Hacrositee n300peTeHne OTHOCUTCSI K HOBBIM
COCIMHEHHUSIM, B YaCTHOCTH, K HOBBIM IPOHM3BOJ-
HBIM XHHOJHHA, K CIT0CO0aM TOIY4eHHUS! TaKUX CO-
eAWHEHNH, K (QapMaleBTUYCCKUM KOMIIOZHIUM,
COJIEPKAIIIM TaKHe COCIWHEHHS, U K HCIIOJIb30Ba-
HUIO TaKUX COCTUHECHUH B MEIHIINHE.

[Mentua Miexonuraromero "HEUPOKUHWH b"
(NKB) npunaanexuT k cemeiicTBy mentugos "Ta-
xuknHuHB" (TK), KoTOpOe BKiIOuaer Takxe '"Be-
wectBo P" (SP) u "ueiipokunun A" (NKA). dap-
MaKOJIOTHYECKUE M MOJICKYJIIPHO-OHOJIOTHUCCKUEC
UCCIICIOBAaHMS TOKA3alld, 4YTO CYIIECTBYET TpH
noxarumna peuentopa TK (NKy, NK; u NK3) u NKB
CBSI3BIBACTCS, B TIEPBYIO OYEpenb, C PELEITOPOM
NK3, X0Ts1 OH pacno3HaeTcs TakXKe IBYMs JPYTUMU
penienTopamMu ¢ 0ojiee HU3KAM CPOACTBOM (CM. pa-
6oty Maggi et al., 1993, J. Auton. Pharmacol., 13,
23-93).

V3BecTHBI CeNeKTHBHBIC MENTHAHBIE aHTaro-
HucThl perientopa NKj (cm. padory Drapeau, 1990
Regul. Pept., 31, 125-135), u wuccriemoBanust mnem-
TUAHBIX aroHUCTOB penentopa NKz MO3BOISIOT
npeanonoxuts, uto NKB, axktuBupys penentop
NK3, urpaer KIHOYCBYIO pOJIb B MOAYJISALUU HEPB-
HOTO CHTHAJIa B IBIXaTEIBHBIX MyTAX, KOXKE, CIIHH-
HOM MO3T€ W HHTPO-CTPHUTATATIBHBIX MYyTAX (CM.
pa6oter Myers and Undem, 1993, J. Physiol., 470,
665-679; Counture et al., 1993, Regul. Peptides, 46,
426-429; Mccarson and Krause, 1994, J. Neurosci.,
14(2), 712-720; Arenas €et. a., 1991, J. Neurosci.,
11, 2332-8). Oxnako MENTUAONOM00HAS MPHUPOJA
W3BECTHBIX aHTATOHUCTOB JENACT WX CIHIIKOM Jia-
OWJIBHBIMU C TOYKH 3PCHHS METabO0JIM3Ma, YTOOBI
OHM HAa TPAKTUKEC MOIJIH CIYXHTh TEpareBTHYC-
CKUMH arcHTaMH.

OOHapyXCH HOBBII KJIacC HETENTHIHBIX aro-
auctoB NKj3, KoTOphIe TOpa3no 6osee cTaOUIbHBI C
TOYKH 3pEHUs] METa0OJM3Ma, YeM HM3BECTHBIC IICI-
TUJIHBIE aHTaroHUCTsl penentopa NKsz u mostomy
MOTEHIIMAIHHO MOTYT HCHOJB30BATHCS B KAUeCTBE
TEpaNeBTHYECKUX areHTOB. DTH COCTUHEHUS TAKXKe
001aJaf0T aKTHUBHOCTHIO B KaUECTBE aHTarOHHCTOB
NK,, 1 mo3TOMy CUHTAETCs, YTO UX MOXKHO OyaeT
UCIIONIB30BaTh I TPEIOTBPAIICHUS M JICYCHHUS
IIMPOKOTO Kpyra KIMHUYECKHX COCTOSIHUH, KOTO-
phIe XapaKTepU3YIOTCS YPE3MEPHOW CTUMYJISIIHEH
peLenTopoB TaxukMHuHA, B yacTHOCTH NK3 1 NKo.

VYkazaHHBIE COCTOSHHS BKITIOYAlOT 3a001eBa-
HHUS OPTaHOB [BIXaHWS, TaKWe KaK XPOHHYIECKAS
OOCTPYKIMSA JIETKOTO, acTMa, THIIEPPEaKTHBHOCTD
IBIXaTeNbHBIX MYTEeH, Kallellb; BOCTAIUTEIbHEIC
3a00JeBaHMs, TAKHE KaK BOCIMAJICHUE KHUIICYHHKA,
ncopuas, ¢GuOpPO3, OCTECOAPTPHUT, PEBMATOMIHBIN
apTpUT U OOJHM BOCHIANUTEIHLHOTO XapaKTepa; Hew-
pOTeHHOE BOCHAJIEHUE WM NepudepHIecKyro Hell-
POTIATHIO aJUICPTUH, TaKHE KaK dK3eMa W PHHUT,
odTarpMoNIOTHYECKUE 3a00JIeBaHUS, TaKHWe Kak
TJIa3HBIC BOCHAJICHHS, KOHBIOHKTHUBUT, BCCCHHUI
KOHBIOHKTUBUT M T.II.; KOKHBIC OOJE3HH, HapyIle-
HUS, TaKWe Kak YeCcOTKa, HApHMep BOJABIPH H
MOKPAaCHEHHUs, KOHTAaKTHBIA JEpMaTHUT, aTOMNHYe-
CKUH IEepMaTHT, KPalMBHUIA U JPYTHE HK3EMOIIO-
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OOHBIE JAEPMATUTHI; BPEIHBIC HMMYHOJIOTHUCCKUE
peaxIyu, Takue KaKk OTTOP)KEHHE MMIUTaHTHPOBAH-
HBIX TKaHEeH W HapyUICHWS, CBA3aHHBIC C IMOBHIIIE-
HHEM UMMYHHTETA WM MOAAaBICHHEM NMMYHHUTETA,
Takhe KaK CHCTEMHas BOJYAaHKA; IKEIyJOIHO-
KHIIEYHBIE paccTpoiicTBa W 3a00JIeBaHUS IKEIy-
JTOYHO-KHUIIIEYHOTO TPaKTa, TaKWe KaK pacCTpO-
CTBa, CBS3aHHBIC C KOHTPOJHPOBAHHUEM BHYTpPCH-
HUX OPraHOB HEPBHOW CHCTEMOI, TaKue KaK Hecrie-
muduyecknil s3BEeHHBIH KoaHT, O0se3Hp KpoHa mu
HeJIepKaHue MOYM; 3a00JIeBaHUS MOYCK U MOYEBO-
ro my3sIps (3leCh W Jajiee UMCHYyeMbIe 'TIepBHY-
HBIMH COCTOSIHUSIMH").

[TomuMo 3TOTO, OMpEIETCHHBIE COCTUHECHHUS
[0 HACTOAUIEMY H300pETEHHIO MPOAEMOHCTPUPO-
BaJHM AaKTHBHOCTH NMPEHMYIIECCTBEHHO IO OTHOIIE-
HUIO K TiepudeprIecKkoil HEpBHOW CUCTEME, a HE K
LIEHTpaJbHOM HepBHOU cucteme. [loatoMy Takue
COCIMHEHUS CIUTAIOTCS 0COOEHHO IMOJIE3HBIMHU IIPH
JICUCHUH TAKUX KOMIIOHCHTOB "MEPBUYHBIX COCTOS-
HUH", KOTOpBIE TPEOYIOT CEJEKTHBHOTIO BO3AEHCT-
BUSI HA NTepU(epHUIECKYI0O HEPBHYIO CHCTEMY.

OmnpeneneHHbIe COCANHEHUS 10 HACTOSIIEMY
HU300pPETEHUIO TIPOICMOHCTPUPOBAIIA TAKKE aKTHB-
HOCTh B OTHOILICHUH LIEHTPAJIbHONW HEPBHOM CHCTe-
MBI ¥ TIOSTOMY OHH JIy4Illeé BCETO HOIXOIAT IS
JIeYEHUs1 HapyLICHUM LEHTpajJbHON HEpBHOU cuc-
TEMBI, TaKHX Kak OeCHOKOICTBO, Jempeccus, IICHU-
X03 W MHU30(QpeHus; 3a00JIeBaHUS, CBA3aHHBIC C
JiereHepanued HepBHOW CHCTEMBI, TaKuWe Kak Jie-
meHnus, cBszanHas co CIIM]lom, ceHunbHas ne-
MCHIIMA THIA OoJIe3HH AunbIreiiMepa, O0OJIC3HB
Anbureiivepa, cunapom [layna, 6ose3nb XaHTHHT-
TOHa, Ooine3Hp [lapkUHCOHA, ABUTaTEIbHBIC HAPY-
IICHUS W KOHBYJIBCUU (HAIpUMEp, ODIIHJICTICHUS);
3a00JcBaHUs, CBS3aHHBIC C JCMHUCIMHE3aINCH, Ta-
KHe KaK pacCesHHBIA CKIepo3 M OOKOBOH aMHOTPO-
(udeckuii ckiepo3 M Ipyrue MaToJIOTHH HEPBHOM
CHCTEMBI, Takhe KakK IuadeTHdecKas HeBpOIaTHs,
3a007eBaHNS HEPBHOW CHUCTEMBI, CBS3aHHBIE CO
CII1]/lom, HeBpomaTus, BhI3BaHHAS XUMHOTEpaIlH-
eil, 1 HeBpaJITHs, TAaKUC HAPYIICHUS, KaK alIKOTO-
JIM3M; COMaTHYECKUE PacCTPOWCTBA, CBSI3aHHBIC CO
CTpeccoM; JereHepanusi CUMIATHYeCKONH HEpBHOM
CHUCTEMBI, HATIPUMEP CHHIPOM ILICUO PYKa; TUCTHU-
MUsl; HAPYIICHHUS THUTaHUs (TaKue Kak HapyIICHHUE
YCBaWBAHUS MHIIH); 3a00JICBaHHS, CBS3aHHBIC C
(huOpO30M | KOJIAareHO30M, TaKHe KaK CKIepOoJep-
MU ¥ DO3WHOPMIBHBIN (hacunonnas; HapyIIeHHs
KPOBOTOKA, BEI3BAaHHBIC BAa30AMIATAIIUECH U CIIACTHU-
YecKMMH 3a00JIeBaHWAMHU, TAKAMH KakK aHTHHA,
MHUTpPEHb U 00Je3Hb PeiiHo, a Takxe Oonm uiau 60-
JIe3HN OOJIEBBIX PEIEeNTOPOB, HAIPUMEP CBS3aHHBIC
WIA BBI3BaHHBIC OJHUM W3 BBINICYKa3aHHBIX CO-
CTOSIHMH, 0cOOCHHO mepenada 0OJIM IPU MUTPEHU
(3mech M jmanee Ha3bIBAGMbIX "BTOPUYHBIE COCTOS-
HuA").

OtTaenbHBIE COEIMHEHUS SBISIFOTCS  CEJIeK-
TUBHBIMU aHTaroHuctamu perenropa NK-3 otHo-
cutensHO perenropa NK-2.

B anprepHAaTHBHOM BapHaHTE HACTOSILIETO
n300peTeHNUs ONpeNieIeHHBIE COeIUHCHUS SIBIIIOT-



cst komOuHupoBaHHbIME aHTaronuctamu NK-2/NK-
3 ¥ OITOMY OHM CUHTAIOTCS HauOOJIee IOIXOIs-
IMAMH A7 JICYSHUs] W/Win NpO(UIAKTUKH PECTIn-
paToOpHBIX 3a00JIeBaHMM, TAKMX KaK XPOHHIECKas
OOCTPYKIMSA JIETKHX, acTMa, THIICPPEaKTHBHOCTb
JBIXaTEIbHBIX ITyTEH U KalleTb.

OTH COEAMHEHUS CUHUTAIOTCA MPUTOIHBIMH
TaKke B KAYECTBE WHCTPYMEHTOB JAUAarHOCTHKH JUIS
OLICHKH TOTO, B KAKOW CTETIEHH aKTHBHOCTbH peELell-
Topa HeHpomukuHa-3 (aKTHBHOCTH MOXET OBITH
HOPMAJIbHOM, TIOBBIIICHHON WM MOHM)KEHHON)
BOBJICYCHA B CUMIITOMBI ITAI[EHTA.

B cooTBeTcTBHYM C HACTOSIIMM H300pEeTCHUEM
npeoKeHo coeaunenne Gopmyisr (1)

H
o N

R
&v
R,

WJIM €T0 COJIbBAT, HIIH COJIb,
rae Ar npencTasisier co0oit GpeHm;

R npencrasnser coboit Cy_g anku,

R; mpeacraBnseT coboii BOAOPOT;

R, npexcrasisier co6oit rpynmy -O-(CHy)-X,
rae X mpeacrasisier coboit Ci-Cg ankui, HeoOs3a-
TEJIbHO 3aMEIICHHBIN OMHOW WJIH ABYMS TPYIIIaMHU,
BBIOMpAaEMBIMU U3 THIPOKCH U aMHHO; KapOOKCH,
uuano, Cig aIKOKCHKapOOHWII, aMHHOKapOOHWII-,
MOHO- wiH Ju-Cig aNKHIAMUHOKAPOOHUII, aMHHO-
C16 aKMIAMHHOKAPOOHWI Wi MOHO- Wiu au-Cy.g
ankmwiaMuao-Cpg aNKWIaMUHOKApOOHWT, mwin X
npejcTaBisieT coboit rpymmy -NXX,, rie X; u Xo,
KOKIBIH HE3aBUCUMO, TPEACTABISACT COOOW BOJO-
poxn, xapookcu Cy-Cg ankwmmkap6onmn, Ci-Cg an-
kokcukapbouun Cq-Cg ankunkapoonmn, Ci-Cg an-
KikapOoHw, GpeHnTkapOboHmwI, reTepoapuikapoo-
a1, heann-Cyg ankunkapooumi, rerepoapuit Cig
ANKWIKapOOHWI, TJe TreTepoapuibHas —rpymnmna
BKIIIOYAET apOMAaTHYECKOC TeTCPOIHMKINYCCKOES
KOJIBIO, COJepXkaliee S5 wim 6 aroMOB U BKIIIO-
Yaroliee BIUIOTH JO YETBIPEX TeTePOATOMOB B
KoJIblle, BBIOpaHHBIX n3 S, O u N; aMrHOKapOOHMI,
MOHO- Wwin 0uc-Cy g aNKAIAMAHOKAPOOHIII, aMHUHO
C1.6 ankuakapOOHMI, MOHO- min Onc-Cq.g anKkuiIa-
MuHO Cyg ankuakapOouu, rpymmny dpopmyssl -CO-
T-CO-T;, win NHMKIOAIKWIBHYIO Tpymmy ¢ 5-9-
YICHHBIM CIWHUYHBIM WM KOHICHCHPOBAHHBIM
KOJIBIIOM, HEOOs3aTeIbHO coiepikaiyo 1 wid 2
aroMa a3oTa M, HeoOs3aTenbHo, 1 mian 2 JONOaHU-
TENBHBIX TeTepoaToMa, BeIOupaeMbix u3 O wiu N, u
rJe OJWH WJIM JIBa aToMa KOJbIla HE0OsI3aTeIIbHO
3amenieHbl Cy.g aTKWIOM, PUYEM YKa3aHHOE KOJIb-
1[0, HEOOS3aTeNBHO, SBISACTCS KOHICHCUPOBAHHBIM
¢ OCH30IILHBIM KOJIBIIOM, TJI¢ BBINICYKa3aHHBIC (e-
HWIbHAS U TeTepOAPIIIbHASI TPYIIIBI HEOOS3aTeIhb-
HO 3aMCIICHBl MaKCHMYM IBYMs IPYIIIaMH, KOTO-
pBIe BBIOMpPAOT U3 THAPOKCH, Cig ATKOKCH, THIPO-
kcu-Cig ankmi-, amMuHO-Cig QIKWJI, MOHO- WA
onc-Cy.g aIKMIIAMHHO, MOHO- MK O0uc-Cq.g aJIKHIIa-
MuHO-Cy.¢ ankmi, aMuHO-Cq.g QTKOKCH, MOHO- HJIH
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ouc-Cy.¢ ankmnamuHo-Cy g ankokcH, kapookcu, Cyg
ankuakapooumi, Cyg aTKOKCHKapOOHII, KapOOKCH-
Ci6 ankmi, kap6okcu-Cig ankokcu U Cig ankui-
kapOOHNN-Cy1g ATKOKCH; TAaKXKe TJA€ aJKWiIbHas
qacTh 000 retepoapun-Cig aTKUIBLHOW HITH
(bennn-Cy.g aNKWIBHON TPYMIBI SBISETCS HeoOs13a-
TEIHHO 3aMENIeHHOW aMHHO, MOHO-C1 g QJIKUIIaAMHU-
HO win Ouc-Cig ankuinamuHOrpynmoi; wm X
MPEJCTABISACT COO0M reTePOUKINYCCKYIO TPYIILY,
npucoequHeHHYI0 K C M UMCKOIIYI0 CIHMHUYHOEC
WIH KOHJCHCHUPOBAHHOE KOIBIO, MPHYEM JF000€
KOJIBIIO MOXET OBITh HACHINICHHBIM WJIA HEHACHI-
IICHHBIM U COCTOUT OT 5 10 6 aTOMOB, MPHYEM YKa-
3aHHBIC aTOMBI KOJbIA comepkar 1 win 2 aroma
a30Ta U, HeoOsA3aTeabHo, 1 WiIn 2 TOMOIHUTENBHBIX
rerepoaroma, BeIOpaHHBIX u3 O mwiu N, U Tie oquH
WM JIBA aToOMa KOJbIla HEOOS3aTeIbHO 3aMEIICHbI
Ci6 aNKWiIOM, THAPOKCH, aMHHO, MOHO- WJIH OHC-
Ci6 aIKMIIAMUHO, WM OKCOTPYIIIAMH; & N PaBHO
HYJIIO WIK TpPEACTaBIseT co0OoW menoe uuciio ot 1
o 7, mpU YCJIOBUH, YTO KOrja X IPEACTaBISCT
coboit rpynmy -NX;X,, N mpexacrasiser coOoi
TOJILKO IIEJI0€ YUCIIO OT 2 10 7, ¥ TIPH YCIIOBHH, YTO
X1 1 X, HE OJTHOBPEMEHHO SIBIIIIOTCS BOJIOPOJIOM;
R, mpencrasimsier coboit rpynmy -NH-CO-NHY,
rae Y mpencrasisier coboit Cyg ankmi, dhermi, ¢e-
Hun Cyg anmkmin, rpynny -(CHy),-Xs, Tae p npen-
CcTaBJIsIeT co0O0I IIEJI0E YKMCIIO B auamna3oHe ot 1 1o
4, a X3 npencrasiser coboit kapookcu, Cy.g amKoK-
cuxap6onmn uin rpynny -CO-NH-(CHp)y-NX4Xs,
re ( mpeicTaBisieT co0oil Ieioe YUCIo B Juarna-
30He OT 2 710 4, a X4 u Xs, KaXIblii HE3aBUCHUMO,
npencrasisier coooit Bogopoa, Cy.g ankmt mwin Cyg
ANKIITKapOOHWUIT,

Rs npencrasiser coboit henn;

T npencraBnser coboit Cpg aNKHICHOBYIO
niH Co.g aTKEHUICHOBYIO TPYITITY;

T, mpencrasisier coboii ruapokcu i Cig
AJTKOKCH.

Korma R, mpencraBnsier coboii rpynmy -O-
(CHy)-X, rae n npeacTaBisteT co0oi LEN0e YUCIIO
B mpenenax ot 1 no 7, takoe kak 1, 2 u 3, cooTBer-
CTBEHHO 3HaucHUsI X OyIyT BKIIIOYATH KapOOKCH,
Ci6 QIKOKCUKApOOHWJI, aMHUHOKApOOHMI, MOHO-
win u-Cyg aTKWIAMUHOKAPOOHMI, Wik X Ipen-
CTaBIIICT COOOM TeTEPOIMKINICCKYIO TPYIIITY, IPH-
coequHeHHYI0 K C M MMEIONIYIO CIUHHYHOC WIH
KOHJICHCHPOBAaHHOE KOJIBIIO, KaK OMUCAaHO B OTHO-
mennn N B popmyite (1); mpeanmoyTHTENTLHO, YTOOBI
X mpencTaBisut coboit kapookcu, Cy g aTKOKCHKAp-
OOHMJI, HampUMeEp, ITOKCUKAPOOHWI, WIIM YyKa3aH-
HYIO TETePOIUKINIESCKYIO TPYIITY, MPUCOCTHHEH-
Hy0 K C ¥ UMEIOIIYI0 €MHIYHOE WJIH KOHJIEHCH-
POBaHHOE KOJIBIIO, HATIPUMED MHPUAWI, MPEAIOY-
TUTENBHO, N paBHO 1 wim 3.

B npeamnouTuTepsHOM BapUaHTE H300PETCHUS
R, mpencrasnsier coboit rpymmy -O-(CHp)p-X, roe
X mpeacraBisier co6oit kapooken min Cyg ankok-
CUKapOOHWUIL.

B eme ogHOM MpEenmOYTHUTENILHOM BapHaHTE
n3obperenust R, mpexacrasiser coboii rpynmy -O-
(CHy)-X, rme X mpencTaBiseT COOOM IMPUCOEIH-



HeHHYI0 K C reTepOLUKIMYSCKYI0 TPYINy C ClIu-
HUYHBIM WJIM KOH/ICHCUPOBAHHBIM KOJBIIOM, Kak
onucaHo B oTHomeHnu ¢popmyisi (1).

Korma R, mpencraBiser coboii rpymnmy -O-
(CH,),-X, e n mpeacTaBiaseT coboi 1eI0e YHCIIo
B Ipeaenax ot 2 10 7, Takoe Kak 2 Wik 3, COOTBET-
CTBEHHO 3HaueHHs X OyIyT BKIIOYaTh TPYHILY
-NX1X,, tne Xy u Xy, Kaxaplii HE3aBUCHMO, MPE]I-
ctaBisieT coboit Bomopon, C;-Cg anxuikapOoHHI,
rerepoapuikapOOHwI, (QeHUITKapOOHWI, aMHHO-
KapOoHMI, MOHO- Wwin JU-Cyg AIKHIAMUHOKAPOO-
HWJI, TpYHIy BblIeyKazaHHOH ¢opmyasl -CO-T-
CO-Ty, unu 5- niM 6-WICHHYIO LUKIOAIKHIbHYIO
rpyImny, IpuYeM yKa3zaHHas TpyIa HeoOs3aTelbHO
KOHJICHCHpPOBaHa C OEH30JIbHBIM KOJBLIOM, MpH
yCIoBUH, 4TO X; ¥ X, HE SBISIFOTCS] OJJHOBPEMEHHO
BOJIOPOIOM; MPEANOYTUTEIbHO, OauH U3 X1 U X3
MPECTaBIsIeT COOOH BOAOPOI, @ BTOPOI BBIOUPAIOT
M3 YHCIa TeTepoapwiIKapOOHMIIA, apHIIKapOOHUIA
WIM TPYyNnbl BbleykazaHHOW ¢opmyinsl -CO-T-
CO-T;.

Ipumepsr X BKIIOYAIOT KapOOKCH, IUAHO,
JTOKCUKapOOHMJ, AaMHHOKApOOHWI, TUMETUIAMU-
HOKapOOHI, (2-UHAAHII)aMHHO ¥ OCH30MIaMHHO.

KonkpernsiM 3HaueHweM R, sBisercs -O-
(CH,)-X, e n mpeacrasiser coboit 1, 2 umm 3, a
X mpencrasisier co6oit kapOOKCH.

KonkpernsiM 3HaueHwmeM R, sBisercs -O-
(CH,)-X, e n mpeacrasiser coboit 1, 2 mmm 3, a
X mpexacraBnseT coboi dTokcuKapOoHWI. KoH-
KpeTHbIM 3HaueHneM R, sBisiercs -O-(CHy)-X, rae
n mpexacrasiseT coboit 1, 2 wim 3, a X npencrapis-
eT co0oit mupuIuI.

