHTOB BJISIETCS TAKOH, YTO CUCTEMA SIBJIAETCA XUMHUYECKH U (pusnye-
CKH OZHOPOJHOW MJIM TOMOT€HHOW Ha BCEM IPOTSHKEHHU WM COCTOUT M3 OIHOM (pa3bl, KaK ONpeNeseHo B Tep-
MOJMHAMHUKe, TaKas TBepHas AucrepcHs OyIeT Ha3bIBaThCS «TBEPABIM PacTBOPOM». TBepible PacTBODPHI SBIIA-
IOTCA MPECANOYTHUTEIIBHO (bI/Bl/I'-IeCKI/IMI/I CUCTEMaMHU, MTOCKOJIbKY KOMIIOHCHTBI B HEM 06]:.1‘11—{0 SIBJIIFOTCA 61/10.]'10-
TMYCCKN JOCTYNHBIMU JI1 OPraHu3MOB, B KOTOPBIC UX BBOIAT. Taxoe MNpEeuMytIcCTBO MOXHO, BEPOATHO, 061)510-
HHTB JIETKOCTBIO, C KOTOPOH yKa3aHHBIE TBEPAbIC PACTBOPBI MOTYT 0Opa30BBIBATh KUAKHE PAacTBOPHI IIPU KOH-
TaKTHPOBAHMH C JKUJIKOW Cpellod, TaKOH KaK JKeTyIO0YHO-KHIIEYHBIH COK. JIErKOCTh pacTBOPEHUS! MOKHO IIPH-
nHcaTh, 0 MEHbLIEH Mepe, YaCTUYHO TOMY (aKTy, 4TO 3HEeprusi, Tpedyemas il paCTBOPEHUSI KOMIIOHEHTOB M3
TBEPAOTO PacTBOpa, MEHbIIE, YeM JHEprus, Tpedyemasi Uil pacTBOPEHHs KOMIIOHEHTOB U3 KPHCTaJUIMYECKON
WA MUKPOKPHUCTAILTIYECKON TBEpAOH (a3sl.

TepMmuH «TBepAas IUCIIEPCH» BKIIOYAET TAKKE AUCIIEPCHUH, KOTOPBIE SBISIFOTCS MEHEE TOMOTEHHBIMU Ha
BCEM INPOTSHKCHUM, YEM TBEPABIC PACTBOPHL. Takwe ANCIEpPCHU HE SBILSIFOTCS XUMHYECKH M (U3MUYECKH OJHO-
POIHBIMU Ha BCEM INPOTSDKEHUH WM BKIIIOYAIOT Oosiee yeM onHy (asy. Hampumep, TepMuH «TBepaas qucmep-
CHs» OTHOCUTCS TAKXKE K CHCTEME, UMEIOIIEH 30HBI WIIM HEOOJIbIINE 00JIaCTH, B KOTOPBIX aMOp(HOE, MUKPOKpH-
CTJUINYECKOE WM KpUcTauimyeckoe coennnenue QGopmynsl (1) mim amMmophHbIH, MUKPOKPUCTAIUIMYECKUH HITH
KPHUCTAJUIMYECKUH BOJOPACTBOPUMBII MOJMMEpP WIIM 00a JMCIEPrUpOBaHbI OoJjiee WM MEHEe PaBHOMEPHO B
Jpyro# ¢ase, BKIIIOYAIOIIEH BOJ0PACTBOPUMBIN MOJUMEp WK coenuHeHne popmydsl (1), wiu TBepablid pacTBop,
BKITIOYaronuii coenuuenue hopmyist (I) u BomopacTBOpuMbId mojauMep. Takue 30HBI ABJSIFOTCS 0071acTAMU B
TBEPOH JUCIIEPCUH, XapaKTEPHO OTMEYEHHBIMU HEKOTOpOH (pr3ndeckoll 0COOEHHOCTHIO, HEOOIBIINM pa3Me-
POM ¥ paBHOMEPHO M IIPON3BOJILHO paclpe/ieIeHHBIMU Ha BCEM MPOTSHKEHUH TBEPAOH ANCIIEPCHU.

Jlisl moydeHHst TBEpABIX IUCIIEPCHH CYMIECTBYIOT pa3jIMdHbIE CIIOCOOBI, BKIIOYAIONINE JKCTPY3HIO H3
paciuiaBa, paclbUIUTEIBHYIO CYIIKY U YIIapHBaHHUE pacTBOpa.

Crioco0 ynapuBaHHs pacTBOpa BKIIFOUAET CIICTYIOIINE CTaliH:

a) pacTBopeHue coenuHeHus Gopmyisl (I) 1 BogopacTBOpUMOro moarMepa B MOAXOAAIIEM PaCTBOPHUTEIE,
HE00s3aTeNbHO, TIPH MOBBIIIEHHBIX TEMIIEPATYPaXx;

b) HarpeBanme pacTBopa, HOIYIECHHOTO B CTAIHNH a), HEOOA3aTENbHO, B BAKYYME JI0 TE€X TIOp, ITOKa PacTBO-
pUTEINIb HE BHINAPUTHCS. PacTBOpP MOXKET OBITh TaKkXKe BBUIMT Ha OOJIBILYIO IIOBEPXHOCTh, TaK YTOOBI 0OpPa30BbI-
BaJlaCb TOHKaA IJICHKA U U3 HEC MPOUCXOJNJIO BhIITApUBAHUEC PACTBOPUTEIIA.

B criocobe pacrbuIMTeNbHOM CYIIKH /IBa KOMIIOHEHTA TaK)Ke PACTBOPSIOT B MOAXOISIIEM PaCTBOPUTENE U
00pa30BaBIIMICS PACTBOP 3aTE€M PACHBUIIOT YEPE3 COIUIO PACHBUIMTENBHON CYIIKH C ITOCIEIYIOMINM BhINapH-
BaHHMEM PacTBOPUTEIS U3 00Pa30BaBIINXCS KarleJb P HOBBIIIEHHBIX TEMIIEPATYPaX.

27-



006656

[peanoyTuTenbHBIM CIOCOOOM TOJIYYECHUS YKA3aHHBIX TBEPIBIX AMCIEPCUI SBISIETCS CHOCOO AKCTPY3UH
W3 PacIuIaBa, BKIIOYAIOIINH CIIEIyIOIINe CTaANN:

a) cMemuBaHue coequHeHus popmynsl (I) 1 moaxosmero BOAOPacTBOPIUMOTO ITOINMEDA,

b) HeoOs3aTeNnbHOE CMEIIMBaHKE 100ABOK C TOJyYEHHOW TaKUM 00pa3oM CMEChIo,

C) HarpeBaHWe W NepeMelIMBaHie TaKUM 00pa3oM MOJIyYEeHHOW CMECH [0 MOJIyYeHHst TOMOTEHHOrO pac-
T1aBa,

d) nporyckanue ¢ IpUHYIUTEIHLHOM 10/1a4ei ITOJIy4EeHHOT0 TaKUM 00pa3oM paciiiaBa 4epe3 OJIHO MM He-
CKOJIBKO COILT U

€) OXJIAXKJICHUE pacIulaBa 10 TeX I10p, T0Ka OH HE OTBEPANTCH.

TepMUHBI «IUTABUTHY U «IDIABICHHUE» MOJDKHBI OBITH MHTEPIIPETHPOBAHBI B IIMPOKUX IpeaeNax. YKa3zaH-
HBIE TEPMHUHBI HE TOJIHKO 03HAYAIOT MPEOOpa30BaHNE U3 TBEPAOTO COCTOSHUS B JKUAKOE COCTOSIHUE, HO OTHOCST-
Csl TaKXKe K MpeoOpa3oBaHUI0 B CTEKIO0OPAa3HOE COCTOSHUE MJIM AJIACTUYHOE COCTOSIHUE, M B TAKMX TEPMHHAX
OIMH KOMIIOHEHT CMECH MOJKET CTaTh IOTPYXKEHHBIM OoJjiee WM MEHEee TOMOTEHHO B JpyroM. B HexoTopbIx
CITydasix OIMH KOMIOHEHT Oy/leT TIaBUThCA U PYTroi KOMIOHEHT(bI) OyJeT pacTBOPATHCS B paciuiaBe, 00pasys
TaKUM 00pa3oM pacTBOpP, KOTOPBIil MPU OXJIAXKIESHUH MOXKET 00pa3oBBIBATH TBEPABIH PacTBOp, UMEIOLIHUN Oia-
TOTIPUSITHBIE CBOWCTBA PACTBOPEHUSI.

[Mocne nosiydeHus: TBEPABIX AUCIEPCUI, KaK OMMCAHO BBILIE, MOJTYyYSHHbIE POIYKTHI MOTYT OBbITh, HEOOSs-
3aTeNIbHO, Pa3MOJIOTHI M IIPOCESHEI.

[TpoxykT B BHIE TBEpAOW ANCIIEPCHH MOXHO Pa3MOJIOTh WM M3MEJIBYHUTH JI0 YACTHL, UMEIOLIUX pa3sMep
MeHbIne yeM 600 MKM, peanodYTuTeNbHO MeHbIne yeM 400 MKkM u HamboJiee TPEANOYTUTEIFHO MEHBIIE YeM
125 Mxm.

YacTutipl, moIy4IeHHBIE, KaK OMMMCAHO BBIIIE, MOYKHO 3aTeM IIPeo0pa3oBaTh OOMIETIPHHITEIMA CIIOCO0aMU B
(hapMarieBTHYECKUE JO3UPOBAHHBIE (POPMEBI, TAKHE KaK TAOICTKU U KaTlCyJIbl.

Od4eBHIHO, YTO CHEUUANNCT B JAaHHOH 00siacT OyIeT B COCTOSIHUM ONTHMH3UPOBATh IapaMeTPsl OIHCaH-
HBIX BBIIIE CIIOCOOOB MOJTyYESHUs TBEPIBIX ITUCIIEPCHIA, TAKKE KaK HauOoliee MOIXOMAIINI pacTBOPHUTEINb, Pado-
yasi TeMIleparypa, THII HCIIOJIb3yeMOIl almaparypbl, CKOPOCTh PAaCHBUIMTENBHON CYIIKH, IMPOITyCKHAS CIIOCO0-
HOCTb B 3KCTpyJiepe [UIsl paciuiaBa.

BO}IOpaCTBOpl/IMbIMI/I MnoJIMMepaMu B YaCTULaX SABJIAIOTCA MHOJUMEPDBI, KOTOPbIC UMECIOT KaXYIIYIOCS BA3-
KoCTh mpu pactBoperuu mpu 20°C B BogHOM pactBope mpu 2% (Mac./00.) ot 1 g0 5000 mlla, Gosee nmpenmoyuTu-
tenpHO oT 1 10 700 mIla u Hambonee npeanourntensHo ot 1 1o 100 mlla. I[Toaxoasmue BogopacTBOPUMBIE MO-
JUMEpBI BKITIOYAIOT, HAMPUMEp, aTKHIICIDIFOIO3b], THAPOKCHATKIIIEILIIONO3bI, THIPOKCHATKIIATKIIICILTIO-
7036, KapOOKCHATKUIIIEIDTIOIO3BI, COMM IIEIOYHBIX METAUIOB KapOOKCHAIKIIIIEIUTION03, KapOOKCHATKMIAT-
KHJIIIEIUTIONIO3E], CIIOXKHBIE 3PHPBI KapOOKCHANKIUIIIEIUTION03, KpaXMallbl, IEKTHHBI, TIPOU3BOJHBIE XUTHHA, JH-,
OIIUTO- W TIONTUCAXapUIbI, TAKUE KaK TPErajao3a, allbTHHOBAs KUCJIOTA MM UX COJH MICTOYHBIX METaJIOB U aM-
MOHHUSI, KappareHbl, raj0akTOMaHHAHbI, TparakaHr, arap-arap, ryMMuapaOuK, KameIb POXXKKOBOTO JepeBa H
KCaHTaHOBAsI KaMe[b, MOJMAKPUIOBBIE KUCIIOTHI U MX COJIH, TOJIMMETAKPUIOBBIE KUCIOTHI U MX COJIH, CONOJH-
Mepbl METAKPUIIATOB, TIOJMBUHIIOBBIN CITUPT, MOJUBUHHIIIHPPOINAOH, COMOIUMEPHI TIOIUBUHIIIITUPPOIHIOHA
C BUHHMJIACTAaTOM, KOM6I/IHa]_Il/II/I TIOJIMBUHUJIOBOT'O CIIMPTA U MOJUBUHUINIUPPOJINI0HA, MOJIUATIKUICHOKCHUIbI U
COIIOJIMMEPBI OKCHAAa STUJICHA U OKCHJa IMPONHJICHA. Hpe[lHOI-ITI/ITeJ'l])HbIMI/I BOJOPACTBOPHUMBIMHU MOJIUMEpaAMHU
SIBJISIFOTCS THIPOKCHUIPOITMIIMETHIILEILTIOJIO3BI.

B kadecTBe BOZOPACTBOPUMOTO MOJIMMEpA MPH MOTYIYCHUH BEIICYKa3aHHBIX YaCTHIl, Kak omrcaHo B WO
97/18839, MOkeT OBITH UCIOIB30BAH TAKKE OJUH WIIM HECKOJIBKO IUKIOJICKCTPUHOB. YKa3aHHBIC AKIIOJICKCT-
PHHBI BKIIIOYAIOT (hapMalleBTUYECKH ITPHEMIIEMbIE He3aMeIICHHbIE 1 3aMELCHHbIE IUKJIOIEKCTPUHBI, U3BECTHBIC
B IaHHO# 06JiacTH, 60JIee OMPEACICHHO, O-, B~ WK Y-IIMKIIOAEKCTPUHBI WK UX (hapMaleBTUUECKH TPHEMIIeMbIe
TIPOU3BOTHBIE.

3aMemieHHbIe [UKIOACKCTPUHBI, KOTOPhIE MOTYT OBITH HCITOJNB30BAHBI JJIS MONYYCHHS BBIIICONMCAHHBIX
YaCTHUII, BKIFOYAIOT IPOCThIe monmdupsl, onucannbie B mateHTe CIIIA 3459731. CneayromumMu 3aMeIeHHBIMEI
[UKIOAEKCTPHHAMH SIBIIAIOTCS MPOCTHIE 3(UPHI, Y KOTOPHIX BOIOPOJ OJHOW MM HECKOIBKUX THAPOKCHUTPYIII
nukionekcTpuHa 3ameHeH CjgamkuiaoM, THIAPOKCH-C | gaikuioM, KapOokcu-Cigankmiom win CigalIKuiI-
okcukapOoHUI-Ci_¢aJIKHIOM, WM UX CMEIIaHHbIe MPOCThie 3Qupbl. B yacTHOCTH, TAKMMHU 3aMEIEHHbIMHU LUK~
JIOAEKCTPUHAMM SIBIISIIOTCS IIPOCTHIE AQUPBI, Y KOTOPBIX BOJOPOJ OJHOM MIIM HECKOJIBKUX TMIPOKCUTPYII LUK~
noaekcTpuHa 3ameHeH Cijankuiaom, runpokcu-C, 4ankuinoM, kapOokcu-C,alKiioM Wi 0osiee onpeieieHHo
METHUJIOM, 3THJIOM, THAPOKCUITUIIOM, TUAPOKCUIIPOIINIIOM, FI/l[lpOKCI/I6yTl/I.HOM, Kap6OKCI/IMeTI/lJ'IOM NI Kap601<—
CHITHJIOM.

OCOGEHHO HCIONB3YEMBIMH SIBIISIFOTCSL  TIPOCTBIC 3GHPBI  B-IMKIOMCKCTPUHA, HATPUMEp IUMETHII-[3-
UKJIOACKCTPHH, Kak omrcaHo B Druds of the Future, Vol. 9, Ne 8, p. 577-578 by M. Nogradi (1984), u mpoctsie
nou3GUPBI B-IUKIOAEKCTPUHA, IPUYEM MPUMEPAMH HX SBISIFOTCS, HAPUMEP, THAPOKCHITPOITHI-3-IIHKIOICK-
CTPHH W THAPOKCHITHII-P-IUKIOASKCTPUH. TaKMM aJKAIOBBIM 3(UPOM MOXET ObITh METHIIOBBIN 3(up o cTe-
MIEHBIO 3aMeleHus npudamsurensHo ot 0,125 no 3, Hanpumep npubmmsutensHo ot 0,3 mo 2. Takoit runpokcu-
MMPONMWJILUKIIOACKCTPUH, HAIIPUMEDP, MOKET 6]>IT]) TMOJIyUCH B3aHMOﬂeI>iCTBPIeM MCKIY B-I_ll/IKJ'lOJIeKCTpl/IHOM u
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OKCHJIOM TIPOITMJIEHA M MOKET UMeTh BenmunHy MS mpubnusutensHo ot 0,125 no 10, Hampumep, npubimsu-
tenbHo oT 0,3 10 3.

JlpyruM THIIOM 3aMEIeHHBIX IUKJIOJEKCTPHHOB SBIAIOTCA CyIb()OOYTHIIUKIOASKCTPHUHEL

OtHowenune coeanHenus ¢popmyiisl (I) kK BOZOpacTBOPUMOMY MOJIMMEPY MOXKET BapbUPOBaTh B IIMPOKUX
npezenax. Hanpumep, MoxxHo npumeHsts otHomenus: ot 1/100 go 100/1. TIpencrasnsionine HHTEpEC OTHOLLIE-
HUs coequHeHust popmyiibl (I) K HUMKIONEKCTPHUHY COCTABISIIOT mpubausurensHo ot 1/10 no 10/1. Ipexcras-
Jstrorye OOJBIINK MHTepeC OTHOIIEHHs coenuHeHus (opMyibl (I) K IUKIOAEKCTPUHY COCTaBISIOT NPUOIN3H-
TenpHO oT 1/5 o 5/1.

Jlanee MoxeT OBITH yIOOHO M3roTOBUTH coequHenus popmyisl (I) B hopme HaHOUACTHI, KOTOPBIE UMEIOT
MOIM(UKATOP TTOBEPXHOCTH, aJCOPONPOBAHHBIN Ha €r0 MOBEPXHOCTH B KOJMYECTBE, TOCTATOYHOM ISl COXpa-
HeHHA 3P (GEKTUBHOTO CpeaHero pasMepa dactull MeHbIne yeM 1000 am. CanraeTcs, 9To MPUroIHBIe MOA(HUKa-
TOPBI OBEPXHOCTH BKJIIOYAIOT MOIM(UKATOPBI, KOTOpBle HU3HMUECKH NPIIHIAIOT K OBEPXHOCTH COSIAUHEHUS
¢dopmyinsl (I), HO He CBA3BIBAIOTCA XMMHUYECKH C YKa3aHHBIM coequHeHueM. Iloaxonsmme MoauduKaTopsl Ho-
BEPXHOCTH MOXKHO IIPEANOYTHTEIBHO BHIOPATh U3 OPraHMYECKUX M HEOPraHWYeCKHX (hapMareBTHYECKUX JKC-
OUIIMCHTOB. Takue OKCHUITMEHTHI BKIIIOYAIOT pas3IMYHbIC IMTOJIUMEPLI, OJIMTOMEPLI C HU3KOH MOJIeKyﬂ}IpHOﬁ mac-
COﬂ, MPpUPOAHBIC MPOAYKTbBI U MNOBCPXHOCTHO-AKTHBHBLIC BCIICCTBA. HpeﬂHO‘ITI/ITeHbeIe MO]II/Iq)I/IKaTOp])I 110-
BEPXHOCTHU BKJIIOYAaOT HCUOHOTCHHBIC 1 aHUOHOT'CHHBIC ITOBEPXHOCTHO-AKTUBHBIC BCUICCTBA.

E1e onmH nHTEpECHBIH MyTh BKIIOUYEHHS coenHeHui Gopmyuisl (I) B KOMIIO3UIMIO BKIIOYAET B ceds CIo-
€00 mpuroToBNIeHHs (hapMaEeBTHYECKOH KOMITO3ULIMH, IIPH IIOMOIIM KOTOpOro coeanHeHus popmyasl (1) Britto-
4aT B IHAPOQUIbHBIE MTOJMMEPHI ¥ JaHHYI0 CMECh HAHOCAT B KaUeCTBE IUICHKU-TIOKPHITHSI HA MHOTOYHUCIICH-
HbIE HEOOJBIINE TPAHYJIBI C TTOIYYCHHUEM, TAKUM 00pa3oM, KOMIIO3UIMN, KOTOPAsk MOXET OBITH JIETKO MOJy4eHa
1 KOTOpast SIBIISIETCS] TOAXOAAIIEH U MOy4eHHs (papMaeBTHUECKUX JTO3UPOBAaHHBIX (POPM AJISI TIEPOPAIEHOTO
BBE/ICHMUS.

YKa3aHHBIE TPaHyJIbl BKIIOYAIOT LIEHTPAIBHYIO, OKPYIJICHHYIO MM C(EpUUYECKYI0 CepILeBHHY, IUICHKY-
HOKpBITHE M3 TMAPOGUIBHOTO mojuMepa U coeauHeHus Gopmyisl (I) 1, HeoOA3aTeNbHO, CIOH-IIOKPBITHE AL
TepMETH3aLUH.

Marepuainbl, MOIXOISIINE ISl UCTIONb30BAHUS B KAUECTBE CEP/ILIEBHH B IPaHyJiax, sBISIOTCS pa3HOOOpas-
HbIMHU, IPU YCJIOBUH, YTO YKA3aHHBIC MaTCpHaJIbl SABJIAIOTCA q)apMaLleBTM'—IeCKI/I MNpUEMJIEMbIMU U UMEIOT IOAXO-
JAmue pasMepbl 1 IPOYHOCTh. HpI/IMepaMI/I TaKUX MAaT€pUajioB SABJIAIOTCA OJIUMEPDI, HCOPTraHUYCCKHUE BEHICCT-
Ba, OpPraHNYECKHE BELIECTBA U caXapuabl U UX IPOU3BOIHBIC.

Oco0eHHO BHITOAHBIM SIBJISIETCSI U3TOTOBJICHUE BBINIEYKa3aHHBIX (apMalieBTUYECKHX KOMITO3HLIMHI B BHIE
YHA(HUINPOBAHHOHN JIEKAPCTBEHHOM ()OPMBI 1O NMPHYHMHE JIETKOCTU €€ BBEJICHUS M OJHOPOJHOCTH IO3HUPOBKH.
YHu(UIHpoBaHHBIE JEKAPCTBEHHBIE (DOPMBI, HCIOIB3yEMBIE 3/1€Ch, OTHOCATCS K (PU3MUECKH TUCKPETHBIM EH-
HUIIaM, ITOAXOASAIINM B Ka4eCTBE YHU(PHUIMPOBAHHBIX 103, IPHUYEM KaX/asi €IUHULA CONEPKUT 3aJaHHOE KOJIH-
YECTBO aKTHBHOTO WHTPEIMEHTA, BEIYMCICHHOTO ISl BBI3BIBAHUS HY)KHOTO TEPANEBTHUECKOTO JCHCTBHUSA, B CO-
YEeTaHWU C TpeOyeMbIM (apMareBTHIeCKUM HocuTeneM. [Ipumepamu Takux yHH(DUIMPOBAHHBIX JIEKAPCTBEHHBIX
(hopm sBISIIOTCS TaOJIETKH (B TOM YHCiIe TabJIETKH ¢ HACEYKAMH MM TaOJETKU C MOKPBITHSAMU), KarCyJIbl, TTH-
JIFOJTH, TTIAaKETHKU C MOPOIIKOM, O0JIaTKH, CYIIIO3UTOPHU, HHBELIMPYEMbIE PACTBOPHI MJIM CYCIIEH3UH M TOMY HO-
JNOOHOE M X pa3JieJICHHbIE KPaTHBIE YacTH.

Crerpanuct B obnactu jgeueHust BUU-uHpeKIu MOKET onpeneanTs 3PPEKTHBHOE CYyTOYHOE KOJIAIESCTBO
W3 NIPEACTaBICHHBIX 3/1€Ch PE3YJIbTATOB MCHbITaHUA. B obmem, npeanosnaraercs, 4ro 3pQEeKTUBHOE CyTOUYHOE
Kou4yecTBO AOJDKHO OBITH OT 0,01 1o 50 Mr/Kr Macchl Tena, 6onee npennodtutebHo oT 0,1 1o 10 Mr/kr Macch
Tena. Moxet ObITh NOAXOSIIIMM Ha3HaYeHHe TpeOyeMoid I03bI B BUJIE BYX, TPEX, YEThIpeX min Ooiee cy0a03,
BBOJIMMBIX TIPY MOJXO/SIINX UHTEPBAIAX BPEMEHH Ha MPOTHKEeHUH IHs. Takue cy0036l MOTYT OBITH H3TOTOB-
JICHBI B BHJE YHU(HUIIMPOBAHHEIX JIEKAPCTBEHHBIX (hopM, Hampumep, copepkamux oT 1 mo 1000 mr, ocobeHHO
ot 5 10 200 Mr akTHBHOTO HHTPEINEHTa Ha YHU(PHUIUPOBAHHYIO JIEKAPCTBEHHYIO hopMy.

TouHas 103a ¥ 4acTOTa BBEICHUS 3aBUCAT OT KOHKPETHOT'O UCIIOJIb3YEeMOro coeanHenus Gpopmyist (1), on-
PEINENCHHOr0, OABEPTracMOro JICUCHHUIO COCTOSHHUS, TSDKECTH MOJBEPracMoro JICUCHHUIO COCTOSHMSA, BO3pacTa,
Macchl ¥ 00LIET0 (PM3UIECKOTO COCTOSIHUS ONPEIEICHHOTO MAalMeHTa, a TAaKXKe JIPyroro JEKapcTBEHHOTO Cpejl-
CTBa, KOTOPOE MOXKET MPUHUMATh WHAWBHUIYYM, YTO XOPOIIO U3BECTHO CIEUUAIUCTY B AaHHOH obnacti. Kpome
TOr0, OYEBHHO, YTO yKa3aHHOE d(PEKTUBHOE CYTOYHOE KOJMYECTBO MOXKET OBITh CHM)KEHO WJIM TOBBIIICHO B
3aBUCHMOCTH OT PEaKIMH IOJ(BEPraeMoro JICYEHHIO CYOBbEKTa W/WIIM B 3aBUCHMOCTH OT OLIEHKH JICYalllero Bpa-
Ya, TIPOIHCHIBAIOIIET0 COSANHEHHUS HACTOSIIIEr0 n300peTeHns. D(deKTHBHBIE THana30Hbl CYTOUHBIX KOJIMYECTB,
yKa3aHHBIC 31€Ch BBILIE, SIBISIOTCS, CJIE0BATEIbHO, TOJIHKO METOJMUECKUMHI PEKOMEHIANSIMH U B HUKOEH Me-
pe He NpeHa3HaueHbI U1 OTPAaHUYCHUS 00beMa HIIH UCTIONb30BAaHNS H300pETEHMS.

Hacrosmue coeqmaenus ¢popmyssl (I) MOKHO HCTIOTB30BaTh OTACIHHO WM B KOMOMHALINY C APYTHMH Te-
paneBTHYECKUMH areHTaMy, TaKUMH KaK aHTUBHPYCHBIE CPEICTBA, aHTHOMOTHKH, WMMYHOMOIYJISITOPHI WIIN
BaKIMHBI JUIA JICYEHHUS BUPYCHBIX MH(eEKuuil. FIX MOXHO TaKke HCIIOJIb30BAaTh OTACIBHO MM B KOMOMHAILIUY C
JPYTUMH NPO(UIAKTHYECKUMHU areHTaMH Ui NPOQHIAKTHKU BUPYCHBIX MH(pekiuil. Hacrosmme coenunenuns
MOTYT OBITH HCIIOJIB30BaHBI B BAKLIMHAX M CIIOCO0AX A 3alIMThl MHAWBUAYYMOB OT BHPYCHBIX MH(EKIMH Ha
MPOTAKCHUU IMPOAOJLKUTCIIBHOTO IMEpHUoJa BPEMCHU. COC}II/IHCHI/IH MOKHO HUCIIOJIB30BAaTh B TaAKHWX BaKIIMHAX JIN-
00 OTAEIbHO, MO0 BMECTE C IPYTUMU COCIMHEHUSIMH HACTOSILEr0 M300pETEeHNsI MIM BMECTE C JIPyTUMHU aHTH-
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BUPYCHBIMH areHTaMH CIIOCOOOM, COBMECTUMBIM C OOIIENPHHATHIM HCIOJIB30BAaHUEM HHIMOUTOPOB OOpaTHOM
TPAHCKPUIITa3bl B BAKLIMHAX. TaK, HACTOAIIME COEANHEHHSI MOXKHO CMEIIaTh ¢ ()apMaleBTUUECKU IPUEMIIEMBIMU
a/IbIOBaHTaMH, OOBIYHO MCIOJIb3YEMbIMU B BaKIIMHAX, U BBECTH B MPO(PUIAKTHIECKH 3 HEKTUBHOM KOJIUIECTBE
JUISl 3aLUThI UHIMBHUIYYMOB Ha NPOTSHKEHUHU MPOAOIDKUTEIBHOTO Neproia BpemeHn ot BUY-undeximm.

Kpome Toro, B kayecTBe JIEKapCTBEHHOT'O CPEICTBA MOXET OBITh MCIIOJIb30BaHA KOMOHMHAIIMS aHTHPETPO-
BUPYCHOTO coeiuHenust u coeauHenus: popmyisl (I). Takum oOpa3zom, HacTosiIee H300peTEHNE OTHOCUTCS TaK-
ke K MPOIYKTy, conepxaiiemMy (a) coenunenne Gopmyisl (I) n (b) apyroe aHTUpeTpOBUPYCHOE COECANHEHHUE, B
BHU/Ie KOMOMHHPOBAHHOTO ITpenapara Jjsi OJJHOBPEMEHHOTO, Pa3/IebHOTO MIIH 1TO0CIIEJ0BATEIBHOIO UCIIOIb30Ba-
HUA 1Tpu Jiedenun mpotuB BUY. Paznuynble nekapcTBEeHHBIE CPEICTBA MOTYT OBITh OOBEIMHEHBI B BU/IE OJJHOTO
npenapara BMecTe ¢ (hapMaleBTHIECKH NMPUEMIICMbIMI HOCHUTEISIMA. Y Ka3aHHBIMHU PYTUMU aHTHPETPOBHPYC-
HBIMH COEJIMHEHHSMH MOTYT OBITh M3BECTHBIC aHTHPETPOBUPYCHBIE COEANHEHUS], TaKHe KaK CypaMuH, ICHTaMHU-
JIMH, TAMOIICHTHH, KaCTaHOCIIEPMUH, JiekacTpaH (nexcrpancynbdar), pockapHeT-HaTpuil (TpuHaTpuiiochoHo-
(opmuar), HyKICO3HIHBIE HHTHOUTOPHI OOpaTHOM TpaHCKpWITa3bpl, HampuMep 3uaoByauH (3'-a3mmo-3'-
neoxkcutumuaud, AZT), aumanosus (2',3'-guneokcunnosus; ddl), 3amurabun (auacoxkcururuans, ddC) wim
namuByauH (2',3'-nquneokcu-3'-rnanutiaug, 3TC), craBynun (2',3"-nuaernapo-3'-neokcurumuaus, d4T), abaka-
BUDP U TOMY HOA0OHOE; HEHYKJICO3UIHbIE MHIMOUTOPBI OOpaTHOW TPaHCKPHIITa3bl, Takue Kak HeBupanuH (11-
ukIonponwi-5,1 1-auruapo-4-mermn-6 H-nunupu o[ 3,2-b:2',3'-e][ 1,4]anazenun-6-on), sdaBupeHl, AenaBup-
e, TMC-120, TMC-125 u Tomy nozno6Hoe; hocthoHaTHbIE HHTHOUTOPBI 00paTHON TPaHCKPUITA3bl, HAIIPUMED
TeHO(OBUp M ToMy momoOHOe; coemuneHus tuma TIBO (terparmmpommuiasol4,5,1-jk][1,4]0eH3011a3emHH-
2(1H)-ona wu -tmona), Hampumep (S)-8-xsop-4,5,6,7-TeTparunpo-5-meTri-6-(3-MeTni-2-0y TeHIIT) MM Aa30
[4,5,1-jk][1,4]6en30mua3enun-2(1H)-tnoH; coenqunenus tumna A-APA (O-aHIIHHO(pCHHUIAIIETAMIHA), HATPUMED
O-[(2-auTpodenu)aMuHO |-2,6-AUXJIOPOCH30IAlIETAMHU] K TOMY TTOJ00HOE; HHTMOUTOPHI TPAHC-aKTHBUPYOIIIX
6enxoB, Takue kak TAT-unruburopst, Hanpumep RO-5-3335, i uaru6buropst REV u Tomy nono6noe; unru-
OWTOpHI TpOTEa3bl, HAIPUMEP WHIMHABUDP, PUTOHABHP, CaXWHaBHp, JonuHaBUp (ABT-378), HendunraBup, am-
npenasup, TMC-126, BMS-232632, VX-175 u ToMmy moo0HOe; MHTHOUTOPHI CIUASHUS KJIeTOK, Hanpumep T-20,
T-1249 u Tomy nogo6Hoe; antaronuctsl penentopa CXCR4, manpumep AMD-3100 u ToMmy momoOHOe; HHTHOH-
TOPBI BUPYCHOW MHTErpasbl; HyKJICOTHAONOJ00OHbIE HHTMOUTOPB! 00paTHOW MHTErpasbl, HapuMep TeHO(GOBUD U
TOMY MOZOOHOE; MHTHOUTOPHI PHOOHYKIICOTUAPEAYKTA3bI, HATPUMED IHIPOKCHMOYEBHHA H TOMY ITOI00HOE.

BBeznenneM coenuHEHHH MO HACTOALIEMY M300PETEHHIO C APYTMMH aHTUBUPYCHBIMH areHTaMH, KOTOPbIE
HalleJIeHbl Ha Pa3Hble COOBITHSI BUPYCHOTO IMKJIA )KU3HHM, MOXKHO YCHJIMThH TEPalleBTHYECKOE JAEHCTBUE yKa3aH-
HBIX coeanHeHui. KoMOMHaMOHHBIE Tepanuyu, KaK OMKCAHO Bblle, 0OHAPY)KUBAET CHHEPrHYecKuil 3 dexT B
WHrUOMpoBaHuM perutukaimu BUY, Tak Kak KaXablii KOMIOHEHT KOMOWHAIIMY JACHCTBYET HA PAa3IUYHBIA CAMT
pemukanuu BUY. Vcnonp3oBanye Takux KOMOWHAIMA MOXET CHU3UTBH J03Yy AAHHOTO OOIIENPUHSATOrO aHTH-
PETPOBUPYCHOTO areHTa, KOTOPbIH JOJDKEH TPeOOBAThCS UL JIOCTHXKEHHUS HY)KHOTO TEparneBTHYECKOTO WIIN
Npo(HUITaKTHYECKOTO JEHCTBHS, IO CPAaBHEHHUIO CO CIIydaeM, KOTAa TaKOW areHT BBOJST B KauyecTBE MOHOTEpa-
nun. Takne KOMOMHALMKM MOTYT CHU3UTH WM MCKIIOYUTH MOOOYHBIC IEHCTBUS OOIIENPUHATON aHTUPETPOBHU-
PYCHOM MOHOTEpanuH, B TO )K€ BpeMsl HE MeIlasi aHTUBHUPYCHOM aKTUBHOCTH areHTOB. YKa3aHHbIE KOMOWHAIINU
CHI)XAIOT TOTEHIMAI YCTOWYMBOCTH K TEPAlHK OJHUM areHTOM, B TO )K€ BPEeMsl MUHHMU3UPYS JT00YI0 acco-
LUMPOBAHHYIO C 3THM TOKCHYHOCTh. Takue KOMOMHALMKM MOTYT TaK)Xe MOBBICUTH 3()(HEKTUBHOCTH OOIIETIPUHSI-
TOTO areHTa 06e3 MOBBILICHUsI CBI3aHHOW C 9TUM TOKCHYHOCTH.

CoenuHEHHs 110 HACTOSIIEMY M300pPETEHUIO MOTYT OBITh TAaK)K€ BBEJCHBI B KOMOMHAIIMU C HIMMYHOMO/IY-
JHUPYIOLIMMH areHTaMH, HalpUMep JIEBAMH30JIOM, OpPONMPUMHHOM, aHTHUTEJIaMHU IPOTHB alb(a-uHTephepoHa
4enoBeka, HHTephepoHOM-alib(ha, HHTSPICHKUHOM 2, MCTUOHUHIHKE(DATHHOM, AUITHIANTHOKapOaMaToM, dak-
TOPOM HEKPO3a OIyXOJIH, HAJITPEKCOHOM U TOMY I10100HO€; aHTHOMOTHKAMHM, HAIlpUMep, MEHTaMUANHU3ETHO-
paTtoM M TOMYy 1OJIOOHOE; XOJIMHEPTUUECKIUMHU areHTaMy, HalpuMep TaKpUHOM, PUBACTUIMUHOM, JIOHETIE3UIIOM,
rajJJaHTaMUHOM M TOMYy 1oj1o0Hoe; GiiokaropaMu kaHaioB NMDA, HanpuMep MEMaHTHHOM, JUIS TPOQHUIAKTUKI
w O0opbOBl ¢ WHQEKnueld u 3a00JCBaHMUSAMH WIH CHUMIITOMaMH 3a00lieBaHW, accomMUpoBaHHBIX ¢ BMY-
nadpekmuen, Takumu kak CITUJ] u ARC, manpumep nemenmus. Coennaerne ¢popmydsl (I) MOKHO Taxke KOM-
OMHMpPOBATH ¢ APYTUM coenuHeHneM popmysr (I).

XoTs HacTosiiee N300peTeHne CPOKYCHPOBAHO Ha HCIOIb30BAHUN HACTOSIIMX COCAMHEHMH IS podu-
JTaKTHKU WK JiedeHust BUYU-unpexuuii; HacTosmuye coeAnHEeHHsI MOJKHO TaKoKe UCIIOIb30BaTh B KAUSCTBE HHIH-
OMpYIOIINX areHTOB AJIsL APYTUX BUPYCOB, KOTOPBIE 3aBUCST OT aHAJOTHYHBIX 00paTHBIX TPAaHCKPUITA3 Ul 00s-
3aTeNIbHBIX COOBITUI B MX LIUKJIE )KU3HH.

Crenyromue npuMepsl peHa3HaueHbl 1Sl HUTIOCTPALMK HACTOSILETO0 N300PETeHUsL.

DKCcnepuMeHTalIbHAs YaCTh

Hwxe «IM®» obo3nagaer N,N-mumermndopmamun, «DIPE» o6o3nadaer aun3onponuiioBsiid 3¢wup,
«TI'®» obo3nauaer terparuapodypad, «IMA» oboznauaer N,N-mumermnaneramun, «IMCO» obo3nauaer
mumetwicynbhokcun, «DME» obo3nadaer auMermnoBbsiii a3¢up, «EtOAc» oboznHavaer stmmanerar, «EDCI»
o3Hadaet N'-(arrnkapoornmMunown)-N,N-qiume - 1,3-npornannaMuH.

A. IlonydyeHre npOMeXyTOUHbIX COEIUHEHUH.
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ITpumep Al.
a). [lomy4yeHne MpoMeXyTOUHOTO COeTHEHHS 1.

\ 7 N

nBuLi (0,012 monb) nobasnstor no kamwisiMm npu -70°C x cmecu N'-(4-6pom-2,6-mumermindenun)-N,N-
qumetunMeranuMugamuna (0,0078 mone) u TT'® (20 M) B Toke N,. Cmechk nepememmnBaiot npu -30°C B Teue-
aue 30 muH, 3aTem oxuaxaarot jao -70°C. Mo kamrsim go6asnstor cmecs JJM® (0,078 moms) u TI'D (30 mu).
Cwmecs nepememuBatoT npu -70°C B Teuenue 2 4, 3areM HarpesaroT 10 0°C, BeuuBaroT B HO u skcTparupyror
stunaneratoM. Opranuueckuid cioi otxensitor, cymar (MgSO,), GuiIbTpyloT U pacTBOPUTENb BINAPUBAIOT.
Brixon: 1,8 r npoMeXyTOUHOr0O coeAMHEHHUS 1.

b). [Tomy4yeHne MPOMEKYTOIHOTO COSTUHEHHUS 2.

V4
>N—/ \ =N

Cwmech muatmi(imanomerwn)pochonara (0,0037 mons) u TI'D (10 M) oxnaxnaroT 10 5°C B Toke Nj.
Hopumsmu nobasistitoT Tpetr-0yTokenn kamust (0,0037 mouns). Cmecs nepememmBatoT npu 5°C B Tedenue 30
MHH, 3aTeM IIepEeMEIINBAIOT P KOMHATHOH Temneparype B TeueHne 30 MuH. /106aBisioT cMech IPOMEXyTOU-
Horo coeauHenus 1 (0,0024 mons) 1 TI'® (10 mi). Cmech nepeMennBaloT IpH KOMHATHON TeMIlepaType B Te-
yerne 1 4, 3aTem BeumBaoT B H,O u skerparupyror CH,Cly. Opraandeckwnii cnoit otnensror, cymar (MgSOy),
($uIBTPYIOT M pacTBOpHTENb BhINapuBatoT. Beixox: 0,82 r (100%) mpoMeKyTOYHOTO COeANHEHUS 2.

c). [lomy4yenne mpoMexyTOYHOTO COSANHEHNS 3 ¥ IPOMEXYTOYHOTO COSANHEHHS 22.

4 4

NpoMENYTOUHOE oMeyTOuHO®
coepuHEHne 3 zgtmmenm

Cwmech npomexxytounoro coenunerus 2 (0,059 mons) u ZnCl, (0,299 monb) u sranona (150 mi) nepeme-
[IMBAIOT M KHUIATAT ¢ OOpaTHBIM XOJOIWIBHUKOM B TedeHue 24 4, 3aTeM BeUIHBAIOT B pacTBop K,CO; (10% B
Boze) u 3kcrparupyror CH,Cl,. Oprannveckuii cioii otaessitor, cymar (MgSOy), GUITPYIOT U pacTBOPUTEIH
BhinapuBarT. Ocratok (9 r) kpucramumzytor u3 DIPE. Ocratok otdunbrposbsiBaroT u cymat. Beixoa: 0,8 T (6%)
MIPOMEKYTOUHOTO coenuHeHus 22. GunpTpar KOHIEHTPUPYIOT U Hepekpuctan3oBeiBaoT u3 DIPE, nmomyyas
IIPY 3TOM 6 T IPOMEXYTOUYHOTO COSTUHEHHUS 3.

B anpTepHaTHBHOM Cilydae MPOMEXYTOUHOE COeTMHEHHE TT0JIyHaroT TaKXKe CIICTYIOIIUM CII0cO00M.

K pactBopy 159 r 4-iion-2,6-mumerninden3onamMuaa 1o0asisioT 63,8 r aunerata Harpus. PeakmoHHYTO
CMECh BBIICPXKHBAIOT B aTMocdepe azora. lodamsioT 7 T yBinaxxHeHHOT0 nayutaaus Ha yrie (Pd/C, 10%) n 64,4
MJT aKpIIIOHHTpHIIA. PeakimonHyto cMech HarpeBatoT 10 130°C u mepeMemunBaioT Ha MpoTsbkeHu: Houu. [locire
OXJTXK/ICHUS 10 KOMHATHON Temreparypsl nobasisrot 0,5 1 romyona u 0,5 1 N,N-gumermnaneramuna. Peakim-
OHHYIO CMeCh PHIIBTPYIOT Yepe3 AuKaiuT u GuibTp npomseiBaioT 0,5 1 Tonmyona. K cmecu no6asmsitor Bogy (6 1)
u nepememuBaioT B TedeHue 30 muH. Cnoun paszgersiror. K BogHOMY citoro m06aBmsroT 1 11 Tomyona U cMech Tie-
pememmBaroT B TedeHue 30 mun. Croun pasaensioT cHoBa. OTaeneHHbIe OPraHMYECKHUe CIIOW COOMPAIOT U pac-
TBOPUTENH BBIIAPUBAIOT, OyYast P 3TOM 123 r mpoMeKyTOIHOTO COeIUHEHHUS 3.

[TpomexxyTouHOE coeuHeHre 3 MPeoOpasyroT B €ro THIPOXJIOPHIHYIO COJIb CIEAYIOIINM 00pazoM.

K cmecu 123 r npomexxyToynoro coequnenus 3 B 630 mut aTaHoia 100aBisoT 1,25 1 AMU30NPONIUIIOBOTO
a¢upa. PeakimoHHyI0 cMech BBIIIEPKUBAIOT B atMocdepe azora. Cmech HarpeatoT 10 60°C 1 nepeMemmBaoT B
teuenne 30 muH. Jlo6aBisror 120 M1 6H. pacTBOpa COJITHOIM KHCIIOTHI B 2-IIPOIIAHOJIA M CMECh TIEPEMEIINBAIOT B
teuenne 30 muH. [locie oxmaxkaeHus 10 KOMHATHOHM TeMIIepaTypbl peakKIMOHHYIO CMECh (QUIBTPYIOT M OCTaTOK
npombeiBatoT 100 M 2-mpomnanona. OOpa30BaBHOIMIACA OCTATOK CYIIAT MPH MOHIDKEHHOM aaBieHuu mpu 50°C.
Brrxox: 103 1 (77%) comu XJIOpUCTO-BOAOPOAHOM KHCIOTHI (1:1) MpoMeKyTOIHOTO coennHEeHNS 3.

[Ipomesxytounoe coequuaenue 3 (E) momywarot cienyrontim o0pazom.

x). Iloxy4enue npomexxyrouanoro coequaenus 3a (E).
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CH=CH-C(=0)-NH,

Q.

MpoMexyTouHoe
coepnnenne 32 (E)

B 10 M1 cyxoro aneronutpuia pactsopsitot 2,00 r (10,0 mmons) 4-6pom-2,6-aumerminannnuia, 1,07 r (1,5
9KB.) akpuiamuna, 224 mr (0,1 skB.) Pd(OAc),, 609 mr (0,2 3kB.) Tpuc-(2-metnndennn)pochuna u 1,52 r N,N-
JvdTHITaHaMuHa. Yepes cMmech npoayBaroT N, B TedeHue 20 MUH M CMECh IE€PEMEIINBAIOT Ha MPOTSHKCHUU
HouH mipu 70°C. Cmech pazbaBisitoT 150 M METHIICHXJIOPHIA, IIPOMBIBAIOT HACKHIIIEHHBIM BOJHBIM PacTBOPOM
NaHCO;, cymat (#aceim. NaCl, Na,SO,) u punstpyror. PacTBopuTens BRIIApUBAIOT U OCTATOK NEPEMEITHBAIOT
B JMU30NPONHIOBOM 3(dupe ¢ mocnenyomum ¢unbTpoBanneM. Bexon: 1,51 r (79,5%) mpomexyrodHoro co-
equnenns 3a (E).

y). [lomy4yenne nmpomexytounoro npoaykra 3 (E).

CH=CH-CN
NH,
MNMpomexyToyHoe
coeanHeHne 3 ®)
POCl; (3 mi) oxnaxnaror 1o 0°C u no6asisror 500 mr (2,63 MMOJIb) IPOMEKYTOYHOTO COEAMHEHUS 3a
(E). Cnycts 30 MuH oxnaxaaronryto 0aHio yOUparoT U CMeCh epeMEIINBalOT Ha NpoTshKeHH Houu npu 20°C.
CmMmech 100aBIsIIOT 1Mo KarsiM K 150 mir auusonponminoBoro s¢upa nmpy SHEpruyHoOM nepeMernuBanui. Ocanok
OT(OUIBTPOBEIBAIOT M MIPOMBIBAIOT JUH30NPONHIOBEIM dPupoM. OcTaTok mobaBisttor kK cMecu 100 mir sTunmare-
taTta/100 M HackmeHHOTo BogHOTO pacTBopa NaHCO; u cMech nmepeMemmBatoT. OTIEISIOT CIIOH STHIIAIeTaTa,
cymat (Haceil. NaCl Na,SO,) u pmistpytor. PactBopurens BeimapusaoT. Berxon: 380 mr (84%) nmpomexyTtou-

Horo coeauaenus 3 (E).
d). Ioxy4enue mpoMeXKyTOYHOTO COCTUHEHUS 4.

H,P—Qm

Nz

I
o

Cwmecsh 4-6pom-2,6-mumermnoensonamuna (0,024 mons) u H,SO4 (30 mut) nepemenusaroT npu -5°C. Men-
nenno nobasisiror KNO; (0,024 moip). Cmech nepementuBaroT mpu -5°C B Teuenue 30 muH, BeutrBaoT B H,O 1
JKCTparupyroT sTwianeratoM. Opranndeckuii cio npomeiBatotr H,O, otaensitor, cymat (MgSO,), duistpytor
u pactBopurels BeinapuBatoT. Ocratok (0,058 1, 95%) ounmaroT KoJOHOYHOH Xpomarorpadueil Ha CHIMKaresie
(amroenT: nukiorekcan/stunanerar; 70/30; 15-40 mxm). Uncteie ppakunu coOMparoT U pacTBOPUTENH BhINIAPH-
BaroT. Beixoa: 4,1 r npoMexXyTOYHOTO coeTuHEHus 4.

[pumep A1A. TonydeHne MpOMEXKYTOTHOTO COCTUHEHHUS 28.

o~

Cl
NH,

1-Xaoprnuppoaunus-2,5-guon (0,032 mois) modasmsror npu 60°C k cMecu 3THIIOBOrO 3dupa 4-aMHHO-3-
MeTmnben3oiHoi kucioTsl [CAS 40800-65-5] (0,029 mons) B CH3CN (50 mur). Cmech nepeMennBaoT U Harpe-
BAalOT IpH CclaboM KUMSYeHUH ¢ oOpaTtHeIM xonomamasHUKOM. JloGasmsaior 10% K,CO;. Cmeck 3KCTparupyror
CH,Cl,. Opranunueckuii cinoii otaenstor. Ocratok (6,6 T) OYMIIAIOT KOJIOHOYHON XpoMarorpaduell Ha CUIIMKa-
reste (amoeHT: nukiorekcan/EtOAc; 85/15; 15-40 mxm). Unctbie ppakunu coOUparoT M pacTBOPHUTEINb BhINApH-
BaloT. Beixox: 5,2 r npomesxyrounoro coenunenus 28 (84%).
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[Tpumep A2.

Cwmech 4-[(1,4-guruapo-4-oxco-2-nupuMuaaHmI)aMuHo |6enzorauTpria (0,12 mons) B POCI; (90 i) me-
PEMENINBAIOT U KHUIIATAT ¢ OOpaTHBIM XOJIOAMIBHUKOM B aTMocdepe aprona B Teuerne 20 MuH. PeakiimonHyo
CMeCh MEJUICHHO BBUIMBAIOT Ha 750 MJI cMecH Jiel/Bojia ¥ TBEPAYIO YacTh OTACNSAIOT (GUIbTpOBaHuEM. TBepaoe
BelecTBO cycneHaupytoT B 500 M Bozabl U pH cycneH3uu peryjauMpyroT 10 HedWTpaibHoro jgobasieHueM 20%
pactBopa NaOH. TBepioe BeliecTBO CHOBa OTACIAIOT (HGMUIBTPOBAHHEM, CycrieHAUPYIOT B 200 M1 2-nponaHoHa
u nobasmsiror 1000 M CH,Cly. Cmeck HarpeBaroT 10 TeX IMOp, IMOKa BCe TBEPAOE BEIIECTBO HE PACTBOPHUTHCS.
ITocne oxnaxkaeHust 1O KOMHATHOM TeMIlepaTypbl BOJHBIA CIION OTHENSIOT M OpraHMyeckui ciioil cymar. Bo
BpeMsl YAaJCHUS OCYIIAIOIIEro areHTa (QriIbTpOBaHHWEM B (HILTpaTe oOpasyercs Oeloe TBEpIOoe BEIISCTBO.
JanpHeiimee oxnaxaeHne QUIbTpaTa B XOJIOAWIBHHUKE ¢ mocieayonmM ¢uisTpoBanueM aaet 21,38 r (77,2%)
[4-(4-x70p-2-MMPUMUAMHIIT )aMITHO |0O€H30HUTpIIIA (TIPOMEXK. 5).

[Ipumep A3.

a). [lomyyeHne MpOMeXyTOYHOTO COSANHEHHS 6.

\N-—l OH
/
nBuLi (0,024 monp) mobapmstor mo karmsaMm npu -70°C x cmecn N'-(4-6pom-2,6-mimMerungerrn)-N,N-
mumetmwiMerannMugamuna (0,0157 mmons) u TT'® (50 mir) B Toke N,. Cmechk nepemernmBatot pu -30°C B Te-
genue 30 MuH, 3ateM oxynaxaaoT 10 -70°C. HobasmstoT pactBop 2-metramnponanans (0,055 momns) B TT'® (50
min). Cmech nepemermmBaiot npu -70°C B Tedenue 2 4, 3ateM HarpeBaioT 10 0°C, BBUIMBAIOT B BOIY M 9KCTParu-
pytotr CH,Cl,. Opranunueckuii cioit otaensitot, cymar (MgSOy), punbTpyroT U pacTBOpHUTENb BbiapuBaroT. Oc-
TaToK (6,7 T) OUYMINAIOT KOJIOHOYHOW xpomarorpadueii Ha cunmkarene (3moent: CH,Cl,/CH;OH/NH4OH,
95/5/0,5; 15-40 mxm). [IBe dpakiuuu coOMpParOT U pacTBOPUTENH BhimapuBaroT. Opaknus 1: Bexon 1,5 r npome-
)KyTo4gHOTO coenuuenus 6 (38%).
b). [Tomy4yeHne MPOMEKYTOYHOTO COSTUHCHUS 7.

\._/ \

Tpuc-[2-(2-MetokcuaTokcu )aTi JamuH (0,0193 Monp) 100aBISIFOT PU KOMHATHOM TeMIepaType K pac-
TBOpY mpomexyrouHoro coenuHerus 6 (0,0048 moms) B CH,Cl, (20 mm). ITo wactsam moGammsaror KMnOy
(0,0193 momnp). CMech mepeMenInBaroT P KOMHATHOW TeMIIepaType Ha MPOTSHKEHHH HOYH, 3aTeM (PHIBTPYIOT
yepes nenut ¥ npoMbiBatoT CH,Cly. Oprarmueckuii cnoit mpomsiBaioT 10% K,COs, otnenstor, cymat (MgSOy),
(UIBTPYIOT U pacTBOPUTENH BeinapuBaroT. Bexon: 1,2 T (100%) npoMexyTOYHOTO COeTUHEHNUS 7.

c). [lomy4yenne mpoMexyTOUYHOTO COSAUHEHHS 8.