KonkpernsiM 3HaueHueM R, sBusercs -O-
(CHp)-X, rie n npencrasiser coboit 2 wiun 3, a X
npezcTasisier codoit rpymnmy -NX1X,, rne X; npen-
CTaBisieT co0oi BOAOPOd, a X, MPEICTABISIET CO-
001f OT 5- 10 9-WICHHYIO MHUKJIOAIKWILHYIO TPYIITY
KOHJICHCMPOBAaHHYIO C OCH30JIbHBIM KOJIBIIOM, Ha-
npuMep, 2-uHIAHWIAMHHOTPYIY, WK N-MeThi-8-
asaburukio[ 3,2,1] okT-3-wmi rpymimy.

KonkpernsiM 3HauenueM R, sBusercs -O-
(CHy)-X, rie n npencrasiset coboit 2 wiun 3, a X
npezcTasisier codoii rpymnmy -NX1X,, rne X; npen-
CTaBIsAeT c000¥ BomOpOA, a X, MPEACTABISACT CO-
0oit amuHO-Cy.g ATKWIKAPOOHWII WIA MOHO- WJIH
ouc-Cy.g ankunamMuao Cj.g ankuikapOOHMI, HATIPU-
Mep, 2-aMHHOALIETHIL.

KonkpernsiM 3HaueHumeM R, sBisercs -O-
(CH,)-X, rae n mpencrasiseT coboit 2 win 3, a X
npencraBiseT coboii rpymmy -NXX,, roe X, npen-
CTaBJsIeT co00i BOAOPO, a X, MPEICTABISIET CO-
60i rpymmy dopmyiasl -CO-T-CO-Ty, rme T mpex-
ctaBisieT coboit Cy.gankunen, Hanpumep -CH,CH,-,
a T, npexacrasnser coboii ruapokcu win Cyg an-
KOKCH, 0COOCHHO THIPOKCH.

KonkpernsiM 3HaueHueM R, sBusercs -O-
(CHy)-X, rie n npencrasiser coboit 2 wiun 3, a X
npezcTasisier codoit rpymnmy -NX1X,, rne X; npen-
CTaBisieT coOoi BOAOPOd, a X, MPEICTABISIET CO-
0oii HeoOs3aTeNLHO 3aMENICHHBIN TeTepoapuiIKap-
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OoHWI, TakoW Kak 2-NMPa3MHUIKApOOHMI U 3-
aMUHO-2-TTHPa3UHAIKAPOOHIIT.

KonkpernsiM 3HaueHnem R, sBisercs -O-
(CHy)-X, tae n npeacrasiseT coboit 2 wim 3, a X
npeacraBiseT coboit rpymmy -NXX,, rae X, npen-
CTaBisieT coO0ol BOAOPOM, a X, MPEICTaBIsIET CO-
0ol HeoOs3aTenbHO 3aMemnieHHy ¢Gernn-Cyg ai-
KHJIKapOOHWIBHYK — TpYIIy, Takyw Kak 2-
(MeTHnaMHHOMETHI)OCH3MIKAPOOHWT,  2-(HppO-
JIHTHHOMETHT ) 0e H3WIKApOOH I, 2-(THUPPOJIHIHHO-
STOKCH)OEH3MIKapOoHua U (2-kapOoKch)OeH3MII-
KapOOHHMII.

KonkpernsiM 3HaueHueM R, sBisercs -O-
(CHy)-X, tae n npeacrasiseT coboit 2 wim 3, a X
npeacraBiseT coboit rpymmy -NXX,, rae X, npen-
CTaBJsieT coO0ol BOAOPOM, a X, MPEICTaBIsIET CO-
Ooii rpymmy BbIeykazanHOH (opmyasr -CO-T-
CO-T4, nanpumep, tae T npeacraBiseT coOOH ITH-
neH, a T, npexacrasiseT coboir OH.

KonkpernsiM 3HaueHueM R, sBisercs -O-
(CHp)-X, tae n npencrasiseT coboit 2 wiu 3, a X
npeacTasisier coboit rpymmy -NX;X,, rne X; npen-
cTaBIIsIeT c000# Bogopoxa, a X, HpEACTaBISET CO-
6oii 3amemeHHblii  (eHMT-Cpg  ATKUIKAPOOHMI,
Hanpumep, (2-kapOokcu)OeH3unkapOooHua u  (2-
TUPP O TUTHOMETHIT ) OEH3UITKAPOOHHIIL.

KonkpernsiM 3HaueHnem R, sBisercs -O-
(CHy)-X, tae n npeacrasiseT coboit 2 wim 3, a X
npeacraBiseT coboit rpymmy -NXX,, rae X, npen-
CTaBJIsieT coO0ol BOAOPOM, a X, MPEICTaBIsIET CO-
00l reTepoapwiIkapOOHWI, HANpUMEp, 2-THpa3u-
HUJIKapOOHMIIL.

Korma R, mpencrasisier coboit rpymmy -O-
(CHy)-X, Tiie n paBHO HYIIIO, TO, COOTBETCTBEHHO,
3HaueHuss X OynyT Bkirouatrb kapOokcu, Cig ai-
KOKCUKapOOHWII, HATIPHUMEP STOKCUKAPOOHWIL.

Y, COOTBETCTBEHHO, MPEACTABISAET cOO0H Pe-
Hun uin rpymy -(CHj),-Xs. Korma Y npencrapis-
et c000ii -(CHy)y-X3, p MpeAnoYTUTEIBHO paBHO 1.
Korna Y npeacraenser coboit -(CHy),-Xs, Xa, co-
OTBETCTBEHHO, MpeacTaBisieT coboii Cig aTKOKCH-
KapOOHMJI, HAPUMEP ITOKCUKAPOOHUIL.

IpennouyntaeMbIMU COSTUHESHUSIMHU (HOPMYJIBI
(I) sBnstoTCst coenuHeHus], Tae Ar MpeACTaBIseT
coboii ¢enmn, R - atun, R; - Bogopox, a R, mpen-
craBisier coboit rpymmy -O-(CHy)n-X, rae nubo

n paBHo 1, 2 mim 3, a X npexcrasisieT coOoi
kapookcH, Ci g aTKOKCHKAPOOHMI, HAIIPUMED 3TOK-
CHKapOOHWJI, WK CBs3aHHyo ¢ C reTeponukimye-
CKYIO TPYIIy C eAMHUYHBIM HJIM KOHACHCHPOBaH-
HBIM KOJIBIIOM, KaK OMHCAHO B OTHOIICHHH (OpMY-
61 (1), HApUMEDP TUPHIIIT, HITH

n pasHo 2 win 3, a X mIpeacTaBisieT coboi
rpymy -NX1X,, rne X3 npeacrasinsier codoi BoJo-
pon, a X, mpecTaBisieT co00il TPYIy BBIIICYKa-
3anHO# (opmyisl -CO-T-CO-T 4, nanpumep, rae T
MPECTaBIsICT COOOW 3TWIICH, @ ; MPEICTaBISCT
co0oit OH, wu X, npencraBisieT co0Oi 3aMelIeH-
Hblii Genun-Crg ankunkapOoHmi, Hampumep (2-
KapOOKCH)OeH3MIKapOOHUT ¥ (2-TIHPPOJIHAMHO-
METHIT)OCH3MITKapOOHWI, WJIH TeTepoapuikapoo-
HUWJI, HAIIpUMep 2-MAPa3uHIIKApOOHHUIT.



B uacTHOCTH, ClieAyeT YHOMSHYTh COCIUHE-
Hus o pumepam 2, 11, 14, 29, 34, 36, 38, 39 u 40,
ocobenHo 2, 11 u 40.

CrenyeT Takxke yKkas3arb, 4TO COCAMHEHUs 2 U
11, oco6enno 14 u 29, aBuAr0TCI 0COOCHHO aKTHUB-
HBIMA B OTHOIIEHWU TepUPepHUIecKOr HEPBHOMN
CHCTEMBI, U TIO3TOMY CYHMTAETCs, YTO OHU O0Jaja-
IOT OCOOCHHO CEJICKTHBHBIM JICHCTBHEM TIpHU Jicue-
HUU TeX "MEPBUUHBIX COCTOSIHMI'", KOTOpBIE Tpe-
OYIOT CETICKTHBHOTO BO3JICHCTBUS Ha mepudepuye-
CKYIO HEPBHYIO CHCTEMY, KaKk TOBOPHJIOCH BBIIIIC.

Coenunenns 34, 36 u 38 o0mamgaroT cenek-
TUBHBIM JIcHCTBHEM B oTHoIIeHHHU perentopa NK-3
0 cpaBHEHHIO C perenTopom NK-2.

Kak yka3bIBajoch BbINIE, OIpE/IEICHHBIE CO-
enunenus Gopmyisl (1) ABIAIOTCS KOMOUHUPOBAH-
oeiMu  antaronuctamu NK-2/NK-3 u cumrarorcs
HamOosee MOAXOMSIIIUMHI JUTsl JICUSHUS W/WIH TIPO-
(DUTAKTUKHA pecUpaTOPHBIX 3a00JIeBaHMMA, TaKUX
KaK XpOHWYECKass OOCTPYKIIMS JICTKUX, acTMa, THU-
MEPPEAKTUBHOCTD JIBIXaTEIbHBIX MYTCH W Kallelb.
CoOOTBETCTBEHHO, HACTOSIEE M300pETEHHE BKIIIO-
YaeT TaKkke KOMOWHUpOBaHHBIA aHTaroHUCT NK-
2/INK-3, 0cobeHHO mpeHa3HAYSHHBIN IS JICUCHHS
n/un po(QHIAKTHKH PECTIMPaTOPHBIX 3a00JeBa-
Hu. HacTosimee wu300peTeHHe BKITIOYACT TaKXKe
croco0 JedeHuss W/uiau Mpo(UIaKTUKH pecrupa-
TOPHBIX 3200JI€BaHHUI y MIICKOMMUTAIOUINX, TaKUX
KaK YeJIOBEeK, KOTOPBIN BKJIOUaeT BBeaeHue d(hdek-
THUBHOTO HETOKCHYHOTO (hapMaleBTUYECKH MpPUEM-
JIEMOTO KOJMYECTBA KOMOMHHUPOBAHHOTO AaHTaro-
uucra NK-2/NK-3.

[MomxoxsmM KOMOWHHUPOBAHHBIM aHTArOHH-
croM NK-2/NK-3 sBaseTcsa aHTaroHucT, UMEIOIITHI
cootHoteHre cpojctra cs3piBanus ¢ NK-2/NK-3
B amama3one 0,05-20, xenmarensno 0,1-10, mpen-
MOYTUTENIbHO 1-7 1 Hamboiee mpeanouTUTeNsHO 1-
5; Takue TPenNOYTHTENbHbIE COCAMHEHUS CUHTa-
I0TCS, MO CYIIECTBY, OOJaJafollMMU B OCHOBHOM
JKBUIOTEHIMANILHBIMA AHTAarOHUCTAMH  PELEINTO-
poB NK-2 u NK-3.

Coenunennss 39 u 40 sBnsioTcs HambOojee
MOJXOMAIINMHA KOMOWHUPOBAHHBIMU aHTarOHKCTA-
mu NK-2/NK-3 u, Takum 06pa3om, OHH JTydIiie Bce-
O TOJIXOIAT IS JICUCHHS W/WIH TPOPUIAKTHKH
pecCIHpaTOpPHBIX 3a00JICBAHH, TAKUX KaK XPOHUYE-
CKasi OOCTPYKIMSI JICTKHX, acTMa, THUICPPCaKTUB-
HOCTD JIbIXaTeNbHBIX MyTeH 1 Kalllelb.

Coenunennss Gpopmyisl (I) moryr mmers, mo
MEHbILIEH Mepe, OJIMH aCUMMETPUYHBIM LEHTp, Ha-
MpUMEp aTOM YIJIepoja, OTMEUEHHBINH 3BE310YKOM
(*) B coenunenun popmysi (1) - 1 IO3TOMY MOKET
CYIIECTBOBAaTh B CTEpPEOM30OMEpHUYECKUX (opmax.
Hactosimee w300peTeHHE OXBAaTHIBAET BCE TAaKUC
cTepeon3oMepuIecKiue (GOPMBI U UX CMECH, BKIIIO-
yas pareMuyeckre. B wacTHOCTH, HacTOsIIEe U30-
OpeTeHHE BKIIIOYACT COCAWHEHHS, B KOTOPBIX OT-
MEYCHHBIN 3BE3[I0YKOW aToM yriepona B Ghopmyie
(I) umeer crepeoxuMuio, MOKA3aHHYIO B (Gopmyrie

(la)
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rae Ar, R, Ry, R, 1 R3 umeror 3HaueHus yka3saHHBIC
BbIle B popmyre (1).

Coenunenunst popmyisl (1) WIM KX COMM MK
CONBBATHl TPEATIOUTUTEIHHO JOJDKHBI HaXOIUTHCS
B (hapMarieBTHUECKH MpueMiieMoit Gopme wim, 1o
cymiecTBy, B dYHcTOM Buae. PapManeBTHICCKH
npuemieMasi (opMa O3Ha4aeT, B YHCIIE IPOUYETO,
(dhopmy ¢ papManeBTUIECKH TPUEMIIEMBIM YPOBHEM
YHCTOTHI, 32 WCKIIOYCHHEM OOBIYHBIX (hapmarien-
THYECKHUX JT00AaBOK, TAKUX KaK pa30aBHTENN W HO-
CUTENH, HE COJNCpPXKAIIYK MAaTepHAINbl, KOTOPHIC
CUYHTAIOTCSI TOKCHYHBIMHU Ha YPOBHE OOBIYHBIX JI03.

[o cymectBy, uncras popma 00BIYHO cozep-
JKWT, 0 MeHbIei mepe, 50% coenuHeHus Gpopmy-
el (1) (uckmovass OOBIYHBEIE (papMalleBTHYECKHE
JI00aBKH), IpeANOYTHTETHHO /5%, OoJiee TIpennoy-
tutensHo 90%, a eme Oosiee MPEATOYTHTEIHHO
95% coemunenus Gopmyisl (1), Wi ero coiu, wiu
COJIbBATA.

OpHoll W3 mpeanovynTacMbIX (papmarneBTHue-
CKH TIpUEMIIEMBIX ()OPM SIBIIICTCS KpHUCTaJLTHYC-
ckas (opMa, KOTOPYIO BKJIIOYAIOT B (hapMalleBTHU-
YECKYI0 KOMIO3HIMIO. B cimydae Wcmonb3oBaHUS
CONC W CONBBATOB, JOMOJIHUTCIBHBIC HOHHEIC
(OpMBI U CONBBATHBIC YaCTH TOXKE JOJDKHBI OBITH
HETOKCHYIHBIMH.

IMoxxomsmumu COMSIMH SBISIOTCS (apMarieB-
TUYECKH TPHUEMIIEMBIE COJIH.

Homxomsmme (¢dapManeBTHYSCKH IpHEMIIE-
MBI€ COJIM BKJFOYAIOT KHCIOTHO-aINTUBHBIC COJH
¢ oOBIYHOM (papMarieBTUUECKOI KUCIIOTOH, Harpu-
Mep MAaJICHHOBO, COJISTHOH, O6pomucro-
BOJIOpOJIHOM, (ochopHOi, yKCycHOH, (pymapoBoid,
CAJTUIIUIIOBOM, JTMMOHHOW, MOJIOYHOW, MUHJIAJb-
HOW, BHHHOW, SHTapHOW, OCH30MHOI, acKOpOUHO-
BOI M MeTacynb()OHOBOM.

[onxomsmme (¢apMareBTHYSCKH IpHEMIIe-
MBIE€ COJIM BKJIIOYAIOT COJIM KHCJIOTHBIX YacTeil co-
enunennit popmyssl (1), Korma oHM MPUCYTCTBYIOT,
HalpuMep, CONM KapOOKCHIIBHBIX TPYII I (e-
HOJIBHBIX THAPOKCHIIBHBIX TPYIIIL.

Iloaxonduue coyu KACIOTHBIX YacTeH BKIIIO-
YarT COJIM METAJUIOB, TAKHX KaK aIFOMUHHMA, COJH
IICTIOYHBIX METAJUIOB, TAaKUX KaK IJUTHHA, HATPHUHA
WIH KaJIHAH, METOYHO-3¢MEITbHBIX METAIUIOB, TAKUX
KaK KaJdbI[Ud WM MAarHUA ¥ aMMOHWU, WU COJIU
3aMEIICHHOTO aMMOHUSI, HaPHUMEepP COJI C HHU3IIHU-
MU QIKWIAMHHAMH, TAaKHMH KaK TPUAITUIAMUH,
THIPOKCHATKWIAMUHAMH, TAKUMHU KaK 2-THIIPOKCH-
STHJIAMHH, OUC-(2-TUAPOKCUITHI)AMHH, WM TpPH-
(2-ruapPOKCHATHIT)aMUH, IUKIOATKHJIAMHUHAMH,
TaKUMH KaK OWIMKIOTeKCHJIAMHH WM C TIPOKau-
HOM, JTUOCH3MIITUTICPUUHOM, N-6em3mi-3-
(dbeHdyTHIIAMUHOM, JAeruaApoabudTHIaMuHOM, N,N'-
OoucIernIpoaduITHIAMUHOM,  TIIoKamMuHOM,  N-
METHITIIOKAMUHOM HJIM OCHOBAHUSMH MHPHIUHO-



BOTO THMA, TAKUMH KaK MHPUIUH, KOJUIUAWH, XU-
HUH, WX XWHOJIHH.

[omxomamMu cobBaTaMH ABISIOTCS  (ap-
MAaIeBTUIECKH IPUEMIIEMBIE COBBATHL.

[omxomamme ¢dapManeBTHISCKH ITpHEMIIe-
MBI€ COJIBBATHI BKIFOYAIOT THAPATHL.

Tepmun "ankwn", HCMOJNB3YEMbIH OTAEIHLHO
WM 00pa3ylomuil 4acTh Ipyrod Tpynmsl (Takoi
Kak "aJKoKCH'") BKJIIOYAeT aJKWJIBHBIE TPYIIHBI C
NPpSIMOM MJIM pa3BETBIEHHOH IEBIO, COJepIKallue
or 1 1o 6 aToMOB yriieposia, MPUMEPH! BKIIIOYAIOT
METWJI, 3TWII, H-TIPOTIHJI, U30TPOIIHII, H-OyTHII, H30-
OyTHII ¥ TPET-OyTHIIBHYIO TPYIIIIEL.

TepmuH "TUKIOANKWI" BKIIOYAET TPYIIIIHI,
umeromue 3-12, xenarensHo 4-6 aToMOB yriiepoaa
B KOJIBIIE.

Tepmun "apun" BriIrodaeT GeHWT U HadTHI,
MPEIOYTUTEFHO (EHIII, KOTOPBIH 3a HCKIIOUe-
HHEM 0c000 OTOBOPEHHBIX CIy4aeB MOXET COAEp-
JKaTh /10 TATH, IPEATIOYTHTEIHHO 10 TPEX 3aMECTH-
Telnei, BEIOMpaeMbIX U3 TajoreHa, ankmia, GeHmnIa,
QIKOKCH, TaJIOAJIKWIIA, THAPOKCHAIIKIIIA, THIPOKCH,
aMHMHO, HUTPO, [MAHO, KapOOKCH, aJIKOKCHKapOo-
HUJIA, AaJTKOKCHKApOOHIIANKWIA, ANKIIKapOOHH-
JIOKCH WU aJIKUJIKapOOHMIIA.

TepmuH "apoMaTHdecKkas TeTepOIMKIHYECKasT
rpynma" win 'reTepoapwi" BKIIOYAET TPYIIIHI,
COJZIEpKAIe apOMaTHYECKUE TeTePOIUKIMICCKUE
KoJbla ¢ oT 5 10 12 aToMaMHu B KOJIBLIE, JKEJIATEIhb-
HO ¢ 5 win 6 aToMaMu, U CoJepIKalie 10 YeThIPex
reTepoaToOMOB B KaXJIOM KOJIbIIE, BHIOPaHHBIX U3 S,
O mwm N. 3a uckioueHrneM 0co00 OTOBOPEHHBIX
Cily4aeB, IOAXOMSIINE 3aMECTHUTENH Ui JI000H
TeTePOLMKINYECKON TPYIIBI BKIOYAlOT 10 4 3a-
MecTHUTeNeH, BBIOMpPAaeMbIX U3 CIEAYIOIIUX TPYIIL:
QJIKWJI, QJIKOKCH, apyil ¥ TaJIOTeH, WM JII0Oble J1Ba
3aMEeCTHTENSI Ha COCETHHX aTOMax Yriiepoja, BMe-
CTe C aTOMaMH YTJIeposia, K KOTOPEIM OHHU TIPHCOe-
JIUHEHBI, MOTYT 00pa30BBIBaTh apWIbHYIO TPYIIY,
MPEIOYTUTEIFHO OCH30IbHOE KOJBIIO, U TAE aTo-
MBI yTJepoJa apwIbHOW TPYIIIEI, MPEACTaBICHHEIC
YKa3aHHBIMH JIByMsI 3aMECTUTEISIMH, MOTYT CaMu
OBITh 3aMEIIEHHBIMH MJIH HE3aMEICHHBIMH.

B HacTosimeM TekcTe TepMHH 'ranoreH" otT-
Hocutcs K dropy, xiopy, OpoMy u oy, npenmnoy-
TUTENBHO (GTOPY U XJIOPY.

B Hactosmem Tekcte TepMuH "amun" BKIIIO-
YaeT OCTATKH KHUCIIOT, B YACTHOCTH OCTATOK KapOo-
HOBOW KHCJIOTBI, TAaKOW KaK aJKWwiI- WIH apui-
KapOOHWIIbHAS TPYIITIA.

Hacrosimee wm300peTeHrMEe BKIIIOYAET TaKKe
croco0 moayuenus coequnenus Gopmysnsl (1) wiu
€ro COJM W/WIN COJbBaTa, BKIIOYAIOMICH B3amMO-
neiicteue coeaunenus Gpopmyist (111)

H A
<
H/N R (114}
rae R' u Ar' umeroT Te ke 3HadeHus, yto R u Ar B
BbIIIeonucanHoi Gpopmyie (1), WK MpeaCcTaBIAIOT
co00i1 TpynIy WM aToM, KOTOpPbIE MOXHO NpeBpa-
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TUTH B R min Ar, COOTBETCTBEHHO, ¢ COEANHEHHEM
(1) wam ero aKTHBHBIM ITPOM3BOIHBIM

rae R';, R, u R's uMeror Te e 3Ha4YeHus, 4ro Ry,
R, u Rj, coorBerctBenno, B dopmyne (l), wiu
NpeCTaBIsieT co0oil rpymmy, KOTOPYIO MOXKHO
npeBpatuTh B Ry, R, 1 R3 ¢ oO6pazoBanuem coemnu-
nenus popmysr (1b)

|

n—<

R'
R',

o

’d
R <
N~ Ry (Ib)
roe Ar', R, R, R, R'; uMeroT BblcyKa3aHHBIC
3HAYCHHS, U Jalee HeoOs3aTeNbHO OCYIIECTBISIOT
OJTHY WJIM HECKOJIBKO M3 OTMUCAHHBIX HIDKE CTAH:

(i) mpeBpamenue aro6oro u3 Ar', R, R';, R,
R';s B Ar, R, Ry, R;, R3, COOTBETCTBEHHO, KaK Tpe-
Oyercs, ¢ mojay4eHreM coequnerus Gopmyssl (1);

(ii) npespamenue coequnenus Gopmyisi (1) B
npyroe coequnaerne Gopmyssl (1);

(iii) momyuenue conu coequHEHHsS (HOPMYIIBI
() w/mmu ero conpBara.

[Noaxonsinye TPYIMITBl, KOTOPBIE MOXKHO IIpe-
BpaTUTh B JPYTHE TPYIIIBI, BKIIOYAIOT 3al[UIICH-
Hble (POPMBI YKa3aHHBIX TPYIIIL

CootserctBenno, Ar', R', R’y unu R'; kaxapri
npeacrasisier Ar, R, Ry win Rz, cooTBeTcTBEHHO,
WK MX 3alIUIICHHYI0 GopMy.

CootBercTBeHHO, R', mpencraBnseT rpymmy,
OTJIMYHYIO OT 3allMIIEHHOH (OpPMBI, KOTOPYIO
MOKHO TIpeBpaTUTh B R, 00BIYHBIMU cTIOCOOaMHU.

JKenatenpHo, 4TOOBI coeanHEHHE (GOPMYIIBI
(1) mprcyTCTBOBAIO B BHJE aKTHBHOIO MPOU3BOI-
HOTO.

ToaxOoasIM aKTUBHBIM TPOU3BOAHBIM CO-
enuHeHust popmysel (I1) sBasiercs mepexoqHas ak-
THBHpOBaHHAs (opma coeauHenus (opmynsr (1)
WITH IPOU3BOJHOE, TJe KapOOKCHIIbHAS IPyMNa Co-
enunenus Gopmynsr (1) 3amemena apyroit rpymn-
MOW WJIM aTOMOM, HampuMmep, KapOOKCHIIbHBIM Ta-
JIOTEHAHTHJPUIOM,  HPEANOYTUTENBHO  XJIOp-
aHTUPUIOM, WM a3WIO0M, WM aHTHIPUIOM Kap-
OOHOBO KHCIIOTHI.

Jpyrue noaxofsiiue aKTHBHbIC MPOHU3BOJI-
HBIE BKITIOYAIOT:

CMCIIaHHbIC AHTHIPHIHBIC (OpPMBI, 06pa3zo-
BaHHbBIC KapOOKCUIIBHOW YacThi0 coequHeHus (Hop-
mynsl (1) u ankunxnopodopMuaTtoMm; akTUBHPO-
BaHHBINA CJIOXHBIA 3(hUp, TAKOW KaK HHAaHOMETHJIIO-
BBl 3¢up, THO(EHWIOBBIH 3dup, N-HUTpOodEeHH-
JIOBBIH 3¢up, m-HUTPOTHOGCHUIOBBIH 3dup, 2,4,6-
TpuxiopheHUIOBEIH dup, MeHTaxIophHEHUITOBbII
a¢up, nmentapTopheHunoBeii 3¢up, N-ruapokrcu-
dbramumugaeiid 3¢gup, N-THIPOKCHITHTIEPUTUHOBBIH
a¢up, N-THIPOKCHCYKIMHUMUIHBIA 3¢up, N-
THIPOKCUOCH30TPHA30JIOBEIH d(up; B aibTepHa-
THBHOM BapHaHTe KapOOKCHIIbHYIO TPYIIY COCIH-
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HeHnus ¢opmyisl (1) MOXHO akTUBHPOBATH MpU
nomoru kapboamumuga wim N,N'-xapOoHwI -
MH/I2301a.

B3aumoneiictBrue Mexmy coeauHeHueM (op-
myist (1) wimm ero aKTHBHBIM TIPOW3BOAHBIM M CO-
enunenueM (opmyisl (111) ocymecTBasor B 00bIY-
HBIX YCIIOBHSIX, COOTBETCTBYIOIIMX KOHKPETHBIM
BBIOpaHHBIM coemuHEeHUsIM. OOBIYHO, KOT/Ia COeTH-
Henune ¢opmyisl (I1) mpucyTCTByeT B BUIE aKTHB-
HOTO MPOW3BOAHOTO, B3aMMOACIHCTBHE OCYIIECTB-
JISFOT NP MCIIOJIb30BAHUH TOTO K€ PACTBOPHUTEIIS
B TEX XK€ YCIOBHSAX, KOTOPBIC HCIOMIB3YIOT IS MMO-
Jy4eHUs] aKTHBHPOBAHHOTO MPOU3BOAHOTO, Mpen-
MOYTUTENBHO aKTHBUPOBAHHOE IPOHM3BOAHOE TO-
JAy4aroT in Situ mepen MOJyYEHHEM COEIMHEHHS
dopmyisl (Ib) 1 Hocie 3TOro MONyYarOT COETMHE-
aue popmyisl (1), WK €ro cob, /UK COIbBAT.

Hanpumep, B3aumopaeicTBHE MEXIy aKTHUB-
HBIM TIPOM3BOIHBIM coemuHenust ¢opmynasl (1) u
coenunenneM (opmynsl (/1) MOKHO OcyIIeCTBUTH
CJICTYIOLITMM 00pa3oM:

a) CHavajla MONy4YarT XJIOPAHTHUAPUI KUCIO-
THI M 3aTE€M COYETAIOT 3TOT XJIOPAHTHIPHUI C COCMH-
HeHnueM ¢opmyinsl (I11) B mpucyTcTBUE HeopraHu-
YECKOro WJIM OPraHHYeCKOr0 OCHOBAaHHS B MOJIXO-
JUIIEeM alpOTOHHOM pacTBOPHTENE, TAKOM KakK M-
MeTmihopMaMull TIPH TeMIlepaType B Mpeaenax oT
-70 no 50°C (mpeamoyTuTeapHO B mpeaenax ot -10
1o 20°C); wim

0) oOpabGarsiBaroT coequnerue Gpopmyist (1)
coenunenueM ¢opmyinsl (I11) B mpucytcTBuM moa-
XOMAIIET0 KOHACHCHPYIOLIETO areHTa, TaKoro Kak,
Harpumep, N,N'-kapOOHHITUMMHUIA30J, WIN Kap-
OomMMMHAA, TaKOro Kak JIHIHMKIOTeKCHIKapOo-
JIAAMHU]I, WITH N-numeTnnamuHonponui-N'-
STUIKAPOOJUUMHU, MPEANOYTHTEIHLHO B MPHCYTCT-
BUM N-TUAPOKCHOSH30TPUA30/a, HYTO TO3BOJISET
MOJIYYUTh MaKCUMAaJIbHBIH BBIXOJ MPOIYKTa W HU3-
Oexars paremusanuu (cM. Synthesis, 453, 1972), B
aTlpOTOHHOM PAaCTBOPHUTENE, TAKOM KaK CMeCh arle-
touutrpuia (MeCN) u Terparuapodypana, Harnpu-
Mep, cMeCh ¢ 00BbEMHBIM cOOTHOIIeHHEM 0T 1:9 mo
7:3 (MeCN:THF) npu TemmepaType B quamna3oHe
ot -70 o 50°C (mpeArnoYTUTENHHO B AUANIa30HE OT
-10 o 25°C).

[pennountaemMas cxeMa peakLUUM MpPUBEACHA
HIDKE Ha cxeme 1

Cxema 1
H
Oy OH O, "0—<:
. H 9
R . N = R'&R’
! SN R H R MeCH/THP 3:7 1 SNOR
3 . 0-20°C :
1] am (b)
rae Ar', R, R';, R, R'; umeroT Bbleyka3aHHbIe
3HAYCHUA.

XKenatenapHo, 4TOOBI COeqUHEHHE (HOPMYJIbI
(Ib) mMoxHO ObLTO MpeBpaTUTh B coeAnHeHHE (HOp-
mynsl (I) win omgHo coemunenue ¢opmynsl (1)
MOKHO OBLIO MPEBPATUTh B JAPYroe COCAWHCHHE
¢dopmynsr (I) myTeM B3aMMONpEBpAICHUS TTOIXO-
X 3aMectuTeneid. Takum obGpasom, ompene-
nennsle coeaunenus ¢popmyinst (1) u (Ib) ucmoss-
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3YIOTCSl B Ka4eCTBE MPOMENKYTOUHBIX COEAMHEHUMN
JUIsl TIOJyYeHUs] JPYTUX COEAWHEHHUI 10 HACTOs-
eMy U300pETEHHIO.

COOTBETCTBEHHO, HacTosIee HN300peTeHHE
TaKKe BKIIOYACT CIOCOO MONYyYEHHs COCIMHEHHS
¢dopmynsr (1), WM ero coiu, W/WIM COJbBAarTa,
BKJIIOUAIONIMI TpEeBpaIlleHHe COCIUHEHHs BBIIIIC-
ykazanHoi Qopmynsl (Ib), roe, mo menbuIel Mepe,
omun u3 Ar', R, R';, R'5, R'; He sBastercs Ar, R, Ry,
R,, R3 COOTBETCTBEHHO, C MOTYYEHUEM COETHHEHHS
dopmyist (1); 1 nanee, ecnu TpebGyeTcsl, OCYLIECTB-
JICHUE OJTHOM WJIM HECKOJIBKUX CIIEAYIOUIUX HEOOs-
3aTENbHBIX CTaUI:

(i) mpeBpamienne coequnenus popmyisl (1) B
npyroe coequnaerre Gopmysl (1);

(il) monyuenue comu coenuHEHUS (HOPMYIIBI
() w/unu ero conbBaTa.

COOTBETCTBEHHO, B COCOUHEHHH (DOPMYIIBI
(Ib) mepemennsie Ar', R, R';, R's npeacraBisior
coboit Ar, R, Ry, R3, cOOTBETCTBEHHO, MU K€ UX
3amuienasie popmbl, a R'; mpeacraBnsier coOoit
IPYIIY WX aTOM, KOTOPBI MOXHO MPEBPATUTh B
R, ¢ mOMOIIbI0 OJTHOM MITH HECKONBKUX CTAIHM.

XKenarensHo, o0l R'; mpencraBmsin cobo
OH wnnau NH,.

IIpeBpamenue moboit rpymmsr Ar', R', R'y nnn
R's B Ar, R, R; mim R3, koTOphIe, Kak yKa3bIBAIOCH
BBIIIEe, OOBIYHO SIBJISIOTCS 3alTUIICHHBIMH (opMa-
mu Ar, R, R; mim R3 MOXXHO OCYyIIECTBUTH MPH HUC-
MOJIb30BAaHUU COOTBETCTBYIOIIMX OOBIYHBIX YCIIO-
BUH, TaKUX KaK COOTBETCTBYIOIASI METOJMKA Y/a-
JICHUS! 3alIUTHBIX TPYIIIL.

[pespamenue mo6oit rpynmsl R'; B R; Mox-
HO OCYIIECTBUTH TPH HCIOJIb30BAHUU COOTBETCT-
BYIOIIMX OOBIYHBIX PEAreHTOB U YCIIOBHI.

Hanpuwmep, xorna R'; sBisercs OH, coenu-
nenust popmyisl (1b) MoXHO npeBpaTHTL B COENHU-
nenust popmyist (1), Kak onucaHo Ha cxeme 2

CxeMa 2

NH~"
d}w

NHaey EIOH
cat NaCN
120°C 120

NH- A
R

o /OGOA,

R, )

>

N7R,
rae Ar', R, R';, R, R'3 u X uMeror 3HaueHus, yka-
3annbie B popmyie (1), N uMeeT 3HaUeHHE, KaK yKa-
3aHo B (hopmyrie (1) WM Kak KOHKPETHO yKa3aHO B
cxeme 2, a L; mpezacraBisier co0OH  yXOMSIIYTO
IPYINIly WIM aTOM, TaKOW KaK aTOM TrajoreHa, Ha-
TIPUMEP aTOM XJIOpa WiIH OpoMa.

Ha cxeme 2 X ssiercs COOEt.
B uactaoctu, xorma R's sBisercs OH, stor
pamuKan; MOKHO aJIKHJIHMPOBATh ajlKuiramrohopmua-
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TOM WJIM ()-TAJIOATTKAIOBBIM CIOKHBIM 3(HUPOM HITH
(- TaNOANKIIHUTPUIIOM; HaIpUMep, KOTAa ero ai-
kumpyrot stunopomaneratom U Ko,CO3 B TT'®, To
MOJYYaT 3-3TOKCHKAPOOHIIMETOKCH MPOU3BOJI-
Hoe. [lonydeHnas supHas 4acTb MOXKET OBIThH 3a-
TEM THAPOJIN30BaHA TPH HATPEBAHHWU C OOpPATHBIM
XOJIONMWIHHUKOM B KoHIeHTpupoBanHoi HCI, nmm
nepeaMuIupOBaHa aMMHAKOM, IIEPBHYHBIM HIJIH
BTOPHUYHBIM aMHHOM B 3TaHOJE B Ka4eCTBE PacTBO-
puresst, mpu Temmeparype or 20 mo 120°C, Bos-
MOXKHO B MPUCYTCTBUM KAaTaJUTHYCCKOTO KOJHMYE-
crBa NaCN (cwm. J. Org. Chem., 1987, 52, 2033).

Ha cxeme 3 R,=OH mnpespamamor B W
aMHHOQIIKOKCH TPYIITy B3aUMOICHCTBHEM C O
opomoankmwidramumuaoM u K,COz B Kumsem
TI'® c¢ mnomydeHueM (TATMMUAO0ATKOKCHUILHOTO
MPOU3BOTHOTO, KOTOPOE, B CBOK OYEPE.b, THIPO-
JU3YIOT TUAPA3UHTUAPATOM.

AMUHHYI0 (DYHKIHMOHAJIBHYIO TPYIITY IOJY-
YEeHHOTO  (W-aMHUHOAJIKOKCHJIBHOTO — 3aMECTHTEIS
MOXXKHO  3aTeM  alWIupoBaTh  (peHMII(AIKII)-
XJIOPAHTUAPUIOM KHUCIIOTHI, TaKUM KakK OCH3OMII-
xnopu, u tpudTanoidamMud B CHLCl, miam MoxHO
MOJBEPTHYTh BOCCTAHOBUTECIFHOMY aMHHHPOBA-
HUIO ¢ OCH3KOHICHCHPOBAHHBIM ITUKIHYECKUM Ke-
ToHOM, Hampumep 2-unmanonom, u NaCNBH; B
METaHOJIC TPU KOMHATHOH Temmepatype (cm. J.
Am. Chem. Soc., 1971, 93, 2897).

Cxema 3

O NN
.3

Ll
>=0
w01 yei3
‘NaCHBiy
MeOH 11
NH

[ <N o
*&Jm’"‘u*w@
NTOR,

roe Ar, R, R, R, R'; uMmeoT Bblleyka3zaHHbIC
3Ha4YeHUs, X'y MPEICTABIACT co00i X;, Kak ommca-
HO BbIlIe B hopmyse (1), i 3aumieHnyo hopmy
3TOrO paaukana, (uukamdeckuit CO) mpencTaBiseT
co00#1 5-9-wJIeHHYI0 NUKIOAJKWIBHYIO TPYHILYy C
SIMHAYHBIM HWIM KOHICHCHPOBAaHHBIM KOJIBIIOM,
rIe OAMH WM JIBa aToMa KoJIblla HeoOs3aTelIbHO
3amenteHbl Cy g aJKHIOM, IPHYEM YKa3aHHOE KOJIb-
10 HeOOs3aTeIbHO KOHACHCUPOBAHO C MOJTyYSHHUEM
OCH30JILHOTO KOJbla M yKa3aHHOE KOJIBIO TaKXkKe
COJICP’KUT OKCOTPYIIITY.

Korma R, mpencraensier co6oit NHy, coenu-
Henus (Ib) MmoxHO mpeBpaTuTh B Apyrue coequHe-
Hus Gopmynsl (1) wmu (Ib), kak omucaHo Ha cxeme
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Cxema 4
NH--A"

° pexd Q
R . wco K
¥NCO eg. z z HN
L0 « O oy
3 o, " R, ©

x._‘«m,)‘ﬂeol €.g. EI00C-{CH,)NCO

O NH-A

R
"-Qg\LE""’J"‘"‘“’-m
NTOR,

rae Ar', R, R'y, R, R'3 1 n uMeroT BhIlICyKa3aHHBIC
3HaueHwus1, Y' COOTBETCTBYET Y, 3HAUCHUST KOTOPOTO
ykaszanbl B popmyne (1), unu npencrasiser coboit
3aIIUIICHAYIO ero Gopmy, X's UMEET Te JKe 3Haue-
Hust, 4ro Xs, Kak ykazaHo B Qopmyie (1), wiu
MIPEACTaBIsAET COOOH 3alMINEHHYI0 (OpPMY DTOTO
paauKkaia, a g UMeeT Te )Ke 3HAUeHHs, yKa3aHHbIe B
¢dopmyie (1). B wactrHocty, koraa R, npeacrasiseT
cobori  NH,, denmn(ankwn)ypenonpou3BOIHOE
MOJYy4aroT B3auMojeidcTBueM ¢  (eHmm(aaKu)
n3onuanatom B CH,Cly/TT®/CH;CN mpu 40°C.
AHanornyHeiM 00pa30M CHHTE3UPYIOT ITOKCHKAp-
OOHUITANKUITYPEUIOTIPOU3BOIHBIE U3  COOTBETCT-
BYIOIIMX  3TOKCHKAPOOHWIATKIIM30I[MAHATOB B
TId/AM® nmpu 60°C. lanee, MpoMexyTOUHBIH
MEPBUYHBIN aMHH, ONMUCAaHHBIA B cxeme 3 (rme Ro
npexacraBiaser co0oit -O-(CH,)-NX X5, rme X; u
X, oba mpeacTaBistOT COOOW BOAOPOS) MOXKET
ObITh TpeBpaiieH B coeaunenne Gopmyisl (1), roe
oauH win 00a X1 U X, MPEACTaBISIOT COOO0H apui-
Cy.e-anku, rerepoapuii-Cy g-ankui wim yacts -CO-
T-CO-Ty, roe T u T; uMerOT 3HaYCHUS, YKa3aHHBIC
Boiie B (opmyie (1), ucrmonn3ys peaximu, npuse-
JICHHBIE HA cxeMme 5
Cxema 5

o NH.<;r o "“<:
O-{CH,;:NH-{(CH,1:NH,
OO D
NSy NTORY

Ry
Wt (CHO
Y‘“ O NH A
-
{ﬁwﬁwﬂ’w
Rl'

SNTR, Weep

o o

o Y uo;

° [

+
0. Ar

CICOCH=CHCOOmRY NH<
”
w ‘&NCWW@‘%M
Al S,
N7R:
O NH A *
‘&oﬁwﬂﬁnmnmﬂmw
Ry 1
SNTOR,

\omnp—n
ana

o,

<
. ‘d}wwmcnmucoou
T
SNRy

rae Ar', R, R';, R'; uMeroT BbIllcyKa3aHHbIC 3HAUC-
HUSL.

CoOOTBETCTBYIOIIHE MPEBPALICHUS OJJHOTO CO-
enunenns Qopmyisl (1) B apyroe coeaMHeHHE
¢dopmyasl (1) BKIIOYAIOT MPEBPAIIEHHs, B PE3YIIb-
TaTe KOTOphIX oAHy Tpymmy R, Ry, R, mimm R3 npe-
BpamarmT B Apyryio rpymmny R, Ry, R, mnmm Ra, co-
OTBETCTBEHHO, IMPUYEM YyKa3aHHbIC MPEBPALICHUS
yIO0OHO OCYIIECTBIISITH Yepe3 COOTBETCTBYIOIINE
rpymner Ar', R, R';, R, R'3 ¢ ucnons3oBanuem
OOBIYHOM METOAUKH, HAIPUMED CIIOCOOOB, OMUCAH-
HBIX Ha cxeMax 2, 3 U 4 BhllIeE.
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Kak ymomuHanock paHee, coequHeHus (op-
myitst (1) MOTYT CyIIecTBOBaTh B BHJIC HECKOIBKHX
CTEPEOU30MEPOB, H CHOCOO TIO0 M300PETCHHIO ITO0-
3BOJISIET IOJy4aTh PalleMaThl, a TAKXe DHAHTHO-
MepHOYHUCThIE (GOpMbI. COOTBETCTBEHHO, HHCTBIHN
sHaHTHOMEp coenuneHus Gpopmyisl (1) momywaror
B3alMOJEICTBUEM COEOUHEHMS BBIIICYKa3aHHOM
¢dopmyist (1) ¢ COOTBETCTBYIOMIMM HAHTHOMEPHO-
YHCTBIM TEPBUYHBIM aMHHOM (opmyisl (I118) wmu
(IMc)

H . Y AF
DA
wNfoR N ('H
H
(lla) (c)

rae R' m Ar' umeror BbllleyKa3aHHbIE 3HAUCHHMS, C
nosyyeHueM coeaunenus popmyael (I'a) un (I'c)

H Ar H Ar
Y —(... R o N n
H R
~ sz \ “ad l Rlz
R'; ~ I Ry ~
N R'3 N R'3
T'a) I'c)

rae Ar', R, R'1, R, R'; umeroT Bbleyka3aHHbIe
3HAYCHMUS.

Coenunenust popmyisl (I'a) mm (I'c) moxHO
3aTeM NpeBpaTUTh B coeanHenus opmyn (la) nm

(Ie)

H Ar i Ar
(e} N _ﬂ"u R fo) N —(n H
H R
= R, ~ R,
R} <) R; <!
N7 TR, N TR,
(a) (e)

rae Ar, R, Ry, Ry, Rz uMmeroT BeImeyka3zaHHbIe 3Ha-
YeHusl, crnocobamMy MPEBPALICHUs, OMHCAHHBIMU
BBILIIC.

Coenunenus popmyist (11), rne R, mpencras-
aster coboit OH mim NH; n 3ammimennsie Gopmsl
TaKMX COCAWHCHHH SIBISIFOTCS JHOO H3BECTHBIMH
COCMMHCHUSIMH, JTHOO HX TOJNYYarT Crocodamu,
UCTIONB3YyEMbIMU JIJIS TOJYYCHHUS] W3BECTHBIX CO-
CIMHEHUH, Hampumep, 3-TUIPOKCH-2-peHun-4-
XHHONMHKapOoHOBYIO KkHcnoty (R, mpeacraBiser
coboit OH, CAS=[485-89-2]) mosayuaroT criocoda-
MH, onucaHHeiMu B mareHre CIIIA 2,776,290
(1957); a 3-amuHO-2-(heHHI-4-XUHOIUHKAPOOHO-
By1o kuciory (R, sBiusercs NH,, CAS = [36735-
26-9]) mosyyaroT crnoco0aMM, ONHUCAHHBIMH B
Chemical Abstract 77:61769u (cm. Xum. Tetepo-
uuki. Coenun. (1972), 4, 525-6).

XKenartenapHo, 4TOOBI B X01€ JIF000H U3 BbILIE-
yKa3aHHBIX  peakuuii  mrobas  peakIMOHHO-
CIOCOOHAsl TPyMIa B MOJICKyJie BEIECTBA MOIJIa
OBITh 3aIlMILICHA B COOTBETCTBHHM C OOBIYHON XH-
MHUYECKOU MPaKTUKOM.

IMoaXoQsIIMMHU 3alIUTHBIMUA TPYIIAMH B JIO-
00li BBHINICYKAa3aHHON PEAKINH SBJISIOTCSI TPYIIIIHI,
O0OBITHO MpUMEHsIEMBbIC B TIOJI0OOHO MpakTuke. Ha-
npuMep, MOIXOJSIINE TUAPOKCHIbHBIC 3allUTHBIC
TPYINbI BKIIOYAIOT OCH3WI WM TPHATKHICHINIb-
HYIO TpyImy. AMHHOTPYINY OOBIYHO 3alIUIIAOT
(9-dropenmnmeTokcukapoonmn)amuao| PMOK
AMUHO|TPYIIIOH.
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CrnocoObl  00pa3oBaHMsI W yJalleHUS! TaKHX
3aIIUTHBIX TPYIH SIBJSIIOTCS OOBIYHBIMH crocoOa-
MH, COOTBETCTBYIOIINMH TEM MOJIEKYJIaM, KOTOpPBIE
MIPEACTONT 3ammmarh. Hampumep, OeH3MIOKCHITB-
HYIO TPYIITy MOXHO TOJXYIUTh 00pabOTKOW COOT-
BETCTBYIOIIETO COCTUHECHUS OCH3MITAJIOTCHUAOM,
TakKUM Kak OEH3WJIOPOMHI, a IIOCJIe DTOrO0, €CIH
Tpedyercsi, OEH3UIBHYIO TPYIILY MOXKHO YIAJIUTh,
HCTIONB3Ys KaTAIUTHYCCKOE THAPUPOBAHUE, WK KE
IPHU TIOMOIIH CIA00TO 3(PUPHOTO OTIICIUISIONIETO
peareHTa, TaKOro Kak TPUMETWJICHIMIHOIMI MU
Tpubpomun 6opa. PMOKamuHOrpynmy mosy4aror
B3aMMOJICHICTBHEM aMHHHOTO COCIUHCHHUS C XJIO-
paaruapungom ®MOK B pacTBopuTene, TakoM Kak
METHJICHXJIOPUJ, IPEIIOYTUTENHEHO B IPUCYTCTBUH
TPUSTIIIAMHHA, M OOBIYHO MpPHU TEMIIEpaType OT
HU3KOW 10 TEMIIepaTypbl OKpYXalollew Ccpeabl,
Hanpumep, ot 0°C 10 TeMIepatypsl OKpYyKaromiei
cpenpl. ['pynmy ®MOK ypansior o6paboTkoi op-
TaHUYECKUM OCHOBAHHEM, TAKUM KaK TUITUIAMUH.