H
0

Cwmech npomexxytounoro coequaenus 7 (0,0043 moiw) u ZnCl, (0,017 moxnp) B sTanone (20 mir) mepeme-
IIMBAIOT M KHUIATAT C OOpaTHBIM XOJOMMIBHUKOM Ha NPOTSDKEHUHM HOYHM, BbUTHBAIOT B H,O M JKCTparupyrot
cmecpro CH,Cl,/CH30OH. Opraanyeckwuii cioit otaenstoT, cymar (MgSO,), QIIbTpyrOT U pacTBOPUTEIH BEITIA-
pusatoT. Berxoa: 0,94 r (82%) npomexyTodHOTO coeqUHEHHS 8.

d-1). Ilomy4eHnne mpoMeKyTOYHOTO COSTUHEHUS 9.

Cwmecp npomexyTogaoro coenunerus 8 (0,0049 monp) u npomexyrogHoro coeaunerns 5 (0,0025 mons)
nepemeruBatot npu 150°C B teuenune 2 4 u pactBopsitoT B cmecu 10% K,CO;/CH,Cl,/CH;0H. Oprannueckuii
cioit otnensrot, cymar (MgSQO,), dunbTpyroT u pactBopuTesb BhiapuBaoT. Octatok (1,3 T') KPHCTALIH3YIOT
u3 DIPE. Ocanok oTuibTpoBBIBalOT M cymar. MaTO4HBIH CIIOW OYMIIAIOT KOJOHOYHOW Xpomarorpaduei Ha
cunnkarene (moent: CH,Cl/CH;0H 98, 5/1,5; 15-40 mxwm). YncTble ¢pakiuym coOMpatoT U pacTBOPUTENb BbI-
napusatoT. Beixoa: 0,21 r npomekyTouHOro coequHeHus 9.

d-2). Ilony4eHne NpoMeKyTOYHOTO COCTUHEHUS 29.
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Cwmecp mpomexxytounoro coenuHenns 28 (0,023 Moip) U MPOMEKXYTOYHOTO COSAWHEHHS S5 (MOIYYeH I0
cnocoby A2) (0,025 moins) B 3u. HCI (10 mu) nepememuBaroT npu 105°C, 3areM HarpeBarT 10 KOMHATHOU
temnepatypbl U GuibTpyroT. Ocanok npomeiBatoT DIPE u cymmiar. Beixoa: 8,4 © mpoMeKyTOUHOTO COSIUHCHHUS
29 (96%).

d-3). Iony4eHne npoMexKyTOYHOTO coenquHeHus 30.

\/OYES/ HC\EﬁO\N

Cwmech 3THII0BOTO 3¢upa 4-aMuHO0-3-x10pOen30iHoN KucnoTsl [CAS 82765-44-4] (0,02 mMonb) u npome-
JKyTOYHOTO coenHeHus 5 (moiydeH 1o crocody A2) (0,0243 monp) B |-MeTunmupponuanH-2-ove (40 mi) me-
pememmBarot ripu 180°C B Tedenue 2 4, 3aTtem BeutnBaioT B H,O u sxctparupyiot 3 paza EtOAc (80 mi). Opra-
HUYECKUH ciioit oTaemsiroT, cymat (MgSO,), GUiIbTpyIoT U pacTBOpHTeNb BeiMapuBaioT. OcraTok (10 r) oummia-
10T KOJIOHOYHOH XxpomaTorpadueit Ha cunukarene (3nroeHt: 100% CH,Cly; 15-30 mxm). JIBe dpakiuu codupa-
10T W pacTBOpUTENb BhimapuBaioT. Berxoa: 1,7 r F1 u 1 v F2. F2 pactBopsitoT B muaTriioBoM 3¢gupe. Ocajok oT-
¢unpTpoBBIBalOT U cywar. Beixon: 0,95 r npomexxyrounoro coenunenus 30 (12%).

e-1). Ilomyuenue npomekyTouHOTO coenunenus 17.

R H
1O A S
=n

OH

NaBH, (0,0001 monp) nobasnstoT no yactaMm npu 5°C k cmecu npoMmexyrouHoro coeannerus 9 (0,0001
MoJ1b) B ata”oue (7 mi) B Toke N,. Cmech nepememnuBaror npu 5°C B TedyeHue | 4, BBUIMBAIOT Ha Jie] ¥ 3KCTpa-
rupytor CH,Cl,. Opranuyeckuii cinoit ornensitor, cymar (MgSOy4), GUIBTPYIOT U PaCTBOPUTENH BHINAPUBAIOT.
Ocratok (0,1 1) xpuctammusytor u3 DIPE. Ocrarok ordunsTpoBbiBatoT 1 cymart. Beixon: 0,044 T mpomexyTou-
HOTO coerHeHus 17.

e-2). [lonydeHne mpoMeKyTOYHOTO COeTMHEHUS 32.

qeaol

1,6 M BuLi (0,009 momp) mo6asmustoT mpu -78°C K pacTBOpY

foqepely

(npomesxytouHoe coenunenue 31) (momydeHo no crnoco0y A4a) (0,0029 mous) B TT'® (25 mut) B Toke N,. Cmech
nepememuBaoT npu -78°C B Teuenue 10 MUH, 3aTeM HarpeBaroT JO KOMHATHON TEMIEPaTypsl U IEPEMEIIUBAIOT
B Teuenne 3 4. Hobamstor H,O. Cmech skctparupytor CH,Cl,. OpraHudeckuidl cioil OTHENSIOT, CyIIaT
(MgS0,), unbTpyrot 1 pacTBOpuTeNb BhinapuatoT. Ocrarok (1,28 r) ounnaoT K0JI0HOUYHOH XpoMaTorpaduei
Ha cmmkarene (omroent: CH,Cly/CH;OH/NH,OH, 98/2/0,1; 15-40 mxm). Tpu dpakimu coOuparoT u pacTBOPH-
Tenb BeimapuBaroT. Bexox: 0,189 r ¢pakunu 1, 0,14 r dpakmun 2 u 0,5 r dpakaun 3 (48%). Opakuuto 3 oun-
IIAF0T KOJOHOYHOHM XpoMmaTorpadueir Ha kpomacwmie (amoeHT: CH,Cl/EtOAc, 80/20; 10 mxm). [IBe dpaxmmn
(F1, F2) cobupatot u pactBoputens BeimapuBaroT. Bexon: 0,25 r F1 (24%) u 0,1 v F2. F1 kpucrammsyor u3
IuaTIIIoOBOrO 3dgupa. Ocagok oTGUIFTPOBEIBAIOT U cymar. Beixox: 0,21 r mpoMexxyTo4HOro coenmHeHus 32
(20%).
e-3). Ilony4yeHre NpoMeKyTOUHOTO CoeTMHEHUS 34.

Negegeol

PactBop Mermnmarawmititonuaa (1,0 M pactBop B maudtunoBom 3dupe) (0,6 M) 700aBISIOT K pacTBOPY
MPOMEKYTOUHOTO COeqUHEHUs 33
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(monydueno 1o crocody AS.a) (0,0006 monp) B TT'® (3 mur). CMech nepeMenmuBaioT B TeueHue 2 4. JJobasistor
H,0. Cmech dunbrpyror uepe3 nenut. dodasmsator H,O. Cmeck skctparupyror EtOAc. Opranuueckuii cioi
otneisttoT, cymat (MgSO,), ruibTpyroT U pacTBopuTelb BoiapuBatoT. OctaTtok (0,05 r) OYUIIAIOT KOJOHOYHOU
xpomarorpagueil Ha cumukarene (dmoent: CH,ClL/CH;0H, 96/4; 15-40 mxm). Unctele dpakuun cobuparot u
pactBopuTelns BomapuBaioT. Beixon: 0,015 r mpomexyrounoro coenunenus 34 (7,2%).

[pumep A4.

a). [Nomyuenne npomexyTouHoro coenuHerns 10.

o~

o

Cwmech aTmin-3,5-numernin-4-ruapokcnoensoara (0,0025 monb) u 1,4-auokcana (2,5 Mi1) mepeMenInBaroT
pu KOMHATHOH Temnepatype B Toke N,. JlobasmsaroT runpun Hatpus (0,0033 momnp). CMmech mepeMennBamoT B
teueHnue 2 muH. JlobaBistoT npomexyTodnoe coequrenue S5 (0,0028 mosp). CMech epEeMENIUBAIOT B TCUCHHE
10 mun. {oGasinsitor 1-mMeTui-2-nuppoauuHoH (2,5 mir). Cmeck nepemenmBatot npu 150°C, BeummBarot B H,O
u skcTparupyrot cmecbio CH,Cl,/CH3;OH. Opranuueckuii cioit otnenstor, cymar (MgSQy), dunbTpyror u pac-
TBOpHTENb BbImapuBatoT. Ocrarok (1,7 r) oYMINAIOT KOJIOHOYHOH Xpomarorpadueidl Ha cuimkarese (3IIOeHT:
CH,CI,/CH;0H, 92/8; 15-40 mxm). Yunctele ¢pakiuuyu coOMparoT U pacTBOPHUTEINs BhIMapuBaoT. Bexon: 0,7 T
npoMexxyrouHoro coeaunenus 10 (70%).

b-1). [Tonyyerne mpoMexyTOUHOTO coenuHerns 1 1.
OH

o,

PactBop mpomexytounoro coenuaerns 10 (0,0005 moinp) B TT'® (5 mur) mobasmnstoT mo kamwisim npu 0°C k
cycnensun LiAlHy4 (0,001 monb) B TT'® (5 mur) B Toke N,. Cmech nepemerimsatotr rpu 0°C B reuenue 1 4 u BbI-
muBatoT B H,O (0,5 mu). Hobasmsitor CH,Cl,. Oprannueckuii ciod otnensitot, cymar (MgSOy), Gunbtpyror u
pacTBOpUTENb BbIapuBaloT. OCTATOK OYMIIAIOT KOJOHOYHOM Xpomarorpadueil Ha Kpomacuie (IJIOCHT: OT
100% CH,Cl, no emecu 99/1 CH,Cl,/CH;0H; 5 mMkm). Yncrble ¢pakuuu coOMparoT ¥ pacTBOPUTENb BINApH-
BatoT. Ocrarok (0,1 T') KpUCTAIUTU3YIOT M3 OUATHIOBOTO 3¢upa. Ocanok oTGHWILTPOBEIBAIOT U cymiaT. Beixox:
0,043 r npomesxyTounoro coenunenus 11 (24%).

b-2). I[Tony4yerne MPOMEKyTOUHOTO coenuHeHns 37.
OH

Cl

RSN

LiAlH,4 (0,0196 momb, 0,75 T) mobaBmsatot o gactsM mpu 5°C K cMECH IPOMEXYTOYHOTO coennHeHus 29
(moy4eno mo coco0y A3d-2) (0,0098 moxnp) u TT'® (100 M) B Toke N,. CMech rmepeMemunBaioT Mpu KOMHAT-
HOW TeMIlepaType Ha MpOTshKeHUH HouH, BeUTHBaioT B EtOAc, 3arem B H,O u dunprpytor gepes nenur. Opra-
HUYECKUH cioif otaemnsioT, cymat (MgSO,), GUIbTPyIOT U pacTBOPHUTENH BRINApUBaioT. Bexoa: 3,4 r. JlanHyio
(hpaKIKio OYHMIAIOT KOJIOHOYHOM Xpomarorpadueii Ha kpomacuie (amoent: CH,Cl,/CH;OH/NH,OH, 97/3/0,1;
15-40 mMkm). YncTble Gpakiuu coOMparoT U pacTBOPUTENH BbiapuBatoT. Beixox 1 r (27%). [lannyro ¢pakiuio
kpuctauu3yt u3 cmecu DIPE/CH3CN. Ocanok orduibTpoBeIBatoT 1 cymiat. Beixoa: 0,03 © mpoMexyTouyHOro
coequHeHus 37.
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c). [lomy4yenne mpoMexyTOYHOTO coeuHeHns 12.

N
Cwmech npomesxkyrouHoro coefunenust 11 (0,0043 moins) B CH,Cl, (50 mi) nepemernBaror nipu 0°C. Tlo
kamsiM go0asisiroT SOCI, (0,0206 mois). CMech BeLIMBAOT B cMech JemsiHas Boaa/K,CO;. Cmech mepemertin-
BAIOT MPHU KOMHATHOM TeMIiepaType B TedeHue 5 muH. Opranudeckuii cioit otnensitot, cymar (MgSOy), punbt-

PYIOT ¥ pacTBOpUTENH BhINapuBaioT. Bexoa: 1,5 r npomexxyTounoro coequnenus 12 (98%).

d). [Mosny4eHue NpoMeKyTOYHOTO COCTUHECHUS S55.
H

oy

Pearent JIxxonca (0,0084 Moib) 100aBISIFOT K CMECH IIPOMEKYTOYHOTO coequaeHus 19 (cMm. Tadu. 1) (mo-
JTydeHo 1o criocody A4b-1) (0,0028 monb) u anerona (50 mir). CMech nepeMenMBalOT IpU KOMHATHOW TeMIle-
parype B TedeHue 2 4, 3aTteM BbutuBaroT B H,O u mommenaguBaror NaHCO;. Ocafok oTQUIBTPOBBIBAIOT U CY-
mar. Bexox: 1,39 1. Ocratok (0,1 T) oyHMIaroT KOJOHOYHOH XpoMaTorpadueil Ha CHIIMKareie (QIFOCHT:
CH,Cl,/CH;0H/NH,OH, 85/15/1, 3arem 100% CH;OH). Ywucryio ¢pakuuio KpHCTaUIM3YIOT W3 CMECH
nzomponanoi/DIPE. Beixon: 0,071 T mpoMeXyTOYHOTO COeAUHEHHS 55.

IIpumep AS.

a). [lomy4yenne mpoMexyTouHOTO coenuHeHns 13.

N

CMech poMexKyTouHOTro coeauueHust 19 (cm. tadma. 1) (monyueno mo cmocody A4.b-1) (0,0037 moins) u
MnO, (0,0185 monp) B CH,Cl, (100 mir) nepemMemmBaroT Ipy KOMHATHON TeMIIEpaType Ha MPOTSHXKEHUH HOYH,
3areM QUIBTPYIOT Yepe3 nenut. Guiptpar Beinapusaor. Beixox: 1,3 r mpoMexxyTouHoro coeanHenus 13.

b). [Tomy4yeHne MPOMEKyTOIHOTO coenuHeHns 21.
H;

’“‘C"IHD\

SN
Cmechk poMexyTouHoro coeanHeHus 13 (momydeHo mo cmocoby AS.a) (0,0029 mons) u H,N-NH,, H,O
(0,0058 momp) B EtOH (10 M) mepeMemnBaioT Ipy KOMHATHON TeMIlepaType Ha MPOTsHKEHUH HouH. PacTBopH-

TeNb BEIMApPHBAIOT AocyxXa. Bexoa: 0,53 r mpomMexxyTodHOTO coenuHeHus 21.
IIpumep A6. ITonydeHne npoMexyTOIHOTO coeuHeHus 14.
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ey

I'mapasun (0,0077 Moib) 100aBISIOT K CMECH COEANHEHUS (POPMYJIIBI

: H
R O\
(mony4eno mo criocody A3.d-1) (0,0005 mons) 1 EtOH (10 mur). CMech mepeMenInBarT U KUIATAT ¢ 00paTHBIM
XOJIONWJILHUKOM Ha MpoTshkeHuH Houu. JJobasmsror runpasut (0,028 moinb). CMech epeMeIBaloT U KAISTST
¢ 00paTHBIM XOJOAMIFHIKOM Ha MPOTsDKEeHNH HO4YH. Beixom: 0,28 r mpoMeKyTOYHOTO coemuHeHus 14.

IIpumep A7.
a). IloryyeHne MpoMeKyTOUHOTO coeuHeHus 23.

w:
N
CMech NPOMEXYTOYHOTO coeluHeHus 35

Z

(momy4eno 1o crocody A3.d-1) (0,0056 moins) u 3. HCI (60 mur) m iPrOH (15 mit) mepeMemmBaioT U KUTSTST ©
00paTHBIM XOJIOJHIEHHKOM HA NPOTsDKEHUH HOYH. OcaloK OT(GMIBTPOBBIBAIOT, IpoMbIBatoT H,O, pacTBOpsIOT
B DIPE u cymar. Beixon: 2,3 r mpomexytouHoro coeaunenus 23 (100%).

d). Iloxy4enue npoMeXyTOYHOTO COeTUHEHNUS 56.

%o,

Cwmech npoMexxyTouHoro coeauHenus 10 (momydeHo no criocody A4.a) (0,0012 mons) u 3u. HCI (26 M)
iPrOH (4 mi1) mepeMenmBaroT U KUIATAT ¢ 00paTHBIM XOJOAWIHHAKOM B TeueHue 12 4. PacTBopuTens BhIapH-
BatoT gocyxa. Ocrarok pactBopsitot B (CH;3),CO. PacTtBoputens BrimapuBaioT. OCTaTOK pacTBOPSIOT B AUATHIIO-
BoM 3¢upe. Ocanok oTdpuabTpoBEIBaIOT U cymar. Bexon: 0,4 r (78,5%). JlaHHy0 peakIMOHHYIO CMECh Iiepe-
memuBatoT npu 60°C B Teuenue 20 muH. Beixoa: 0,19 r. [Jannyto ¢pakuunio kpucraum3sytor u3 cmecu HyO/2-
nponanoH. Ocanok oTGIIBTPOBHIBAIOT U cymat. Beixox: 0,12 r mpomexxyTouHoro coequHeHus 56 (26%).

[Tpumep AS.

a). [lony4yeHue NpoMeKyTOYHOTO COeTMHEHUS 24.
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[

NIHQN

Cumech mpoMeyTogHOTO coequaenus 31 (momydeHo mo crmocody A4.a) (0,0005 moms) 1 sTHIOBOTO 3dUpa
(rpudenundocdopanuuaen)ykcycHoit kucnotsl [CAS 1099-45-2] (0,0006 mosb) B TT'® (5 mi1) nepemernBa-
1ot nipu 80°C B Teuenue 48 4, BouimBaoT B HyO u sxcrparupytotr CH,Cly. Oprannueckuii cioii OTAENSIOT, Cy-
mat (MgS0O,), dpuneTpyroT u pactBoputensd BoimapuBaioT. Octatok (0,4 r) xpuctamumsyioT u3 DIPE. Ocanok
otuabTpoBEIBarOT U cyinat. Beixoa: 0,08 r (33%). [lanuyro ¢pakimio kpuctamuiusyrot u3 cmecu DIPE/CH;CN.
Ocaiok OTGUIBTPOBBIBAIOT U CymaT. Beixo: mpoMexxyTounoe coequnenue 24 (33%).

b). [Tony4yeHne MPOMEKYTOYHOTO COCTUHECHUS 25.

Munepuaun (0,0011 mMonb) n06aBIAIOT IPU KOMHATHOH Temmeparype B Tedenue 30 muH. J{oOGaBisioT
npoMexyTouHoe coequnHerne 31 (momydeno no crocody A4.a) (0,0005 mons). CMmech epeMeIBaoT IpH KOM-
HaTHOH Temriepatype B TedeHue 1 4, BeutnBaroT B H,O u skcrparupytor CH,Cl,. Ocanok oThHUIBTPOBBIBAIOT U
cymar. Octarok (0,2 1) kpuctamm3yot u3 cmecu CH;CN/DIPE. Ocamok oTUIbTpOBEIBAIOT B CymIaT. Berxon:
0,048 r mpomesxxyTouHoro coemuHerus 25 (19%) (.. 222°C).

[Ipumep A9. [TonydeHne MPOMEKYTOIHOTO cOoennHEeHUS 26.

NH,

H

ey
T
Beqegel

(moy4eno no crocody A3.d-1) (0,0011 momp) u Pd/C (0,2 ) B MeTtanomne (30 M) THAPHUPYIOT IPH KOMHATHON
TEMIIepaType B TeueHue 2 4 npu JaBieHud 1 6ap, 3arem GuiabTpytoT yepes uenut. Lenut npomsisator CH;0H.
Ousbrpar BeinapuBaoT pocyxa. Ocratok (0,3 1) kpucrammsyior u3 cmecu 2-nponanon/CH;OH/auatunoBbrii
a¢up. Ocanok ordunbrpoBbiBatoT U cymar. Beixoa: 0,07 v ¢pakiun 1. @pakunio | OYUIIAIOT KOJIOHOYHOMN
xpomarorpacdueii Ha kpomacuie (amoent: CH,Cl,/CH;0H, 95,5/0,5; 5 mxm). Cobupatot tpu dpaxuuu (F1, F2,
F3) u pactBoputens BoimapusaroT. Beixon: 0,0516 r F1, 0,1 r F2 u 0,15 r F3. F1 pacTBopsioT B AMITHUIOBOM
a¢upe. Ocanok orduibTpoBeIBalOT U cymar. Beixoa: 0,028 r mpomexyrouHoro coeauHenus: 26 (8%) (T.muL
272°C).

CmMmech
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[Ipumep A10. IToryueHre mpOMeEKyTOYHOTO COeAUHEHMS 27.

Q8
dcx

Regol
NoquacH

(mommyaeno o criocody A4.c) (0,0005 mons) u Tpudernndochuna (0,0005 mons) B8 CH,CN (10 mur) nepementn-
BAaIOT M KHIIATAT C OOPaTHBIM XOJIOAUIBHUKOM B TeueHHe 2,5 cyTok. PacTBopurens BbimapuBaroT gocyxa. Ocra-
TOK PacTBOPSIOT B TUATUIIOBOM d¢upe. OcTaTok OTPHUIBTPOBHIBAIOT U cymiaT. Beixoa: 0,34 T mpomexyTouHOTrO
coenunenus 27 (94%).

ITpumep Al1. TTomyueHre npoMeKyTOUYHOTO COeAUHEHUS 58.

ﬁn M
T
N
Br QN
Cwumech 4-0pom-2,6-numetmnoen3onamuaa (0,013 mMonp) u mpomexyrounoro coeauaeHus 5 (0,013 mons)
nepememmuBaioT mpu 150°C B Teuenne 1 4. Cmeck BeumBaoT B 10% Boawsiil pactBop K,CO; 1 sxcTparupyror
cmeceto CH,Cl,/MeOH (95/5). Opranuueckuii cioit otaensitot, cymat (MgSO,4), GUIbTPYyIOT U pacTBOPUTEb
BbINapuBaoT. OCTATOK KPHUCTAJUTU3YIOT M3 AMM3OIpONmiIoBoro s¢upa. Ocagok OTPHUIBTPOBBHIBAIOT U CYIIAT.
Beixoxa: 2,3 r (45%). MaTouHbIil pacTBOp OYMINAIOT KOJOHOYHOW XpomaTorpadueil Ha cuimkarene (3JIFOCHT:
CH,Cl,/CH;0H-NH,OH, 98,5/1,5; 15-40 mxm). Hucteie Qpakiuu cOOUPAOT W PacTBOPUTEIL BhIMAPHBAIOT.
Beixoa: 0,90 r (17%). O0uumii BBIXOJ] TPOMEKYTOUHOI'O CoeIMHEHHsI 5 cocTaBisieT 3,2 T (62%).
[TpomexxyTouHOE coeuHeHNE 59 T0NTy4YaroT aHAIOTHYHO.

d N
foqenol

[IpomexxyTounoe coeqmaeHue 59

CmMmech

B tabn. 1 u 2 mepednciieHsl MPOMEKYTOUYHBIE COSAMHEHHSI, KOTOPhIE MPHHUMAIOT YJacTHE B ITOyYCHHH
COEIMHEHUI HACTOSIIEro N300peTeHusL.

R4n
N
RB-—< g—x‘—-U < >
- N

Tabmnumna 1

¥ rnpoMex. | N X, |R® R™ R™ | ouznueckue
coemuHeHUs | MpuMmepa nNaHHbE
11 A4b-1 0 -CH,-0OH CH3 CHs
12 Adc 6} -CH,-C1l CHs CHs
16 A3e NH | ~CH(OH) - CHs CHj
CHj
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17 A3e NH | -CH (OH) ~ CHs CHs
CH (CH3) 2
18 A3e NH | -CH (OH) ~ CH; CHs
CH,-CH3
19 Adb-1 NH | -CH,-OH CHs CHs
15 Adc NH | -CH,-C1 CH3 CH3
24 A8a O {-CH=CH- CHs CH3 | T.nn.180°C; (E)
C(=0) -0~
C,Hs
25 A8b 0 ;}_(-czus CH3 CHs | T.m;.222°C; (A)
0
35 A3d-1 NH | ~-CH=CH- CHj CHs .1.200°C; (E)
C (=0) -0~
CzHs
23 A7a NH | -CH=CH- CHsz CHs
COOH
34 A3e-3 NH | -CH(OH) ~ CHs H .. 182°C
CH3
36 A4b-1 NH | -CH,-OH CH3 H .mi.210°C
37 A4b-2 NH | —-CH,-OH Cl CHj
38 A4b-1 NH | -CH,-0H Cl H LI1.226°C
39 A3e-1 O | -CH(OH)~ |CH; H .mi.160°C
CHj3
40 A4b-1 S | -CH2-OH CH3 CH3 .mr.173°C
41 Adb-1 NH | -CH,-0OH Br H .ru1.234°C
32 A3e-2 ) -CH(OH) - CHjz CH3 .nJ1.193°C
CH3
42 Adb-1 NH [ -CH,-OH Br CH3 .. 250°C
43 Adb-1 NH | -CH,-OH CH H .mj.124°C
44 Adb-1 NH | ~CH,-OH H H L.I1.215°C
45 Adb-1 NH | -CH,-OH O-CHj3
46 A4b-1 NH | -CH,-0OH CF;3 H .ng.194°C
47 Adc NH | -CH,-C1 Cl CH3
48 Adc NH | -CH,-Cl1 Cl H
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49 A3e-1 ] ~CH,-OH CHs H
50 Adc O | -CH;-C1 CHs3 H
51 Adb-1 NH | -CH,-OH C(CH3)3s |H
52 Adc NH | -CH,-C1 CHs H
53 Adb-1 NH | -CH»-OH 2- CHs
bypanHumn
54 Adc NH | -CH,-C1 Br CHs
57 A7b O | -CH=CH~ CH3 CHs
COOH
Tabmuma 2
RS

N
CHy
e npomex. | N npuMepa X1 R’ dusuueckue
coenmMHeHUs HaHHBE
20 A3e NH -CHOH-
CH;

B. [Tony4yeHne KOHEUHBIX COEAMHEHUH.
[pumep B1. [Tomyuenne coequaeHus 1.

CTO

Cwmecp npomexxytouHoro coequaenus 3 (0,034 monp) u npomexyrouHoro coenuHenus 5 (0,0174 mons)
nepememmmBaioT npu 150°C B Teuenue 1 4 u pactBopsitor B cmecu 10% K,CO3;/CH,Cl,/CH30H. Oprannveckuit
cioii oraemstor, cymar (MgSO,), GuibTpyIoT M pacTBopuTenb BhimapusaioT. Octarok (10 r) ounmaror xosio-
HOYHOW Xpomarorpadueii Ha cunukarene (3moent: CH,Cly/atnnanerar, 80/20; 15-40 mxm). ®pakuuro 1 xpu-
crammmmsyioT u3 iPrOH. Ocamox ordunprpoBbBatoT u cymar. Bexxom: 1,3 r 4-[[4-[[4-(2-mmanosTennn)-2,6-
TUMeTII(peHI |aMIHO | -2-upuMuanHII |amuHO |oer3ouuTpina (E) (coeaunenwue 1) (20%).

[Ipumep B1A.

CoenvHenne | MOMyYaroT CIEAYIOMIIM 00pa3oM.

Cwmech 93,9 1 (0,45 MOTIB) COMM XIOPUCTO-BOJAOPOTHON KUCIOTHI M MIPOMEKYTOYHOTO COCIMHEHUS 3, TI0-
Jy4eHHOro 1o croco0y npumepa Alc), u 109 r (0,4725 Mob) MpoMexyTo4HOTro coeauHenus 5 B 1,8 i1 auero-
HUTPWIA MOJIy4aroT B aTMoc(epe azora. CMech MepeMEIINBalOT U KUITIT C OOpaTHBIM XOJIOAWIBHUKOM B Te-
yeHue 69 4 1 3aTeM JaloT el BO3MOXKHOCTb oXJamuThes 10 55°C. CMech GUIBTPYIOT M OCTaTOK MpoMbiBatoT 200
MJI alleTOHUTPUIIA C MOCIEAYIOIEN CYIIKON Npu NOHMKEHHOM AaBineHuu npu 50°C Ha npoTskenuu Houu. [lo-
JY4eHHOE TBepioe BemiecTBO B kommuecTBe 144,6 T (0,3666 monb) pactBopsiror 1 i 10% BomHOrO pactBopa
K,COs. Cmech nepeMeInBaroT Ipu KOMHATHOM TeMIlepaType ¢ rnocienyomuM GuibTpoBanneM. IlorydeHHbIH
0CTaTOK MPOMBIBAIOT JBAXKIBI BOJIOM ¢ mocieayromeit cymkoi mpu S0°C npu moHMKeHHOM HaBieHUH. OCTaTok
pacTBOPSIOT B 6,55 J1 H30MPONAaHOIa U CMECh KUIIATAT C OOPaTHBIM XOJIOAMJIBHUKOM, 3aTE€M IEPEMEIINBAIOT Ha
MPOTsDKEHIH HOYW M PUIBTPYIOT MpHU KOMHaTHOU Temmeparype. OcraTok cymat npu 50°C mpu NOHMKEHHOM
napnennu. Beixom: 113,2 1 (68,6%) 4-[[4-[[4-(2-umaHodTeHM)-2,6-1MMETHIDEHNI |aMUHO |-2-ITUPUMUTAHII |
amuHo |6enzonuTpuna (E) (coemunenue 1).

ITpumep B1B.

AJNBTEepHATUBHO COEAMHEHUE | MOTYYaIOT TaKKe CICAYIOINM 00pa3oM.

a). Cmech npomexxytounoro coequnaeHus 58 (0,00021 mMoib), MOJyYEeHHOro 1o crocody npumepa All, are-
touutpmwia (CH,=CH-CN) (0,00213 moins), Pd(OAc), (0,000043 mosb), N,N-nmustumsranamuna (0,000043 mouis)
u tpuc-(2-merundenun)docduna (0,00021 mons) B8 CH;CN (7 mir) mepemMeIvBaioT B repMETH3MPOBAHHOM CO-
cyzae npu 150°C Ha npotspkennu Hour. [lobasistor H,O. Cmeck sxctparupytor CH,Cly. Opranuyeckuii ciioit otze-
mstot, cymat (MgSO,), uneTpytot u pactBoputens BoinapusatoT. Ocrarok (0,15 T) ounmaT KOJIOHOYHOH Xpo-
Marorpadueii Ha cmmmkarene (3moeHT: CHyCly/atunanerar, 80/20; 15-40 mxm). @paknuio 1 coOMparoT 1 pacTBOpH-
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TeNs BBIIapUBarOT, mnomydas npu 3toM 0,045 1  4-[[4-[[4-(2-tmanosTeHmN)-2,6-TuMeTHI(hSHIIT |aMHUHO | -2-
nupuMuIrHII [aMuHO |oen3onutpuia (E/Z=80/20). Teepmoe BelIeCTBO KPUCTAJUTM3YIOT M3 JAMATHUIOBOrO 3(upa.
Bexoa: 0,035 r 4-[[4-[[4-(2-1maHOdTEeHI)-2,6-TUME TG EHIIT |aMUHO |-2-MTUPUMAAWHIT |aMuHO |oeH3oauTpIia (E)
(coemunenue 1) (55%).

b). IIpomesxkyTouHsbIid MpoAykT 59 B koimuectBe 4,41 r (10 mmoie) u 15 vt N,N-nmumetnnaneramMmuaa cMe-
mmBaT B 100 M konnbe B atmocdepe azora. K nanHoii cmecu podasnsior 0,98 r anerara Hatpus (12 MMoJb),
107 mr (0,1 mmous Pd) 10% Pd/C (Bnaxnstit) u 1 mut (15 mmous) akpunonntpuiia. Cmech Harpesarot npu 140°C
Y MOHHTOPHWHT Pa3BUTHsI PEAKIUU MPOBOMAT KUJKOCTHON Xpomartorpadueil. B pe3ynprare peakiuu moIy4aroT
4-[[4-[[4-(2-mmanO3TeHIN)-2,6-TMMETIII()SHIIT |aMHHO | -2 -TIPUMUTAHII |aMUHO |OCH30HH TPHIT (E/Z=80/20),
KOTOPBIII MOXHO TpeoOpazoBaTh B 4-[[4-[[4-(2-unaHOATEHWMIN)-2,6-TMMETHI(DESHHI |aMUHO |-2-THPUMUATHHII |
amuHo |0er3onutpu (E), kak omucano Beime B mpumepe B1Ba).

ITpumep B2.

a). Ilomy4uenue coennHeHns 2.

KT

O

(nmony4ueno mo criocody A3.d-1) (0,0002 mos), 2-6eH30(ypanmtoopoHoBoit kuciaotel (0,0005 moins), PA(PPh;),
(0,00002 moisp) 1 Na,CO; (0,0007 mons) B DME (3 Mi1) nepeMeInBaroT U KUIIATIT ¢ 0OpaTHBIM XOJIOUIIbHU-
KOM B IepMETH3UpOBaHHOM TpyOKke B TeueHue 3 4. Jlobasmsator HyO. Cmech akcTparupyroT stminamneratoM. Op-
TaHWYECKHH cioil oTnesitot, cymar (MgSOy), hueTpytoT u pacTBoputens BbimapuBatoT. Ocrarok (0,126 1)
OUYHMIIAIOT KOJIOHOYHOH xpomarorpadueit Ha cunmkarene (amoeHt: CH,Cly/CH;0H, 98/2; 15-40 mxwm). Uncteie
(pakum coOMparoT U pacTBOpHUTEINB BhapuBatoT. Beixoa: 0,011 r coenunenns 2 (10%).

b). [Mony4yenne coenuHeHUs 3.

OO

(moyderno mo cmocody A3.d-1) (0,0002 mons), TpubyTmi-2-¢pypanuncranHana (0,0005 mons) u Pd(PPh;),
(0,00001 momp) B muokcane (5 mi) nepememmuBaroT pu 80°C. PactBopurens BoimapuBatoT. OCTaTOK OYHIIAIOT
KOJIOHOYHO# xpomarorpadueii Ha cuukarene (amoent: CH,Cly/CH;0H, 98/2; 15-40 mxwm). Huctele dhpakumn
coOuparoT u pactBoputens BeimapuBaroT. Ocratok (0,025 1) kpuctammmsyior u3 DIPE. Octarok oThuinbTpoBEI-
BatoT ¥ cymat. Bexoa: 0,021 r coequnenus 3 (22%).

¢). [lonyuyenue coenunenus 104.

CwMmech

CmMmech

LY

,Ei@*O\

(moy4eno o cioco6y A3.d) (0,005 mons), j——}_{i [CAS 73183-34-3] (0,0055 momp), PA(PPh;), (0,29 1)
K,COs (2,8 1, 0,02 monb) B Tomyone (100 mi) u cMech atanon/Boaa (0T S 1o 10 Mit) nepemMenBaioT U KHISTSIT C
00OpaTHBIM XOJIOAMIBHUKOM B TeueHue 2,5 cytok. Jlobasistor S-0pomdypan-2-kapoansaerun (0,0055 monb) u
K,CO; (1,4 1, 0,01 mMosb). CMech NepeMEIIuBaOT U KUISTIT ¢ OOPAaTHBIM XOJIOMMIBHUKOM Ha MPOTSKCHUU HO-
gu. CMech (2,25 T) OYHINAIOT KOJIOHOYHOU XpoMaTorpadueii Ha cuukarene (amoent: CH,Cl,/CH;0H, ot 100/0
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10 99/1; 15-40 mxm). UncTteie Gpakiini COOMPAIOT U PACTBOPHUTEND BhiapuBaroT. Bexom: 0,135 r coenuHeHus

104 (6%).
HN\iﬂ/TNH

[Ipumep B3. [Tomyuenne coequaeHus 4.
x

CMech MPOMEXyTOYHOTO mpoaykra 15 (cMm. Tadn. 1) (moayden no crmocody A4.c) (0,0005 monb) u NaCN
(0,0011 monw) B AIMD (5 mu) nepemermmaroT npu 80°C Ha npoTskeHUM HOuH, BeUTMBatoT B H,O u skctparu-
pytoT stminaneraroM. Opranudeckuii cioi oraenstor, cymar (MgSOy), GUIBTPYIOT U pacTBOPHUTEIL BhIIAPHBA-
10T. Ocrarok (0,15 1) ounmaror KojgoHOUYHOH xpomaTorpadueii Ha kpomacuie (3moent: CH,Cl,/CH;0H, 99:1;
10 Mxm). UncTele Gpakunu coduparoT 1 pactBoputelns BeinapusaoT. Ocrarok (0,024 r) ounmaroT KOJIOHOYHOH
xpomarorpagueil Ha runepcwiie (3moeHT: anetoHuTpui/H,O, 52/48; 8 mxm). Unctele ¢paknun coOuparor u
pacTBOpHTENH BhIMapuBaroT. Berxon: 0,02 r coenunenus 4 (10%).

[pumep B4.
I

a). [omyuyenne coenuHeHNS 5.
‘ \o.

o

Br i
I \0'

- R
oo

(momryueno o criocody A3.d) (0,0006 mons) u Tnomopdoinuna (0,5 ) nepememnBaror npu 120°C B Teuenune 48
4, pactBopsitor B CH,Cl, u pactBopurens BoimapusaioT. Ocrarok (0,44 T) ouMIIarOT KOJIOHOYHON XpOMaTorpa-
¢ueit na xpomacuine (amoent: CH,Cl/CH;0H, 99/1; 10 mkm). CoOuparot ymcTble (pakiud U pacTBOPUTEIDH
BeimapuBaoT. Beixox: 0,06 r (20%). [danHyio ¢paknouio KpHUCTAUIM3YIOT W3 CMECH IUATHIIOBBIA >dup/2-
nponadoH. Ocalok oTPIIBTPOBHIBAIOT U cymat. Beixon: 0,035 r coequneHus 5.

b). [Tony4yenne coenuHeHUS 6.

CmMmech

~

CMech POMEXyTOYHOTO coenmHeHus 15 (cMm. Tabm. 1) (momydena mo cmocoOy A4.c) (0,000137 momns),
N,N,N'-tpumertunn-1,2-stanauamuna (2 sxB., 0,000275 monp) u K,CO; (2 2xB., 0,000275 monp) B CH3CN (moc-
TaTOYHOEe KoJuuecTBO) mepemenirparoT mpu 80°C B Teuenuwe 12 4. Jlobasmstor H,O. CMech 3KCTparupyroT
CH,Cl,. PactBOpuTens 3KCTpakToB BbIMapuBaioT. OCTaTok O4MIIAIOT Xpomatorpadueit. @pakuuu npoaykra
cOOUPAIOT ¥ pacTBOPUTENH BhiapuBatoT. Beixom: 0,006 r coenunenus 6 (10,16%).
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KX
r

CMech MPOMEXYTOYHOTO coenuHeHus 15 (cMm. tabma. 1) (momydueHo no crocody A4.c) (0,0005 mois) B 3-
THAPOKCUIIPONIAHHUTPHIIE (2 M) MEpPEeMEIIMBAIOT Ha MPOTSHKEHUM HOYHM, BbutMBaoT B H,O u akcTparupyrot
CH,Cl,. Opranunueckuii cinoii otaenstot, cymar (MgSO,), GuibTpyloT U pacTBOpHUTENb BbinapuBatoT. OcTaTok
OYHUIIAIOT KOJIOHOWHOW xpomarorpadueiit Ha cmmukarene (dmoent: CH,Cl,/CH;OH/NH,OH, 99/1/0,1; 15-40
MkM). Cobuparor aBe ¢pakuuu (F1, F2) u pactBoputens BoimapusatoT. Beixoa: 0,034 r F1 u 0,514 r F2. F2
npomeiatoT 3H. HCI u skerparupyror CH,Cl,. Oprannyeckuii cioii otaensitor, cymar (MgSO,), GuibTpytoT u
pactBopuTens BeimapuBaioT. Ocratok kpuctawmmsytoT u3 DIPE. Ocagok oT¢unbTpoBeBatoT U cymaT. Bexon:

0,039 r coenuuenus 7 (18%).
EE@

d). Ionyuenue coemuuenus 105.

Cwmeck mpomesxytrodnoro coenuHerns 50 (momydeno mo cmocody A4c) (0,001 momns), KCN (0,0011 moms)
u KI (0,00005 monp) B EtOH (15 M) nmepeMeninBaoT U KUISTAT ¢ 00paTHBIM XOJOAWIBHUKOM B TedeHue 4 4.
PactBopurens BeimapuBatot gocyxa. Ocrarok pactBopsitor B cmecu CH,Cl,/H,0. Cmecsk akerparupyror CH,Cl,.
Opranuueckuii cioit otaensor, cymar (MgSQOy), puiabTpyrot u pacrBopurens Beinapusator. Ocratok (0,31 1)
OUMIIAIOT KOJIOHOYHOM XpoMaTorpadueit Ha kpomacuie (3roenT: nukiorekcan/EtOAc, 70/30; 10 mxm). Codu-
patoT Tpu (pakuuM U pacTBOpUTENH BhImapuBatoT. Bexoa: 0,044 r ¢pakuum 1, 0,11 r dpakoun 2 u 0,055 v
¢pakuum 3. @pakuuto 3 kpucrammusyiot u3 DIPE. Ocanok otduisrpossiBaroT U cymar. Berxon: 0,046 r coenn-
Herns 105 (12%) (t.mwr. 140°C).

IIpumep BS.

a). [omyuenne coennHeHN §.

Hn A
ﬁ)ﬁiLT@\

Cwmech npomexyTounoro coeqaunenus 9 (0,0001 momb) u rugpokcunamuna (0,0002 moss) B EtOH (7 mu)
HNEepeMEIINBAIOT NP KOMHATHOW TeMmepaType B TeueHue 3 4, BeuiuBaroT B 10% K,CO; u akcTparupyror
CH,Cl,. Opranunueckuii cinoit oraenstot, cymar (MgSO,), GuIbTpyIoT U pacTBOPHUTENH BhIMapuBatoT. OCTaTok
(0,1 1) xpucrammzyror u3 cmecu DIPE/CH3;CN. Ocanok ordmiisTpoBbiBatoT 1 cymat. Beixon: 0,026 r coenune-
Hu 8.

b). [Tony4yenne coenuHeHUs 9.

c). [lomyyenne coenuHeHNs 7.

J ~
o

Cwmech npomexytouHoro coeaunerus 9 (0,0002 monp) u O-metmnruapokcumiamuna (0,0003 moss) B EtOH
(10 M) mepememIMBaIOT IPU KOMHATHON TeMIIepaType Ha MPOTSHKEHUN HOUHM, BeUIMBaIOT B H,O 1 akcTparupyror
CH,Cl,. Opranunueckuii cinoii otaensitot, cymar (MgSOy), GuIbTpyIOT U pacTBOPHUTENH BhinapuBaroT. OCTaToK
(0,13 1) oummaroT KOJOHOYHOW Xpomarorpadueil Ha kpomacwie (dmoeHt: nukiorekcan/iPrOH/NH,OH; 5
MKM). CobupatoT yncThle (hpakuuu U pacTBOpuTenb BeimapusaroT. Ocrarok (0,06 ) kpucramumsyior u3 DIPE.
Ocanox oThuIsTpoBHBaIOT 1 cymar. Berxon: 0,036 r coenunenns 9 (34%).

[Ipumep B6.

a). [omyuenne coequuenwii 1 u 10.
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pucqe ey

Coenunenne 1=(E); coenunenue 10=(Z)

Cwmech xnopuaa (unanomerun)rpudenmipocponus (0,0022 mois) u tper-0yrokcuaa xanus (0,0022 moss)
B TT'® (7 mi) nmepememnmBarot mpu 5°C B Teuenue 30 muH B Toke N,, 3aTeM nepememuBaioT npu 5°C B TeueHHe
30 muH. JJobaBsiroT cMmeck npomekytodnoro coeanaeHus 13 (0,0015 monp) u TT'® (7 mi). Cmech mepementn-
BalOT B Te€4YeHHE 8 4 B TeMHOTe, BeuBatoT B HyO u axctparupytor CH,Cl,. Opranmdaeckuii cioi OTIeNsIoT,
cymar (MgSO,), GunpTpyioT u pacTBOpHTENh BhimapuBaT. OctaTok (1,4 T) OYHIIAIOT KOJIOHOYHOH XpOMaTo-
rpadueit Ha cunukarese (AumoeHT: Toiayon/iPrOH/NH4OH, 96/4/0,1; 15-40 mkm). Cobupatot aBe ¢paxuuu (F1,
F2) u pactBoputens BoinapuBatoT. Beixon: 0,165 r F1 (E/Z=32/68) (30%) u 0,225 r F2 (E/Z=90/10) (41%). F2
kpuctauu3yT u3 cmecu CH;CN/auaTioBsiit adup. Beixoxa: 0,036 r coequnenus 1 (7%). F1 ounmaroT xoso-
HOYHOW xpoMmarorpadueil Ha kpomacuie (dmoeHt: Tonyon/iPrOH, 98/2; 5 mkm). Unctele ppakunu coduparoT u
pacTtBopuTenb BoinapuBaroT. Beixoa: 0,029 r coequnenust 10 (5%).

b). [Monyuyenue coenuuenus 11 (Z) u coenunenus 103 (E).

SJoqegoy

tpet-byrokcun xamms (0,0196 mons) nobaBmstoT mo wactsaMm npu 5°C k cMmecu muaTiioBoro >¢upa (1-
muanod T )pocoroBoit kuciotsl (0,0196 mons) B TI'® (25 M) B Toke N,. Cmech nepememuBaroT npu 5°C B
teueHue 30 MUH, 3aTeM IpU KOMHATHOW TemnepaType B Tederne 30 MuH. JJ00aBIAIOT pacTBOp MPOMEKYTOTHO-
ro coequaenus 13 (0,0130 mons) B TT'D (25 mir). CMeck nepeMenmBaroT Py KOMHATHOM TeMIepaType Ha Ipo-
TsOKeHnH Houd, BeUtHBaroT B H,O u skcrparupyror CH,Cl,. Opranmueckuii cinoit otaensiot, cymaTt (MgSOy),
GbunbTPYIOT U pacTBOpHTENH BbinapuBatoT. OctaTok (5,8 I') OYMINAIOT KOJIOHOYHOM Xpomarorpadueil Ha CHIU-
karene (aroenT: Tonyos/iPrOH/NH,OH, 92/8/0,5; 15-40 mxm). Cobupator yersipe dpakuuu (F1, F2, F3, F4) u
pactBoputens BoimapusaroT. Beixoa: 0,21 r F1 (cmecs Z/E=90/10), 0,836 t F2 (cmecy Z/E=57/43), 09 r F3 u
0,87 r F4. F3 kpucraumsyror n3 cmecu DIPE/iPrOH, nomyyas npu stom 0,7 r coenunenns 11 (14%). F4 xpu-
cramusytoT u3 DIPE/iPrOH, nonmywas npu atom 0,67 r coequnenus 103 (13%).

¢). [Momyuyenne coenuuenHwmii 12 u 13.
N N
| I
x
HN N NH
&
T

Q!

Coenunenue 12=(E)
Coenunenue 13=(Z)
tper-byTrokcun kanums (0,0008 mMone) godasmsioT o gactsaMm npu 5°C k cMecn nuaTHiioBoro 3¢upa (mua-
HoMeTu)pochonoBoit kucaotsl (0,0005 mons) B TT'® (20 mir) B Toke Np. CMech MepeMenuBaroT Mpyu KOMHAT-
HOM Temrieparype B TeueHue 30 muH. J[00aBISAIOT IO KaIIIsIM PacTBOP

HN\<N/]N/H

(momyaeno mo criocody A3.d-1) (0,0005 monp) B TT'® (4 mur). Cmech mepeMemunBaioT Ipyu KOMHATHON TeMIiepa-
Type B TeueHue 4 u, BeumBaioT B HyO u skcrparupyror CH,Cly. Opranuueckuil ciioil OTAENSIOT, Cyliat
(MgSOy,), bunbTpytoT U pacTBOpUTENb BbiapuBatoT. Beixoa: 0,3 r. JlaHHYO (pakiyio OYHIIAIOT KOJIOHOYHOM
xpomarorpacgueii Ha kpomacuiie (amoent: CH,Cl,/CH;0H, 99/1; 5 mMkm). CoOuparot 4uctbie (ppakiuuu U pac-
TBOpHTEINb BbIapuBaloT. Beixoa: 0,21 r. JlaHHy10 (pakiuio OYuIal0T KOJOHOYHOW XpomaTorpadueil Ha Kpo-
Macuiie (3F0CHT: HuKIorekcan/stuianerat, 50/50; 10 mxm). Cobupatot ase dpakuuu (F1, F2) u pactBopureis
BbinapuBatoT. Beixon: 0,04 r F1 u 0,047 r F2. F1 cywar npu 70°C B Teuenue 2 4. Bexoa: 0,038 r coenunenus
13 (18%). F2 cymar npu 70°C B Teuenue 2 4. Beixoa: 0,041 r coequnenns 12 (20%).
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d). Iloxyuenue coenunenus 14.

[

HN\C/TN\Q\N

tper-byrokcun xamust (0,0013 moxnp) moGasnstor mpu 5°C Kk cMecu auaTHiIOBOrO 3dupa (umaHome-
tun)docdonosoit kucaoTsl (0,0013 moxp) B TT'D (10 M) B Toke N,. Cmech nepemernBatot npu 5°C B TeueHne
30 muH. J[00aBIIsAIOT CMECh

HN\CTH\O\N

(nmonyueno no crniocody A3.d-1) (0,0009 mosp) u TT'D (10 mur). CMech nepeMenBaloT Npu KOMHATHOW TeMIie-
parype B Tedenune 4 4, BeumuBaroT B H,O u sxcTparupyrot sTmnaneratoM. OpraHudecKuil ol OTACSAIOT, CymaT
(MgS0y,), dunbrpyror u pactBoputens Boinapusatot. Ocrarok (0,17 r) o4MIIalOT KOJOHOYHOH XpoMaTorpadueit
Ha kpomacmite (3moeHT: ot 100% CH,Cl, no emecn 99/1 CH,Cl,/CH;0H; 5 mxm). Cobupator ase ¢pakuuu (F1,
F2) u pactBopurens Beimapusator. Beixon: 0,054 v F1 u 0,05 r F2. F1 xpucramimsytor uz cmecu DIPE/CH;CN.
Ocaok oThUILTPOBBIBAIOT U cymiaT. Beixoa: 0,046 1 coequnenus 14 (12%).

e). [lony4yenue coenuuenus 15.

4-Dropbensonaneronutpua (1,2 3ks., 0,000175 M) 100aBIAIOT K CMECH MPOMEXYTOUHOTO COEIUHEHHS
13 (0,000146 moms) B8 CH;0H (1 mm). [Tpu komHatHO#M Temneparype nobasmsitor NaOCH;3/CH3;0H (1,2 skB.,
0,000175 momp). Cmech mepememmBaroT pu 60°C B TeueHHe 2 9, 3aTe€M BBUIMBAIOT B CMECH JIEA-BOMIA U IKCTpa-
rupyior CH,Cl,. PactBoputens BrmapuBaroT. OCTaTOK OYHIIAOT XpoMaTorpadueir. Opaknum npomykTa coOu-
paroT 1 pacTBOpHTENH BhimapuBaroT. Beixon: 0,009 r coegunenns 15 (13,42%).

f). Ilomyaenue coenunenus 106.

HN. N H
(Y
/N
N

CMech TPOMEKYTOYHOTO coequHeHus 13 (momyueHo mo cmocoOy AS.a) (0,0005 moxnp) m mumepuauHa
(0,0005 monp) B 3TanoNe (5 MII) IEpeMEIINBAIOT ITPU KOMHATHOM Temreparype B Tedenue 30 muH. JloGaBisioT
4,4-mumetnn-3-okcormeHTaHHUTPII (0,0011 Momp). CMmech mepeMemmuBaoT MpH KOMHATHOHM TeMIlepaType Ha
npoTspkeHnH Houw, BeUBaroT B H,O m skctparmpytor CH,Cl,. Opranudeckuii ciodf OTAENSAIOT, CyIIatr
(MgS0y,), bunbTpytoT U pactBoputens BbinapuBatoT. Ocratok (0,3 ) 0YMIIAIOT KOJOHOYHOH XpoMaTorpadueit
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Ha kpomacwie (amoent: CH,Cl,/CH30H, 99/1; 10 mxm). Huctsie dpakipu coOUparOT U PaCTBOPUTEIb BhITAPH-
BatoT. Octarok (0,2 1) xpuctamumsyioT u3 DIPE. Ocagok otdmnsTpoBsiBatoT 1 cymart. Bexon: 0,141 T coemn-
Herns 106 (54%) (1.1 193°C).

ITpumep B7. [Tonyuenue coeaunenus 16.

! | N
N

Iol

HN<N/\"N/

Cumeces mpomexxytounoro coenuHerus 14 (0,00005 monp) W OUXIIOpAaHTUAPUAA THOYTOJBHOW KHCIOTHI
(0,001 momp) B muokcane (10 Mir) mepeMemMBarOT IPH KOMHATHOH Temnepatype. Jobasmsror H,O. Cmeck 3kCT-
parupytor CH,Cl,. [lanHyo ¢(pakmuro OYHMIAIOT KOJOHOYHOW Xpomarorpadueil Ha cuimkarene (SJIIOCHT:
CH,Cl,/CH;0H/NH40OH, 90/10/0,1; 15-40 mxm). Yucteie (hpakiudud cOOMPAIOT M PACTBOPHUTEIb BBITAPHBAIOT.
Brixoa: 0,027 r coenunenus 16 (95,6%).

ITpumep BS8. [Tonyuenue coeaunenus 17.