Kak ykazaHo BbIIie, coemuHEHUS (HOPMYIIBI
(I) obmamaror moJe3HBIMH (hapMaleBTHICCKHUMH
CBOWCTBaMH, COOTBETCTBEHHO HacTosiee Hn3o0pe-
TEHHE MpeAiaraeT CHocod NPUMEHEHUs! COeanHe-
uust popmynsr (1) wim papManeBTHYECKH IPUEM-
JIEMOH COJIM WM COJbBATa ATOTO COCNWHCHHUSA, B
Ka4yecTBE aKTHBHOTO TEPANEBTHUECKOTO BEIIECTRA.

Janee, HacTosmee m300peTeHnE MpeIaraer
(hapMareBTHYECKYI0 KOMIIO3HIIMIO, COACPKAIIYIO
coenunenne Gopmyist (1), wim papmareBTHIECKA
NIPUEMJIEMYIO COJIb WIIM COJIbBAT 3TOTO COEJUHE-
HUS, U (hapMaIleBTUICCKH PUEMIIEMBIA HOCUTEIIb.

Hacrosmee m300peTeHre TakKe Mpeniaract
npuMeHeHne coeauHeHus ¢opmynsl (1) win dap-
MAaICBTHYCCKH MPHUEMIIEMOW COJIM WJIM COJbBaTa
9TOTO COCJMHEHUS JJIs IMPOU3BOICTBA MEIMKAMCH-
TOB JUIsl JICUEHHUS] COCTOSTHHUM, KOTOPBIE XapaKTepH-
3yIOTCSL 4YpE3MEpPHOM CTUMYIISIMENH pelenTopoB
NK, u NK; TaxukuHrHA ¥ 3a00JIeBaHUN IEHTPAITb-
HON HEPBHOM CUCTEMBI.

[TomuMo BBIIIEYKa3aHHOTO, OTHEIHHBIE CO-
eIMHEHUs MO0 HM300pETeHHIO 00JaaloT CEIeKTHB-
HBIM JICHCTBHEM B OTHOIICHUH IEPUPECPUICCKON
HEPBHOW CHUCTEMBI. DTU COCIMHCHUS XapaKTCpH3y-
FOTCSI TEM, YTO OHH OOJIAJal0T JOCTATOYHOMN THIPO-
(WILHOCTBIO, TaK YTO, MO CYIICCTBY, OHHU HE TPO-
XO/AT yepe3 6apbep KPOBH/TOJIOBHOW MO3T: MX THJI-
POPMILHOCTD JIETKO U3MEPUTH TP IMOMOIIN OOBIY-
HBIX (U3UKO-XMMHYECKHX CHOCOOOB, TaKMX Kak
m3Mmepenue koddpdumnuenta pazgeneHus (logP u
ALogP) 1 nerko npoBepuTsb iN ViVo, HarpuMep, OpH
ITOMOIIM OIICHKH OTHOCHTEIBHBIX YPOBHEH coenu-
HEHHS B IUIa3Me€ IO CPaBHEHHIO C MO3TOM IOCTE
BBEJICHUS O3Bl )KHBOTHOMY.

KoadpdunmenTsl  pasmeneHus  ONpenelistoT
OOBIYHBIMU CIIOCOOAMHM, TAKUMH KaK CITIOCOOBI, pac-
KpbiThie B padorax A. Leo et a., in Chem. Rev.
1971, 71,525, R.C. Young et a., in J. Med. Chem.
1988, 31, 656 umu P. Seiler in Eur. J. Med. Chem.
1974, 9, 473.

Taxol MeInMKaMEHT W KOMIIO3HIIMIO II0 H30-
OpETEeHNIO MOXKHO TOJYYHTh CMEIIMBAHUEM COCIH-
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HCHHS MO W300PETEHUIO C COOTBETCTBYIOIIUM HO-
cutenieM. OH MOXET coIepkaTh pa30aBHTEb, MO-
TUGUITIPYIONTYIO NOOaBKY, HAIOJHUTENb, Pa3phIX-
JISIONTUHN areHT, apoOMaTH3aTop, KPACUTENb, CMa3bl-
BaIOIIee BEIIECTBO WJIM KOHCEPBAHT.

DTN OOBIYHBIE NOOABKH MOXXHO TPHMEHSTb,
HanpuMep, IS MMOJYYCHUS KOMITO3HUIIUN ¢ M3BECT-
HBIMH arcHTaMH JUIS JICYCHUS YKa3aHHBIX COCTOS-
HUH.

[IpenqnouruTensHO, 4YTOOBI (apmareBTHIC-
CKasi KOMIO3HIUS 0 U300PETEHUIO HAXOIWIAChH B
SIMHUYHOW T03MPOBaHHOM (popme u B popme, npu-
TOMHOM JIJIS UCIIOJIB30BAaHUS B MEIUIMHE WIIH BETE-
puHapun. Hampumep, Takume mpemapaTsl MOTYT
OBITh B YIAKOBAHHOM BHJIE C NMHCHMEHHBIMHU WJIH
MEYaTHBIMA WHCTPYKIUSMHU TI0 WCIIOJb30BAHUIO B
KauecTBe areHTa IS JICUCHHUS] YKa3aHHBIX COCTOS-
HUH.

Tonxoasmuii quama3oH 103 I COeTUHEHUHN
MO HACTOSAIMIEMY H300PETCHHUIO 3aBUCHT OT HCIOJb-
3yeMOTr0 COCIAMHCHHS U OT COCTOSHHS IAaIlUCHTA.
OH Oyzer 3aBHCETh TaKXe, MOMHMO MPOYETo, OT
COOTHOIIICHUSI MEXIy aKTUBHOCTBIO U CIIOCOOHO-
CTBIO K a0COPOIMH U OT YaCTOTHI M ITyTH BBEICHUS.

CoeaHEeHNE WM KOMITO3UITUS TI0 HU300peTe-
HUIO MOXXET OBITh MPHUTOTOBICHO IS BBEIACHHUS
JOOBIM CITOCOOOM, TIPEIMTOYTUTEIHHO B STUHUIHOMN
JIO3UPOBAaHHON (opMe WM B Takod (opme, dTo
TAIMEHT MOXKET CaM BBECTH OJHY J03Y. JKemaremns-
HO, YTOOBI KOMIIO3UITHS OblIa TPUTOTHA JIJIST TIEPO-
PANBHOTO, PEKTAIBHOTO, MECTHOTO, MapeHTEepPaNb-
HOTO, BHYTPHBCHHOTO WJIH BHYTPHUMEIIICYHOTO
BBeZicHUs. [IpemapaTtbl MOTYT OBITH H3TOTOBJICHEI
TakuM 00pa3oM, UTO 00CCIICUMBACTCS 3aMEIJICHHOE
BBICBOOOKJICHHE aKTUBHOTO HHTPEIUCHTA.

Kommnozuiuu Moryt ObITh, Hanpumep, B (op-
Me TalJeTOK, KamcyJs, calle, amiyJj, OpPOIIKOB,
TpaHyJI, JIeTIelIeK, BOCCTAHOBUMBIX TIOPOIITKOB HITH
JKUAKUX KOMIIO3UIIMMA, HAIpPUMeEp PacTBOPOB HIIH
CYCIIEH3UM, U CBEUEH.

Komrmosuiinu, Harpumep KOMITO3WIUH, TPH-
TOJHBIC JUIS TICPOPANHLHOTO BBEICHUS, MOTYT CO-
JiepKaTh OOBIUHBIC MOOABKH, TakHe Kak Moau(u-
mupyroomue 100aBKY, HApUMEp CHPOIM, KaMe[b,
JKENATHH, COPOWT, TPAarakaHT WU MOJHUBUHILIIHP-
POTUIOH; HATIOJHUTEIH, HAPUMEP JIAKTO3Y, caxap,
KyKYpy3HbIH Kpaxmal, ¢ocdar KaabLus, cOpOUT
WIA TIMIMH, BEIIECTBa, [eJlafolne TaOJeTKH
CKOJIB3KMMH, HalpUMEp CTeapaT MarHus; pa3phiX-
JISTFONITME areHThI, HApUMEp KpaxMall, IMOJTMBUHIII-
MUPPOJIUIOH, HATPUH KpaxMall TIIMKOJISAT WU MHK-
POKpHCTAIUIMYECKasT IEJUTI0N03a; Win (papmares-
TUYECKH TIpHEeMIIEMbIe T00AaBKH, TaKWe KaK JIaypHII-
cynb(haT HaTpHs.

TBepapie KOMITO3UIIMKA MOXHO TOIXYYHTh TPU
ITOMOIIY OOBIYHEIX CIIOCOOOB CMEIIMBAHUS, HAIIOI-
HeHus, TabneTupoBaHus u T.m. [loBTOpHOE Tepe-
MEIINBAHUE MOKHO MCIOJIL30BaTh JJIS TOTO, YTOOKI
AKTUBHBIN PEarcHT PacIpeICIUiC B TeX KOMIIO3H-
IUSX, TJI€ WCIIOIB3yeTCsl OOJIBIIIOE KOJUIECTBO Ha-
nonuuTener. Korga KOMITO3HMIIMST HaxXOJIUTCSI B
(dhopme TabIETOK, TIOPOIITKA WM JICTICIIKH, MOXET
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MPUMEHSTHCS JIF0OOW HOCHTENb, MPUTOIHBIA JUIS
MONYyYCHHUSI TBEPABIX (hapMaleBTHUCCKUX KOMIIO-
3ULUH, TpUMepaMH SBIAIOTCS CTeapaT MarHus,
KpaxMmaJ, TJIFOKO3a, JIaKT03a, caxapo3a, PHCOBasd
MyKa U Men. TaOJeTK MOYHO IMOKPBITh 000J04Y-
KaMH{ [PH TTOMOIIM M3BECTHBIX CHOCOOOB, OOBIYHO
MIPUMEHSEMBIX B (hapMaIleBTHICCKON MpPaKTHUKE, B
YaCTHOCTH DHTEPOCOTIOOMIBHBIMA  00O0JIOYKAMHU.
Komnozuiust MokeT OBITh TaKkKe B (pOopMe mepeBa-
pUBaeMoil B jKeJyJIKe KarcCyJibl, HalpUMep, U3 Ke-
JIaATUHA, COJleprKallell coelMHEHUE, MPU >KeJIaHUH C
HOCHTEIIEM HITH JPYTUMU T0OaBKaMHU.

Kommnoszuuuu 1j1s nepopaibHOTO BBEACHUS B
BHJIE JKUJKOCTEH MOTYT OBITH B (hopme, HampuMmep,
SMYJIbCHH, CHPONOB, N 3JIUKCHPOB, WIH MOTYT
MIPEACTaBIATE COO0M CYyXOW MPOMYKT, MOJICKAITHI
PACTBOPEHUIO B BOJE WJIHM B JAPYTOM ITOAXOISIIEM
pacTBopuTeNie TEpeln ero HCIOJIh30BaHHEM. Takue
KHUJIKAE KOMITO3UIIMA MOTYT COZIEP)KaTh OOBIYHBIC
Mo0aBKH, TaKWe KaK CYCICHAMPYIOIIWE arcHTEHI,
HaTpuMep, COPOUT, CHPOI, METHIICIUTIONO03Y, XKe-
JATHH,  TUAPOKCHATHIIEIUTION03Y,  KapOOKCH-
METHIIIEIUTION03Y, CTeapaT allOMUHHS B Telieo0-
pasHoii popme, THAPUPOBAHHEIC CHEOOHBIC YKUPHI;
AMYJILIaToOphl, HANPUMEP JICIUTHH, COPOUTAHMO-
HOOJIeaT WJIM KaMe[b; BOJHbIE WK 0e3BOJHBIC HO-
CUTENH, KOTOphIe BKIIOYAIOT CheAOOHBIC Maca,
HalpuMep MHHJAIBHOE Macjo, (QpaKIMOHUPOBaH-
HO€ KOKOCOBO€ MAacilo, MACISTHUCTBIC CIIOJKHBIE
3(hupsl, HampuMep TIULIEPUH, WIH MPOTHICHTIIHU-
KOJIb, WJIA STWIOBBIH CIHPT, TIMALCPUH, BOIY, HWIH
(PU3NOTOTHYECKUI PAaCTBOP; KOHCEPBAHTHI, HAIPH-
Mep METWJI WM MPOMII M-THAPOKCHOSH30aT HIIH
COpOHMTAaHOBYIO KHUCIIOTY; & TaKXe, MPH JKEIaHWH,
OOBIYHBIC APOMATH3ATOPHI HJIH KPACHTEIIH.

CoeMHEHHST 0 HACTOAIIEMY H300pETECHUIO
MOXHO BBOJWTH TaKKe HEMEePOPAIBbHBIMHU CIIOCO-
6amu. B coorBeTcTBHM ¢ OOBIYHBIME (papMaIieBTH-
YECKUMU TIPOIEAYPAMH KOMIIO3UIIMA MOXHO H3TO-
TaBIWBAaTh, HATIPUMEP, JJII PEKTATHLHOTO BBEICHHS
B Bujie cBeuel. KoMmo3uiuu Takxe MOXKHO H3TO-
TOBHUTH B BUJIC BOJHBIX MM OC3BOJHBIX PAaCTBOPOB,
CYCIEH3UI UM SMYJIbCUN Il UHBEKIHH ¢ npuMe-
HEHHEM JF000H (apMaleBTHYeCKH IMTPHEeMIEMOH
KHUJIKOCTH, HATIPHIMEP CTEPIBHON OSCIHPOreHHON
BOJIbI, WJIM Macjia WIM CMECU >KHJIKOCTEH, mpuem-
JIEMBIX JJIs TapeHTepaIbHOro BBeACHU. KUIKOCTh
MOXET COJepKaTh OaKTEPHOCTATHUECKUE AarcHTHI,
AHTHOKHUCIINTENN U Ipyrue KOHCEpPBAHTHI, Oydeps
WM PAacTBOPEHHBIE BEIIECTBA, KOTOPHIE [ENIAIOT
pacTBOp M30TOHUYECKUM KPOBH, 3aT'yCTUTENH, CYyC-
MIEHUPYIONINE areHThl WU Jpyrue QapmareBTu-
YECKH TpueMiIeMble A00aBku. Takwe JieKapCTBEH-
HBIC MPETapaThl H3TOTABIMBAIOT B BHJIC OTICIBHBIX
JI03, HAIpUMEp, B aMmIlyJlaX WIA B OJHOPA30BBIX
MPUCTIOCOOICHUSAX JUIS MHBCKIMA, WIH B (Qopme
HECKOJIbKUX /103, HallpuMep, B OYTBUIKAX, U3 KOTO-
PBIX MOXXHO H3BJIeUb HYXHOE€ KOJUYECTBO, WIH B
(dopMe KOHIIEHTpaTa B TBepAOH (hopMe, KOTOPHIHA
MOXHO HCTIOJIb30BaTh JJIsi TMPHUTOTOBJICHUSI Tpera-
pata Juisi UHbEKIUN.
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CoequHEHHsT 10 M300pPETEHHI0 MOXHO BBO-
JIUTh TAKXKe IyTEeM MHTAISILHUIA Yepe3 HOC WIIH POT.
Takoe BBeneHHE OCYLICCTBIISIOT, HCIOJB3Ys Mpe-
napatuBHbIe (OPMBI B BHJE CIIPEEB, COACPIKALIMX
COeIMHEHUE TI0 M300PETeHUIO W MOJIXOJSIIUI HO-
CHUTENb, HEO00s3aTEeJIbHO CYCICHAMPOBAHHbBIE, Ha-
npUMep, B YTIEBOIOPOAHOM MPOMEIUICHTE.

[MpeanoyTuTenbHbIE MpenapaTuBHBIC (HOPMBI
B BHJIC CIIpes BKIIOYAIOT U3MENBUCHHEIC 0 pa3Me-
POB B HECKOJIbKO MUKPOH YacTHIBI COCIUHCHUS B
COYCTAHUM C TTOBEPXHOCTHO-aKTHBHEIM BEIICCTBOM,
PACTBOPHTENIEM WJIH JUCHCPTHPYIONINM arcHTOM
JUTSL TIPEOTBPALICHUS OCAXIICHHS CYCIICHIANPOBaH-
HBIX 4YacTHil. [IpeAnoYTUTEIbHO pa3Mep HacTHUIl
COEMHEHU OKEH COCTaBJIATh OT OKoio 2 no 10
MHKPOH.

Eme omnu crroco0 BBeneHUS COSOTUHEHUI 10
M300PETeHUIO BKJIIOYACT YPECKOXKHOE BBEICHHE
MIPY MCTOJIb30BAHUH NPEMapaTUBHBIX (opM B Bue
TUTACTHIPSL.

[peamoutuTenpHas mnpenapaTuBHas (opma
COJICPXHUT COCAMHEHHUE MO0 M300PETCHUIO, TUCTICp-
THPOBAHHOE B aJre3WBe, YyBCTBUTCIHHOM K JaBIic-
HUIO, KOTOPBI 00NIaiaeT aare3neld K KoxKe, TAKUM
00pa3oM MO3BOJISISI COSTUHEHUIO TUGGYHIUPOBATH
W3 aAre3uBa uepe3 KOXKY, IOCTaBJss aKTHBHBIN
areHT B OpraHu3M nanuenra. J[js Toro 4ToOsI upe-
CKOXHasi abcopOIus mpoxoauia C IMOCTOSHHOM
CKOPOCTBIO, MOYKHO HCIIOJIb30BaTh a/['€3WBBI, YYB-
CTBUTENbHBIC K JABICHUIO, TAKUE KaK MPHUPOAHBII
Kay4IyK HIH CHIIHKOH.

Kak ynomunanocs Beime, 3hdhekTuBHas 103a
COCJIMHCHUS 3aBUCUT OT TOT'O, KaKO€ COCIAMHCHUC
KOHKPETHO TPHMEHSCTCS, OT COCTOSIHHS TTallCHTA
U OT 4YacTOThl W cmocoba BBeaeHUs. EnuHudHas
no3a oobraao conepxut ot 20 mo 1000 mr, mpen-
noururesbHo 30-500 mr, B wactHocTH, 50, 100,
150, 200, 250, 300, 350, 400, 450 wmu 500 wmr.
KoMmo3uiuo MOKHO BBOAUTH OJUH WM HECKOJb-
KO pa3 B CYTKH, Hanpumep 2, 3 win 4 paza B CyTKH,
U CyMMapHasi CyTOYHas 1032 Uil B3POCJIOTr0 BECOM
70 xr oObryHO Haxoautcs B muamazoHe ot 100 nmo
3000 mr. AnmpTepHaTHBHO, €JMHUYHAs 1032 OyaeT
conepxath OT 2 10 20 MI aKTHBHOTO WHTPECIUCHTA
U €€ BBOJSAT MHOTOKPATHO, CCITH HEOOXOIMMO, IS
BBCJICHUS BBIIICYKA3aHHOW CYTOYHOM JTO3BI.

Hukakux HeXeaaTeNbHbIX TOKCHKOJIOTHYE-
CKHX JEHCTBUH COENWHEHUH MO W300pETEHUIO HE
OXKMJAETCsI, MPU BBEJCHUU WX B COOTBETCTBUH C
HN300peTECHUEM.

Hacrositiee u300pereHne Takke pacKpbIBacT
Croco0 JieUeHHs W/Wiau MPO(QUIAKTUKH TTEPBUTHBIX
WM BTOPUYHBIX COCTOSIHUH Y MJICKOTHTAIOLINX, B
YaCTHOCTH, YEJOBEKa, KOTOPHIH BKIIFOYAET BBEIE-
HUE MIICKOIHTAIOIIEMY, HYKIAMEMYyCs B I0100-
HOM JICUCHHH, W/UiH TpoduiIakTike, 3hPeKTHBHO-
ro Koju4uectBa coeauHenus Gopmyssl (1) win dpap-
MAaI[CBTHYCCKH MPHEMJIEMON COJM WM COJIbBATa
3TOTO COCAMHCHHUS.

AKTHBHOCTb COEIMHEHMIl 10 HacTOALIEMY
n300peTeHnto B kadectse JmrannoB NKjs, ompene-
JSIFOT 10 UX CIIOCOOHOCTH TOJABIISITH CBSI3bIBAHHE
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suranfioB NKs, MeueHbIX paguoaKTUBHOW METKOH,
[*#1]-[Me-Phe’]-NKB mm [*H]-Senktide, y mop-
CKHX CBHMHOK, W perientopoB NK3 y genoBeka (cwm.
Renzetti et al., 1991, Neuropeptide, 18, 104-114;
Buell et a., 1992, FEBS, 299 (1), 90-95; Chung et
al., 1994, Biochem. Biophys. Res. Commun.,
198(3), 967-972).

HWccrnenoBanus CBS3BIBAaHUS MO3BOJISIFOT OII-
PENCIHUTh KOHICHTPALMIO WHIUBUIYaIBLHOTO CO-
eanHeHUs, TpeOyeMyro it Toro, urtoosl Ha 50%
cHM3UTH crenupuaeckoe ces3pBanne | 2l]-[Me-
Phe’]-NKB u [*H]-Senktide ¢ penenropom NKj B
paBHOBecHbIX ycioBusX (ICsp).

HccrnenoBanus CBS3BIBAaHUA MO3BOJIIOT IIO-
JYYUTh UIA KKIOTO TECTUPYEMOTO COCIMHEHUS
cpenree 3Hauenue |Csy u3 2-5 oTaenbHBIX JKCITE-
PUMEHTOB, MPOBEACHHBIX C JABOMHBIMH WM TPOW-
HBIMH TTapaJUIeNbHBIMA onpenencHusMu. Hanbomnee
aKTHUBHBIC COCTUHEHHUS IO HACTOSIIEMy m300pere-
Huto umerot 3HaueHus [Csy B mpenemax 0,1-1000
HM. AKTHBHOCTBh COCIMHCHUI MO M300pPETCHUIO B
kadecTBe aHTaroHucra NKjz ompenensior mo ux
CIOCOOHOCTH WHTUOMPOBATH BBI3BAHHOE CCHKTU-
JIOM COKpAIl[CHHE IOJB3IOIIHON KHUIIKA MOPCKOM
ceuaku (cMm. pabory Maggi et a., 1990, Br. J.
Pharmacol., 101, 996-1000) u MbImimsl cGUHKTEPaA
payKHOU 000JI0uKH Kpoiuka (cMm. padory Hall et
al., 1991, Eur. J. Pharmacol., 199, 9-14) u meauu-
pyemyo penenropamu NK; mobmmmsammo Ca'™
(cm. Mochizuki et al., 1994, J. Biol. Chem., 269,
9651-9658). DyHKIMOHAIBHBIE HCCISIOBAHHS 1N
VitrO Ha MOPCKUX CBHHKAaX M KPOJIUKAX MO3BOJISIOT
MOJYYHTh TS KQXKJOTO TECTUPYEMOTO COCIUHCHHUS
cpennee 3HaucHue Kg u3 3-8 skcnepuMeHTOB, rie
Kp sBnseTcs KOHIIGHTpAIMCH WHAMBHIYATBHOTO
COCITUHCHUS, TPEOYeMOH Il MOyYCHHs TBYKpaT-
HOTO C/IBHTa BIIPaBO B KPHBOH 3aBHUCHMOCTH KOH-
HEHTPaNXs/OTBET I CeHKTHAA. OyHKINOHATIHHEIC
HCCIICOBAaHMS YEIOBEYECKOTO pEeLenTopa I03BO-
JSIOT ONPENEIUTh KOHICHTPAIWI0O WHIWBUAYAIb-
HOTO COEJMHEHUs, TpeOyeMyro I TOTO, YTOOBI Ha
50% (3nauenus 1Csy) cHusuth Mobumsanmio Ca’,
BbI3BaHHYI0 aroHuctoM NKB. B atom Tecre co-
CJIMHCHUS IO HACTOSIIEMY H300PETCHHUIO BEAYT
ce0s KaK aHTarOHUCTEHI.