NH

Cmecy NaOCH; (0,001 monp) u 2-(aumeTmnamuHO)-N-ruapokcudtTanumunamuna (0,001 mons) B EtOH
(10 mu1) mepememIMBalOT NpU KOMHATHOM TeMneparype B Tedenue 30 muH. JloGaBistoT

o, °\~//

HN N NH
Z
U/
N
(monyueno o cnocody A3.d-1) (0,0005 moinp). CMech MEPEeMEIIMBAIOT U KUISTIT ¢ 00PaTHBIM XOJIOAMIBHUKOM
Ha npotsbxenun Houn. Jlo6asisitor H,O. Cmecsk akcrparupytor CH,Cly. OctaTok 04MIIAloT KOJIOHOYHOM XpoMa-
torpadueii Ha cuukarene (moent: CH,Cl,/CH;0H/NH,OH, 95/5/0,1; 15-40 mMxm). YucTeie Gpakiiuu codupa-

10T U pacTBOPHTEIb BhiapuBatoT. Beixoa: 0,07 r coexnnenus 17 (31%).
IIpumep BY. [Momyuenue coeaunenus 18.

o I

nBuLi (0,0038 monp) mobasmsror no karmmsiMm mpu -70°C k cmecu iPr,NH (0,0038 monp) u TT'® (5 mi) B
Toke N,. CMmech HarpesatoT a0 -20°C, mepememmBaroT B TedeHne 30 MUH 1 cHOBa oxuaxaaroT 1o -70°C. Ilo
karsiM qobasirttot pactBop CH3CN (0,0038 monp) B TT'® (6 mir). Cmeck HarpeBarot a0 -20°C, mepeMemmBaT
B TeueHne | 4, cHoBa oxnaxaaiot a0 -70°C. [lobasnsioT cMeck npomexyrouHoro coequaerus 13 (0,0009 monb)
u TT'® (1 mr). Cmech mepeMeInnBaioT B TeUEHHE 2 4, BBUIHBAIOT Ha Jiex rmpu -30°C u SKCTparupyroT STUIaneTa-
ToM. Opranuyeckuii cioit ornessitor, cymar (MgSO,), ¢uibTpyoT U pacTBopHTenb BbiapuBaroT. OcraTok
(0,433 r) ounIarT KOJIOHOYHOH Xpomarorpadueii Ha cunukarene (moent: CH,Cl,/CH;0H, 98/2; 35-70 MkMm).
JBe dpakimu coduparoT U pacTBOpuTeb BhinapuearoT. Beixoa: 0,056 r F1 u 0,23 r F2 (78%). F1 kpucramiu-
3ytoT n3 DIPE/CH;CN. Ocanok ordmisTpoBbiBatoT u cymat. Beixox: 0,036 r coenunenns 18.
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ITpumep BIA.

a). [lomyuyenne coennnenus 107.
Cl

nBuLi [1,6] (0,0026 moinb) mobasisror 1o KarwisaMm mpH -70°C K cMecH IPOMEXYTOYHOTO coenuHeHus 13
(moyueno mo A5.a) (0,0008 momnp) B TT'® (10 M) B Toke N,. Cmecs nepememmuBatoT mpu -70°C B Teuenue 30
muH. [lo kamsam 1o6aBisAr0T pacTBop xiopuaa (xaopmertwn) Tpudpermipochorns (0,0026 mons) B TT'D (5 mi).
CMech nepeMelInBaT NP KOMHATHOM TeMIlepaType Ha MPOTSHKEHUH HOYH, BEUTHBAIOT B BOAY M OKCTPATHPYIOT
EtOAc. Opraandeckuii cioit otnenstor, cymar (MgSOy), GUIBTPYIOT B pacTBOPUTENH BHIApUBaioT. OCTaTOK
(0,7 1) ounmmaroT KOJIOHOYHOHN Xxpomartorpadueit Ha kpomacwie (dmoent: CH,Cl,/CH30H, 99/1; 10 mxm). Yuc-
ThIe (hpakiuu cOOUPArOT U pacTBOpPHUTEND BhimapuBaioT. OcraTok (0,155 T) ounImarT KOJIOHOYHOW XpoMaTorpa-
¢ueit Ha C18 (amoenT: 0,5% CH;CN/NH4Ac, 60/40). Uncthie dpakipm coOOMparOT U PaCTBOPUTEIb BhITAPHBA-
toT. Octarok (0,051 r) kpucramum3sytoT uz DIPE. Ocamok ordunbrpoBeiBaroT u cymiar. Beixoa: 0,029 r coeau-
uenus 107 (9%) (t.mw1. 250°C).

b). [Monyyenue coenuuenus 108 u 109.

\(N;\NrNH
@

coeanHeHue 108 coeanHeHve 109

nBuLi[1,6] (0,00261 monb) mobasisitoT mmo kamism npu -70°C k cMecH Xjopuaa (XJI0pMeTHI)TpUEeHMII-
tdochonms (0,00261 mons) B TT'D (10 M) B Toke N,. Cmeck nepememuBaioT B TedeHne 30 muH. [lo xammm
JO0ABILTIOT PacTBOP IMPOMEKYTOUHOTO coeauHeHus 31 (momydeno o ciocody A4.a) (0,00087 moms) B TT® (5 mi).
CMech MepeMennBaioT P KOMHATHOM TEMIIEpaType Ha MPOTSLKEHUH HO4H, 3aTeM BeUinBaioT B HyO u akctpa-
rupytoT EtOAc. Oprannueckuii cioii otaessitor, cymar (MgSO,4), GpuibTpyloT U pacTBOPHUTEINb BbINAPUBAIOT.
Ocrarok (1,1 r) ounIIarOT KOJOHOYHOW Xpomarorpadueii Ha cuiukarene (amoent: CH,Cl,/CH;OH/NH,OH,
98/2/0,1; 15-40 mxm). Yucteie (pakipm coOUparoT u pacTBoputesb BoimapuBaroT. Ocratok (0,3 1) ouwmimaror
KOJIOHOYHO# XpomaTorpadueii Ha runepcuie C18 (amoent: 5% CH;0H/NH4Ac, 70/30). Cobuparot aBe ¢pak-
un (F1, F2) u pactBopurens BeimapusaroT. Bexoa: 0,097 r F1 u 0,085 r F2. F1 xpucranmnusytor u3z DIPE. Oca-
JIOK OT(GUIBTPOBBIBAIOT U cymaT. Beixoma: 0,045 r coequnenust 108 (14%) (t.mw1. 165°C). F2 kpuctauu3yror u3
DIPE. Ocanok oTdumisTpoBbIBatoT u cymar. Berxox: 0,049 r coenuuenus 109. (15%) (t.u1. 200°C).

c). [Momyuyenne coenuuenus 110.

(E)

)

H

T
=N Sy
nBuLi[1,6] (1,1 mu, 0,0017 monb) moGarisitor mo kKamwisim mpu -70°C k cmecu 1,1,1,3,3,3-rekca-
metmaucniazana (HN(TMS),) (0,0017 mons) u TT® (6 mur). Cmecs nepememuBatot mpu -70°C B Teyenue 30
muH. Jlob6aBsror mmanodropmerwin (0,0017 mons). Cmech nepemeniBaroT B TedeHue 30 muH. Jl06aBIAIOT I1-
STHIIOBBIHN A¢up xiopanruapuna hocdoproii kuciotsl (0,0017 mons). Cmech nepememuBaroT mpu -70°C B Te-
yerne 15 muH. Ilo xammam nobassrotr nBuLi[1,6] (1,1 M, 0,0017 monp). Cmech nepemeniBaroT B Teuerne 30
MuH. Jl006aBISAIOT pacTBOp MpOMEXyTouHoro coeanHerus 31 (momydeno mo crmocody A4.a) (0,0008 mons) B
TI'® (4 mur). CMmech epeMennBaOT Py KOMHATHON TeMIepaType Ha MpOTshKeHUH HodH, BeutnBaioT B H,O n
akcrparupytotr CH,Cl,. Oprannyeckwuii cioit otnensitor, cymat (MgSOy,), GUIBTPYIOT U PaCTBOPUTENb BBITAPH-
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BaroT. Ocrarok (0,5 r) OYHIIAIOT KOJIOHOYHOM Xpomarorpadueii Ha cunkarene (amoeHt: CH,CL/EtOAc, 95/5;
15-40 mxm). Cobupatot uetbipe dpaxmuu (F1, F2, F3, F4) u pactBoputens BoinapuBatoT. Beixoma: 0,026 r co-
equneHust 110 (8%) (t.mu. 254°C).

d). IMonyuenue coemuuenus 111.
Br

PactBop (CuCl), (0,00015 moss) B BomaoM NHj (500 MKi1) 100aBASIOT K CMECH IPOMEKYTOYHOTO COCTHU-
Henus 21 (monydyeno no crocody A5.b) (0,0014 mons) B IMCO (1 mn). [Tpu 0°C mobasnsirotr pactBop CBry
(0,0044 mons) B IMCO (1,5 mu). CMech nepeMeInBaoT Ipyu KOMHATHOM TeMIeparype Ha MpOTsDKEeHUH HOYH,
BBUTUBAIOT Ha Jien U GuibTpyroT. Oprarmdeckuii cinoit npomeiBaroT CH,Cl,, cymar (MgSQOy), GuibTpyroT u
pactBopuTens BoinapuBatoT. OctaTok (2,73 T') OYMINAIOT KOJIOHOYHOM XpomaTorpadueil Ha cuimkarene (3ro-
ent: CH,Cl/CH;0H, ot 100/0 mo 99/1; 15-40 mxm). CobupatoT aBe (ppakiy U pacTBOPUTENs BHITAPHBAIOT.
Brexox: 0,007 r ¢ppakuuu 1 u 0,11 T dppakuuu 2. Opaxmmro 2 kpuctammiyioT u3 DIPE. Ocagok oTguiasTpoBHI-
BatoT  cymart. Berxon: 0,075 r coeguaenus 111 (t.m1. 223°C).

[Tpumep BIB.

a). [lomyuyenne coennnenus 112.

NG

(E)

H N n

RSN

2N ~
=N

[lepeMenmBaroT cMech MNPOMEXyTouHOTo coemurenust 23 (0,0005 mouw), 1-rHapoKCcHOEH30TpHA30IA
(0,0007 momp) u EDCI (0,0007 mons) B8 CH,Cl, (10 M) u TI'® (2 mu). obasmsor pacteop NH(CH;),HCI
(0,0006 monw) u Et;N (0,0005 mons). CMech nepeMemmBarOT Ipu KOMHATHON TeMIieparype B TedeHue 12 4.
Hob6asmstor H,O. Cmech akerparupyror CH,Cl,. Oprannyeckwuii cioit otaensitor, cymar (MgSO,), duwistpytor
W pacTBOPHUTENb BbINapuBaloT. OCTATOK OYMIIAIOT KOJOHOYHOW Xpomartorpadueil Ha kpomacwie (3JFOCHT:
CH,CI,/CH;0H, ot 100/0 mo 90/10, 5 mxm). CobuparoT 4ucTeie (pakiuu ¥ PacTBOPUTEIb BHINAPHUBAIOT. BhI-
xox: 0,124 r (58%). [lanHyto (pakuuio OYMINAIOT KOJOHOYHOW Xpomarorpadueidl Ha Kpomacwie (3IIIOCHT:
CH,Cl,/CH;0H, 99/1, 5 mxm). CoOupatoT 4rcTeie Gppakiiiu ¥ pacTBOPUTENh BeIapuBatoT. Bexom: 0,045 r co-
equaeHms 112 (21%) (1.101. >264°C).

b). [lony4yenne coenuuenns 113.

r!l\/\/

(E)

N N

SROW
Y

[epeMenmBarT CMECh MPOMEKYTOYHOTO coeauHeHus 57 (moydeHo mo cnocody A7.b) (0,0002 mois), 1-
rugpokcndenzorpuasona (0,0003 mons) u EDCI (0,0003 mons) B CH,Cl, (10 mi). [lo6asisror N-metunin-1-
oyranamuH [CAS 110-68-9] (0,0002 monb). CMech epeMeIInBaioT IpH KOMHATHOM TemIeparype B TeueHue 12
4. Jlo6asmstror H,O. Cmeck skcrparupytor CH,Cl,. Opranndeckuii cinoit otnenstior, cymar (MgSOy), hpuitstpy-
IOT ¥ PaCTBOPHUTEIH BHITapuBatoT. Berxox: 149 r. @pakiuio 09UIaroT KOJOHOYHOH XpoMaTorpaduei Ha Kpoma-
cuire (3moent: CH,Cl,/CH3;0H, ot 100/0 ot 90/10; 5 mxm). CobupatoT uncThie (pakIuu U paCTBOPHUTENb BEITIA-
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puBatot. Beixoz: 0,065 r. lannyto dpakuuto pactBopsitor B DIPE. Ocanok oThuibTpoBbIBaIOT U cymar. Beixon:

0,035 r coenunenns 113 (30%) (t.mur. 212°C).
c). [lomyuyenne coennnenus 114.
Bt

(E)

H

HN N\ N.
U\Q\\
<N

[epeMenmBarT CMECh MPOMEKYTOYHOTO coequueHus 23 (monydeHo no crnocody A7.a) (0,0005 mois), 1-
rugpokcudensorpuaszoia (0,0007 moas) u EDCI (0,0007 moins) 8 CH,Cl, (10 M) u TT'® (2 mun). Job6asinstot 3-
(metmnamuHo ))iponianHuTpuit (0,0006 mouk). CMech nepeMelnBaT NpyU KOMHATHOM TeMmIiepaType B TeYeHUE
12 4. To6asmstror H,O. Cmech akctparupytor CH,Cl,. Oprannueckuii cioit otaesnsitot, cymar (MgSOy), gunbt-
PYIOT ¥ pacTBOPHTENH BBIMApHBaIOT. OCTATOK OYMIAIOT KOJOHOYHON XpomaTtorpadueil Ha Kpomacuie (3II0eHT:
CH,CI,/CH;0H, ot 100/0 mo 90/10; 5 mxm). CobupatoT yucTeie (pakiuy U PacTBOPUTEIb BHINApUBAIOT. BbI-
xox: 0,068 r. Hanuyto ¢pakmuio kpuctammulyot u3 DIPE. Ocamok otduinbrpoBsBatoT u cymar. Berxoa: 0,032
r coenuHerus 114 (14%) (t.m. 168°C).

d). Ioyuenue coemuuenus 115.

H
NN

HN n
\EN/Y @\
~ZN
=

5

(0,000195 momw) u Metmtamuna (2 3kB., 0,000390 monp) B TT'® (5 M) u EGN (0,054 mi1) mepememuBaroT npu
komHaTHOU Temmepatype. [lo6asmsator EDCI (2 3kB., 0,000390 monp) u 1-ruapoxcubensorpuaszon (2 3KB.,
0,000390 momp). PeakiimoHHy0 cMech MepeMeInBalOT NP KOMHATHOW TeMIepaType B TedeHne 12 4 u pacTBo-
pstot B HyO. Oprannueckuii Ciioi OTAEINSIOT, cylar, GUiIbTPyIOT U paCTBOPHUTEINb BBITAPUBAIOT. [IPOAYKT BbI-
JICJISAIOT U OYHMIIAI0T KOJIOHOUHOM XpoMaTorpadueii. Beixoa: 0,026 r coequnenust 115 (17,92%).

ITpumep BOC. Ilonyuenue coenunenus 116.

CmMmech
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N
I\
2
N
07 N7 R
H

Cmeck mpoMexyToyHoro coeamHeHus 13 (momydeHo mo cmocoly AS.a) (0,000291 mons) u ruapaszuna
W30HUKOTHHOBOM KHUCIOTHI (2,5 3kB., 0,000728 mois) B sTanose (1 i) u CH,Cl, (2 Mi1) U nepeMeniuBamT u
KUIITAT ¢ 00paTHBIM XOJIOAMIBHUKOM B TeueHue 12 4. PacTBopuTenb BhIapuBatoT gocyxa. OCTaTOK OYUINAIOT
xpomarorpacdueil. Berxon: 0,033 r coenunenus 116 (24,50%).

IIpumep BOD.

a). Ilomyuenune coequnenus 117.

/
NG

H
Hi N N.
“\E/\\r \©\
~ZN
=y

Huano6oporunpua Hatpus (0,0024 Moms) moOaBISAIOT MPU KOMHATHOW TeMIIepaType K pacTBOPY IpoMe-
JKyTOYHOTO coequHEHUs 26 (moydeHo 1o crocody A9) (0,0008 monp) B popmansaeruae (0,5 mi) m CH;CN (20
M) B Toke N,. JlobaBisiroT ykcycHyto kucioTy (0,5 mir). CMmech epeMeIiBaroT P KOMHATHOHW TeMIIepaTrype B
Teuenue 2 4, BeutuBaoT B 10% pacreop HyO/K,CO; 1 akcrparupyror CH,Cl,. Opranudeckuii ciioi OTAENSIOT,
cymar (MgSO,), ¢uneTpyioT u pacTBopuTenb BhimapuBaoT. OcraTok (0,3 T) OYHIIAIOT KOJIOHOYHOH XpOMaTo-
rpadueit Ha runepsose (amoent: CH,Cl,/CH30H, 97/3: 5 mMkm). UncTteie ¢pakuun COOMPArOT W PACTBOPHUTEIb
BoinmapuBaroT. Beixoa: 0,08 v (28%). JlanHyto ¢pakiuio KpUCTALIM3YIOT U3 CMECHU 2-TIPOIaHOH/AUITUIIOBBIHA
a¢up. Ocanok oThuabTpoBBIBaAIOT U cymar. Beixoa: 0,012 r coenunenus 117 (5%) (r.m1. 132°C).

b). [Monyyenue coenuuenus 118.
{4\
NN
T
=N
v

5

CwMmech

N
(moy4eno o cmocody A9) (0,0015) u Terparunpo-2,5-gumetokcudypana (0,0077 Moab) B YKCYCHOUW KHCIIOTE
(10 M) mepeMenIMBalOT U KUIATAT ¢ 0OpaTHBIM XOJOIMIBHUKOM B TeueHHue | 9, 3aTeM BBUIMBAIOT B CMECH Jie-
qsiHoit Bozibl U K,CO; m akerparupytotr CH,Cl,. Oprannueckuii cioit otaensitot, cymiar (MgSOy), Guibtpyor u
pacTBopuTENb BhIMapuBaroT. Octatok (1 T) OYMIIAIOT KOJOHOYHOW XpomaTorpadueil Ha cuimukaresne (JIFOCHT:
mukiorekcan/EtOAc, 95/5; 15-40 mkm). YuncTeie (pakimu COOMPArOT U PacTBOPUTEIL BBHIIAPUBAIOT. BhIXom:
0,23 r. Jlanuyto ¢pakiuio kpuctauusyoT u3 cmecun DIPE/muatunoseiii adup. Ocagok oTGHIETPOBBIBAIOT U
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cymat. Beixon: 0,075 r. JlanHyto ¢paxiuio cHOBa KprcTauinu3ytor u3 cmecu DIPE/nuatunoBsiit adup. Ocamox
otuasTpoBEIBarOT U cymart. Bexoa: 0,027 r coenunenus 118 (5%).
ITpumep BYE.
a). [lomyuyenue coenunenus 119.
//N

HN\EP:T:\Q\
S5

Tpubyrundocdun (0,0015 mons) nodasisoT k cMmecu OyT-2-eHaunauTpuna (0,0015 moins) B TTD (8 mo).
CMech epeMenuBaroT U KUISTAT C 06paTHl)IM XOJIOAWJIBHUKOM B TedeHue 2 4. J[o0aBistoT

J H
HN-_-N.

SR SN
z =N
(mony4en o cocody A5.a) (0,0005 moub).

CMech IepeMeIBalOT U KUISITAT ¢ 0OpaTHBIM XOJIOJUIBHUKOM Ha MpoTshkeHuu Houu. JlobGasisor H,O.
Cwmech skctparupytor CH,Cl,. Opranmueckuit cnoit otaensior, cymar (MgSO,), GUIbTPYIOT U pacTBOPUTEND
BeimapuBaroT. Octatok (0,618 r) ouMIarOT KOJIOHOYHOH xpomarorpaduedi Ha kpomacwie (dmoeHT: 100%
CH,Cl,, 10 mxm). Cobupator nBe ¢pakuuu W pacTBopurensb BbimapubaioT. Bexon: 0,03 r coeamnenus 119
(13%).

b). [Mony4yenne coenuuerns 120.

/i \\z

\

Z

) l b n\©\
==

S

[Ipomesxyrounoe coequrenue 13 (momydeno no cnocody AS.a) (0,002 Moip) 100aBISIOT K CMECH IPOTIaH-

nmuauTpuna (0,004 monp) u nmunepuauHa (0,004 monb) B atanone (10 ). Cmech nepeMenmrBaoT Ipu KOMHAT-

HOW Temreparype B TedeHne 5 MuH. PactBopurens BemapuBaroT. Octarok pactBopstor B CH,Cl, u ounmator

KOJIOHOYHO# xpomarorpadueit Ha cunukarene ((amoent: CH,Cl,/CH;0H, 98/2, 15-40 mxm). CoOuparoT 4ucThie
(hpakiuu ¥ pacTBOpUTEIIh BhiapuBatoT. Beixom: 0,6 r coenunenus 120.

ITpumep BIF. ITonyuenue coenunenus 122.
@

2
P

H
HN N N
Y
L‘" \©\
X
nBuLi [1,6 M] (0,0016 momnb) 106aBisioT mo kamisMm mnpu -78°C K CMeCH MPOMEKYTOUHOTO COCIMHEHUS

27 (nomyueno no crocody A10) (0,0004 mons) B TT'® (10 M) B Toke N,. Cmech nepemerunsatot npu -78°C B
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TeueHue 1 4, 3aTeM HarpeBaroT JI0 KOMHATHOW TeMIlepaTyphbl, NepeMeIInBatOT B TedeHue 30 MUH U OXJIQXKIAIOT
1o -78°C. lo6asmsttoT pactBop 2-nupuauHkapookcanpaeruaa (0,0004 mons) B TT'® (10 mur). Cmech nepeMentn-
BAaIOT MPH KOMHATHON TeMIlepaType B T€U4eHHUe 2 4, BBUIMBAIOT Ha Jied M dKcTparupyioT EtOAc. Opranndeckuit
cnoit ortaessitoT, cymat (MgSO,), GuIbTpyrOT U pacTBOpUTENb BhiapuBatoT. OcraTok (0,32 T) OYHIIAIOT KOJIO-
HOYHOU Xxpomatorpacdueii Ha cuukarene (3moent: CH,Cl,/CH;OH/NH,OH, 98/2/0,1; 10 mxm). Cobuparot nse
(pakuuu ¥ pactBopuTeNb BhinapusaroT. Beixon: 0,021 r coepunenus 122 (10,4%) (t.mu. 120°C).

ITpumep B10. ITonyuenue coenunenus 20.

K cmecu coenunenns 19 (cm. Taban. 3) (momyueHo no crioco0y B1) (0,0014 mons) B8 CH3;0H (15 mi1) B Toke
N, nob6asinstor yactsimu NaBHy (0,0015 mons). Cmech nepemermBarot npu 5°C B TedyeHue | 4, BHUIMBAIOT B
H,0 u skcrparupyror CH,Cl,. Opranudeckuii cioit otaenstor, cymar (MgSO,), GUIBTPYIOT M pacTBOPHUTEINb
BeimapuBaroT. Ocrtatok (0,15 1) ouMmarT KOMOHOYHOW XpoMmaTorpadueidl Ha CcHIHKareine (QIIIOCHT:
CH,Cl,/CH;0H, 99/1; 10 mxm). Yucteie dpakimu coOuparoT U pacTBopuTeis BoimapusaroT. Ocratok (0,068 T,
12%) kpuctamusytoT uz DIPE. Ocanok ordunbtpoBbiBatot u cymat. Beixoa: 0,032 r coequnenus 20.

[Ipumep B11. Ioxyuenue coennnenns 21.

g N
o
F

Cwmecp coemmnenust 2 (cm. tabn. 3) (0,0002 monp), 3-teHmndoponoBoi kuciotsl (0,0005 wmorb),
Pd(PPh3)4 (0,00002 momp) u Na,CO; (0,0007 monb) B DME (3 Mi1) nepemMeInmBaioT U KUISTIT ¢ 00paTHBIM XO-
JOJUIFHUKOM B TepMETH3UPOBaHHOW TpyOke B TeueHue 3 4. Jlob6apmsator H,O. CMech SKCTparupyroT 3TUare-
tatoM. OpraHndeckuil ciIof oTHenstoT, cymar (MgSO,), GUIBTPYIOT M pacTBOPHUTENH BHIMApUBaOT. OcTaTOK
OUYHMIIAIOT KOJIOHOYHOM XpomaTorpadueit Ha cumkarene (3moent: CH,Cly/CH;0H, 98/2; 15-40 mxm). Cobupa-
10T YiCThIe (PPaKLKK U pacTBOpPUTEND BhIapuBatoT. Beixon: 0,04 r coenunenus 21 (40%).

[Ipumep B12. Iloxyuenue coenunenns 23.

()

N
NHz

Cwmecs coequaeHms 22 (cM. Tabm. 3) (momydeHo mo criocody B4.a) (0,0002 mons) u vHukens Penes (0,1 1) B
CH;0H (10 M) mepeMemmBaiOT Ipyu KOMHATHOW TeMmmepaType B TedeHue 15 muH npu masnernun H, 2 Oapa,
3areM puibTpyroT yepes neiut. Llemut npomsiBator CH;OH. @unsrpar BemmapusaroT. Beixox: 0,48 r. Jannyio
(hpaKIHo OYHIIAIOT KOJIOHOYHOH Xxpomarorpadueii Ha kpomacuite (amoeHt: CH,Cl,/CH30H, 99/1; 15-40 Mkm).
Coobuparot nse dpaxiuu (F1, F2) u pactBopurens Boinapusaiot. Beixon: 0,13 r F1 u 0,13 r F2. F2 xpucrauim-
3YIOT U3 IUITHIOBOTO 3dupa. Ocanok oThuibTpoBbiBatoT U cymat. Beixom: 0,09 r coenunenus 23 (20%).

ITpumep B13. Tlonyuenue coenunenus 24.
N R
A
OGN
N N

Cwmech coenunenus 1 (0,0004 monb) u Pd/C (0,07 r) B8 CH30H (10 M) rugpupyroT npyu KOMHATHOH TeM-
neparype B TedeHue 5 u npu jaasineHun H, 3 0apa, 3arem GunbTpytoT uepes nenur, npomsisator CH,Cl, u pac-
TBOPHTEIIb BbINapuBatoT pocyxa. Ocrarok kpuctammusytoT u3 DIPE. Ocanok ordunbsTpoBbiBatoT U cymar. Oc-
tatok (0,7 T) OYHMINAIOT KOJIOHOYHOW xpomarorpadueii Ha kpomacuie (moent: CH,Cl,/CH30H, ot 100/0 no
99/1; 5 mxm). CobuparoT uncThie (Hpakiuy U pacTBOpUTeb BhiapuBaroT. Octatok (0,06 T) KPUCTAIUIU3YIOT U3
DIPE. Ocanok or¢unbsTpoBsIBatoT U cymar. Beixon: 0,04 r coenunenus 24 (27%).

ITpumep B14. Ilonyuenue coenunenus 26.
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e

60% NaH (0,0004 moib) 100aBISIOT IPH KOMHATHOM TeMIIEpaType K CMeCH CoeluHeHHs 25 (cM. Tabi. 4)
(moy4eno no crocody B6.¢) (0,0004 mons) B TT'® (30 mur). CMech mepeMemunBaioT Ipu KOMHATHOM TemIiepa-
Type B TeueHne 1 4. Jlobasmsrot pacteop ICH; (0,0004 momns) B TT'® (30 mur). Cmecs nepememuBatoT mpu 60°C
B T€UCHHE 2 4, 3aTeM OXJaxnaroT, BeumBaoT B H,O u sxctparupytor CH,Cl,. Opranndeckuii col OTIENSIOT,
cymar (MgSO,), GunpTpyioT u pacTBOpHTENb BeMapuBaioT. OctaTok (0,12 r) oYnIIaroT KOJIOHOYHON XpOMaTo-
rpadueit Ha kpomacuite (3aroent: CH,Cl,/CH30H, 99/1; 10 mxm). CobuparoT uyncThie (hpakidid U pACTBOPHUTEID
BbImapuBaroT. Berxos: 0,049 r coenunenus 26 (32%).

ITpumep B15.

a). [lomyuyenue coenunenus 123.

oyt

Pearent dxonca (0,0056 mMoins) no6apmstoT mpu 5°C k cMmecu coequaeHus 18 (moryueno mo croco0y B9
(0,0029 momnp)) u 2-nportanoHa (20 mi) B Toke N,. Cmech nepemenuBarot npu 5°C B TeueHHe 2 9, 3aTE€M BBLIH-
BatoT B H,0O, mogmemraunBaror NaHCO; u skcrparupytor CH,Cl,. Opranudeckuil cioll OTHEISIOT, CyIIaTr
(MgSO0,), buneTpyIoT U pacTBOpUTENS BhImapuBaroT. OctaTok (1,5 T') OUHIAr0OT KOJIOHOYHOW XpoMaTtorpaduei
Ha cmmmkarene (dmoeHT: CH,Cl/CH;OH/NH,OH, 98/2/0,1; 15-40 mxm). Cobupator nse ¢pakuuu (F1, F2) u
pactBoputens BeimapuBaoT. Beixon: 0,122  F1 (11%) u 0,19 r F2 (17%). F2 xpuctanmnmmsyiot u3 DIPE. Ocagok
otruasTpoBEIBarOT U cymart. Bexoa: 0,034 r coemunenus 123 (1. mn. 150°C).

b). [lony4yenne coenuuerns 124.
N
Cl

HN\Q/\LKNH

Cwmech coeaunenus 123 (0,0005 monw) u POCI; (1,5 i) nepememiBatot npu 80°C B TeueHue 24 4, BbUIK-
BatoT B 10% cmech apna u K,CO; u axctparupytor cmecbto CH,Cl,/CH;0H. Opranndeckuii ciioil OTAENISIOT,
cymar (MgSQO,), GuibTpyIoT U pacTBOpHTENb BhIMapuBaioT. OcraTok (0,14 r) OYHIIAIOT KOJIOHOYHOH XpOMATO-
rpadueit Ha kpomacuiie (anmoent: CH,Cl,/CH;0H, 99/1; 10 mxm). CoOupatot yncThie Gppakiyuy ¥ pacTBOPUTEIH
BhIapuBaroT. Berxox: 0,026 r coenunenus 124.

[Ipumep B16.

a). [lomyuyenne coennnenus 125.
OH

N
I
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51. NaOH (2 M) po6asisttor o kamwmsiM rpu 50°C k cmecu coenuHerus 104 (cm. tabu. 3) (momydeHo mo
crniocody B2.c) (0,0003 mons) u NH,OH, HCI (0,0004 monb) B atanone (10 mir). CMech nepeMenBaoT npu
50°C B teuenue 2 4. /e Tpetn cmecu BbimapuBaoT. Cmeck BeummBaoT B H,O u sxctparupytor CH,Cl,. Opra-
Huueckui cnoit npombiBaroT 10% K,CO;, cymar (MgSOy), unbTpyroT u pacTBOpHUTEINs BhINapuBaroT. Beixox:
0,21 r coenuuenus 125.

b). [Tonyyenue coenuuenus 126.

4

Lo

1,1'-Kap6onmnaurnmunason (0,0012 monp) modaBnsroT k cmecu coeaunerus 125 (0,0003 moms) B TT'D (20
wuit). CMech MepEeMEIINBAIOT U KUIIATAT ¢ O0PATHBIM XOJIOAMIBHIKOM Ha MPOTSHKEHUH HOYH, BbUTHBAOT B HyO 1
skcrparupyrotr CH,Cly. Oprarndeckuii cinoit otaemnstoT, cymat (MgSO,), GUIBTPYIOT U paCTBOPUTEINb BHITIAPH-
BaroT. Ocrarok (0,17 r) ounIIarT KOJOHOYHOM xpomarorpadueii Ha kpomacwie (dmoent: CH,Cl,/CH;0H, 98/2;
10 mxm). CobOuparoT aBe GpaKIvu U pacTBOpUTEh BhimapuBatoT. Berxoa: 0,035 r ¢ppakmuu 1 u 0,05 r ppakuun
2. O6e ¢pakiyy CMELIMBAIOT ¥ KPUCTAJUTU3YIOT U3 AUATUIIOBOro 3¢dupa. Ocanok OTHUILTPOBBIBAIOT U CYIIAT.
Beixox: 0,05 r coequnenus 126 (38%) (1.1t >260°C).

IIpumep B17. Ilonyuenue coenunenus 253.

?mﬁiﬁﬁg

®)

a). B 100 mut konby momemiarot 2,53 mi arneronutpuia, 0,056 r (0,253 mmons) Pd(OAc), u 0,154 1 (0,506
MMoJIb) Tpuc-(2-Metmidenmn)pochrHa B atMmocepe a3oTa U cMech nepeMernuBator B teuenne 10 muH. K cme-
cu nobasisirot 1 r (2,53 MMois) mpomeskyTournoro coenuHenus 58, 0,51 mi (3,8 mmonp) N,N-ausTHiIITaHAMIHA
n 0,36 r (5,06 Mmoip) akpramuna. CMech HarpeBaroT NP KUISTYEHUH ¢ 00paTHBIM xonoauiisHEKOM (80°C) B
TedyeHue 5 nHeil, nomydas npu 3ToM 28% coequHeHus 253.

b). B 100 mi konOy B atmocdepe azora BBomsT 0,8 r (4,33 MMoOIb; 1 3KB.) MPOMEKYTOIHOTO COCIMHEHUS
3a (E), I r (4,33 MmMomp; 1 9KB.) MPOMEKYTOIHOTO COenUHEHUS 5 1 16 mur 2-mpomanona. K manHON cMecu mo-
6asistot 0,72 mi 6H. HCI B 2-niponaroiie. CMech MepeMEInBaIOT MPH KUITYCHUH ¢ 0OPATHBIM XOJIOIMITEHIKOM
B TEUECHHUE 72 4 U 3aTEM OXJIAXKAAIOT, OJIy4ast [IPXU 3TOM COJIb XJIOPUCTO-BOJOPOAHON KHCIOTHI COeqUHEHHUs 253,
T.€. coenuHeHue 254.

CoenuHenne 254 MOXHO TTPeoOpa3oBaTh B CBOOOIHOE OCHOBAHHUE TI0 U3BECTHBIM B JIAHHOW 00JIACTH METO-
naMm (cM. Taroke npumep BIA).

Coenunenne 253 MOXHO IpeoOpa3oBaTh B COCAMHEHHE | MO CrocoOy, OMMCAHHOMY BBINIE B MPHMEPE
Alo)y).

B cnenyromux Tabsn. 3, 4 u 5 nepeuncnensl coeaunenus popmyisl (1), momyyaemble 10 OJJHOMY 3 BBIIIE-
yKa3aHHBIX IpuMepoB (Ne prmMepa).

H
RA NN N
U

Tab6muma 3

N
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w N R’ R? PMzUUECKMe
coemuH. | npuMepa IaHHEE
T.om. °C/ (MH+) *

2 B2a 2-Benzsobypauumu H T.na.>240

21 Bl11 3-TueHUN H T.rt.220

3 B2b 2-dpypaHun H T.r1.228

28 B2a 2-TUeHWI H T.nn.235
.29 B2a deHmn H T.ma.230

1 Bl/B6a -CH=CH-CN H T.nn.245, (E)

30 B2a 2, 4-nuxnopbennn H (460)

31 B2a 2-6eH30 [b] TMeHun H (448)

32 B2a l-HadTaneHun H (442)

33 B2a 3-xJyopdbennn H (4206)

34 B2a 3-aueTunpeHmnn H (434)

35 B2a 3-MeTundeHus H (406)

36 B2a 2-HabTaneHun H (442)

37 B2a 4-xj10pOEHMUIT H (426)

38 B2a 4-MeTOKCUDEHUA H (422)
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39 B2a 4 -MeTHMIITMObEHMIT (438)
40 B2a }‘O‘“‘*"“
19 Bl VW\O T.ni.220
8 B5a -C (=N-OH) -CH (CH3) » T.nm.156
20 B10 % T.mw1.205
27 Bl & T.mm.193
O
41 B10 T.nm.200
D)
42 B5a m T.mn.155
v
43 B4b '1/\"( > T.nn.110
44 B5b HY\O T.ni.110
}t,c—c»’N
45 B5a ~C (=N-OH) -CHj, T.mx.135
9 B5b -C (=N-0-CH3) - T.nmn.185
CH (CH3z) 2
46 B5b 3 T.ri.164
£
'CH:
47 B4b —~CH,-N (CH,-CH3) » T.mn. 150
48 B4b LL./\O T.nj.85
15 B6e ; ﬁ: (461)
49 B6e ¢ j’:: (449)
50 B6e : EZ (487)
51 B6e P j—': (493)
52 B6e N (473)
3
53 B6e : ﬂ: (443)
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54 B6e f\% (446)

55 B6e o ﬁ (449)

56 Bé6e N (521)

Br

57 B6e HXCS‘% (457)

6 B4b —CH,-N (CH3) —CHp— (430)
CH,-N (CHs) 2

58 B4b p (506)
IK/N\/\Kz:

59 B4b ‘(\O'C“’ (428)

60 B4b (532)
A

61 B4b ;/\,('_'}/\O (504)

62 B4b 1/\0/\0 (503)

63 B4b (472)
,.(\

64 B4b ‘%/\'C\/"'@ (491)

65 B4b ~CH,-N (CHs3) —~CH,- (415)
CH,-CH,-CH3

66 B4b ) (442)
R

67 B4b H,/\.Q, (410)

HC

68 B4b —CH,-N (CH;3) ~CHp- (401)
CH,-CH,

69 B4b i/\.O (399)

70 B4b ';/\Q (396)

71 B4b —CH,-N (CH,-CH,-0- (461)

CHs3) 2
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72 B4b (485)
L% o cH,
3
73 B4b H\’ﬁQ’CH’ (456)
74 Bdb {\m (492)
75 B4b —CH,-N (CH3) —CHp— (412)
CH;~-CN
76 B4b (443)
™
CHy
77 B4b i/\D (397)
78 B4Db i/\m (417)
79 B4b L"/\(\CN (464)
80 B4b —CH,-NH-CH,-CH,- T.m. 105
N (CH,CHs) »
81 Bl i T.mi.240
82 B10 i T.m.170
24 B13 —CH,-CH,-CN T.nn.208
83 B8 ‘I\r‘"m/@ T..>250°C
Oo—N
14 Bod ”T; T.mja.158
84 Béc —-C (CH3) =CH-CN T.ni.224°C (E)
18 B9 -CH (OH) -CH,-CN T.nya.252°C
85 B4b (474)
5
86 B4b (473)
W™
Y
87 B4b (426)
W™
88 B4b (424)

e
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89 B4b '1,;\)(_'“_\*\ H (446)
N N

90 Bdb &,/\,E’j H (397)
91 B4b “=°I°‘= H (438)

uN

92 B4b 3 H (438)

v
93 B4b H (410)
'
94 B4b a.,/\ﬁ'j/“‘s H (410)
95 B4b H (478)
TN
‘N
Hyf
96 Bdb ‘5\/f> H (473)
103 B6b -CH=C (CH3) -CN H T.ma.210°C(E)
11 Beb -CH=C (CH3) -CN H T.mn.246°C(2)
10 B6a -CH=CH-CN H T.m1.258°C(Z)
4 B3 -CH,-CN H
17 B8 CH; H °
A T.m1.110°C
O—N
97 B8 H T.m.240°C
Y e
16 B7 SH H T.mn.>250°C
:{T/u],
7 Bdc -CH,-0-CH,-CH,-CN H T.m1.>260
5 Bda 4-ryomopdoIMHNIT -NO, T.nn.268
98 B4da 4-mopdonmHu -NO; T.m.210
22 Bda l-nunepmuaonHMU -NO, T.mn.252
23 B12 1-nunepuIonHnII -NH» T.ri.262
12 B6cC H C(CH3)=CH- | (E) (381)
CN

13 B6C H C(CH3)=CH-| (2) (381)
CN

127 Bl -N(CH3) 2 H T.m1.228°C
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123 BlSa ~C(=0) -CHz~CN H T.m1.150°C

116 BOC @ H (463)
o

128 B9C Q\H::L H (480)
ok

129 BIC {_(W H (452)

130 B9C -CH=N-NH-C (=0) —CH3 (400)

131 BOC -CH=N-NH-C (=0) - H (425)
CH,-CN

132 B9C {_rg\([;j H (468)

115 B9Bd -C (=0) -NH-CH3 (373)

134 B9Bd -C(=0) -N(CH3) 2 (387)

135 B9Bd -C (=0) -N (CH3) —~CHa~ H (401)
CH; ‘

136 B9Bd ~C (=0) -N (CH,—CH3) » H (415)

137 B9BRd -C (=0) -NH-CH,-CHs H (387)

138 B9Bd -C (=0) -NH-CH,-CN H (398)

139 B9Bd -C (=0) -N (CHs3) ~CHp- H (412)
CN

140 B9Bd -C (=0) -NH-CH,~-C=CH H (397)

141 B9Bd -C (=0) -NH-CH,- H (399)
CH=CH;

142 B9Bd -C (=0) -NH-CH (CHs) » H (401)

143 Bl N [CHz-CH (CH3) 2]2 H T.nna.238°C

144 B13 —CHz-CH (CN) H T.mw1.160°C

106 B6f ~CH=C (CN) -C (=0) - H (B) T.mm.193°C
C(CHs3)3

145 BOF %—/—C} H (E) m.mm.299°C

146 [BO9F ?—’—C} H T.nu.258°C

147 BO9Ea -CH=C (CN) -CH,-CN H (z/E=88/12)

(406)
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148 B6c -C (CH2—-CH3) =CH-CN H (E) T.rn.173°C

149 B6C -C (CH(CHg) 2) =CH-CN H (E) m.m1.132°C

150 Bé6c —-C(CH(CHz)2) =CH-CN H (2) T.ma.132°C

151 Béb —-CH=C (CH3) ~CN H (z) T.nm.246°C

152 B6Db -CH=C (CHj3) =CN H (E) m.m.201°C

153 B13 —-CH=CH (CHs3) -CN H T.m1.187°C

124 B15b -C(C1)=CH-CN H

154 B9Ba -CH=CH-C (=0) - H (E)
N (CH3) —CH,-CN

112 BO9Ba -CH=CH-C (=0) - H (E) T.mnm.>264°C
N (CHs) 2

155 B9Bc ’{=amJ::T€m H (E) T.na.156°C

[+

156 B9BC " Q H (E) T.mm.168°C
Y

157 B9BC " O H (E) T.m1.>265°C
Y

158 B9Bc -CH=CH-C (=0) - H (E) T.ma.>260°C
N (CHs3) —CH,-CH3

114 B9Bc -CH=CH-C (=0) - H (E) T.mn.168°C
N (CH3) - (CHz) 2=CN

159 B9BC -CH=CH-C (=0) - H (E) .mm.249°C
N (CH,-CH3) ,

160 B6b -C (CH3) =C (CH3) -CN H (E)

107 B92Aa -CH=CH-C1 H (Z) o.m7.250°C

161 B9Aa -CH=CH-Br H (Z) T.m1.248°C

111 B9Ad -CH=C (Br) 2 H T.mm.223°C

122 BOF H_Q H (E) m.mn.120°C

162 BOF §_/_O H (E) T.mm.>260°C

163 BOF %-/_Q H T.m1.128°C

164 BOFF :"\S\O H T.mr.104°C
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125 Bléa W H

104 B2C I § H

165 BOF H\_\O H T.ma.112°C
166 BOF o T H T.mu.194°C
167 BOF MO_EN H T.mi.191°C
126 B16b H\C}/cn H T.n.>260°C
168 B4dc -CH,-0~-CH,-CHs H T.nn.201°C
117 B9Da H -N (CH3) 2 T.na.132°C
120 B9ED ~CH=C (CN), H

253 Bl7a/b | ~CH=CH-C (=0)NH, H (E)

254 Bl7b ~CH=CH-C (=0) NH, H (E) (HC1

*(MH") 0603HauaeT MacCy NPOTOHMPOBAHHOTO COEJMHEHHs, ee OMNpEeNeNsioT MHKPOMAcC-
CIIEKTPOMETPOM, CHAOKEHHBIM MPOOOI AT 3JIEKTPOPACTIBUICHHS ¢ AUKBAIPHITYTEHBIM aHAIU3aTOPOM.

Tabmauma 4

3 Sy
0 e R? R? | dusuueckue
coemuH. | mpuMepa OaHHHe

T.rut.

°C/ (MH+) *
25 Béc -CH=CH-CN H T.ma.256°C
99 B3 ~CH2-CN H T.nu.184°C
100 B4b —-CH2-N (CH2-CH3) 5 H T.r1.172°C
102 B13 -CH»-CH,-CN H T.1.224°C
101 B4b -CH,-N (CH3) -CH,-CH,-CN H T.na. 196°C
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26 B14 ~CH=CH-CN CHs | T.m.195°C
169 B9Bd —-C(=0) -N (CH,~CH3) » H T.mn.172°C
170 B4b —-CH,-N (CH3) -CH,~-CN H
171 B4b ‘7’/\@ H (398)
172 B2a 2_@ H | T.nn.158°C
173 B4b —CH,-N (CH3) ~CH,-CH,-N (CH3), | H T.m.196°C
174 B4b —-CHz-N (CH3) ~CH=N-CN H T.mi.254°C
175 B1l4 2-bypanmi CHs | T.n;.178°C
118 B9Dd 2__1C| H 164°C
176 B14 ﬂ CH3 | T.n.188°C
177 BOAa -CH=CH-Br H (2),
T.w1.169°C
110 BO9Ac -CH=C (F) -CN H (E),
T.m1.254°C
178 B6b -CH=C (CH3) -CN H (Z)
179 B6b -CH=C (CH3) -CN H (E)
180 BYBb ‘J\’Y&/O H | (E)
0
181 BO9Bc —CH=CH—C(=O)—NH— H (E) (426)
LMKJIIONPONNII
182 B9Bc -CH=CH-C (=0) -NH-CH,-CH,~ H (E) (427)
N (CHs) 2
183 B9Bc -CH=CH-C (=0) -NH-CH,-CH,— H (E) (458)
CH>-0-CH3;
184 B9Bc —CH=CH-C (=0) -NH-CH;- H (E) (442)
CH (CH3) 2
185 BO9Bc —-CH=CH-C (=0) -NH-CH,-CH,-CN | H (E) (439)
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186 B9Bc = R (E) (468)
\¢’!r \[:j

187 B9Bc ~CH=CH-C (=0) ~NH-CH,~CH,- (E) (471)
CH2-N (CH3) »

188 B9BC —CH=CH-C (=0) ~NH~- (CH,) 3~0- (E) (472)
CH,-CH;

189 B9Bc -CH=CH-C (=0) ~NH-CH,~CHj (E) (414)

190 B9Bc -CH=CH-C (=0) ~NH-CH,~CH,-0~ (E) (444)
CH3

191 B9Bc —~CH=CH-C (=0) -NH-CH (CH3) , (E) (428)

192 B4b " (E) (491)
-'J\/\/"\/C"

193 B4b :R“\/<:T (E) (444)

194 B4b -CH=CH-CH,-N (CH3) ~CH,-CH,~ (E) (439)
CN

195 - : (E) (483)
S=- NH,

196 B4b —CH=CH-CH,~N (CH,-CH,-0- (E) (488)
CHs) 2

(8

197 |B4b oS Ve (E) (476)

198 B4b ~CH=CH-CH,—N (CH3) —~CH,-CH>- (E) (428)
CHs

199 B4b ~CH=CH-CH,~N (CHj3) =CHp-CH,— (E) (485)
N (CH,-CH3) 2

200 B4b ~CH=CH-CH,-N (CHp-CH3) —CHs (E) (414)

201 B4b ~CH=CH-CH,-N (CH,-CH,-CHs) » (E) (456)

202 B4b ~CH=CH-CH,~N (CHj3) =CHy~CH,— (E) (442)
CH,-CHs

203 B4b (E) (438)

)
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204 Bdb ﬂ\=“vz/_\ (E) (442)
S
205 B4b H\_\/O_cﬂ, (E) (455)
206 B4b CH=CH-CH,-N (6eHsuy) -CH,— (E) (533)
CH,-N (CH3) 2
207 B4b ~CH=CH-CH,-N (CH3) » (E) (457)
208 Bdb -CH=CH-CH,~-N (M3onponunm) , (E) (456)
121 B9Bb —-CH=CH-C (=0) -NH, (E)
209 B9Bb J’\=\n/l<]| (E),
o T.my1.116°C
210 B9Bb £ i (E),
\/NINT:}gm T.ra.254°C
3
211 B9Bb ~CH=CH-C (=0) =N (CH3) —CH,- (E),
CH,-OH T.0J1.222°C
212 B9Ba —-CH=CH-C (=0) -N (CH3) -CH,- (E),
CN T.m.198°C
213 B6c -C(CH3)=CH-CN (E)
214 B9BcC -CH=CH-C (=0) -N (CH3) —CH,—- (E),
CH,-CN T.5.204°C
215 B9Bc -CH=CH-C (=0) -N (CH3) —~CHz- (),
CH3 7.1, 211°C
216 B9Bc o N (E),
\&”1/WEAP
o T.r1. 246°C
217 B9Bc -CH=CH-C (=0) -N (CH,-CH3) » (E),
T.0J1. 226°C
218 B9Bc o+ < > (E),
‘vf\1’
° T.051. 196°C
219 B9Ba -CH=CH-C (=0) =N (CH3) » (E),
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T.11.225°C

220 BOE —-CH=C (CN) -CH,~-CN H (2),
T.05.195°C

109 B9ADb -CH=CH-C1 H (E),
T.m3.200°C

108 B9Ab -CH=CH-C1 H (z2),
T.05.165°C

221 B9Ba —CH=CH-C (=0) -NH~-CH3 H (E),
T.0J1.260°C

222 B9Bb —-CH=CH-C (=0) -N(CH;-CH,-0O- | H (E),
CH3)2 T.m1.158°C

223 B9Bb J;\/TO H (E),
.15, 208°C

224 B9Bb J,\/Tﬁ"’ a H | (E),
T.031.208°C

113 B9Bb ~-CH=CH-C (=0) -N (CH3) —-CH,~ H (E),
| CH>—-CH,—-CH3 T.r11. 212°C
225 B4b —-CH,-N (CH,-CH,-CN) » H T.ns.154°C
226 B2a 2-dypanun H | T.mn.162°C

*(MH") 0603HayaeT MacCy NPOTEKMUPOBAHHOTO COEIUHEHMS; €€ ONPEJAENSIOT MHKPOMACC-
CIIEKTPOMETPOM, CHAOKEHHBIM MPOOO#T AJIs 3JEKTPOPACTIBUICHHS C IUKBAIPHITYIbHBIM aHATH3aTOPOM.

R3
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RS R R% R x? dusMYecKue
coe- | npu- HNaHHBE
O/H. | Mepa T.ma.°C*
227 B13 —CH,-CH,-CN CHs; | H -NH T.na.186°C
228 B4b ~CH,-N (CH;3) - CHs3 | H -NH | 7.nom.138°C

CH,-CN
229 B6b -CH=C (CH3) -CN CH; | H -NH | T7.05:.190°C
230 B6c -CH=CH-CN CH; |H -0- (E)
T.r1.254°C
231 Bob ~CH=C (CH3) -CN CH; [H -O- [ T.nm.150°C
232 Bo6c —C(CH3)=CH-CN CHs | H -0- (E),
T.r.234°C
105 B4d —CH,-0~CH;,-CH3 CH; | H -0- T.na.140°C
233 B6b -CH=C (CHs3) -CN CHs; | C1 -NH | T.nm.214°C
234 B13 —CH,-CH,-CN CHs | H -O- | T.nn.199°C
235 B13 ~CH (CH3) =CHy—~ CH; | H -0- | T.nn.195°C
CH
236 B13 —-CH,-CH (CH3) - CHs | H -O- | T.nn.161°C
CN
{
237 |B6c | -CH=CH-CN 'CH; | H -NH | (E),
T.IJI.>264°C
238 B3 -CH,-CN CH; | C1 -NH | 7T.01.184°C
239 B6c —CH=CH-CN CHs3 | 2- —-NH (E),
dypannn T.m1.175°C
119 B9E -CH=C (CN)-CHy- |CH3 | 2- ~NH
CN dypaHui
240 BOF f\_o CH; | Cl -NH | T.mm.248°C
Z/E=50/50
241 Bdb -CH,-N (CH3) - CHs | Br -NH | T.mm.148°C
CH,-CH,-CN
242 Bl -CH=CH-CN H Vsonpo- | -NH (E) 30%-(2)

-68-




006656

I 70%
243 B4b —CH,~N (CH3) = CH; | C1l -NH | 7. nm.85°C
CH,~CH,-CN
244 B6c ~CH=CH-CN H Br -NH | (E),
T.r1.270°C
245 |B6c | -CH=CH-CN H -OCHj4 -NH | (E),
T.11.258°C
246 B6b -C(CH3) =C (CHjy) CHs |H -0~ (E),
—CN T.m1.214°C
247 | B6b | -CH=C(CH3)-CN |CH3 |Br -NH | 7.n05;.212°C
248 B6cC -CH=CH-CN CH; | Br -NH (E),
T.111.250°C
249 Béb ~CH=C (CH3) -CN H -0CH3 -NH | 7.nm.166°C
250 |B6b |~-CH=C(CH3)-CN |H |Br -NH | T.m1.186°C
251 B13 —CH,-CH,-CN H -OCHj3; -NH | T.nm.228°C
252 Bdc -CH,-0-CH,-CHy—- | H Cl -NH | T.mn.168°C
CN
133 B6c -CH=CH-CN CH3 | Cl -NH (E),
T.m1.258°C

C. ®apmMakoJOrH4ecKuil mpumep.

DapMaKOIOrHYECKYI0 aKTUBHOCTh HACTOALINX COEAMHEHUN UCCIIEA0BANIN C HCIIOJIBb30BaHUEM CIIEAYIOLIETO
UCTIBITaHHUSI.

Jlist oneHKH in vitro antu-BUY-areHToB ncmons30Bany OBICTPYIO, YyBCTBUTEIBHYIO M aBTOMAaTH3UPOBaH-
HYIO TIpOIIeypy aHamnm3a. B kadecTBe meneBoil kieTouHOH nuHUHU ciayxmia BIU-1-tparchopmupoBannas T4-
KIIETOYHAs JIMHUSA, KOTOpas, Kak Obuto mokazano panee (Koyanagi et al., Int. J. Cancer, 36, 445-451, 1985), sB-
nseTcs O4eHb UyBCTBUTENbHON K BUU-nndeknmu n nozomsier BUY-unpunmposanne. Uarubuposanne BIU-
MH/YIIUPOBAHHOTO 3a00JIEBaHNUS KJIETOK MCIIOJIb30BATH B KAUECTBE KOHEUHOM TOUKH.

XuznecnocobHocTs kak BMY-, Tak M 10XHO-MHGUIIMPOBAHHBIX KIETOK aHATU3UPOBAIH CIIEKTPO(OTO-
METPUYECKHM CII0COOOM TMOCPEICTBOM YMEHbIIeHHA in situ Opomuma 3-(4,5-muMeTunTHazon-2-mi)-2,5-
mudpenmnrerpazonus (MTT). 50% nutorokcuyeckyro konueHTpaimo (CCsy B M) onpenessiroT Kak KOHIEHTpa-
LU0 COCAMHEHUs, KOTOpasi CHUXKAET MOTJIOHIEHHE JIOKHO-MH(PHIIMPOBAHHOIO KOHTPOJIbHOTO 00pa3ua Ha 50%.
[IporeHTHYO 3alIUTy, JOCTUTHYTYIO coenuHenneM B BUU-nHGUIIMPOBAHHBIX KIIETKAX, BRIYUCISUIN CIICAYIONICH

(©D Dy - (ODOmry

thopmyoii: (ODCmock - (ODC)uv, BBIpakeHO B %, B cmty dero (ODr)pyy mpeacrasiseTr cob6oil ONTHYECKYTO TUIOT-
HOCTh, U3MEPEHHYIO JaHHOW KOHIIEHTpalueHd UCIBITyeMOoro coeanHeHus B BUU-nHQUUIMPOBaHHBIX KIIETKAX;
(OD¢)ppy mpencrasiseT coOOH ONTHYECKYIO IIOTHOCTb, M3MEPEHHYIO Ul KOHTPOJBHBIX HEOOpabOTaHHBIX
BUNY-unpunuposanubix kietok; (ODc)vock NMpeAcTaBisieT co00H ONTHYECKYIO IUIOTHOCTb, M3MEPEHHYIO IS
KOHTPOJILHBIX HE0OpaOOTaHHBIX JIOXKHO-MH(UIIMPOBAHHBIX KJIETOK; BCE BEIIMUMHBI ONTHYECKOH TUIOTHOCTH OII-
penensun ipu 540 uM. [{o3y, npu koTopoi gocturaercs 50% 3ammra 1Mo BhIIEYKa3aHHOH (opmyre, onpenens-
10T Kak 50% wuarnoupyromryto kounearpanuio (ICsy B M). Otnomenne CCsy k ICsy ommpenenstor Kak HHIEKC
cenekTuBHOCTH (SI).