TepaneBTuyeckuil MOTEHLUHUAT COEAUHEHMIA
0 M300PETECHUIO JIJIS JICYCHUS YKAa3aHHBIX COCTOS-
HUN MOXHO OLEHUTb IIPU UCHOJIb30BaHUU MOJAEIEH
3a00JIeBaHH Ha TPBI3yHAX.

Kak yxa3pIBaioch BBIIIE, CUUTAETCS, YTO CO-
enuaenus ¢Gopmyasl () MOXHO HCIOIB30BaTh B
Ka4yecTBE MUArHOCTHYECKoro mHCTpyMmeHTa. CooT-
BETCTBEHHO, HM300pEeTeHHE BKIIOYACT COCAWHEHUS
¢dopmynst (1), mose3nsie B Ka4eCTBE JHATHOCTHYE-
CKHX MHCTPYMCHTOB JUIS OLICHKHU CTCIICHU BIUSHHS
aKTUBHOCTH peIlenTopa HeHWpOoKWHHHA-3 (Takas
aKTUBHOCTh MOXKET OBITh HOPMAaJHHOH, MOBBIIICH-
HOM MM HEAOCTATOYHOW) Ha CUMIITOMBI MallleHTa.
Takoe mpuUMEHEHUE BKIIOYACT HMCIOJIH30BAHUE CO-
enunenns Gopmynsl (I) B kauecTBe aHTaroHucTa
yKa3aHHOW aKTHBHOCTH, HampHMep, BKIOYas, HO
HE OTPAaHUYUBASCH dTUM, 0OMEeH HHO3UTOJIPoChaTa,
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BBI3BAHHBIM ArOHMCTOM TAXWUKMHUHA, WM DJIEK-
TPO(PHU3UOTOTHIECKYIO aKTHBAIUIO, 00pa3IoB Kile-
TOK, B3SIThIX y nanuenta. CpaBHeHUE TaKOil aKTHB-
HOCTH B MPUCYTCTBUH U B OTCYTCTBHE COEIMHEHUS
¢dopmyisl (1) mMoKas3bIBaeT CTENEHb BKIIOYEHUS pe-
nenropa NK-3 B MeanupoBaHHe ICHCTBHI aroHH-
CTa B IaHHOW TKaHH.

[MpuBeneHHBIE HIDKE MPUMEPHI TONYIECHUS
WUTIOCTPUPYIOT MOJYYEHHE MPOMEKYTOUHBIX CO-
€JIMHEHU, B TO BpeMs KaK MPHUMEPHI HILTIOCTPHU-
PYIOT TIOJNy4EHHE COCOUHEHHH M0 HACTOSIIEMY
u3obpetenuto. CoeMHEHUST TIPUMEPOB CBEJICHBI B
Tabmn. 1-3 Huxe.

B mpuBeneHHOM HMKE ONHCAHWUH IPUMEPOB
MOJIyYeHHsI U TIPUMEPOB HCIIOJIb30BaHa CIIECAYIOIIast
ab0peBmuaTypa:

M - MYJIbTHILIET;

d - nymuer;

dd - nBoiiHOM AyIUIET;

ddd - nBoiiHO# IyMIET IYIUIETOB;

t - TpumIeT;

dt - aBoitHOI TpUILIET;

q - KBaJAPYIUIET;

ddq - nBo#iHOIt AyIUIET KBaAPYILIETOB;

br — mmpoxwmit;

s br - mupokuii CUHIIIET.

Ipumep moayuenust 1. (S)-N-(a-Dtunben-
3HI1)-3-THAPOKCH-2 -(peHHUITX MHOTHH-4-KapOOKC-
aMHu]I.

2,49 r (9,4 mMmonb) 3-rHapoKcu-2-(heHmIXu-
HoH-4-kap6oHoBoit  kucaoTel (CAS[485-89-2])
cycnenaupoBaan B 150 M cmecu 7/3 TI'd/
CH:CN; pno6aBumm 1,40 r (10,3 wmmoms) 1-
ruapokcubensorpuazona (FOBT) u 1,27 r (94
MMOJIb) (S)-O-3THIIOEH3UIaMIHA, PACTBOPEHHOTO B
20 mn CH,Cl,, 1 peakHOHHYIO CMECh MEepeMeNIn-
BaJIM MPH KOMHATHOU Temmeparype B teuenue 30
MuH. 3areM no KamwisiM gobasmsum 2,13 r (10,3
MMOJIB)  AunmKIorekcuinkapooanumuaa  (ALK),
pactBopenroro B 20 mia CH,Cl,. PeakunonHyro
CMeCh OCTaBJISUIM TP KOMHATHOW TeMIeparype Ha
HOYb, OCTAHABIIMBAIN PEaKIKio mpu oMoy 20 vt
H,0, peakiioHHYI0 CMECh BBINApUBAIId B BaKyyMe
nmocyxa u pactBopsuin B EtOAC. BeinaBmryro B oca-
JIOK JIUIHUKIOTeKCUIMOYEBUHY OT(HUIBTPOBBIBAIN
U opranudeckuii cioir npomsiBanu H,O, 20% nu-
MOHHO#M  KHCJIOTOW, HACBIIIEHHBIM PAacTBOPOM
NaHCOs;, nacwimennsiM pactBopom NaCl. Opra-
HUYECKUH CJIOW OTJAENSUIM, BBICYIIMBATH HaJ
N&SO, 1 BbImapuBaid B BaKyyMe JOCYXa; OCTaTOK
OYMIIATH, HCIOJIB3ysS KOJOHOYHYIO XpoMarorpa-
¢uro Ha cunukarene 60-240 mertn, UCIONIB3Ys CMECh
rexkcan/EtOAc 9:1 B KkayecTBe MCXOLHOTO DIIFOCHTA
u cmecu rexcan/EtOAc 7:3 B kadecTBe KOHEYHOTO
amoeHTa. HeouunieHHbIH MPOAYKT MEepeKPUCTAILIN-
30BbIBaM U3 n30-PrOH ¢ monydyenuem 1,75 r merne-
BOTO COEIMHEHUs B BUE OEJIOro TBEPJOTO BEIECT-
Ba.

CasH22N20;

Temneparypa ruiasnenus = 168-168,4°C

MonekynsipHas Macca = 382,47
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[a]p® =-28,5 (¢ = 0,5, MeOH)

DNIeMEHTHBIN aHaN3:

paccuutano: C, 78,51; H, 5,80; N, 7,33;

naiineno: C, 78,49; H, 5,84; N, 7,26;

UK (KBr): 3370; 1625; 1525 cm™.

300 MI'y ‘H-SIMP (JIMCO-dg): & 9,80 (s,
1H); 9,11 (d, 1H); 8,00-7,94 (m, 3H); 7,61-7,42 (m,
8H); 7,38 (dd, 2H); 7,28 (dd, 1H); 5,06 (dt, 1H);
1,82 (ddqg, 2H); 0,97 (t, 3H).

MC (El; TSQ 700; ucrounux 200 C; 70 V;
200 pA): 382 (M+); 264; 247; 219.

Ipumep mnonyuenust 2. (S)-N-(0-Dtunben-
311)-3-aMUHO-2 -(h eHUITIXUHOJIMH-4-KapOOKCAMHUI.

1,5r (5,7 mmonb) 3-aMUHO-2-()DEHHITXUHOTHH-
4-xapoonoBoit kucnotel (CAS[36735-26-9]) pac-
tBOpsutd B 140 mu cmecu 7/3 TT®/CHZCN; nobas-
smsutn mo karte 1,5 r (11,11 mmons) 1-ruapokcu-
6ensorpuaszona (TOBT) u 1,15 r (8,5 mmois) (S)-a-
STWIOCH3WIaMUHA, pacTBopeHHoro B 10 wn
CH,Cl,. Tlocie oxyaxIeHUS] PEaKIIMOHHONH CMECH
1o 0°C, mo kamsm nobGasisim 1,4 r (6,7 MMoJib)
nutukinorekcuakapooaumvuaa (1K), pactBopen-
uoro B 10 mur CH,Cl,. PeakiinoHHYI0 CMECh OCTaB-
msma nipu temmneparype 0°C ma 30 muH, a 3atem
IpU KOMHATHOM TemmepaType Ha Houb. PeakuuoH-
HYIO CMECh BBIIAPUBAIN B BaKyyMe JI0CyXa U pac-
tBOpsu B CH,Cl,, pactBop ¢punbTpoBanm, mpomsl-
Bamu H,0, 20% IMMOHHOM KHCIIOTOM, HACBIIIEH-
HeIM pacTBopoM NaHCOg;, HachlIEHHBIM pacTBO-
pom NaCl. Oprannueckuit coi OTASISIH, CYIIUITH
Hax N&SO, u BeIIapuBaJIiM B BaKyyMe J0OCyXa C
nojyyeHreM 2,4 T HEOUHIICHHOTO TpoaykTa. [Ipo-
JYKT pacTHpaly B MOPOIIOK ¢ u30-Pr,0O, 3arem rme-
pekpucTaum3oBeiBan - w3 cmecd  10:1  wm3o-
Pr,O/u30-PrOH ¢ nosnyuennem 1,7 T menesoro co-
CIMHEHUSL.

CasH2N3z0

Temmneparypa miasnerus = 153-155°C

MonexkynspHas macca = 381,48

[a]p® = -68,0 (¢ = 0,5, MeOH)

DNIeMEHTHBIN aHan3:

paccuutano: C, 78,71; H, 6,08; N, 11,01,

naiigeno: C, 78,45; H, 6,10; N, 10,96;

UK (KBr): 3490; 3380; 3260; 1630; 1600 cm™.

300 MI'n 'H-SIMP (JIMCO-dg): & 9,20 (d,
1H); 7,87 (m, 1H); 7,70 (d, 2H); 7,59-7,26 (m,
11H); 5,08 (dt, 1H); 4,80 (s br, 2H); 2,81 (dq, 2H);
0,95 (t, 3H).

MC (El; TSQ 700; ucrounux 200 C; 70 V;
200 pA): 381 (M+); 352; 247; 219; 218.

Ipumep mnonyuenust 3. (S)-N-(a-Ortunben-
3u)-2-peHmI-3-(2-h TaTuMII03 TOKCH ) XUHOTHH-4-
KapOOKCaMHU/I.

1,90 r (5,0 mmonb) (S)-N-(0-3THn6en3wmn)-3-
THIPOKCHU-2-PEeHIIXUHOTNH-4-KapOokcaMuaa
(IpOAYKT M3 mpuMepa HoiydeHus: 1) pacTBopsuid B
20 mu TT'®. NoGasmsuu 3,80 r (14,9 mmois) N-(2-
6pomatun)pramumuaa, pactBopeHHoro B 15 M
Tr®, 2,00 r (14,5 mmomns) KoCO3 u 0,25 r Kl u
CYCIICH3UIO MEePEMEIINBAIN MPU KOMHATHOW TEM-
mepatype B TeYeHHE 2,5 U, a 3aTeM KHUIATWIH C
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00paTHBIM XOJOJWILHUKOM B TeucHue 2 4. J[oOas-
amm eme 1,90 r (7,4 wmmoms)  N-(2-
OpoMATHIN)PTUTUMUA M KATATHTHIECKOE KOJHYe-
ctBo Kl, 3aTeM peaknnoOHHYIO CMECh KUIISTHIH C
00paTHBIM XOJIOAMJIBHUKOM B TeueHue 3,5 4; mocie
sroro mobasmsum eme 0,50 r (2,0 mmons) N-(2-
OpoMATHI)(PTATUMHUIA U KATAJIHTHYECKOE KOJIHYE-
ctBo Kl, 3aTeM peakIMOHHYIO CMECh KUISTHIH C
00paTHBIM XOJOIMIBHUKOM B TeueHHe 5 4. Heop-
TaHUYECKHE COJU OT(WUILTPOBBIBATIH M PEAKIHMOH-
HYIO CMECh BBIIAPUBAIHM B BaKyyMe JIOCyXa, pac-
tBopsutn B CH,Cl, u mpombIBaiu BO/IO¥; opraHuye-
cKuii cioit otaessutu, cyrmid Hajg N&pSO, u Bhima-
puBanu B Bakyyme aocyxa. OCTaTOK OYHMILNAIN KO-
JIOHOYHOH (pmatmI-xpomarorpadueii Ha CUIIHKaresne
230-400 wmemr, SaOMpPYS CHavajga CMECBIO TIEK-
can/stmnanerar 8.2, comepxameir 0,5% NH,OH
(28%), a 3areM CcMecChbIO TeKcaH/3Thialerar 3.2,
conepxkameii 0,5% NH,OH (28%). Ilomyuennoe
oYHILeHHOE TBepaoe BemiecTBo (2,60 r) pactupanu
B nopouiok ¢ m30-Pr,OH, ¢punsTpoBanu, npoMsisa-
JIM | CYIIWIIU TOCYXa C MOJIydeHHeM 2,5 T [ieeBoro
COCIIHCHHUSL.

CasH20N304

Temmneparypa miasnenus = 172-175°C

MounekyJsipaast Macca = 555,64

[a]p® = -16,3 (¢=0,5, MeOH)

UK (KBr): 3280; 3060; 2960; 1780; 1715;
1660; 1530 cm ™.

300 MI'y H-SIMP (JIMCO-dg): & 9,27 (d,
1H); 8,03 (d, 1H); 7,92-7,84 (m, 4H); 7,78-7,69 (m,
3H); 7,60-7,53 (m, 2H); 7,46-7,38 (m, 4H); 7,27
(dd, 1H); 7,13-7,04 (m, 3H); 4,96 (dt, 1H); 3,92-
3,78 (m, 2H); 3,72-3,55 (m, 2H); 1,78 (dqg, 2H);
0,93 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 555 (M+); 526, 421, 174.

ITpumep HOJTYYEHHS 4, (S)-N-(a-
Orunbdensun)-3-(2-aMMHOITOKCH)-2-() eHUIXHO-
JHMH-4-KapOoKcaMHuII.

2,2 v (3,9 mmonn) (S)-N-(a-3tunéensun)-2-
bennn-3-(2-hTanuMuI0ITOKCH ) XHHOTHH-4-
kapOokcamus (CoeMHEeHHEe MpUMepa Toay4eHus 3)
pactBopsiin B 150 Mt 96% EtOH; pacTBop KumsiTy-
JIM ¢ 00paTHBIM XOJOMMILHUKOM; mo0aBmsum 0,38
mit (7,8 MMOJIB) THAPAa3MHTHAPATA ¥ KHISATHINA Pe-
aKI[MOHHYI0 CMECh C OOPATHBIM XOJIOJWJILHHKOM B
TedeHue 4 4.

Kaxnaple 12 u g00aBisiiay [OIOJHUATENBHBIE
0,4 mn (8,2 mmons), 0,2 mn (4,1 mmonst), 0,2 ma
(4,1 mmous), 0,4 ma (8,2 mmous), 0,4 mi (8,2 mmo-
Jis) THAPA3UHTHIPATA TPH KUMSYCHUH DPEaKIMOH-
HOW cMecH ¢ OOpaTHBIM XOJOAWIBHHUKOM. 3aTeM
CMeCh BBIMIAPUBAIIN B BAKYYME JOCYXa U 00ABIISLTH
20 M H,O; cmech oxnaxkaanu Ha JeAsSHOU OaHe U
no6asysn 10 M1 koutenTpupoBantoi HCI.

PeakiMOHHYI0 CMeCh KHUIIATHIN C OOpaTHBIM
XOJIONUIIBHUKOM B TeueHue 1 4, 3arem mocie ox-
JMaKIEeHUsT OTHUILTPOBBIBIA (Tanruapasui. [lo-
JyJdeHHBIH BOIHBIN (uiabTpar npombiBamu EtOAC,
nommenagnBaad 2N NaOH wu  skcTparuposBaim
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EtOAc. Oprannveckuii €0l NPOMBIBAIM HAachl-
mernsiM - pactBopom  NaCl, BeicymmBanu Hax
Na,SO, u BeImapuBaiu B Bakyyme gocyxa. OcraTok
OYHINAIA KOJOHOYHOH (ummI-xpoMaTorpadueit Ha
cummkarene  230-400 wmemr, 9II0MPYS  CMECHIO
EtAc/MeOH 96:4, coxmepxameii 1,2% NH4OH
(28%) ¢ moayuenurem 1,2 r LENEBOrO COEAMHEHHS.

C27H27N30;

Temneparypa ruiasyenust = 62-66°C

MonekynspHas Macca = 425,54

UK (KBr): 3360; 3250; 3060; 3020; 2960;
2920; 2870; 1640; 1540 cm™.

300 MI'n 'H-SIMP (JIMCO-dg): & 9,45 (d,
1H); 8,09 (d, 1H); 8,00 (dd, 1H); 7,94 (s br, 3H);
7,76 (ddd, 1H); 7,65-7,51 (m, 4H); 7,48-7,40 (m,
3H); 7,31 (dd, 1H); 5,09 (dt, 1H); 3,83 (t, 2H); 2,72
(m, 2H); 1,93-1,80 (m, 2H); 0,99 (t, 3H).

MC (FAB POS; TpuriniepraHOBas MaTpHIIA;
FAB razoo6pasusiii Xe; 8 kB; ucrounuk 50): 426
(MH+).

[pumep 1 (S)-N-(a-Otunbensun)-3-
(3TOKCHKAapOOHUIMETOKCH )-2-(DEHUITXMHOTMH-4-
KapOOKcaMuI.

2,0 v (5,2 mmonb) (S)-N-(a-strnGensun)-3-
THApPOKCHU-2-(heHUIXUHOINH-4-KapOokcamuia (co-
eIMHeHMs puMepa nosyueHus 1) pacreopsutu B 20
mi TT'® B atmocdepe azora npu nepeMerInBaHUN
MarHuTHOM Memaikoil. 3arem npoGasisuim 2,0 T
(14,5 mmons) K,COg, 0,87 miut (7,8 MmoIb) 9THI-
Opomoarierata u Hebosbmoe komndectBo Kl u pe-
aKIHOHHYI0O CMECh OCTaBIUIM IPU KOMHATHOMN
TEMIIEpaType U IMepeMEelIMBAHUE MArHUTHOW Me-
IajgKoi Ha 2,5 4.

Ocanok OTGMILTPOBBIBATIM W PAacTBOP BHIMA-
pHUBaNU B BaKyyMe JI0CyXa; OCTaTOK PacTBOPSUIU B
Boje M okcrparupoanu EtOAC, opranmueckyro
¢a3y ornensun, cymwm Hax NapSO, n BeimapuBa-
JIM B BaKyyMe Jlocyxa C NojJydeHueM 3,3 T TyCTOro
XKEJITOro Macia.

Macno oummanu ¢udi-xpomatorpadueil Ha
cummkarene  230-400 wmemr, 9I0MPYS  CMECHIO
rekcan/EtOAc  70:30, comepxkameit 0,5% 28%
NH4OH; u ounIieHHBIH TPOMYKT PACTHPAIX B IO-
pomok ¢ u30-ProO/u3o-PrOH ¢ monyyennem 2,1 r
LEJICBOr0 COCAMHEHUS] B BHUIE OENOro TBEPOro
BEIIIECTBA.

CaoH28N204

Temneparypa riasnennst = 103-105°C

MonekynspHas Macca = 468,56

[a]p® = -42,5 (¢ = 0,5, MeOH)

DNIeMEHTHBIN aHan3:

paccuutano: C, 74,34; H, 6,02; N, 5,98;

naiigeno: C, 74,44; H, 6,01; N, 6,00.

WK (KBr): 3320-3140; 3100-3020; 2980-
2920; 1758; 1630; 1550 cm™.

300 MI'u ‘H-SIMP (IMCO-dg): & 9,28 (d,
1H); 8,08 (d, 1H); 8,05-7,98 (m, 2H); 7,80-7,71 (m,
1H); 7,60 (d, 2H); 7,55-7,48 (m, 3H); 7,43 (d, 2H);
7,35 (dd, 2H); 7,28 (dd, 1H); 5,06 (dt, 1H); 4,26
(ABq, 2H); 4,04 (q, 2H); 1,86-1,67 (m, 2H); 1,12 (t,
3H); 0,96 (t, 3H).
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MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 468 (M+); 439; 334; 306; 278.

Ipumep 2. (S)-N-(a-Drunbensun)-3-(kap-
OGoKCHMETOKCH)-2-(heHUIXMHOIMH-4-KapOoKcaMuia
THAPOXJIOPH.

03 r (0,7 wmmons) (S)-N-(a-s>Tmia-

Oen3ui)-3-(9TOKCUKapOOHUIMETOKCH) -2-() EHMITX U~
HoMH-4-kapOokcamuaa (coeauHenus mnpumepa 1)
pactBopstit B 20 mi 37% HCI u peakiuoHHYIO
CMECh KHUIISITUIIN C OOPaTHBIM XOJIOAWIBHHUKOM TPHU
NEPEMELIMBAHUN MarHUTHOM MEINAJIKOW B TEUEHHE
20 muH. PacTBOp BBHIMApHBAIN B BAKYyMe 10CyXa H
HEOUHINEHHBI MPOAYKT PACTUPATH C TEIUIBIM
EtOAc/m30-PrOH ¢ momyuenuem 0,17 r neneBoro
COEIMHEHUs B BUJIE OEJIOr0 TBEPOTO BEIIECTBA.

C27H24N204|]HC|

Temneparypa mnasnenus = 203-204°C

MonexkyisipHas macca = 476,96

[a]p® =-30,2 (¢ = 0,5, MeOH)

DIeMeHTHBIN aHaJIn3:

paccunrano: C, 67,99; H, 5,28; N, 5,87;

naiineno: C, 67,44; H, 5,29; N, 5,84.

MK (Nuyjol): 3280-3120; 3100-3000; 1740;
1670; 1635; 1545 cm ™.

300 MI'y H-SIMP (JMCO-dg): & 9,30 (d,
1H); 8,11-8,01 (m, 3H); 7,80-7,71 (m, 1H); 7,59 (d,
2H); 7,56-7,48 (m, 3H); 7,44 (d, 2H); 7,36 (dd,
2H); 7,27 (dd, 1H); 5,07 (dt, 1H); 4,26 (ABq, 2H);
1,81 (dg, 2H); 0,97 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 440 (M+); 411; 396; 306; 278.

Ipumep 3. (S)-N-(0-3THn6eH3MIT)-3-(aMUHO-
KapOOHHMIIMETOKCH)-2-(peHMITXNHOIMH-4-KapOOoKC-
amuI.

0,5 r (1,3 mmous) (S)-N-(a->Trnbensmn)-3-
THAPOKCH-2-(PeHNITXUHOIMH-4-KapOokcamMuia  (co-
eJIMHeHusl npumepa mosydenust 1) pactBopsiiu B 5
wi TT'® B atmMocdepe a3ora mpu nepeMelinBaHuN
MardMTHOM Merajikoii; 3arem gobasisum 0,5 1 (3,6
mmons)  K,COs, 0,27 ma (1,9 wmmons) 2-
OpomoarieraMua 1 HeOOIbIIOe KomdecTBo K.

PeakiMOHHYI0 CMECh OCTaBIISUIM HPU KOM-
HATHOW TeMIepaType U IpH MepeMelIMBaHIH Mar-
HUTHOW MEMIAIKOW Ha HOYb; 0CaJOK OT()IHTPOBHI-
BaJIM M ocTaTok pacteopsuin B H,O u skcrparupo-
Ban EtOAC; oprannueckuii ciioi MpoMbIBaJIM Ha-
coimeHHbM pactBopoM NaCl, cymmnu Hag Na,SO,
U BBIIAPHBAIM B BakyyMme jgocyxa. HeouuimeHHBIH
HPOJYKT pacTUPAIM C TEKCAHOM U 3aTeM IepeKpu-
craumm3oBeBaan w3 EtOH ¢ momyuenuem 0,29 r
LEJIeBOr0 COCAMHEHUs] B BHIE OEJIOro TBEPAOTO
BEILIECTBA.

Ca7H25N305

Temmneparypa miasienus = 237-240°C

MonekyJsipaast macca = 439,51

[a]p® =-35,9 (¢ = 0,5, MeOH)

DJIeMEeHTHBIH aHAIN3:

paccuurano: C, 73,78; H, 5,73; N, 9,56;

naiigeno: C, 73,75; H, 5,75; N, 9,54.

UK (KBr): 3440; 3310; 3220; 3100-3020;
2980-2920; 1688; 1650; 1550 cm™.
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300 MI'n 'H-SIMP (JIMCO-dg): & 9,30 (d,
1H); 8,08 (d, 1H); 8,05-8,00 (m, 2H); 7,80-7,70 (m,
1H); 7,60 (d, 2H); 7,57-7,50 (m, 3H); 7,43 (d, 2H);
7,38 (dd, 2H); 7,37 (s br, 1H); 7,28 (dd, 1H); 7,12
(s br, 1H); 5,07 (dt, 1H); 4,03 (ABq, 2H); 1,81 (m,
2H); 0,80 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 439 (M+); 410; 305; 277; 248.

Mpumep 4. (S)-N-(a-Drunbensun)-3-(anme-
THITAMHHOKAPOOHUIMETOKCH ) - 2-(h e HUIX HHOTMH-4 -
KapOOKCaMHUI.

0,6 r (1,3 mmoinb) (S)-N-(a-3Tunbensmwn)-3-
(3TOKCHKAapOOHUIMETOKCH )-2-(D e HUITX MHOTMH-4 -
kapOokcamuza (coeauHeHus npumepa 1) pacteopsi-
m B 30 M1 Me;NH/EtOH (~28%); no6asunu He-
6ompiioe  kommuectBo NaCN  u  peakioHHYIO
cMmech HarpeBasu B anmapate [lappa mo 100°C (na-
pyXXHasi TemIiepaTypa) B TEUYeHHE 2 4, 3aTeM 0
120°C B Teuenue 12 4. PeakiiioHHy0 cMech BbIIa-
pPHBaIN B BaKyyMe JOCyXa, OCTaTOK PacTBOPSUIM B
EtOAC u mpomsiBaan H,0, 20% TuMOHHON KHCIIO-
TO#, HaceimeHHbIM pacTtBopoM NaHCO; u Hachl-
mennbiM pactBopoM NaCl. Opranuueckuii ciioi
BeicymBanu Haj N&SO,4 u BbIlIapuBanu B Bakyy-
Me nocyxa ¢ noixyuennem 0,45 r ocraTka, KOTOPBIH
noasepriu ¢udm-xpomarorpadun Ha 230-400 mem
cunikarene, oSioupyst cMmecblo  rexcaH/EtOAc
50:50, comepxkameit 0,5% 28% NH,OH. Heouu-
LIEHHBIH MNpPOXYKT pactHpaiu ¢ TemibiM  Et,0,
(UILTPOBAIIM, TIPOMBIBAIN U BBICYIIUBAJIM C IOJY-
yerreM 80 MT LIEJIEBOIO COENMHEHUS B BUAE O€I0-
T'O TBEPAOTO BEIIECTBA.

CaoH29N305

Temmneparypa miasiesus = 86-88°C

MounekyisipHas macca = 467,57

[a]p® = -41,2 (c = 0,25, MeOH)

WK (KBr): 3240; 3060; 2980-2820; 1685;
1625; 1550 cm ™.

300 MI'u ‘H-SIMP (IMCO-dg): & 9,40 (d,
1H); 8,04 (m, 3H); 7,72 (ddd, 1H); 7,65-7,47 (m,
5H); 7,44 (d, 2H); 7,26 (dd, 2H);7,28 (dd, 1H); 5,05
(dt, 1H); 4,43 (ABq, 2H); 2,70 (s, 3H); 2,50 (s, 3H);
1,80 (m, 2H); 0,94 (t, 3H).

MC (El; TSQ 700; ucrounux 180 C; 70 V;
200 pA): 467 (M+); 438; 333; 305; 262.

Ipumep 5. (S)-N-(a-DTunbensmn)-3-(3TOKCH-
KapOOHMIIOKCH)-2 -(peHUITIXHHONNH-4-KapOoKcaMH/IL.

0,5 r (1,3 mmoib) (S)-N-(a-3tunbensmn)-3-
THAPOKCHU-2-(heHUIXUHOINH-4-KapOokcamuia (co-
eJIMHEHNE puMepa Toiydenus 1) pactBopsun B 10
MJI TIMPUIMHA; 3aTeM 110 KaruwsiM gobasisuia 0,5 mut
(5,2 Mmmout) sTHIXJIOpGOPMHATA M PACTBOP KHUIIS-
TWIA C OOpPaTHBIM XOJOAWIHHHKOM IIPH IIepeMe-
IIMBAaHUM MarHUTHOW MEINAIKOW B TeueHue 8 4.
PeaknmoHHONH cMecH IMO3BOJISIIIAM JOCTUYh KOMHAT-
HOH TEMIIepaTypbl W OCTAaBISUIM Ha HOYb. 3aTeM
no6asun 1,0 Mt (10,4 MMoJIB) STHIXIOpHOpPMHIATA
U pacTBOP KUILITWIIM C OOpPaTHBIM XOJOAWIEHHUKOM
B TeueHne 4 4. [InpuanH BEINApUBAIH C TOIYOJIOM;
ocratok pactBopsutn B CH,Cl,, npomeiBamu H,O u
opranndeckuii cinoi BeicymmBanu Halx Na&SO,; n
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BHIAPHBATIN B BaKyyMe Aocyxa. HeoduIeHHBIH
HOPOJYKT PacTUpay ¢ TemibiM u30-PrO ¢ mosyde-
muem 0,25 1 1eneBoro coeIMHEHUs B BUIE JKEJITOTO
TBEPAOTO BEIECTBA.

CasH26N204

Temmneparypa miaenenus = 119-121°C

Mounekysipaast macca = 454,53

[a]p® = -57,8 (c = 0,25, MeOH)

UK (Nujol): 3280; 1765; 1645; 1550 cm™.

300 MI'y H-SIMP (JMCO-dg): & 9,30 (d,
1H); 8,15 (d, 1H); 7,89-7,77 (m, 3H); 7,70 (m, 2H);
7,59-7,49 (m, 3H); 7,42 (d, 2H); 7,33 (dd, 2H); 7,28
(dd, 1H); 5,05 (dt, 1H); 3,93 (g, 2H); 1,78 (m, 2H);
0,97 (t, 1H); 0,95 (t, 1H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 454 (M+.); 425; 382; 320; 247; 219.

Ipumep 6.  (S)-N-(a-Drtundensun)-3-(3-
(enmypeno)-2-heHUIXHHOIHH-4-KapOoKcaMu L.

15 r (3,9 mmoms) (S)-N-(a-sTHIOeH3MI)-3-
aMHHO-2-(peHMIXnHONMMH-4-KapOokcaMuaa (coeau-
HEHHUE TpUMepa NojaydeHus 2) pactopsii B 30 My
cyxoro CH,Cl,, 10 M cyxoro TT'® u 10 ma cyxoro
CH3CN.

3arem no6asistn 0,47 mi (4,3 MMoJib) heHu-
nm3onuanara, pacrsopeHsoro B 10 mia CHoCl, u
peaknMoHHyI0 cMech HarpeBanu 1o 40°C B TeueHue
44,

[Tocne oxyaXAeHUS PEaKIMOHHOHW CMecH
0CaJioK coOMpany (QuIbTpalied M MPOMBIBAIH
CH,Cl; ¢ nonydenuem 0,9 r 11eneBOro CoeAMHCHMS.

Ca2H2gN4O;

Temneparypa mnanenus = 257-258°C

Mounekysipaast macca = 500,61

[a]p® = -64,6 (c = 0,25, IMD)

UK (KBr): 3250; 3060; 2960; 1680; 1630;
1600; 1550 cu ™.

300 MI'y ‘H-SIMP (JMCO-dg): & 9,06 (d,
1H); 8,71 (s br, 1H); 8,13-8,05 (m, 2H); 7,83-7,69
(m, 4H); 7,62 (dd, 1H); 7,48-7,35 (m, 5H); 7,23-
7,10 (m, 7H); 6,91 (m, 1H).

MC (FAB POS; thoriuuepruHoBas MaTpUIIa;
FAB razoo6pasusiit Xe; 8 kB; ucrounnx 50): 501
(MH+).

Ipumep 7. (9)-N-(a-Drundenszun)-3-(3-
9TOKCUKapOOHWIMETHITYpEHI0)-2-(heHUITXMHOIHH-
4-kapOoKCaMU/I.

2,0 r (52 mmonb) (S)-N-(a-3tunéensun)-3-
aMHMHO-2-(peHMIXnHONMMH-4-KapOokcaMuia (coeau-
HeHHe npuMepa noaydeHus 2) pactBopsuti B 10 M
TI'® u 5 ma cyxoro IM®. 3arem nobasmsmu 1,71
i (15,2 MMoJIb) (peHUITU30IMAHATA U PEAKIIMOH-
HyI0 cMech HarpeBaiau 10 60°C B TeueHue 3 IHEH;
3ateM eme pa3 gobasmsud 1,0 mir (10,3 Mmosib)
YHCTOrO (peHUITM30IMaHaTa U PEAKIIMOHHYI0 CMECh
nepemernuBaiy mpu 60°C emre B TeueHue 2 THEH.

ITocne oxyaXAeHUS PEaKIMOHHOH CMecH
0caJioK coOupanu (UIETPOBAHHEM M MPOMBIBAIH
CH,CI; ¢ monyuenuem 0,8 r 6enoro mopoika. Oc-
TAaTOK NEPEKPHUCTAILIM30BBIBAIM M3 TOJYOJa, CO-
Jepxkamiero cienoBsie komumdectBa EtOH, a 3atem
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u3 EtOH, copmepxamiero ciemoBbIe KOJUYCCTBA
H,0, ¢ monyuerurem 0,45 T 11e/1€BOr0 COSAMHEHHS.

C30H3oN4O4

Temmneparypa miasneHus = 237-238°C

Mounekyisipaas macca = 510,60

[a]p® = -45 (¢ = 0,1, IM®)

WK (KBr): 3360; 3310; 3250; 3060; 2960;
1740; 1655; 1560 cm™.

300 MI'u ‘H-SIMP (IMCO-dg): & 8,83 (d,
1H); 8,16 (s, 1H); 8,06 (d, 1H); 7,80-7,70 (m, 3H);
7,66-7,54 (m, 2H); 7,50-7,23 (m, 8H); 6,60 (t br,
1H); 5,00 (dt, 1H); 4,09 (q, 2H); 3,66 (m, 2H); 1,75
(m, 2H); 1,19 (t, 3H); 0,90 (t, 3H).

MS (El; TSQ 700; ucrounuk 180 C; 70V; 200
HA): 510 (M+); 407; 290.

Ipumep 8. (S)-N-(a->3tundensun)-3[2-(2-
WHIaHUIAMUHO )3TOKCH |-2-()CHUITX UHOTHH-4 -
KapOoKcamMuIa THIPOXIOPHI.

1,0 r (2,3 mmous) au(S)-N-(a-strundensun)-3-
(2-aMuHOSTOKCH)-2-HeHUITXUHOTHH-4-KapOOKC-
amuaa (CoeaMHEHUs TpuMepa noiydeHus 4) pac-
TBOpsuta B 15 M1 MeOH B atmocdepe azora u npu
[IEPEMEIINBAHNN MAarHUTHOW MEIIAJIKON; 3aTeM
nobasasn 0,47 r (3,5 MMoJIb) 2-HHIAHOHA M He-
OOJIBILIOE KOJIMYECTBO PACTEPTHIX MOJEKYISPHBIX
CUT U CMECh MEepeMelINBaI MPU KOMHATHON TeM-
nepatype B TedcHre 30 MUH. 3aTeM MOPIUSIMHE H0-
6amsumu 0,15 r (2,3 mmone) NaCNBH3;, nobaeie-
Hue mpom3Boguin B TeueHne 30 MUH, MMOCIE 4Yero
CMECh OCTABILSUTH TIPH MEPEMENIMBAHIKA U KOMHAT-
HOU TeMmeparype Ha HOYb. Peakiuio ocTaHaBIMBa-
mmn, nobasisas 20 ma 2N NaOH wu, mocne mepeme-
LIMBaHMs NPU KOMHATHOM TeMIeparype B TeueHHe
20 muH, BBIIApUBAIK B BakyyMme mocyxa. OcraTok
pactBopsitt B 2N NaOH wu skcrparuposamu
CH,Cl,; opranndeckuii ciod MPOMBIBATM HACHI-
mennbiM pactBopoM NaCl u skcrparuposamu 20%
JIMMOHHOM KHUCJIOTOW. BoOAHBIM C€IOW KHUCIOTBI
MoJIIIeavyuBayd  KoHueHTpupoBanHbiM NaOH wu
skctparupoBann EtOAC; opranudeckuii cioil He-
CKOJIBKO pa3 MPOMBIBAIA HACHIIIEHHBIM PACTBOPOM
NaCl, BeicymmBanu Hax N&SO, u BhimapuBaiu B
BakyyMe Jnocyxa ¢ monyderweM 1,0 r memeBoro
COCIMHEHUS B BHJIE CBOOOAHOTO ocHOBaHMUA. OCHO-
Banue pactBopsik B EtOAC 1 pacTBOp MOIKUCIISIIH
HCI/Et,0O ¢ monyuennem 0,84 r cOOTBETCTBYIOIIETO
THIPOXJIOPH/A, KOTOPBIH MEPEKPUCTAIIIM30BbIBAIIN
u3 cmecu aneton/EtOH ¢ momyuernem 0,49 r mene-
BOTO COEIMHEHHS B BHJIE OEJIOr0 MOPOIIKA.

C36H35N302 CHCI

Temmneparypa miasneHus = 156-160°C

MonekynspHas Macca = 578,16

[a]p® =-11,0 (¢ = 0,5, MeOH)

UK (KBr): 3700-3250; 3240-3100; 3080-
2900; 2850-2000; 1670-1630; 1550 cm™.

300 MI'n 'H-SIMP (JIMCO-dg): & 9,52 (d,
1H); 9,40 (s br, 1H); 8,10 (d, 1H); 7,97 (dd, 2H);
7,81-7,73 (m, 1H); 7,65-7,19 (m, 14H); 5,05 (dt,
1H); 3,98 (m, 2H); 3,69 (m, 1H); 3,18-3,06 (m,
2H); 3,02-2,80 (m, 4H); 1,94-1,74 (m, 2H); 0,96 (t,
3H).
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MC (FAB POS; tuornuiepuHoBas MaTpUIIa;
FAB razoobpasusiii Xe; 8 xB; ucrounuk 50 C):
542 (MH+).

Ipumep 9. (S)-N-(a-Dtunbensun)-3-(2-6eH-
30MIAMHUHOITOKCH )-2-() eHMITXMHOJTNH-4-KapOOoKC-
aMHu/I.

0,95 r (2,2 mmons) (S)-N-(a-3Tunbensmn)-3-
(2-amuHO>TOKCH)-2-(hEeHIIX MHOIMH-4-KapOOKC-
amuaa (coenuHeHHe mpuMepa nosydeHus 4) pac-
tBOpstik B 12 mi cyxoro CH,Cl, B atmochepe azo-
Ta ¥ MPH MEPEMENIMBAHUNA MArHUTHON MEIIaIKON;
no6asmsumn 0,37 mi (2,6 MMOJIB) TPHITAHOIAMUHA,
pactBop oxnaxaanu a0 0°C u mo karisM no0aBis-
mu 0,3 M (2,6 MMOITb) OGEH30MIXIIOPHIA, PACTBO-
pennoro B 3 mit cyxoro CH,Cl».

Peaknmonnyro cmech octraBisuin Ha 30 MuH
mpu 0°C, 3aTeM TO3BOJISIIIN €i TOCTHYh KOMHATHOM
TeMIlepaTypbl U OCTAaBSUIH Ha HOYb. CMech BbINa-
pWIM B BaKyyMe JI0CyXa, OCTaTOK PacTBOPHWJIH B
CH,Cl, u npombutn HyO, 20% MMOHHOW KHCIIO-
TOH, HacwimeHHBIM pactBopoM NaHCOs, Hachl-
mennsiM  pactBopom NaCl; opranmueckuii cioi
BoICYyIIMBaIK Hag Nap,SO, U BBITApUBAIN B BaKyy-
Me nocyxa. OCTaTOK pacTUpaid C TOPSYUM H30-
Pr,0/u30-PrOH ¢ noxyuenuem 0,8 r uenesoro co-
CJIMHCHUS B BUIe OEIIOr0 TBEPAOTo BEIICCTBRA.

C34Hz1N303

Temmneparypa miaenenus = 157-160°C

MounekyJsipaast macca = 529,64

[a]p® = -27,3 (c = 0,5, MeOH)

DJeMeHTHBIH aHaIN3:

paccunrano: C, 77,10; H, 5,90; N, 7,93;

naiineno: C, 76,92; H, 5,88; N, 7,88.

WK (KBr): 3300; 3240; 3100-3020; 2980-
2920; 1632; 1545 cm ™.

300 MI'y ‘H-SIMP (JMCO-dg): & 9,31 (d,
1H); 8,32 (t, 1H); 8,05 (d, 1H); 7,90 (m, 2H); 7,79-
7,69 (m, 3H); 7,60-7,33 (m, 12H); 7,29 (dd, 1H);
5,05 (dt, 1H); 3,80 (m, 2H); 3,42-3,29 (m, 1H);
3,25-3,15 (m, 1H); 1,89-1,72 (m, 2H); 0,93 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA) : 529 (M+); 382; 148.

IMpumep mnomywenust 5. Merun 3-xuop-
KapOOHUJITIPOTICHOAT.

5,0 r (51,0 MMOJIb) MaJIEMHOBOTO aHTHIPHIA
narpesaiau 10 100°C B 2,2 ma MeOH B Teuenune 1 u
(cm. J. Chem. Soc., 1964, 526-528). PeakinoHHyO
CMeCh OXJIXJAIU 10 KOMHATHOM TeMIiepaTrypsl U
no kamwsMm go6asismd 37 mi (50,7 mmois) SOCI,.
PeaknnoHHYIO CMECh KUILSITHIN ¢ OOPaTHBIM XOJIO-
JIIBHUKOM B TeueHue 1,5 4, 3arem meperonsuu,
cobupast ppakimu, kumsiue npu 42-44°C/2 mGap ¢
nojy4yeHueM 5,3 T 1eNIeBOro coeTuHeHUs, Heo0s13a-
TENBHO B BHIE cMecu E u Z muactepeon3oMepoB.
DTO COeNMHEHWE HWCIONB30BATH 0e3 abHEHIICH
OYKCTKH B MOCIEAYIONIEH Peakiiy MONTyYeHUs CO-
enuHeHHA npuMepoB 18 u 19.

Ipumep 10. (S)-N-(a-Dtundensmn)-3-[3-
(9TOKCHKAPOOHMUIT)IPOIIOKCH |-2-(hEHIIX HHOTUH-4-
KapOOKCaMWI.
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2,0 r (5,23 mmonb) (S)-N-(a-sTrndensmn)-3-
THAPOKCHU-2-(heHUIXUHOINH-4-KapOokcamuia (co-
enMHeHne mpumepa nomydenus 1), 2,17 r (15,70
Mmoiib) KoCOs, 0,26 1 (1,57 mmois) Kl u 1,13 M
(7,84 mmonb) 3THI-4-GpoMOyTHpaTa CyCIIEHIUPO-
Bau B 50 M TI'® u peakIMOHHYIO CMECh Iepe-
MEIIUBAJIH P KOMHATHOW TeMIlepaType B TeUeHUE
24 4.

TBepmoe BeliecTBo OTGUILTPOBBIBAIIH, & pac-
TBOPHTEIb BHINIApUBAlM B Bakyyme nocyxa. Octa-
Tok pactBopsiin B CH,Cl, u opranuueckyio ¢azy
npombiBasn H,O, oTaensim, BBICYLIMBAIH HAJ
Na;SO, u BeimapuBanu nocyxa B Bakyyme. Heouu-
LIEHHBIH MTPOAYKT pacTHpaiu ¢ ropsyuM n3o-Pr,0
¢ moiydenreM 2,10 T 1eJIeBOro COSAMHEHUS B BUIC
0eIoro MopoIIKa.

Ca1H3N204

Temmneparypa miasnerus = 140-142°C

MounekyisipHas macca = 496,61

[a]p® = -41,6 (c = 1, MeOH)

UK (KBr): 3110; 2960-2850; 1740; 1650 cm™.

300 MI'u ‘H-SIMP (IMCO-dg): & 9,25 (d,
1H); 8,06 (d, 1H); 7,92 (dd, 2H); 7,72 (ddd, 1H);
7,63-7,50 (m, 5H); 7,44 (d, 2H); 7,39 (dd, 2H); 7,28
(dd, 1H); 5,08 (dt, 1H); 3,99 (q, 2H); 3,61 (m, 2H);
2,15-1,98 (m, 2H); 1,90-1,74 (m, 2H); 1,60-1,51
(m, 2H); 1,16 (t, 3H); 0,98 (t, 3H).

MC (El; TSQ 700; ucrounux 180 C; 70 V;
200 pA): 496 (M+); 115.

Ipumep 11. (S)-N-(a-Otundensun)-3-
(kapOOKCUTPOTIOKCH)-2-HeHUITXHHOTHH-4-Kap-
Goxcamu.

0,6 r (1,21 mmois) (S)-N-(a-3THn6eH3MII)-3-
[3-(3ToKCcHKapOOHMIT) IPONIOKCH] -2 -PEHUITXUHO-
nuH-4-kapOokcamuna (coemunenue npumepa 10)
pactBopsutr B 30 M1 6N HCl 1 pacTBOp KHMITATHIIHA C
00paTHBIM XOJIOIMIEHAKOM B TeUeHHE 4 4.

PeakiMoHHYI0 CMECh BbIIIAPUBAIHM B BaKyyMe
JIOCyXa M HEOYHUIIIEHHOE COeTUHEHHE MePEeKPUCTAN-
JIM30BBIBAIM U3 TOJIyOJIa, COAEPIKAIIETO CIICIOBbIC
komuuectBa TI'®, ¢ momyuenuem 0,5 r memeBoro
COCIMHEHUS B BUJIE JKEJITOTO TBEPAOTO BEIIECTBA.

Ca9H28N204

Temneparypa riasnenust = 149-151°C

MonexkynspHas Macca = 468,56

[a]p® = -42,3 (c = 1, MeOH)

UK (KBr): 3249; 3065; 2971-2840; 1709;
1633; 1544 cm™.

300 MI'y 'H-SIMP (IMCO-dg): & 11,98 (s,
1H); 9,24 (d, 1H); 8,07 (d, 1H); 7,93 (dd, 2H); 7,72
(ddd, 1H); 7,61-7,50 (m, 5H); 7,44 (d, 2H); 7,38
(dd, 2H); 7,28 (dd, 1H); 5,08 (dt, 1H); 3,62 (m,
2H); 2,01 (m, 2H); 1,90-1,72 (m, 2H); 1,55 (m,
2H); 0,99 (t, 3H).

MC (El; TSQ 700; ucrounux 180 C; 70 V;
200 pA): 468 (M+); 439; 382; 334; 264; 247; 219;
134; 119; 91.