B tabn. 6 nepeuncnenst BennauHbl pICsy (-log ICsg), pCCso (-log CCsg) 1 pSI (pCCso-pICsp) misi coenpne-
Huii popmyist (I). Hanpumep, coeaunenune ¢ Beaudaunoin 1Csg 107 M, t.e. pIC5¢=9 u Benmmuunon CCs, 10° M,
T.e. pCCs0=5, mmeer SI 10° M/107 M=10000, T.e. pSI 5-9=-4.
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Tabmuma 6
N coenunenus | pICsq (M) | pCCsp (M) pSI
21 8,4 4,9 -3,5
3 8,4 5,5 -2,9
1 9,4 5,0 -4,4
34 8,0 4,8 -3,2
19 8,4 4,8 -3,6
45 8,7 5,0 -3,8
49 8,0 1,8 -3,2
70 8,1 4,8 -3,3
75 9,0 5,0 -4,0
78 8,4 4,9 -3,5
79 8,0 5,3 -2,7
84 9,0 4,5 -4,5
18 8,8 4,9 '-4,0
25 9 4 -5
24 9,1 5,7 -3,4
81 9,1 5,6 -3,5
11 9,2 5,7 -3,5
10 9,2 6,3 -2,9
174 8,8 5,3 -3,5
227 9,5 <4,0 <-5,5
144 8,6 6,4 -2,2
229 8,8 <4,0 <-4,8
118 8,4 4,1 <-4,1
177 8,3 <4,0 |<-4,3
106 7,7 5,2 -2,5
145 8,7 5,3 -3,4
147 9,4 5,7 -3,7
148 8,8 4,9 -3,9
230 9,2 <4,0 <-5,2
231 9,2 <4,0 <-5,2
232 8,4 . <4,0 <-4,4
105 7,2 <4,0 <-3,2
110 8,6 4,3 -4,3
233 9,3 5,7 -3,6
234 8,7 <4,0 <-4,7
235 9,3 <4,0 <-5,3
236 8,8 <4,0 <-4,8
149 9,1 5,3 -3,8
150 8,8 4,8 -4,0
237 8,9 <4,0 |<-4,9
151 9,1 5,5 -3,6
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152 9,1 4,8 -4,3
178 8,8 5,7 -3,1
179 8,9 <4,0 [<-4,9
153 9,2 6,3 -2,9

124 8,5 4,7 -3,8
238 9,5 5,6 -3,9
112 9,1 4,9 -4,2

244 9,2 4 -5,2

209 8,6 4,9 -3,7

210 8,3 4,8 -3,5

155 8,8 6,3 -2,5
156 7,7 5,1 -2,6

158 8 5,5 -2,5

212 9,1 5 -4,1

114 8,6 5,1 -3,5

‘ 213 9 4,7 -4,2
(’ 214 8,6 5,1 -3,5
215 9,1 5,5 -3,6
216 8,2 5 -3,6

219 9,1 5 -4,1

245 8,8 4 -4,8

146 8,4 5,4 -3

247 9,2 6,2 -3

248 9,3 5,7 -3,5
249 8,5 4 -4,5

42 9 6,3 -2,7
251 8,9 5 -3,9
133 9,2 4 -5,2

9 8,8 4,8 -4
239 8,9 5 -3,9
241 9,4 5,3 -4,1
l 126 8,4 4,9 -3,5

OOPMVIJIA N30BPETEHU A
1. Coenunenne Gopmysl
L?s N ?l 4 R
b
b|=b* ZN =1
R

ero N-okcupa, hapManeBTHYECKH ITpUeMiIeMast aiJUTUBHASL COJIb, POM3BOAHOE YETBEPTUYHOIO aMHHA HJIM CTe-
peoxumMHIecKn u3oMepHas popma, rae
-a'=a’-a’=a’- npexcraBnser coGoit AByXBaNeHTHBII pamuKan GopMyIIEl

-CH=CH-CH=CH- (a-1);
-N=CH-CH=CH- (a-2);
-N=CH-N=CH- (a-3);
-N=CH-CH=N- (a-4);
-N=N-CH=CH- (a-5);
-b'=b’-b*=b"- npexcraBnser co6oii IByXBaNCHTHBII paguKan GopMyIIbl
-CH=CH-CH=CH- (b-1);
-N=CH-CH=CH- (b-2);
-N=CH-N=CH- (b-3);
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-N=CH-CH=N- (b-4);
-N=N-CH=CH- (b-5);

n pases 0, 1, 2, 3 unu 4, u B coy4ae, Korga -a'=a’-a’=a’- npeacTaBiseT coboii (a-1), To n MOXeT OBITH
TaKXe paBeH 3J;

m pasen 1, 2, 3, u B ci1yuae, koraa -b'=b’-b’=b*- npexcrasmser cooii (b-1), To m MOXKeT GBITH TaKke pa-
BEH 4;

R! MpencTaBiseTr coboit Bomopon; apwr, Qopmmi; Ceankumikapoormn; Ciamkmr, CjgaIKu-
okcukapooHmt; Cj ¢ankmi, 3aMenieHHsid GopmmioM, CiqamkmwikapoormioM, C sankmiokcukapoormioM, C g
ankmtkapOoHWIOKCH; C_alKIITOKCH-C1_¢aTKAIKApOOHUII, 3aMEIICHHBIH C/_¢aIKWIOKCUKApOOHUIIOM;

Kaxplii R? He3aBHCHMO TIpeJcTaBiseT coboil ruapokcH, ranoret, Calkuil, He00A3aTebHO 3aMelleH-
HBIA [IHAHO HIIH -C(:O)R6, C;_mmknoankui1, C, ¢aJIKEHWI, HE00sM3aTEAPHO 3aMEIIEHHBIA OJHUM HIIH HECKOJIb-
KHMH aTOMaMU TajioreHa win nuano, C, ¢alIKMHUJI, HE00sM3aTeNbHO 3aMEIIEHHBIA OJHUM HJIH HECKOJIBKUMH aTo-
MaMH TajioreHa win 1uaHo, Ci ¢aIKIIOKCUKapOOHWI, KapOOKCHI, IIMaHO, HUTPO, aMUHO, MOHO- wiu Ju(Ci_g
AJIKWIT)aMUHO, TIOJIUTalOTeHMETHII, TIOJTUTaJIOTEHMETHIITHO, —S(=O)pR6, -NH-S(=O)pR6, -C(=0)R®, -NHC(=O)H,
-C(=0)NHNH,, -NHC(=0)R®, C(=NH)R® umu pazuxan Gopmysl

1

r/1e KaXIplid A| He3aBUCHMO TipencTaBisieT codoit N, CH mim CR®n

A, mpencrasisier coboit NH, O, S nm NR®:

X, mpezacraBisieT co0oit -NR®, -NH-NH-, -N=N-, -O-, -C(=0)-, C,4ankanauuna, -CHOH-, -S-, -S(=0),-,
-X,-C | _sankanauni- uian -C_4anKaHguna-X,-;

X, TmpeAcTaBiseT coboit -NR®, -NH-NH-, -N=N-, -O-, -C(=0)-, -CHOH-, -S-, -S(=0),-;

R’ npexcrasmser coboit NHR'Y; NRR'; -C(=0)-NHR"; -C(=0)-NR"R"; -C(=0)-R"; -CH=N-NH-
C(=O)—R16; C|.¢aJKWII, 3aMEIIEHHbI OJJHUM WJIA HECKOJbKHMHU 3aMECTUTEIISIMH, KaXKJbIi U3 KOTOPHIX HE3aBH-
CHUMO BBIOpaH U3 IHAHO, NRgRlo, -C(=O)—NR9R10, -C(=0)-C,_¢ankuna uium R7; C|_6aJIKHII, 3aMEIIEHHBIA OJHUM
I HECKOJLKMMH 3aMECTHTENIAMH, KaX/Iblii M3 KOTOPHIX HE3aBHCHMO BhIOpaH u3 mmaHo, NR'R'’, -C(=0)-
NRQRIO, -C(=0)-C,_¢anxuna wim R7, U re 2 aroMa BOJA0pOJa, CBSI3aHHBIE C OJTHUM U TEM € aTOMOM yTiepoaa,
3ameHeHbl C_jankanaumioM; C ¢alIKil, 3aMEICHHBIA THAPOKCH U BTOPBIM 3aMECTHTEJIeM, BEIOPAHHBIM U3 I[Ha-
HO, NR°R!®, —C(:O)—NR"RIO, -C(=0)-C,_¢amkuna wim R’; C,.cankunokcu-C,_¢aikui, HeOBI3aTENbHO 3aMEIEH-
HBI OHUM WM HECKOJBKUMH 3aMECTHTEISIMH, KaKIBIH M3 KOTOPHIX HE3aBHCHMO BHIOpPAaH U3 IIHAHO, NR"RIO,
—C(:O)—NRQRIO, -C(=0)-C,_¢anmkmia wim R7; C,¢alKeHW, 3aMENIEHHBINA OHUM HIIM HECKOJIBKAME 3aMECTHTE-
JISIMH, KaXIbIi U3 KOTOPBIX HE3aBUCHMO BBIOpAH W3 TajoreHa, [HaHo, NR9R1°, —C(=O)-NR9R1°, -C(=0)-C
ankmna win R’; C,.qalKMHMI, 3aMEIICHHbI OJHAM WIH HECKONBKHMH 3aMECTHTEISIMH, KaXKIblii H3 KOTOPBIX
HE3aBHCHMO BBIOpaH U3 ramorena, muano, NR’R'’, -C(=0)-NR’R'?, -C(=0)-C, ¢anknna nmu R’; -C(=N-O-R®)-
Csankwr; R7 i -X5-R7;

X3 mpeacTaBisieT coboi -NR’-, -NH-NH-, -N=N-, -O-, -C(=0)-, -S-, -S(=0),-, -X,-Csankanguni-, -C;4
anKaHIuII-Xo,-, -Ci4ankaagunii-Xo,-C_4anKaHguui-, -C(=N—OR8)-C1_4anKaH£[M1/IJ1—;

npudeM X,, npeacrasinsgeT coboif -NH-NH-, -N=N-, -O-, -C(=0)-, -S-, -S(=0),- u

Xy npeacTasnsgeT coboif -NH-NH-, -N=N-, -C(=0)-, -S-, -S(=0),-;

R* MPENCTaBIsAeT CO00M ranoreH, ruapokcy, Cigankmi, C; mknoankumi, Ci ¢alIKWIOKCH, IIHaHO, HUTPO,
nonuranoreH-C_¢ankui, monurainoreH-C (adKmIokcH, aMHHOKapOoHmI, Ci qamkuinokcukapOooHmt, Ci ¢alKui-
KapOoHMI, GopMIII, aMHHO, MOHO- HITH TU(C | _4aJTKHIT)aMUHO WITA R’

R’ npeacTaBisieT coboit  Bomopon; apuir, opmui; Cieankunkapoormn;, Cigankmr, CigaKui-
okcukapooHut; Cigalkui, 3aMemieHHbin popmuaoM, Ci gankuakapOoHuaoM, Ci ¢alKHIOKCHKAPOOHHIOM HIIH
C.sankunkapOoHmnokcH; C_calkmmokcu-C _¢alKIIKapOOHWII, 3aMeneHHbINH C/_saIKMIOKCUKApOOHUIIOM;

R® npeacrasisier cobot C_4ankuit, aMuHO, MOHO- MK TU(C|_4aKIIT)aMUHO WK TouranoreH-C_4alikiu,

R’ mpesncrapnser co60ii MOHOUMKIMYECKHIH, OUIMKIMUECKUIl MM TPUIMKIHYECKUI HACHIIEHHbIH, dac-
THUYHO HACBHIICHHBIN MM apOMaTHYECKHi KapOOLUKII MIIM MOHOLMKIINYECKUH, OUIUKIMYECKUH WM TPULIUKIIN-
YECKHUI HACHIIICHHBIN, YACTUYHO HACHIIICHHBIN WM apOMATHYECKUN TeTePOIUKII, TAe KaXaas M3 YKa3aHHBIX
CUCTEM KapOOIUKIMICCKUX WIH TEeTCPONUKIMUECKUX KOJIEIl MOXET OBITh, He00sA3aTeEHO, 3aMCIICHA OJHHM,
JIBYMSI, TPEMsI, YSTHIPhMS HJIH IIATHIO 3aMECTUTEIISIMHE, KXKIBIA U3 KOTOPHIX HE3aBUCUMO BBIOpaH W3 raJioreHa,
runpokcu, Mepkanto, Cj¢ankmna, Tuapokcu-C qankuna, aMuHO-C gankmia, MOHO- win Ju(C,_¢alIKWIT)aMIHO-
Camknna, popmuna, Ci_qamkmikapoonmna, C; uuknoankmna, C gankumnoken, C sankuinokcukapbormia, Cg
ANKWITHO, IIAHO, HUTPO, HoJuranoreH-C qallkuia, monuranoren-Ci_¢aKmiokcH, amuHokapoormna, -CH(=N-
O-R®), R™, -X5-R" mmu R™-C,_janknna;

R™ MpeACTaBIsAeT cO00H MOHOIMKINYECKHMA, OUITUKINIECKUH WM TPUITMKINYECKUNA HACHIIICHHBIN, Jac-
TAYHO HACBHIIICHHBIN WM apOMAaTHUECKUHA KapOOIMKI WIIM MOHOIIMKIMYECKUAN, OUITUKINYECKHNA YITH TPUITUKIIH-
YECKMM HACBILIEHHBIN, YaCTUYHO HACBIIEHHBIA WJIM apOMaTHYECKUM TE€TEPOLHUKI, e Kaxaas U3 yKa3aHHBIX
CUCTEM KapOOIMKINYCCKUX MIIM TETCPOLMKIMYSCKUX KOJICII MOXET OBbITh, HE00A3aTeIbHO, 3aMEIICHA O[HHUM,
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IBYMs, TPEMsI, YETHIPHMS WM IISATHIO 3aMECTHUTEISIMH, KaXKIbIH M3 KOTOPBIX HE3aBHCHUMO BBIOpAH M3 rajioreHa,
TUAPOKCH, MepKanTo, Cigankmia, Tuapokcu-Ci sankmia, aMuHO-C i qankmia, MoHO- Win Ju(C_¢a KW )aMAHO-
C.¢ankuna, Gopmmina, C, sankuiakapbonmia, Cs uukmoankmia, Cisankmwioken, C gankuinokcukapoonuna, Ci g
ANKHWITHO, IIHAHO, HUTPO, mojmranoreH-C salikuia, moiuranoren-Ci ¢alKuiokcu, amuHokapoonmna, -CH(=N-
O-R%);

RS MpeaCTaBisieT coboit Bomopoa, C4aikui, apui win apui-C_4aliki;

R’ u Rlo, KQXKIBIH He3aBHCUMO, TIPEACTaBISIIOT co00i Bogopo; runpokcy; Ci_qamkmr, C_gankmioken; C g
ankmikapooHmt;, C| ¢aIKHIOKCUKapOOHMI; aMHHO; MOHO- Miu Ju(C _¢ankmin)aMuHO; MOHO- Wn Ju(C_¢alIKiT)
amuHokap6oum; -CH(=NR'") umu R’, rae kaxaas u3 BeimeynoMsnyThiX Cj¢alKHIBHBIX IPYII MOXKET ObITh,
HEOoO03aTeNFHO U KaXKIasi MHIUBUIYAITbHO, 3aMEIIeHA OJHUM WX IBYMs 3aMECTUTEISIMHU, KaXKIBIA U3 KOTOPBIX
HE3aBUCHMO BEIOpaH u3 THIPOKCH, C calKWIOKCH, THAPOKCH-Ci ¢allKWIOKCH, KapOokcmna, Cj ¢alKui-
OKCUKapOOHWIA, [IMAHO, aMUHO, UIMHHO, MOHO- WK AW(C | 4aJKWII)aMAHO, TIOJTUTAJIOTEHMETHIIA, TTOJIUTAIOTEeH-
MeTHIIOKCH, TonmranorenmerwiTHo, -S(=0),R’, -NH-S(=0),R’, -C(=O)R’, -NHC(=O)H, -C(=O)NHNH,,
-NHC(=O)R®, -C(=NH)R®, R”; niu

R’ u R" MOTYT OBITH B3SITHI BMECTE C 00pa30BaHMEM JBYXBAJIECHTHOI'O WJIM TPEXBAJICHTHOTO pajJuKajia
¢dbopmyiisl

-CH,-CH,-CH,-CH,- (d-1)
-CH,-CH,-CH,-CH,-CH,- (d-2)
-CH,-CH,-O-CH,-CH,- (d-3)
-CH,-CH,-S-CH,-CH,- (d-4)
-CH,-CH,-NR"*-CH,-CH,- (d-5)
-CH,-CH=CH-CH,- (d-6)
=CH-CH=CH-CH=CH- (d-7)

R MpeacTaBisieT coboi uano; C 4amKkui, HeoOs3aTelbHO 3aMenieHHbIH C | 4alKUIOKCH, [IMaHO, aMHUHO,
MOHO- unu 1u(C_4alKui)aMUHO WM aMuHOKapOoHWIoM; Ci_jankunkapooHmt;, Ci_4alKWIOKCUKapOOHWI; aMHU-
HOKapOoHMIT; MOHO- vih Jau(C | _4aTKWIT)aMUHOKAPOOHWIT;

R" npejcTaBisier coooi Bogopo win C_4alku;

RPu RM, Kbl HE3aBUCHMO, IIPECTABISIOT c000# C.¢alIKKI, HE00A3aTEILHO 3aMEIICHHBIN [IUAHO WIN
aMUHOKapOOHUIIOM, C, 6alIKeHWI, HEOOS3aTeIbHO 3aMEIICHHBIA ITHAHO WM aMHHOKapOOHMIOM, C, calIKUHWUII,
HEOo013aTeIFHO 3aMCIICHHBIN IMaHO WITH AMUHOKapOOHHIIOM;

R" npencTaBisieT coboit Ci_¢allKWII, 3aMEIIeHHBIN IMaHO WITH AMUHOKAPOOHHIIOM;

R!® mpencTaBisieT coboit C_¢allKiit, HeoOs3aTebHO 3aMEIICHHBIN IIaHO WIH AMIHOKAPOOHMIOM, WITH R7;

p paBHo | wmm 2;

apui mpeacTaBisieT co0oit peHmT uiu (heHII, 3aMEeIIeHHBIN OTHIM, TBYMsI, TPEMS, YETHIPbMS MM IISTHIO
3aMECTHTEIISIMU, KaXIbIH U3 KOTOPBIX HE3aBUCUMO BBIOPAH M3 TajoreHa, THAPOKCH, MepkanTo, C|_saaKuia, TH-
pokcu-C_ganmkuna, aMmuHo-C; ¢ankuna, MoHO- win au(C_gankmn)amuHo-C_gankuna, Cisankmwikapoonuna, Cs.;
muknoankuia, Cigankuinoked, Cogalkuiaokcukapoonmina, Ci¢aJKAITHO, IIHAHO, HUTPO, MoauransoreH-C g
ankuia, nonuragored-C _¢aIKHIOKCH, aMuHoKap6ormia, R’ mmm -X5-R’.

2. Coengunenue 10 1.1, rue

R’ npeacTasisier cobot Ci_¢aaKul, 3aMEICHHBIH [T0 MEHBIIICH Mepe OJTHUM 3aMECTUTEICM, BEIOPAHHBIM U3
[IUaHO, aMUHOKapOOHIIIA, NR°R" wmn R7; C.6aKuI1, 3aMEILEHHBIM 0 MEHbLIEH Mepe OAHUM 3aMECTHUTEIIEM,
BEIOPaHHBIM U3 IIHAHO, AMUHOKapOOHWMIIA, NRR' yu R” n y KOTOPOTO 2 aToMa BOJOPO/Ia, CBA3aHHBIE Y OJTHOTO
U TOTO K€ aToMa yrieposa, 3ameHeHbl Ha C_jankanaumi; C ¢alIKiI, 3aMEIICHHBIA THAPOKCH H BTOPBIM 3aMec-
TUTENIEM, BEIOPaHHBIM U3 IHAHO, aMHHOKapOOHWIIA, NRR!® wnu R7; C,_ankunokcu-C,_¢aikui, 3aMeIeHHbIi 1o
MEHBIIIEH Mepe OJHUM 3aMeCTUTENIeM, BRIOpaHHBIM M3 IHAHO, aMHIHOKapOOHMIIA, NR°R! unu R7; C,_6aIKEHNI,
3aMEIICHHBII [0 MEHbIIeH Mepe OJHUAM 3aMeCTHTENEM, BHIOPAHHBIM U3 HHAHO, aMHHOKapGonmia, NR'R' wu
R”; C,.¢alIKHHIII, 3aMEIIEHHBIH 110 MEHbIIEH Mepe OIHUM 3aMECTHTENEM, BHIOPAHHBIM M3 [IHAHO, AMHHOKapOO-
HHIIA, NRR'™ wu R’; -C(=N-O-R8)—C1_4aJIKI/IJI; R’ wm -X5-R’;

R* npeacTaBisieT coboit ramoreH, ruapokcH, Cigankmi, Cs uukmoankui, Ci ¢alKWIOKCH, IIHaHO, HUTPO,
nonuranoreH-C_gankui, moauraioren-Ci ¢aaKuiokc, aMHUHOKapOouui, CicankuiokcukapOoonmn, Ci¢alIKui-
KapOoHu, GopMuit, aMuHO, MOHO- MK TU(C|_4aJIKIIT)aMHHO;

R’ MPEJCTaBISACT COOOH MOHOIMKINYECKUN, OMIIMKIUYCCKUN WIH TPUIMKINYCCKAN HACBHINICHHBINA, Yac-
TUYHO HACKHIIICHHBIN WM apOMaTHICCKUIA KapOOIMKII I MOHOUUKIMYCCKUH, OUIMKINISCKAN WIH TPUIAKITHU-
YECKHUI HACHIIICHHBIN, YACTUYHO HACHIIICHHBIH WM apOMAaTHYECKUN TeTePOIUKII, TAe Kaxaas h3 YKa3aHHBIX
CHUCTEM KapOOIMKINISCKUX WIH TEeTSPOUUKIMUECKUX KOJEI MOXET ObITh, HeoOs3aTeNbHO, 3aMEIIeHa OIHHM,
IBYMs, TPEMsI, YCTHIPBMS HIIH IIATHIO 3aMECTUTEIISIMHE, KaXKIBI M3 KOTOPBIX HE3aBUCHUMO BBIOpaH W3 TaJIoTeHa,
runpokcu, Mepkanto, Cjgankumna, Tuapokcu-C qankuna, aMuHO-C_gankmia, MOHO- win Ju(C,_¢aJIKWIT)aMIHO-
C¢ankuna, Cisankmwikapoonnna, Csuukmoankmia, Cisankunokcu, C gaakuinokcukapoonuia, Ci ¢alKuiaTHO,
IHAaHO, HUTPO, monuranoren-C _ganknia, noauratoreH-Cy ¢alKHIOKCH, aMuHOKapOonmta, R™, -X5-R™ umm R7-
C|_4ankuia;

R™ npezcrapnser co60ii MOHOLMKIMYECKHH, GUIMKINUYECKMH MM TPUIMKIMYECKHI HACHIIIEHHBIH, dac-
THUYHO HACBHIIICHHBIN MM apOMaTHYECKHH KapOOLUKII WIIM MOHOLMKINYECKUN, OUIUKIMYECKUH WM TPULIUKIIN-
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YECKHH HACHIEHHBIN, YACTUYHO HACHIIEHHBIN WIM apOMaTHYECKUH TeTepPOIHKI, TAe Kaxaas u3 yKa3aHHBIX
CHUCTEM KapOOIMKIMYECKUX WIIM TETEPOIUKINIECKUX KOJel MOXKET ObITh, He0Os3aTenbHO, 3aMeIleHa OJHUM,
IBYMs, TPEMsI, YETHIPbMS WM IIATHIO 3aMECTUTEIISIMH, KaXKIbIH M3 KOTOPBIX HE3aBHCUMO BBIOpAH H3 rajioreHa,
ruapokcy, mepkanto, Cygankumina, Tuapokcu-C qankuina, aMuHo-Ci_gankmia, MOHO- win Ju(C.¢a KU1 )aMHHO-
Ci¢ankuna, Cisankmikapoonuna, Csuuknoankuna, Cankunokcu, Ci gaiakuinokcukapOoonuna, C, ¢alKuiaTHO,
[[UaHO, HUTPO, HonuranoreH-C sakuia, moauranoreH-Ci (aIKUIOKCH, aMUHOKapOOHMIIA; R’ u RIO, KaXbIN
HE3aBUCHMO, MPEICTABIAIOT coboii Bomopon; ruapokcu; Cianmkmr, Cigankmioken; Cigankunkapoonmwi; Cg
ANKWIOKCUKApOOHMI; aMuHO; MOHO- Wwin Ju(C_salikimi)aMuHO; MOHO- wiu JTU(C | _¢aJIKIIT)aMAHOKApOOHIIT W
R’, rae xaxnas u3 BEIIICYTTOMSIHYTEIX C/_6aJIKAIBHBIX TPYIII MOXKET OBITh, HEOOS3aTENEHO U KAXKask WHAUBUIY-
aNBHO, 3aMelleHa OJHUM HIIM JBYMS 3aMECTHUTEISIMHU, KaXKABI U3 KOTOPBIX HE3aBHCHMO BHIOpPAaH M3 THAPOKCH,
C/_6aKIIOKCH, THAPOKCH-C/_salIKIIIOKCH, KapOokcuia, Cj ¢aIKIIOKCHKapOOHIIIa, IIHaHO, aMUHO, IMHUHO, MO-
HOo- wm au(Ci4aNKWI)aMUHO, TIOJIUTaJOreHMETHIA, IMOJIMTAIOTeHMETHIIOKCH, — TOJIMTaloreHMETUITHO,
-S(=0),R°®, -NH-S(=0),R’, -C(=O)R’, -NHC(=0)H, -C(=0)NHNH,, -NHC(=O)R°’, -C(=NH)R®, R
3. Coenunenue no 1.1 nwim 2, umeromiee Gopmyry

i 2
T‘\ Xy N /—-af R
\1/ Q\ X o
bg.I:b“ 2N atz?Rz'
Rm

rre -a'=a’-a’=a’- -b'=b%-b’=b’-, R!, R%, R’, R*, m u X, umeror 3naueHmus, yKkazaHHble B 11.1; n' paBen 0, 1, 2 win
3, 1 B cllydae, KOIJIa -a'=a’-a°=a’- npejicTaBIseT coboii (a-1), n' Moxker GbITh Takke paBHO 4; R mpencrasiser
co0Ootii ramoreH, C|_¢aJIKUJ, TPUTAIOTEHMETIII, TPUTAIOTEHMETHIOKCH, IMAHO, aMHHOKapOoHWI, C_¢allkui, 3a-
MEIIEHHBIN IHaHO WIIM aMIHOKapOOHMIIOM;

TIpH YCIOBHH, uto R* HAXOIUTCSA B Mapa-MONOKEHNN OTHOCHTEIbHO uacTi NR'.