Mpumep 12. (S)-N-(a-Dtunbensun)-3-[2-(2'-
THAPOKCUMETIII(GEHIIT  alleTHIT)aMHHOITOKCH |-2-
(eHnnXnHOIMH-4-KapOoKcaMHu L.
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0,7 r (4,7 MMOITb) H30XPOMaHOHA PACTBOPSUIH
B 25 M1 abcomorHoro EtOH; no6asmsm 2,0 r (4,7
Mmoutb) (S)-N-(0-3Trnben3mn)-3-(2-aMMHOITOKCH)-
2-permmxuHONMMH-4-KapOokcaMuaa  (COSTUHEHHS
npuMepa TONydeHus 4) W peakiOHHYIO CMeCh
KUISITWIN ¢ OOpaTHBIM XOJIOJWIIBHHUKOM B TCYCHHUE
12 4. 3atem no6Gasisu eme 0,3 r (2,0 MMoib) H30-
XpOMaHOHa M PEaKIHOHHYI0 CMECh KHILITHIH C
00paTHBIM XOJIOMUIBHUKOM 5 d; 3aTeM M00aBIsIIN
eme 0,5 r (3,4 MMOITB) H30XPOMaHOHA U PEAKLIHOH-
HYIO CMECh KHUISITHJINA C OOPATHBIM XOJIOIUIEHUKOM
emre 10 4. [Tocne oxaxaeHUs CMECh BBITAPUBAIIH B
BaKyyMe JIOCyXa M OCTAaTOK OYHINAIH C MPHMEHE-
HHEM rpajIueHTHOM KOJIOHOYHO# hmom-
xpomarorpaduu Ha cuiamkaresne 230-400 mern, wc-
none3yst cMech rekcan/EtOAc 50:50, conmepikantyro
0,5% NHI,OH (28%), B xauecTBe HCXOIHOIO DIIIO-
eHTa, u cMech rekcan/EtOAc 20:80, comeprkantyro
0,5% NH,4OH (28%), B KauecTBe KOHEYHOIO DIIIO-
eHnTta. HeounnieHHbIN NpOaYKT, MOJTYYEHHBIH TaKUM
obpazom, pactupanu ¢ u30-Pr,O/u30-PrOH ¢ momny-
yeHueM 1,8 T 1ieneBoro CoeMHCHUS.

CaeHasN3O4

Temneparypa masnenus = 160-163°C

MonexkyisipHas Macca = 573,69

[a]p® =-31,5 (c = 0,5, MeOH)

DIeMeHTHBIN aHAIN3:

paccunrano: C, 75,36; H, 6,15; N, 7,32;

maiineno: C, 75,09; H, 6,14; N, 7,34.

WK (KBr): 3600-3100; 3100-3000; 1641;
1558 cm™.

300 MI'y ‘H-SIMP (JMCO-dg): & 9,30 (d,
1H); 8,08 (d, 1H); 7,98 (m, 2H); 7,89 (t br, 1H);
7,73 (ddd, 1H); 7,59 (m, 2H); 7,57-7,48 (m, 3H);
7,45 (m, 2H); 7,41-7,33 (m, 3H); 7,28 (dd, 1H);
7,19 (dd, 1H); 7,15 (dd, 1H); 7,09 (dd, 1H); 5,09 (t,
1H); 5,08 (dt, 1H); 4,48 (d, 1H); 3,70-3,59 (m, 2H);
3,37 (s, 2H); 3,12-2,92 (m, 2H); 1,90-1,75 (m, 2H);
0,99 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 555; 438; 411; 382; 247; 218; 192; 174,
119.

Ipumep 13. (SZ)-N-(a-DTunbensun)-3-[ 2-(3-
KapOOKCHITPOTICHOWIT)-aMHUHOITOKCH | -2-(D eHUITX M-
HOJIMH-4-KapOOKCaMuU/I.

2,0 r (4,7 mmomnb) (S)-N-(a-3Tunbensmn)-3-
(2-amuHO>TOKCH)-2-(DEeHIIX HHOIMH-4-KapOOKC-
amuga (coeauHeHus npuMepa noiayuenus 4) u 0,61
r (6,2 MMOJIb) MaJIEMHOBOTO aHTUAPHIA PACTBOPS-
g B 50 M tosyoma. JI00aBIsUIM MOJICKYIISIPHBIC
CHTa M PEAKIUOHHYIO CMECh KUIISITWIN C OOPAaTHBIM
XOJOAWIHHUKOM B TeueHue 5 4. Ilocie oxmaxnme-
HUsI PEaKIIMOHHYIO CMECh BBIAPHBAIM B BaKyyMe
nmocyxa, pactBopsuti B CH,Cl, u npombiBanu Ha-
ceieHabiM pactBopom NaCl, 20% numonHOU Ku-
cioroi, HackimeHusiM pactBopoM NaCl. Opranu-
yeckuii cioi BeicymuBanu Hag NapSO, u BeImapu-
BAJIU B BakyyMme Jocyxa. HeouuiieHHbIH MpOLyKT
OUMIIATM C TNPUMEHEHHEM KOJIOHOYHO# (uidiI-
xpomarorpadpun Ha cwiukarene 230-400 wem,
amoupys cmechio u30-Pr,O/EtOAc 70:30, comep-
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wameir 0,5% 85% MypaBbUHON KHCIIOTHI, 3aTeM
pactupanu ¢ u30-Pr,O ¢ monyuerunem 2,0 r mesaeBo-
IO COCIUHEHUSI.

C31H29N305

Temmneparypa miasnerus = 158-162°C

MounekyisipHas macca = 523,59

[a]p® = -38,6 (c = 0,5, MeOH)

OneMeHTHBIN aHan3:

paccumrano: C, 71,11; H, 5,58; N, 8,03;

naiigeno: C, 70,90; H, 5,56; N, 7,95.

UK (KBr): 3280; 3150-3000; 1710; 1640-
1620 cm™.

300 MI'y *H-SIMP (IMCO-dg): & 14,80 (s br,
1H); 9,30 (d, 1H); 9,08 (t br, 1H); 8,07 (d, 1H);
7,94 (dd, 2H); 7,79-7,70 (m, 1H); 7,60 (m, 2H);
7,52-7,38 (m, 7H); 7,29 (dd, 1H); 6,32 (d, 1H); 6,27
(d, 1H); 5,07 (dt, 1H); 3,76-3,64 (m, 2H); 3,28-3,00
(m, 2H); 1,90-1,74 (m, 2H); 1,00 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 425; 407.

Mpumep 14. (S)-N-(a-Dtunbensmn)-3-[2-(3-
KapOOKCHUITPOTIAHOWIT)-aMUHOITOKCH | -2-(h e HIITX M-
HOJINH-4-KapOOKCaMHM/I.

2,0 r (4,7 mmonb) (S)-N-(0-aTundensmn)-3-
(2-aMHHOPTOKCH)-2-(hEHUIX UHOJIUH-4-KapOOKC-
amua (coenuHende npumepa noiayuenus 4) u 0,6 r
(6,2 MMonb) aHrUApUAA SHTAPHOH KHCIOTHI pac-
TBOpsutM B 50 MuI TONyOMNa; HOOABISUIH pacTepPThIC
MOJICKYJISIPHBIC CUTa W PEAKIIMOHHYIO CMECh KHIIA-
TUIA C OOpaTHBIM XOJOAWILHHKOM B armapare
Dean Stark B Teuenue 4 u. PeakimoHHYIO CMeCh
JI0CyXa BBIIAPHBANIN B BakyyMme, pactBopsuid B 100
it CH,Cl, 1 ipoMBIBajIi HACKIIIEHHBIM PACTBOPOM
NaCl, 20% IuMOHHON KHCIOTOM, HACBIIICHHBIM
pactBopom NaCl. Opranudeckuii cjioif BeICyLIMBa-
n Haa Nap,SO, 1 BhIApUBalid B BAaKyyMe JJOCyXa €
mojiydeHreM 2,3 ' HCOUHIIICHHOTO MPOIYKTa, KOTO-
pBI  OYMINAIHM KOJIOHOYHOW (IIdII-Xpomarorpa-
¢ueii na cuimmkarene 230-400 wmemn, smoupys
CH,CI,/MeOH 9:1, a 3atem cmecsro CH,Cl,/MeOH
8:2. TlomyuycHHBI HEOYMIECHHBIN TBEPIBIA MPO-
IYKT pactupaimu ¢ u30-Pr,O/m30-PrOH, dunsrpo-
BaJId, TPOMBIBAIM U BBICYIIMBAIA C MOJTyYECHHEM
1,4 r nieeBoro CoeNMHEHM.

C31HzH305

Temmneparypa miasnerus = 118-122°C

Mounekyisipras macca = 525,60

[a]p® =-32,1 (c = 0,5, MeOH)

WK (KBr): 3600-3120; 3100-3000; 1740-
1700; 1680-1600 cv ™.

300 MI'y *H-SIMP (JIMCO-dg): & 11,98 (s br,
1H); 9,28 (d, 1H); 8,07 (d, 1H); 7,99 (dd, 2H); 7,73
(ddd, 1H); 7,66 (t br, 1H); 7,61-7,48 (m, 5H); 7,46
(d, 2H); 7,39 (dd, 2H); 7,30 (dd, 1H); 5,05 (dt, 1H);
3,69-3,57 (m, 2H); 3,12-2,91 (m, 2H); 2,34 (m,
2H); 2,21 (m, 2H); 1,90-1,75 (m, 2H); 1,00 (t, 3H).

MC (FAB POS; THornuuepuHOBas MaTpHIA,;
FAB ra3oo6pasusiii Xe; 8 kB; ucrounuk 50): 526
(MH+); 383; 291.

Mpumep 15. (S)-N-(a-Drundensun)-3-[2-(N-
MeTHII-8-a3a0MuuKIIo[ 3.2. 1] -0KT-3-1I1)-aMHHOI TOK-
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cu|-2-peHmnxuHoMMH-4-KapOoKkcaMuia THAPOXJIIO-
pu.

1,5 r (3,53 mmoib) (S)-N-(a->Trndensmn)-3-
(2-amuHO>TOKCH)-2-(DEeHIIX HHOINH-4-KapOOKC-
amuga (coeauHenne npuMepa moiayuenus 4) u 0,98
r (7,06 MmMoip) TpomuHOHa pactBopstan B 30 M
MeOH u 100 mi Toiyosa; MOPUUAMH T00ABIISIH
0,22 r (3,53 mmoip) NaCNBH3 u peakimoHHYO
CMECh KHILITHIM C OOpaTHBIM XOJOAMIBHUKOM B
tTeuenne 24 u B ammapare Dean Stark. Peaxnuio
ocraHaBimBanu npu nomoumm 5 min 2H NaOH yu,
MOCJIe TEPEMENIMBAHKS PH KOMHATHON Temrepa-
Type B Teuenue 20 MUH, PEAKI[MOHHYIO CMECh BbI-
napuBajy 10cyxa B Bakyyme. OCTaTOK pacTBOPSITH
B 20% JIMMOHHOW KHCJIOTE M IBaXKIBl IKCTPArupo-
Bann EtOAC; BomHBIN CJI0M MOMIIETaYMBaIH TBEP-
1M KoCO3 u akerparuposanun CH,Cl,. Oprannye-
ckuii ciort BeicymuBanu Hax Nap,SO, 1 BeImapuBa-
JIM B BaKyyMe J0cyxa ¢ nojxydeHuem 1,8 r skenrtoro
TBEPAOTO BELIECTBA, KOTOPOE OUHILIAIN KOJOHOY-
HOM (umi-xpomarorpadueit Ha cunukarene 230-
400 mem, smoupys EtOAc/MeOH 80:20, conep-
xkareit 2% 28% NH,OH. HeounieHHBIH TPOIYKT
(0,27 1) pactBopsutt 8 MeOH u pactBOp monkuc-
asimu HCI/ELO ¢ monydeHreM COOTBETCTBYIOIIETO
THIPOXJIOPH/IA, KOTOPBINA MEPEKPUCTATITH30BBIBAIN
u3 cmecu EtOAC/abcomorabiii EtOH ¢ nonyuenn-
em 0,10 r meneBoro COeIUHEHHUS B BHIC KOPHUYHE-
BaTOTO MOPOIIIKA.

C3sH40N4O,HCI

Temmneparypa miaenenus = 200-203°C

MounekyJsipaast macca = 585,19

WK (KBr): 3403; 2966-2760; 1637; 1558 cm™.

300 MI'; *H-SIMP (JIMCO-dg): & 9,29 u 9,26
(d, 1H); 8,05 (d, 1H); 7,92 (dd, 2H); 7,71 (ddd,
1H); 7,61-7,50 (m, 5H); 7,45 (d, 2H); 7,38 (dd,
2H); 7,28 (dd, 1H); 5,09 (dt, 1H); 3,70-3,60 (m,
2H); 3,32 (m, 2H); 2,95 (m, 1H); 2,82 (m, 1H);
2,41 (t, 2H); 2,11 u 2,08 (s, 3H); 1,90-1,65 (m, 6H);
1,41-1,31 (m, 2H); 1,23-1,03 (m, 2H); 0,98 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 548 (M+); 386; 305; 166; 124; 82.

Ipumep 16. (S)-N-(o-Dtunbdensmn)-3-[2-(2'-
KapOOKCHOEH30MIT)-aMUHOITOKCH |-2-(h e HUITXMHO-
TUH-4-KapOoKkcaMu/I.

0,85 r (2,0 mmonb) (S)-N-(a-3Tundensmn)-3-
[2-[2'-meTOKCHKapOOHUIOEH30MT)-aMUHOITOKCH |-
2-permmxuHONMMH-4-KapOokcamuaa  (CoequHEHME
npumepa 17) pactopsuma B 25 ma 10% NaOH u 5
ma 1,4-nuokcana. PactBop HarpeBanmm go 60°C B
teuenne 15 mwmH, 3atem skctparupoBamm CH,Cl,
npoMbiBanu  10% JIMMOHHOW KHCIOTOH W Hachl-
ueHasiM - pactBopom  NaCl, BeicymmBanu  Haj
N&SO, u BhInapuBanu B Bakyyme jocyxa. OctaTok
OUMIIATM  TIPAJAUCHTHON  KOJOHOYHOH  (hJidiI-
xpomarorpapuerd Ha cuiamkareiae 230-400 wmemn,
ucrnone3ys  cmech  u30-ProO/EtOACc/HCOOH
(85%)/H,O 70:30:0,5:0,5 B KauecTBE HCXOIHOTO
SII0€HTa, M cMech  u30-ProO/EtOAc/HCOOH
(85%)/H,O 60:40:0,5:0,5 B KauecTBE KOHEYHOTO
amoeHTa. HeouMieHHbI MPOAYKT, IMOTYYEHHBIN
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TakuM o0Opaszom, pactupanu ¢ n3o-Pr,0/m30-PrOH c
HOJIy4eHHEeM 2 T 1IeJIEBOTO COSIMHEHUS.

CasHzN30s

Temmneparypa miasnexus = 96-115°C pasz.

MouekyisipHas macca = 573,65

[a]p® = -33,3 (c = 0,5, MeOH)

UK (KBr): 3400; 3257; 3100-3000; 1723;
1637; 1581 cm™.

300 MI'y *H-SIMP (JIMCO-dg): & 12,75 (s br,
1H); 9,31 (d, 1H); 8,07 (d, 1H); 8,00 (m, 3H); 7,76-
7,69 (m, 2H); 7,57 (m, 2H); 7,55-7,37 (m, 9H);
7,29 (dd, 1H); 7,18 (m, 1H); 5,06 (dt, 1H); 3,79 (t,
2H); 3,34-3,15 (m, 2H); 1,90-1,75 (m, 2H); 0,97 (t,
3H).

MC (El; TSQ 700; ucrounux 180 C; 70 V;
200 pA): 555; 526; 422; 382; 262; 247, 219; 174,
119; 91.

Ipumep 17. (S)-N-(a-Drunbdenswmn)-3-[2-(2'-
METOKCHKAPOOHIIOEH30MIT)-aMHHOITOKCH |-2-
(dhennnxuHoOMMH-4-KapOoKcaMuI.

2,4 r (5,7 mmonb) (S)-N-(0-aTunbensmn)-3-
(2-aMHHOPTOKCH)-2-(hEHUIX UHOJIUH-4-KapOOKC-
amuaa (CoeJMHEHHE TpuMepa HojyueHus 4) pac-
tBopsti B 50 M1 cyxoro CH,Cl, B atmocdepe azo-
ta; nooassun 0,88 mi (6,2 mmois) TEA u pactBop
oxnaxmann go 0°C. 3areM 1o KamuisiM H0OaBIISIIN
1,1 r (5,8 MmMoJIB) MeTHI-2-XI0pKapOOHMUITOCH30aTa
(mosmy4eHHOTO  00pabOTKOH  COOTBETCTBYIOLIETO
CJI0)KHOTO MOHO3(HpPa MOHOKHUCIIOTHI OKCATHIXJIO-
punom), pactBopentsiii B 50 M CH,Cl, npu 0°C,
3aTeM pacTBOp MEPEMCIIUBAIU IMPH KOMHATHOM
TemnepaTrype B TeucHue 4 4. PeakimoHHyIO cMech
npomeiBain H,O, 20% IUMOHHON KHCIOTOW, Ha-
celmeHHsiM  pacTBOpoM NaHCOs, HacHIIEHHBIM
pactBopom NaCl, sBeicymmBanu Hang NapSO, 1 BbI-
napuBanu B Bakyyme nocyxa. Ilomyuennsie 1,0 r
ocTaTka OYHINAIM KOJOHOYHOW (JIdMI-XpoMaTo-
rpadueit Ha cwiukarene 230-400 mermn, mpu wc-
nosp30oBaHuu cMmecu rekcan/EtOAc 1:1 B kadecTBe
JJIIOCHTA, a 3aTeM pacTupaiu ¢ u3o-Pr,0O ¢ momyue-
uHuem 0,9 r 11eeBOro CoeIMHEHHS.

CaH33N30s5

Temneparypa riasnenns = 133-135°C

MounekyisipHas macca = 587,68

[a]p® = -35,6 (¢ = 0,5, MeOH)

ONeMeHTHBIN aHan3:

paccunrano: C, 73,22; H, 5,20; N, 6,57;

naiineno: C, 73,30; H, 5,61; N, 7,08.

WK (KBr): 3500-3120; 3100-3000; 1730;
1660-1620 cm ™.

300 MI'u ‘H-SIMP (IMCO-dg): & 9,30 (d,
1H); 8,10 (t, 1H); 8,08 (d, 1H); 8,01 (d, 2H); 7,70-
7,68 (m, 2H); 7,59-7,38 (m, 11H); 7,30 (m, 2H);
5,06 (dt, 1H); 3,79 (t, 2H); 3,61 (s, 3H); 3,30-3,13
(m, 2H); 1,90-1,75 (m, 2H); 0,95 (t, 3H).

MS (El; TSQ 700; ucrounux 180 C; 70 V;
200 HA): 422; 382; 264, 247, 219; 206; 174, 163;
147.

Ipumep 18. (SE)-N-(a-Dtrnbdensmn)-3-[2-(3-
METOKCHUKaPOOHUIIIIPOIICHOWIT )-aMUHOITOKCH |-2-
(eHnIXnHOIMH-4-KapOoKcaMu L.
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1,4 r (3,3 mmons) (S)-N-(a-sTrnbeHsmn)-3-
(2-amuHO3TOKCH)-2 -PeHIITXMHONTUH-4-KapOOKC-
amuaa (coenuHeHue mnpumepa nonyuenus 4) pac-
teopsuik B 35 mi cyxoro CH,Cl, B atmochepe azo-
ta. Jlo6amsum 0,77 (5,5 mmons) TEA u pactsop
oxnaxmamun go 0°C. 3areM 1o KamisiM m0O0aBIISIIH
04 r (34 wMMomb) MeETHI-3-XJOPOKapOOHUII-
nporneHoara (CoeqMHEHHE MPUMeEpa MoaydeHus 5),
pactBopennsiii B 25 mi CH,Cl, npu 0°C. Peakium-
OHHYI) CMECh IEpPEMEIIMBAIM IPH KOMHATHOM
TEMIIepaType B TCUCHHE 2 THEH, 3aTeM MPOMBIBAIIH
H,0, 20% nuMOHHOW KHCIOTOM, HACBII[EHHLIM
pactBopom NaHCOj;, HachIIIEHHBIM pacTBOPOM
NaCl, BeicymmBanu nag N&pSO4 u Bhimapusanu B
BakyyMme aocyxa. [loiy4eHHBI OCTaTOK OYMINATH
TPaIMEHTHON KOJOHOYHOM (ummI-xpoMaTorpadueit
Ha cumkarese 230-400 merr, npy UCIOJIb30BAHHH
cmecu rekcan/EtOAc 8:2 B kauecTBE HMCXOLHOTO
amroenTa, U cMecu rekcan/EtOAc 7:2 B xadecTBe
KOHEUYHOTO 3toeHTa. [loydeHHbI HeOoUnIeHHbIH
MOPOAYKT MOJBEPTalu JajJbHEUIICH OYHCTKE METO-
oM mpenapatuBHoit BOXX ¢ momyuennem 0,30 T
LIEJICBOTO COCTUHCHUSI.

Ca2Hz1N30s

Temneparypa masnenus = 122-125°C

MornekynsipHas Macca = 537,62

[a]p® =-37,7 (¢ = 0,5, MeOH)

DJeMEeHTHBIHN aHaIIN3:

paccunrano: C, 71,49; H, 5,81; N, 7,82;

naiineno: C, 71,19; H, 5,86; N, 7,77.

WK (KBr): 3500-3120; 3100-3000; 1730;
1670-1620; 1550 cm™.

300 MI'y H-SIMP (JMCO-dg): & 9,30 (d,
1H); 8,47 (t br, 1H); 8,06 (d, 1H); 7,97 (dd, 2H);
7,73 (ddd, 1H); 7,60 (m, 2H); 7,50-7,37 (m, 7H);
7,29 (dd, 1H); 6,95 (d, 1H); 6,51 (d, 1H), 5,07 (dt,
1H); 3,75 (s, 3H); 3,69 (m, 2H); 3,25-3,00 (m, 2H);
1,90-1,75 (m, 2H); 0,97 (t, 3H).

MS (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 537 (M+); 507; 404; 382; 301; 249; 156.

Ipumep 19. (S,2)-N-(a-Dtundenszun)-3-[2-
(3-MeTOKCHKapOOHUIIITPOIICHOIT ) -aMUHOATOKCH | -2-
(eHnIXUHONMH-4-KapOOKCaMu L.

Ilpogomxasi ~ >MOMpOBaHME  KOJIOHOYHOM
(dmnr-xpomarorpadueit mpumepa 18, BeiaemIIH
0,31 r 1EeNeBOro COeNUHEHHS.

C3,H31N305

Temneparypa miasienus = 80-90°C

MonekyJsipHast Macca = 537,62

[a]p® = -37,2 (¢ = 0,5, MeOH)

DJeMEeHTHBIH aHAIN3!

paccuurano: C, 71,49; H, 5,81; N, 7,82;

naiigeno: C, 71,05; H, 5,93; N, 7,68.

UK (KBr): 3500-3120; 3100-3000; 1730;
1670-1620; 1550 cm™.

300 Ml ‘H-SIMP (IMCO-dg): & 9,31 (d,
1H); 8,07 (d, 1H); 8,05 (t br, 1H); 7,98 (dd, 2H);
7,73 (ddd, 1H); 7,59 (m, 2H); 7,55-7,38 (m, 7H);
7,29 (dd, 1H); 6,22 (Abqg, 2H); 5,09 (dt, 1H), 3,66
(m, 2H); 3,58 (s, 3H); 3,20-2,95 (m, 2H); 1,83 (m,
2H); 0,99 (t, 3H).
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MC (El; TSQ 700; ucrounux 180 C; 70 V;
200 pA): 537 (M+); 476; 371, 247; 156; 124.

Ipumep 20. (S,E)-N-(a-Dtundensun)-3-[2-
(3-kapOOKCHTIPOTIEHOMIT)-aMUHOATOKCH | -2 -(heHMII-
XUHOJHH-4-KapOOKCaMuI.

0,2 r (0,4 mmons) (SE)-N-(a-3tun6ensmn)-3-
[2-(3-MeTOKCHKapOOHMIIIIPOIIEHO I ) -AMUHOITOK-
cu]-2-heHmIxuHoMuH-4-kapOokcamMuaa  (coemuHe-
uue npumepa 18) pactBopsun B 25 mir 10% NaOH
u 5 mn 1,4-nrokcana u HarpeBanu a0 60°C B Teue-
aue 15 mun. Tlocne oxmakmeHus: peaKIMOHHYIO
cmech skctparupoBamn CHoCl, u mpomeiBamu 10%
JIMMOHHOW KHCJIOTOW M HACBIIIEHHBIM pPacTBOPOM
NaCl. Opranuyeckuil cj0# BBICYLIMBAIH HaJ
N&a,SO,, BeImapuBamu B BaKyyMe IOCyXa H PacTH-
pamu ¢ n30-Pr,O ¢ momydenumem 83 Mr meneBoro
COCIMHEHUSI.