4. CoenuHeHue 110 JIro6oMy u3 1. 1-3, nmeroree ¢)opMyny

3- -bd k(/\'/ \Oi)n

rae -b'=b%b’=b*- R\, RZ R’,R*, mu X1 HMMEIOT 3HAYCeHUSs, yKa3aHHble B I1.1; n' 1 R? umeror 3HaveHus, yKa3aH-
HBIC B I1.3.
5. CoenmHenue 1o Jirobomy u3 mi. 1-4, uMetoiee hopmyy
1

3 t
O

rae R', Rz, R3, R* u X, umeror 3HAauYeHUs, yKa3zaHHble B I.1; n' R” umeror 3HAYEHUs, YKa3aHHbIE B I1.3.

6. CoenuHenue 1o rodomy u3 mim.l, 3-5, rue R? MPEJCTaBIsACT COOOM NHR"; NR"R"; —C(:O)—NHR'3 ;
-C(=0)-NR"R'*; -C(=0)-R"?; -CH=N-NH-C(=0)-R'®; C, ¢anku, 3aMeleHHbIil [IAAHO U AMUHOKAPOOHHIOM;
C|¢aJIKIII, 3aMEIlEeHHBIN NR°R!, —C(:O)—NR%RIO, -C(=0)-C|_¢aIKiIIOM W1 R7; C|_6aJIKIJI, 3aMETEHHBIN ABY-
Ms WK OoJlee 3aMeCTUTEISIMH, KaXKIBI U3 KOTOPHIX HE3aBUCHMO BHIOpaH W3 IHAHO, NR°R!®, —C(:O)—NR"RIO,
-C(=0)-C,_ankuna wim R7; C|.6aJIKHJI, 3aMENIEHHBIM OJHUM WJIM HECKOJIBKHMH 3aMECTHUTEISIMU, Ka)KIbIA W3
KOTOPBIX He3aBHCHMO BbIOpaH 3 muano, NR'R'?, -C(=0)-NR’R'’, -C(=0)-C, ¢ankmma mwm R’, u e 2 atoma
BOJIOPO/1a, CBSI3aHHBIE C OJHUM U TEM K€ aTOMOM yTrieposa, 3aMmeHeHb! C jankanaunioM; C ¢alIKiil, 3aMeIeH-
HBIil THAPOKCH M BTOPBIM 3aMecTHTeNeM, BhIOpanHHEM 13 muano, NR'R'?, -C(=0)-NR’R'’, -C(=0)-C_sankumna
WIH R7; C_¢ankunokcu-C ¢alIKiI, HeoOs3aTeabH0 3aMEUIEHHbBI OJHUM WM HECKOILKMMH 3aMECTUTEIISIMH,
KaX/IbIi M3 KOTOPBIX HE3aBHCHUMO BBIOPAH U3 IIMAHO, NR9R10, —C(=O)—NR9R10, -C(=0)-C,_¢ankuna uiamn R’; Cps
AJIKCHUII, 3aMeHJ,eHH]:-Il71 OJHHM WJIN HCCKOJIBKMMH 3aMCCTHUTCIIIMU, Ka)KZ[bIﬁ u3 KOTOprX HE3aBHUCHUMO Bbl6paH nu3
ranoresa, rano, NR'R'?, —C(:O)—NRQRIO, -C(=0)-C,_¢anxwmia wiu R; C,.¢alKHHII, 3aMEICHHBI OXHIM HIIH
HECKOJBKUMH 3aMECTUTEIISIMH, KaX/IbIil U3 KOTOPBIX HE3aBUCUMO BHIOPAH U3 rajloTeHa, IUaHo, NR9R'0, -C(=0)-
NR°R', -C(=0)-C,_¢ankuia umu R"; -C(:N—O-Rg)-cl_4aJ'IKI/IJ'I; R’ wm -X;5-R; MIPU TOM R MpeJCTaBIsIeT COOOH
runpokcn; Ci_ganmkmr;, Cygankmnoken; Ci_sankmikapOoHuT; C_sallKII0KCHKapOOHIIT, aMrHO; MOHO- it 1u(C ¢
ankun)amMuno; MoHo- win 1u(C_gankum)amuaokapoonnt; -CH(=NR'") wm R’, rae kamas u3 BeIICYKa3aHHBIX
C/_6ATKWIBHBIX TPYII B ONPEAEICHUU R** MoeT GbITh, HEOOA3ATEIBHO H KAKIAS WHAWBUAYAIBHO, 3aMelleHa
OIHUM WM JABYMS 3aMECTHTEISIMH, KaKIBIH M3 KOTOPHIX HE3aBHCHMO BBIOpaH M3 TUApOKcH, C) ¢alKHMIOKCH,
ruaApokcu-C _¢aIKIIIOKCH, KapOokcmna, Ci ¢alKWIOKCHKapOOHWIa, MaHO, aMUHO, UMHUHO, MOHO- WK Au(C 4
AJIKWJI)aMUHO, TIOJMTAJIOTEHMETHIIA, IOJUTaJOre€HMETHIIOKCH, TOJIMTaJIOTeHMETHITHO, -S(= O),,R6 -NH-
S(=0),R®, -C(=0)R®, -NHC(=O)H, -C(=O)NHNH,, -NHC(= O)R6 -C(=NH)R®, R; u rae R™ tarske MoxkeT ObITh
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B3sT BMecTe ¢ R'" ¢ 06pasoBaHmeM JBYXBaNeHTHOTO HIIM TPEXBAIEHTHOro paxukana dopmyisi (d-1), (d-2), (d-
3), (d-4), (d-5), (d-6) unu (d-7), kak yka3zaHo B 11.1.

7. Coenmuenne 1o m.6, rie R mpexcrasmsier coboit NHR'; NRPR'; -C(=0)-NHR"; -C(=0)-NR"*R";
-C(=0)-R"; -CH=N-NH-C(=0)-R'%; C,¢anxun, 3amemennsii NR’R'’, -C(=0)-NR”"R'’, -C(=0)-C,_qankunom
1201071 R7; C.6JIKIJI, 3aMEIICHHBIN IBYMS WM 0OJiee 3aMEeCTUTEIISIMH, KaXKIbIH U3 KOTOPBHIX HE3aBUCHMO BBIOpaH
u3 muano, NR'R', -C(=O)-NR9R1°, -C(=0)-C.¢ankuna umn R’; C\_¢ankni, 3aMeIeHHbIH OJHUM WIH HECKOJIb-
KHMH 3aMECTHTE/ISMH, KaX/Iblil M3 KOTOPBIX HE3aBHCHMO BhIOpaH u3 muano, NR'R'Y, -C(=0)-NR’R"’, -C(=0)-
Cy.ankmna wm R7, 1 T/1e 2 aToMa BOZOPO/a, CBSI3AHHBIE C OJHHM U TEM e aTOMOM YIJeposa, 3aMeHeHsl C 4
ankaHguuaoM; C¢alIKWI, 3aMEIIeHHBIH THAPOKCH M BTOPHIM 3aMECTHTEIeM, BHIOPAHHBIM u3 muano, NR'R'C,
—C(:O)—NRQRIO, C(=0)-C,_sankmiia uim R7; Csankunokch-C_¢aJIKijI, He00A3aTeIbHO 3aMEIEHHBIN OJHUM HIIH
HECKOJIBKUMHY 3aMECTUTEIISIMH, KaXIblii U3 KOTOPHIX HE3aBHCHMO BHIOpaH W3 LHAHO, NR‘)RIO, —C(:O)—NR"RIO,
-C(=0)-C,_gankuna wim R’; C,.saKeHmI, 3aMeIeHHbIH OIHAM MM HECKOJBKUMH 3aMECTHTENSMHU, KAKIbI U3
KOTOPBIX HE3aBUCHMO BBIOpaH W3 TajoreHa, IMaHo, NR9R10, —C(=O)—NR9R10, -C(=0)-C,_¢ankmuna uim R’; Cys
AJKWHWI, 3aMEIIEHHBIA OTHAM WJIH HECKOJIBKAMH 3aMECTUTENSIMH, KaKIbIA U3 KOTOPHIX HE3aBUCHMO BhIOpaH U3
ranorena, uuano, NR’R'?, -C(=0)-NR’R'’, -C(=0)-C,_¢anxuna nmu R’; -C(=N-O-R®)-C,_sankum; R’ wmm -X;3-R;
py  5TOM R npenacrasisier cobort ruapoken; Cpgankmn;, Cogankmioken; Cigankunkapoormwi; Cg
ANKWJIOKCUKApOOHWI; aMuHO; MOHO- Wiu 1u(Cygankmi)aMuuao; MoHO- Win Ju(C.¢aIKH1)aMUHOKAPOOHILT;
-CH(=NR') wmm R’, rae kaxnas u3 BbimeyKka3anHbix C qaIKIIbHBIX FPYII B onpeeneHun R™ moxer GbITh,
HEOoO0A3aTeNPHO U KaXKJasi HHIUBUIYaITbHO, 3aMEIICHA OJHUM WX JIByMsI 3aMECTUTEISIMU, KaXKIBIA U3 KOTOPBIX
HE3aBUCHMO BEIOpaH U3 THIPOKCH, C calKWIOKCH, THIAPOKCH-C| galIKIWIOKCH, KapOokcmina, Ci ¢alKui-
OKCHKapOOHMIIA, IIHaHO, AMUHO, UMUHO, MOHO- wiH J1u(C;_4aJKIII)aMHHO, TTOJITAJIOTCHMETIIA, TIOATaIOTeH-
MeTHIOKcH, TonmranorenmerwiTo, -S(=0),R’, -NH-S(=0),R’, -C(=O)R’, -NHC(=O)H, -C(=O)NHNH,,
-NHC(=0)R?®, -C(=NH)R®, R’; u rie R* Taisxe Moxer GbiTh B3sT BMecTe ¢ R'’ ¢ 06pazoBanmeM 1ByXBanieHTHO-
rO WM TpexXBaleHTHOTo panukana Gopmynsi (d-1), (d-2), (d-3), (d-4), (d-5), (d-6) nnu (d-7), kak ykazaHo B 1.1.

8. CoenuHenne mo g0boMy w3 mi.6 wimm 7, rae R’ TIPEACTaBISET COOOM —CH=N—NH-C(=O)—R16; Cis
aJKUJI, 3aMEeIeHHbII NR9R10, —C(=O)-NR93R10, -C(=0)-C|_¢ankuiioM win R’; C,.qankui, 3aMenieH bl JIByMS
uin Goee 3aMEeCTHTENAMH, KaX/Iblii M3 KOTOPHIX HE3aBHCHMO BbiOpaH m3 mmano, NR'R'’, -C(=0)-NR’R'’,
-C(=0)-C,_gankuna unu R7; C,.¢ankui, 3aMeLIeHHBIH OJHAM I HECKOJBKUMH 3aMECTHTEISIMU, KAKIBIH W3
KOTOPBIX HE3aBHCHMO BbIOpaH m3 muano, NR'R', -C(=0)-NR’R'?, -C(=0)-C anxuma um R’, u rae 2 atoma
BOJIOPOJIa, CBSI3aHHEIC C OJHUM U TEM K€ aTOMOM yriepoja, 3aMmeHeHbl C_jankanauuinoM; C_salIKiil, 3aMeICH-
HBIH THAPOKCH M BTOPBIM 3aMecTHTeNeM, BhIOpaHHbM U3 muaHo, NR'R'?, -C(=0)-NR’R'?, -C(=0)-C _sankuna
wm R’; C, gankmnokcn-C Ak, HeoOsM3aTeIbHO 3aMEIICHHbIH OXHIM MM HECKOIBKHMH 3aMECTHTEISIMHL
KaXXIbI 13 KOTOPBIX HE3aBHCUMO BBIOpAH W3 IIHAHO, NR°R!®, -C(:O)-NRgRIO, -C(=0)-C,_sankmia wia R’; Cps
ANKCHWIT, 3aMEIIeHHBIH OTHIM WJIH HECKOIBKAMH 3aMECTUTEIISIMHI, KaXIbIii N3 KOTOPHIX HE3aBUCHMO BHIOpaH U3
rajoresa, 1{uaHo, NR9R10, —C(=O)—NR9R10, -C(=0)-C,_¢ankuna wiu R7; C,.¢aKMHWIL, 3aMELIEHHBII OJHUM I
HECKOJIBKUMH 3aMECTHTEISIMH, KaKIBII M3 KOTOPBIX HE3aBHCHMO BBIOpaH u3 ragorena, muano, NR'R'?, -C(=0)-
NRgRIO, -C(=0)-C,_sanmkuna uim R’ -C(=N—O—R8)-C1_4aJIKI/IJI; R’ wmm -X5-R’.

9. Coemmuenne 1o mobomy u3 min. 1-6, rae R npeacrapmsier coGoii 9THII, 3aMEIEHHBI [IHaHO.

10. Coeaunenue mo arodoMy u3 . 1-8, rae R’ npescTaBisieT coboi C, ¢aIKeHMI, 3aMEIICHHBIN IIHAHO.

11. Coenunenue mno mobomy u3 mm.3-10, rae R? MmpeacTaBisieT co0oi nuaHo, aMuHOKapOOHWIT win Cg
QJIKWJI, 3aMEIICHHBINA IIHAHO WM aMHHOKAPOOHMIOM.

12. Coenunenne 1o m.11, rie R” npencrasiser coGoit uaHo.

13. Coenunenue no arobomy u3 m.3-12, rae n' pasro 0.

14. CoeguHeHME MO TFOOOMY U3 IPEANIECTBYIOIINX MYHKTOB, TIe M paBHO 2.

15. Coegurenme 1o TF0O00MY U3 MPEIIISCTBYIONNX TYHKTOB, TIE R* npencraBisgeT cooor Ci_¢amKuL.

16. CoequHeHMeE M0 TFOOOMY H3 IPEAIISCTBYOMNX MYHKTOB, T1ie X IMpeacTaBisieT codoit NH.

17. CoenuneHue 1o Jr000MY U3 MPEIIECTBYIONINX TYHKTOB, IIe R! MpeCTaBIseT cCOO0H BOIOPOI.

18. Coenunenue 1o 11.1, nMerolIee CIeIYIOUIYI0 CTPYKTYPHYIO (GopMyIty:

H H

R N._ _N._ _N
]HVIU
R3 ~-N

S
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R? R* W
-CH=CH-CN H (E)
-CH=CH-CN H (Z)
—C (CH3) =CH-CN H (E)
—~CH=C (CH3) -CN H (E)
-CH=C (CH3) -CN H (2)
CH;
0. _N. _NR!
[T
3/©[ LN X
R CH; Ny
R® R!
-CH=CH-CN H
-CH=C (CH3) -CN H (E)
-CH=C (CH3) -CN H (2)
R4a
[T
R R“:E/N N
SN
R3 R4a Rdb xl
—-CH=C (CH3) -CN CHj3 cl -NH
-CH=CH-CN CH; 2-dypaHun -NH (E)
-CH=C (CH3) -CN CHj Br -NH
-CH=CH-CN CHj Br -NH (E)
-CH=CH-CN CH; cl -NH (E)

ero N-okcuz, papMareBTUYECKH MpHeMIIeMasl COJlb, IIPOU3BOJHOE YETBEPTUYHOIO aMHUHA WIJIM CTEPEOXHMHUYE-
CKH n3oMepHas (opma.

19. Coemunaenue mo m.18, rae coequHEHWE MpencTaBisieT coboit 4-[[4-[[4-(2-umanosTeHmn)-2,6-
TUMeTII(peHIT |aMIHO | -2-mupuMuanHII jamuHO |6eH30HuTpHI (E), ero N-okcua, ¢apManeBTHYSCKH TpHEMIIe-
Mast COJIb MJIM YETBEPTHYHBIN aMHH.

20. Coemmuenme mo 1.1, Toe coenwmHeHWe TmpencTaBiser coOoi 4-[[4-[[4-(2-umanosTeHMN)-2,6-
JuMeTr(heHnT |aMIHO |-2-mupuMuanHII JamuHo [oeH3oHuTpri (E) wim ero (apMaieBTHYSCKH MpHEMIIeMast
COJIb.

21. Coemunenme mo 1.19, Toe coemuHeHWe mpeAcTaBisgeT coboit 4-[[4-[[4-(2-umaHOdTEHMN)-2,6-
JUMeTHI(EHI |aMiHO |-2-nupuMuIHII |aMuHo |6en3onnTpu (E) mim ero N-okcun.

22. Coenunenue mo 1.19, rme coenuHeHue mnpencravisieTr coOoi  4-[[4-[[4-(2-uuaHodTeHnn)-2,6-
JUMeTHII(QEHMI |aMIHO |-2-TnpuMHIHII |aMuHO |6en3ounTpui (E).

23. [lpumeHeHne COeAMHEHHS 110 JI000My M3 NIl 1-22 B KauecTBe JIEKAPCTBEHHOTO CPENICTBA JUIsA Npodu-
nakTuky win nedennss BUYU-undexnum (BUpyca MMMYHOIEQHIINTA YSIIOBEKA).

24. TlpumeHeHHe coeinMHEHUs 1Mo Jr000My W3 NILl-22 NpH NONYyYEHHH JIEKapCTBEHHOTO CPEICTBA JUIA
npoduIakTuky win JedeHnst BUU-nadexnm (Bupyca IMMYHOIS(QHUIINTA YEIOBEKA).

25. IlpuMeHeHne coeMHeHNS 10 11.24 U1 OTy4YeHHUs JIEKapCTBEHHOTO CPEACTBA VIS MPO(YHIAKTHKH HIIH
JIeYeHHsI PE3UCTEHTHOH K JIeKapCTBEHHOMY cpeacTBy BUY-nnbexmm.

-76-



006656

26. dapmaneBTHYECKash KOMIIO3UIHS, BKIOUYaromas GpapMalieBTHUeCKH MPUEMIIeMblii HOCUTEINb U, B Kaye-
CTBE aKTMBHOT'O MHTPEMEHTA, TEPANeBTUUECKH YIPPEKTUBHOE KOJHUECTBO COSANHEHUSI 10 JII00oMy 13 M. 1-22.

27. Cnocob nonyuenus: GpapMaieBTHUECKOil KOMIO3UIMHU 110 11.26, 3aKIIOYAIOLIUIACS B TOM, YTO TepareB-
THUYECKH 3(PPEKTUBHOE KOJINYECTBO COCIMHEHHMs, YKa3aHHOTO B JIIOOOM M3 mil.1-22, TIIaTeNbHO CMEIINBAIOT C
(l)apMaLleBTl/I‘-IeCKI/I MMPUEMJIEMBIM HOCUTCIICM.

28. Crioco0 mosryueHHs COSAMHEHUS 110 11.1, 3aKIII0YAONIHICS BO B3aUMOJICHCTBUN MPOMEKYTOYHOTO CO-
eanHeHus GopMyIIbl (II) C IPOMEXYTOUHBIM COEJMHEHNEM (DOPMYJIBI (III)

(R n T-\ Xr—H ,_
H/ “ 3 + \> }) -\ X Kr ‘{\ ®?),
3=|-b4 - ‘; 3
=a b R bkl-‘b“ a’—a2
®hg

(it
0 0

rae W, mpencTaBisieT co00i MOAXOMNIIYI0 yIAIIeMyl0 TPyMITy, U Rl, RZ, R3, R4, Xy, m, n, -a'=a>-a’=a* u
-b'=b*-b’=b’- umeror 3HaueHus, yKazaHubie B IL.1,

U, eciau HeoOXoJuMo, npeoOpa3oBaHuu coeanHeHuit popmyssl (I) Apyr B npyra U3BECTHBIMH B JIaHHOM
obuiacTu criocobamH U Jiajiee, eciii Heo0X0 Mo, Ipeodpa3oBanuu coenuueHuid popmyisl (I) B TepaneBTuuecku
AKTHBHYIO HETOKCHYHYIO KHUCIIOTHO-aJJIATHBHYIO COJIb 00pabOTKON KHUCIIOTOW MK, Ha000pOT, peoOpa3oBaHuM
(hOpMBI KMCIIOTHO-aJJTUTUBHOM COJM B CBOOOJIHOE OCHOBaHHE 0OpabOTKOM IIENoublo U, eciii He00X0AuMO, T0-
Jy49EHHUH UX CTEPEOXUMHUYECKH H30MEPHBIX (GopM, hopM N-OKCHIOB MM YETBEPTHIHBIX aMHHOB.

29. Crioco0 momy4yeHHs COeAMHEHUS 110 1.1, 3aKITI0YaroNIuiics BO B3aUMOICHCTBUN IIPOMEKYTOIHOTO CO-
equneHmst Gopmynsl (XI) ¢ pearenramu Burtura mmm Xopaepa-Ommonca gopmynst (XII), mpencrapnstommmMu
co00 MOAXOAAIMMNHA NPeamecTBeHHUK (HOChOpUINIa, B IPUCYTCTBUN MOAXOAAIICH COMM M NOAXOMIAIIEro pac-
TBOPHTEIIS

N
c’ 1 ERc
If 2 " , R!
O=C N. N. 4 Ry | 2
1 S 3 bl N N 4 Ry
59 I-%xﬁ T ‘;‘a3 + RP ¢ I/x | \\r $§hs
Yoot & 1=y b;(i_-_ba ZN lzz,?
R m
(x1) (X1t

(-9
rre R', R% RY, X, m, n, -a'=a’-a’=a- u -b'=b’-b’=b*- umeror 3nauennus, ykaszaHHble B 1.1, R® mpezcrasiser co-
6oit Bomopoa i Cy_ankmt, RS npeacrasiser co6oii Bogopos, Cysankun win R7, mpu yenosun, uto CR°=CR®
orpaandeH C, (aIKSHUIIOM, H R® MpeICTaBIsIeT COOOH ((1)CHI/IJI)3P+-C1_ n (CH3CH,-0),P(=0)-,

U, eClli Heo0X0oAWMo, Mpeodpa3oBaHuu coenuHeHuil ¢opmynsl (I) apyr B Apyra M3BECTHBIMH B JaHHOW
obiactu ciocobaMu U gajee, eciii HeoOX0IuMo, IpeodpazoBaHuy coequHeHui Gpopmynsl (I) B TepameBTHIeCKH
AKTUBHYIO HETOKCHYHYIO KHCIIOTHO-aJJUTHBHYIO COJb 00pPaOOTKOM KHCIIOTOH MK, HA000pOT, Mpeodpa3oBaHUN
(hopMBI KUCIIOTHO-aJATUTUBHOM COJIM B CBOOOJTHOE OCHOBaHUE 00paOOTKOM IET0YbI0 U, €CIH HE00X0IUMO, TI0-
JY4E€HHH MX CTEPEOXUMHUYECKH H30MEPHBIX GopM, hopm N-OKCHIOB UM YETBEPTUYHBIX aMHHOB.

30. KoMOMHUpOBaHHBIN Tpernapar s OJHOBPEMEHHOTO, Pa3eibHOI0 HIIM MOCIE0BATEILHOTO HCIIOb-
30BaHus npu Jedenun BUY-unbeximu, copepxanmii (a) coequHenne no jgrodomy ogHomy u3 ni.1-22 u (b)
JIPYTOe aHTHPETPOBUPYCHOE COCAMHEHIUE.

31. dapmareBTHYECKAsT KOMITO3HIIMS, BKIIIOYAIOIIAs (papMaleBTUYeCKU MPUEMIICMBIl HOCUTENh U B Kade-
CTBE aKTHBHOT'O WHTPENUCHTA (a) COeAMHEHHE 10 JTF000oMy ogHOMY U3 1. 1-22 u (b) qpyroe aHTHPETPOBUPYCHOE
COC/IMHEHUE.

32. Coenunenne HopMyIIbl

W3 l
C]'ﬁaﬂxun 4 (Rz)n
; hy, x'—U ‘;3 (Vi)
l\
b
m

ero N-okcuj, (papMarieBTUICCKH npneMneMaﬂ AJTATHBHAS COJIb, TPOU3BOIHOC YSCTBEPTHYHOIO aMHUHA WIIH CTe-
PEOXUMHYECKH H30MepHas Gpopma, e R', R% R*, X, m, n, -a'=a’-a’=a’- u -b'=b’-b’=b*- umeror 3naucHus, yKa-
3aHHBIC B 1.1, 1 W3 IpecTaBiseT co00i MOAXOIAIIYI0 YAAISEMYIO TPYIIILY.

33. Coeaunenne GopmyIsl
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gankun (Rz)n
% 1—0 OOXVI)
1—-2

ero N-okcuz, GpapMareBTHIeCKH pueMiIeMas aJIuTUBHAS COJb, IPOU3BOIHOE YETBEPTUIHOTO aMHIHA HITH CTe-
peoxuMuYecKku n3oMepHas opma, rie R, REL RY Xy, m, n, -a'=a’-a’=a*- u -b'=b%-b’=b*- umeror 3nauenus, yKa-
3aHHBIC B II. 1.
34. Coennnenue GopMyIsl
COOH

R
O,-6ankeuun’ I!I a:; (Rz),l
p-k x.—U 4 (XXIX)
2 A
2
b3=|‘b“

ero N-okcup, cpapMaueBanecm aneMneMaﬂ QJIUTUBHAS COJIb, MPOM3BOJAHOE YSTBEPTUYHOIO aMUHA HIIH CTe-
peoxuMuYecKku n3oMepHas hopma, rie R!, R% RY, Xy, m, n, -a'=a’-a’=a*- u -b'=b*-b’=b*- umeror 3uauenus, yKa-
3aHHbIe B 1.1, 1 C,_qanmkeHn1' npeacTaBiseT co6oit C,_gaIKkeHWI, He00sA3aTeTbHO 3aMEIIEHHBINA ITHaHO.

35. Coennnenue GopMyIIsl

O=—C-gankun
7
O Rr!
Co-eanxenun' 1!] 4+ RY,
T A

bl" -yxx IN\ <’ d COXVII)
_N !

ot W=

®")

ero N-okcuz, papMareBTHIeCKH MpHEeMIeMast aIuTHBHAS COJIb, IIPOM3BOIHOC YETBEPTUIHOIO AMHHA HJIH CTE-
peoXrMUYECKH n30MepHas hopma, rie Rl, Rz, R4, X, m, n, -a'=a’>-a’=a*- u -b'=b>-b’=b*- umeror 3HaueHUs, yKa-
3aHHbIC B 1.1, 1 C,_¢ankeHWI' npeacTaBiiseT codoit C,) salIkeHUII, HEOOS3aTEBHO 3aMEIICHHBIN IIHAHO.
36. Coeaunenune Gopmybl
CN
{

2-6an KeHUn

st

(li-b)
ero N-okcuj, hapMaleBTHYECKH MpUeMIieMas aJiJATUBHASL COJIb, MPOU3BOAHOE YSTBEPTUYHOIO aMUHA HIIH CTe-
PEOXUMUYECKH U30MEpHAas Gopma, T1e R*u X UMEIOT 3Ha4YeHHUs, yKa3aHHbIE B 1.1, mpu ycinoBum, uto 3-(3,4,5-
TPUMETOKCH(DEHMUIT)-2-IPONICHUITHUTPHI HCKITFOYCH.

@ EBpasuiickasi naTeHTHas opraHusauusi, EAMNB
Poccusi, 109012, Mockea, Manbiii Yepkacckuii nep., 2/6

-78-