Ca1H29N30s

Temmneparypa miasnerus = 230-233°C

Mouekyisipras macca = 523,59

[a]p® =-39,6 (c = 0,5, MeOH)

WK (KBr): 3500-3120; 3100-3000; 1740-
1700; 1680-1600; 1550-1520 cm ™.

300 MI'u ‘H-SIMP (IMCO-dg): & 9,30 (d,
1H); 8,42 (t br, 1H); 8,06 (d, 1H); 7,97 (dd, 2H);
7,73 (ddd, 1H); 7,59 (m, 2H); 7,50-7,37 (m, 7H);
7,29 (dd, 1H); 6,88 (d, 1H); 6,45 (d, 1H); 5,09 (dt,
1H); 3,68 (m, 2H); 3,24-2,99 (m, 2H); 1,80 (m,
2H); 0,96 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 523 (M+); 382; 264; 247; 219; 119; 91.

Ipumep 21. (S)-N-(a-Otundensun)-3-
(umaHOMETOKCH)-2-HeHUITXUHOTUH-4-KapOOKC-
amuJI.

2,0 r (5,23 mmonb) (S)-N-(a-sTrundensun)-3-
THAPOKCHU-2-(heHUIXUHOINH-4-KapOokcamuia (co-
enuHenne npumepa nonydenus 1), 2,21 r K,COs,
0,26 r (1,57 mmons) Kl u 0,52 mi (7,85 MmoIb)
OpomoarneTonnTpriia nepememmBand B 30 M Cy-
xoro TI'® B Teuenne 5 4. Heopranmdeckue coau
OoTGUIBTPOBEIBAIN U (QHUIHTPAT BHIIAPHUBAIN B Ba-
kyyme nocyxa. Ocratok pactBopsuiu B CH,Cl, u
oprannyeckyro (aszy npomsiBamun H,O, HachimieH-
HeIM pacTBopoM NaHCOg;, HachllIEHHBIM pacTBO-
pom NaCl, pasaensiiu, BoicymmBanu Hag NapSO, u
BBINTAPUBAJIM B BaKyyMe Jocyxa ¢ noiyueHuem 2,10
I' KOPHYHEBOTO Macia, KOTOpoe MOABEPTIIN (IIdI-
xpomarorpapun Ha cuimkarene 230-400 wmern,
amronpys cMmecbio Tekcan/EtOAc 70:30. Heoun-
IICHHBIA TPOIYKT PAacTHpPAIN C TeKCaHOM, (UIBT-
POBaJH, IPOMBIBAIN W BBICYIINBAIH C TTOIy4YCHUEM
0,75 T meneBoro cCoeaWHEHUsT B BUAE OCIIOro TBEp-
JIOTO BEIIECTBA.

Co7HsN30,

Temneparypa ruiasnenust = 70-72°C

MonekynspHas macca = 421,50

[a]p® = -40,4 (c = 1, MeOH)

UK (KBr): 3413; 3264; 3053; 2943; 1645;
1529 cm™.

300 MI'n 'H-SIMP (JIMCO-dg): & 9,37 (d,
1H); 8,11 (d, 1H); 7,95 (dd, 2H); 7,80 (ddd, 1H);
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7,67-7,55 (m, 5H); 7,45-7,38 (m, 4H); 7,20 (dd,
1H); 5,10 (dt, 1H); 4,60 (Abg, 2H); 1,85 (dg, 2H);
1,00 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 421 (M+); 392; 381; 287; 247; 219; 190;
134.

Ipumep 22. (S)-N-(a-Dtunbdensmn)-3-(2-
(heHMIaIe TUITAMHHOSTOKCH )-2-(h eHUITX MHOJTN H-4-
KapOOKCaMWI.

1,0 r (2,3 mmonb) (S)-N-(0-3tunbdensmn)-3-
(2-amuHO>TOKCH)-2-(DEeHIIX HHOIMH-4-KapOOKC-
amuaa (CoenuHeHHe mpuMepa nojyueHus 4) pac-
tBopsutk B 20 mut cyxoro CH,Cl,; mo6asmsum 0,37
mi (2,6 mmosip) TEA U peakuMOHHYIO CMeCh OXJia-
skpanmn 1o 0°C. 3arem mo karisaMm po6asisiau 0,4
(2,6 MMoTIB) (heHMITALICTUIIXKIIOPHIA, PACTBOPESHHOTO
B 20 M1 CH,Cl, 1 peakoHHYI0 cMech IepeMeLIn-
BaJIM TIpM KOMHATHOH TeMmmepaType B TeueHue 4 d,
3areM mpombiBaar 20% JIMMOHHOW KHCIIOTOH, Ha-
cermeHHsIM pacTBopoM NaHCO3 u cosieBsIM pac-
TBOpOM. OpraHMyecKud CJIOW BBICYIIUBAIH HaJ
N&SO,, BeimapuBaii B BaKyyMe J0CyXa U PacTH-
pamu ¢ u30-PrO ¢ momyuennem 0,9 r memesoro
COC/IMHEHHUSL.

CasHa3N3z03

Temneparypa masnenus = 95-105°C

MonexkyisipHas Macca = 543,66

[a]p® =-32,6 (¢ = 0,5, MeOH)

DIeMeHTHBIN aHaJIn3:

paccuurano: C, 77,32; H, 6,12; N, 7,73;

naiineno: C, 76,89; H, 6,19; N, 7,61.

. UK (KBr): 3400-3100; 3100-3000; 1650-1620
cM .

300 MI'y H-SIMP (JMCO-dg): & 9,30 (d,
1H); 8,06 (d, 1H); 7,98 (m, 2H); 7,86 (t br, 1H);
7,72 (ddd, 1H); 7,59 (m, 2H); 7,51 (m, 3H); 7,45 (d,
2H); 7,39 (dd, 2H); 7,30-7,12 (m, 6H), 5,09 (dt,
1H); 3,62 (m, 2H); 3,29 (s, 2H); 3,12-2,91 (m, 2H);
1,90-1,75 (m, 2H); 0,98 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 543 (M+); 410; 382; 162.

Ipumep 23. (S)-N-(a-Drundensun)-3-[2-((S)-
O-aMHHO(EHIIALETHI)AMHUHOITOKCH | -2 -(hEeHHII-
XHHOJHMH-4-KapOoKcamMu/I.

Peakuuro nonyuenus OMOK-3amuieHHOr0
EJIEBOTO COEIMHEHHS MPOBOAMIM CHOCOOOM, KO-
TOPBII OMKCaH B IpuMepe 25, HCIOoNb3ysl B Ka4ecT-
BE MCXOAHBIX MaTepuanos 2,8 r (6,7 mmorb) (S)-N-
(a-s>Trndensmn)-3-(2-aMUHOITOKCH ) -2 -(h EHHIX HHO-
TuH-4-KapOokcaMuaa (CoeIMHEHNE TIpUMepa TOoy-
yenus 4), 1,1 v (8,0 mmons) TEA u 3,1 1 (8,0
MMoITb) (S)-OMOK-peHmrmuuamIKIopraa. Pe-
aKIMOHHYIO CMECh ITePEeMEIINBaIN IIPH KOMHATHON
Temneparype B TeucHue 20 1 u 0OpabaTbiBaiu Tak,
KaK ONMuCcaHo B mpumepe 25, ¢ moayueHuem 4,5 T
OMOK-3aIMIIIEHHOr0 LENEeBOr0 COEIUHEHUS, Y
KOTOPOTO YyIAJSUTH 3allUTHBIE TPYIIBI ITyTEM IIe-
peMelrBaHusl IpU KOMHATHOW TeMIlepaType B Te-
yernue 30 mun ¢ 90 mir 10% pactBopa AuATHIIAMIHA
B IM®. 3aTeM peakLIUOHHYIO CMECh BBIIApHUBAIH B
BaKyyMeé M OYHMINAIHA TPaJHEeHTHOH KOJOHOYHOM
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¢dd-xpomatorpapueit Ha cuimkarene 230-400
Merr, ucrnons3ys EtOAC B kadecTBe HCXOIHOTO
smoenta u cmech EtOAC/MeOH 9:1 B kauectBe
KOHEYHOTO JIIOEHTa C MOJy4YeHHEM, MOCIe PacTh-
panus ¢ u30-Pr;0O, 1,4 T 11eneBoro coeInHEHUSI.

CasHaaN4O5

Temmneparypa miasnerus = 140-145°C

MonexkynspHas Mmacca = 558,68

[a]p® =-17,0 (c = 0,5, MeOH)

DNEeMEHTHBIN aHan3:

paccuutano: C, 75,25; H, 6,13; N, 10,03;

naiigeno: C, 72,70; H, 6,11; N, 9,80.

UK (KBr): 3440-3110; 3100-3000; 1650-
1630; 1585 cm™.

300 MI'n 'H-SIMP (JIMCO-dg): & 9,30 (d,
1H); 8,08 (d, 1H); 7,97 (dd, 2H); 7,92 (t br, 1H);
7,72 (dd, 1H); 7,60-7,48 (m, 5H); 7,45 (d, 2H); 7,38
(dd, 2H); 7,30-7,20 (m, 6H); 5,09 (dt, 1H); 4,21 (s,
1H); 3,65 (t, 2H); 3,07 (dt, 2H); 2,10 (s br, 2H);
1,90-1,75 (m, 2H); 0,95 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 541; 453; 382; 292; 291; 247; 219; 106.

Mpumep 24. (9)-N-(a-Dtunbensun)-3-[2-
((R)-0-amuHO(bEHUIANETHIT)aMHHOITOKCH |-2-
(dheHnnxuHOMMH-4-KapOoKcaMuI.

Peakiuio OCyIIECTBISUIA TOYHO 10 METOAUKE
npumepa 23, wucnoiedys (R)-OMOK-¢penunrnu-
uuHIIXIopua Bmecto (S). Mcnomp3oBamu Te xe
KOJIMYecTBa Bcex peareHToB. beuio momydeno 0,8 r
LIEJIEBOTO COEMHEHNSI.

CasHzaN4O3

Temneparypa ruiassenust = 92-94°C

MounekyisipHas macca = 558,68

[a]p® = -52,8 (¢ = 0,5, MeOH)

ONeMeHTHBIN aHaIn3:

paccuurano: C, 75,25; H, 6,13; N, 10,03;

naiineno: C, 74,15; H, 6,19; N, 9,91.

UK (KBr): 3440-3110; 3100-3000; 1670-1630

-1
CM .

300 MI'u ‘H-SIMP (IMCO-dg): & 9,30 (d,
1H); 8,07 (d, 1H); 7,96 (d, 2H); 7,90 (t br, 1H);
7,72 (m, 1H); 7,60-7,50 (m, 5H); 7,44 (d, 2H); 7,38
(dd, 2H); 7,29-7,19 (m, 6H); 5,09 (dt, 1H); 4,20 (s,
1H); 3,60 (m, 2H); 3,16-2,91 (m, 2H); 2,11 (s br,
2H); 1,90-1,75 (m, 2H); 0,96 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 541, 453; 382; 292; 291; 247; 219; 106.

Ipumep 25. (S)-N-(a-Drundensun)-3-(2-
aMUHOAICTUIAMUHOATOKCH )-2-(h eHUIIXMHOJINH-4 -
KapOOKCaMHUI.

30 r (7,1 mmons) (S)-N-(a-3tunbensun)-3-
(2-aMUHOATOKCH )-2-(PeHHUITXMHOTHH-4-KapOOKC-
amuaa (CoelMHEHHE TpUMepa HojyueHus 4) pac-
tBOopsutn B 60 M1 CH,Cl, B atmocdepe azora u mo-
Gasysim 1,2 mu (8,5 mmois) TEA; pacTBop oxJiak-
nmamd 1o 0°C u mo karmsm go0asisuii 2,7 T (8,5
MMOJIB) (9-(hTOPEHUIMETOKCUKAPOOHIII ) TITHIIHHIII-
xnopuaa (OMOK-raunuHUIXIopraa), pacTBOPEeH-
noro B 60 ma CH,Cl,. Peakunonnyio cmech mepe-
MEIIUBAIH IPYU KOMHATHOHN TeMIepaType B TCUCHHE
3 4 ¥ 3aTeM MPOMBIBAJH HACHIIICHHBIM PaCTBOPOM
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NaCl, 20% auMOHHON KHCIOTOM, HACHIIIEHHLIM
pactBopom NaHCO;, HaCHIIIEHHBIM PacTBOPOM
NaCl, BeicymmBanu Hax Na,SO4 U BbIIapUBaid B
BakyyMe Aocyxa. HeouuineHHbIM MPOIYyKT OYHUIIa-
m rpaiueHTHON KOJIOHOYHOM om-
xpomarorpadueii Ha cuiukareae 230-400 wmer,
ucnonb3yst cmech rekcan/EtOAc 1:1 B kadectBe
UCXOIHOro imoenTa, u cmech EtOAC/MeOH 9:1 B
KauecTBe KoHeuHoro smioenra. [Ipoaykr (5,0 r)
pactBopsuti B 100 M 10% pacTBopa nuaTHIIaMHHA
B /IM® u nepememuBanu npu KOMHaTHOHN TeMIie-
patype B teueHue 30 MuH. PeaknmoHHYIO cMech
3aTeM BBIMAPUBAIN B BAKyyMe W OUHIIAIHN TPajIH-
€HTHOW KOJIOHOYHOH Qummi-xpoMarorpadueiit Ha
cumukarene 230-400 wmemr, HCHOB3YsS CMECh
EtOAc/MeOH 9:1 B kauecTBE HCXOQHOTO HIIOEHTA,
u cmecs EtOAC/MeOH 7:3 B kadecTBe KOHEYHOTO
amoenTa, ¢ nonydeanem 0,6 T meneBoro coemuHe-
HHUSL.

C29Hz0N4O3

Temneparypa ruiasnenus = 55-60°C pasi.

MonexkyisipHas macca = 482,58

[a]p® = -33,7 (¢ = 0,5, MeOH)

DIeMeHTHBIN aHaJIn3:

paccuurano: C, 72,12; H, 6,27; N, 11,61,

naiigeno: C, 70,12; H, 6,45; N, 10,81.

MK (KBr): 3500-3110; 3100-3000; 1680-
1650; 1638 cm ™.

300 MI'y H-SIMP (JMCO-dg): & 9,29 (d,
1H); 8,06 (d, 1H); 7,98 (dd, 2H); 7,74 (ddd, 1H);
7,68 (t br, 1H); 7,60-7,38 (m, 9H); 7,30 (dd, 1H);
5,09 (dt, 1H); 3,70-3,55 (m, 2H); 3,18-3,00 (m,
2H); 2,99 (s, 2H); 1,90-1,78 (m, 2H); 1,00 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 482 (M+); 382; 291; 264; 247; 219; 190;
141; 119; 101; 91.

Ipumep 26. (S)-N-(a-DTunbensun)-3-[2-(4-
TMUPUAUIIAIIETUI ) aAMHUHOITOKCH |-2-() CHAITX UHOJTUH-
4-kapOokcamuI.

041 r (24 wmmoms) rugpoxiopuga 4-
TUPUANIYKCYCHOHM KHCIOTHI cycneHauposanu B 80
M CH,Cly; cycnensuro oxnaxnam 1o 0°C u jmo-
oassn 0,33 mu (2,4 mmons) TEA, 0,64 r (4,7
mmonb) T'OBT u 1,0 t (2,4 mmons) (S)-N-(a-
STHIOEH31IT)-3-(2-aMUHOATOKCH )-2 - HUIIXMHO-
TuH-4-kapOokcaMuaa (CoeIMHEHNE TpUMepa TOoy-
yenus 4). 3ateM mo KarisM gobasisu 0,58 r (2,8
mmoab) LK, pactBopennoro B 10 mur CHoCly, u
peaknMoHHyI0 cMmech mepememuBany npu 0°C B
TeueHnue 1 4, a 3aTeM mpu KOMHATHOM TeMIiepaType
B TCUCHHE HOYM. BEHIMABIIYIO B OCAllOK JHUIUKIIO-
TeKCUIIMOYECBHHY OT(QUIBTPOBBIBAIA W (HIBTPAT
npomMeiBanm 20% JIMMOHHON KHCIIOTOW, HACHIIICH-
HeiM pactBopoM NaCl, HachIIEHHBIM PacTBOPOM
conu, BeicymuBanu Hajq N&SO, U BbIMapuBaid B
BaKyyMe Aocyxa. HeouuineHHbI MPOIYyKT OYHUIIa-
I rpaiieHTHOMN KOJIOHOYHOH rom-
xpomarorpadueii Ha cuiukareae 230-240 wmem,
smoupys cmeceto CHLCl,/MeOH 955, comepxka-
meii 0,5% NH,OH (28%) ¢ mnomydenuem, mocie
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pactupanus ¢ n30-Pr,0, 0,85 r nenesoro coeanHe-
HUSL.

C34H3N4O3

Temmeparypa miasierust = 76°C pasi.

MouekyisipHas macca = 544,65

[a]p® = -28,6 (c = 0,5, MeOH)

ONeMeHTHBIN aHaIn3:

paccunrano: C, 74,98; H, 5,92; N, 10,29;

naiineno: C, 74,21; H, 5,95; N, 10,17.

UK (KBr): 3269; 3100-3000; 1646; 1603 cm™.

300 MI'n 'H-SIMP (JIMCO-dg): & 9,30 (d,
1H); 8,41 (d, 2H); 8,08 (d, 1H); 8,00 (m, 3H); 7,74
(ddd, 1H); 7,62-7,48 (m, 5H); 7,45 (d, 2H); 7,40
(dd, 2H); 7,28 (dd, 1H); 7,18 (d, 2H); 5,10 (dt, 1H);
3,63 (m, 2H); 3,34 (s, 2H); 3,14-2,92 (m, 2H); 1,80
(m, 2H); 0,98 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 544 (M+); 411; 382; 163.

Ipumep 27. (S)-N-(a-Drunbdenswmn)-3-[2-(3-
MTUPUARIIALIE T ) aMHUHOITOKCH |-2- () CHHIX HHOJTHH-
4-xapOoxcamMuI.

[MonydeH cnocoboM, OMHCAaHHBIM B IIpUMepe
26 w3 041 r (24 mmons) ruapoxjopuma 3-
MUPUIAITYKCycHOU KUcaoThl, 1,0 r (2,4 mMois) (S)-
N-(0-aTundensmn)-3-(2-aMuHOITOKCH)-2 -(peHIIT-
XUHOJUH-4-KapOokcamMuaa (CoeMHEHNE MpUMeEpa
nonyuenus 4), 0,33 mn (2,4 mmons) TEA, 0,64 (4,7
mmone) 'OBT u 0,58 (2,8 mmous) JILK.

OOpaboTKy M OYUCTKY PEAKIUOHHOW CMeCH
MPOBOJAMIIN MO0 METOJIUKE, OMHMCAHHOW B MpHUMEpe
26. Iocne pactupanus ¢ n30-Pr,0 nomyqanu 0,76 ¢
L[ETICBOT0 COCANHEHHSI.

CaH3oN4O5

Temmneparypa miasienus = 89°C pasi.

MounekyisipHas macca = 544,65

[a]p® =-31,7 (¢ = 0,5, MeOH)

ONeMeHTHBIN aHaIn3:

paccunrano: C, 74,98; H, 5,92; N, 10,29;

naiineno: C, 74,14; H, 6,00; N, 10,17.

UK (KBr): 3275; 3100-3000; 1643; 1548 cm™.

300 MI'u ‘H-SIMP (IMCO-dg): & 9,29 (d,
1H); 8,40 (m, 2H); 8,06 (d, 1H); 7,98 (m, 3H); 7,72
(ddd, 1H); 7,60-7,48 (m, 6H); 7,45 (d, 2H); 7,39
(dd, 2H); 7,29 (m, 2H); 5,08 (dt, 1H); 3,65 (m, 2H);
3,33 (s, 2H); 3,13-2,91 (m, 2H); 2,90-2,75 (m, 2H);
1,00 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 544 (M+); 515; 411; 382; 353; 264; 247;
163.

Ipumep 28. (S)-N-(a-Dtunbdensmn)-3-[2-(2-
MTHPHIAIAIIE T ) AMHHOITOKCH |-2-(h e HUIIX UHOJIH H-
4-xapOoKcaMu .

[Mony4deH crmocoOOM, OMMCAHHOM B MpHUMepe
26 w3 041 r (24 mmonp) ruapoxjopuma 2-
MUpUIUITYKCycHOU KucaoThl, 1,0 r (2,4 mMois) (S)-
N-(0-aTrunden3mn)-3-(2-aMUHOITOKCH)-2 -(peHIIT-
XUHOJHH-4-KapOokcamMuaa (CoeMHEHNE MpUMeEpa
noiyuenus 4), 0,33 mn (2,4 mmons) TEA, 0,64 (4,7
mmone) 'OBT u 0,58 (2,8 mmous) JILTK.

OOpaboTKy M OYUCTKY PEAKIUOHHOW CMECH
MPOBOJMIIN MO METOJIUKE, OMHMCAHHOW B MpHUMEpe
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26. Iocne pactupanus ¢ n3o-Pr,0 nomywanu 0,10 r
LIeJIEBOTO COSUHCHUS.

C34H3N4O3

Temneparypa miasnenust = 74°C pasi.

Mounekysipaast Macca = 544,65

[a]p® =-34,1 (c = 0,5, MeOH)

HK (KBr): 3269; 3100-3000; 1645; 1592;
1540 e ™.

300 MI'y H-SIMP (JMCO-dg): & 9,28 (d,
1H); 8,44 (d, 1H); 8,08-7,90 (m, 4H); 7,75-7,65 (m,
2H); 7,60-7,37 (m, 9H); 7,30-7,20 (m, 3H); 5,10
(dt, 1H); 3,62 (m, 2H); 3,50 (s, 2H); 3,12-2,95 (m,
2H); 1,80 (m, 2H); 0,98 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 514; 452; 382; 247; 163.

Ipumep 29. (S)-N-(0-Dtunbdenswmn)-3-[2-(2'-
KapOOKCU(eHIITAETIIT)aMUHOITOKCH |-2-(heHHII-
XMHOJHMH-4-KapOoKkcamMu/.

1,0 r (2,4 mmons) (S)-N-(a-sTrnOensmn)-3-
(2-amuHO3TOKCH)-2-heHIITXMHONUH-4-KapOOKC-
amuaa (CoenuHeHHe mpuMepa nosyueHus 4) pac-
tBOpsuti B 10 mut Tosmyouta; 3atem mobasisuin 0,51 ¢
(2,8 MMOIIB) TOMOTANNEBON KHCAOTHI M PEAKIIU-
OHHYIO CMECh KUIITHJIN ¢ OOpaTHBIM XOJIOJMIIBHH-
KoM B Teuenue 3,5 4. Ilocie oxiaxaeHHs pacTBO-
pHTENb BBIIAPHBAIHM B BaKyyMe JIOCYXa M OCTAaTOK
pactBopstt B CH,Cl, 1 nmpombIBaJIi COJIEBBIM pac-
TBOpOM. OpraHuyeckuil cjI0¥ BBICYLIMBAIM Haj
N&SO, n BelmapuBanu B Bakyyme jocyxa. OcraTok
OYMIIaNX TPAJAMCHTHON  KOJOHOYHOM  (dII-
xpomarorpapueid Ha cuiukareiae 230-400 wme,
ucnonb3ys cmech rekcan/EtOAc 7:3, comepxanryro
0,5% NH,OH (28%) B kauecTBe HCXOIHOIO DIIIO-
enra, u cMech EtOAC/MeOH 8:2, conepxaryro 2%
NH4OH (28%) B xauecTBe KOHEYHOrO IJIIOEHTA, C
nonyuerrem 0,89 r neneBoro coeaunenus u (S)-N-
(o-sTunbensmn)-3-[2-(2'-kapOoKCUMETHIOCH30 M) -
aMUHOATOKCH |-2-PeHIITXUHOIMH-4-KapOoKcaMuIa
(coemuuenus 30). 0,4 r 3TOi cMecH OYMILAIH Ipe-
naparuBHoit BOXX ¢ nomyuenuem 0,17 r neneso-
IO COEJIMHEHHSI.

CaHasN3Os

Temneparypa rutasnenus = 108°C paszn.

MonekynsipHas Macca = 587,67

[a]p® =-28,3 (c = 0,5, MeOH)

UK (KBr): 3247, 3100-3000; 1710-1650;
1635; 1547 e ™.

300 MI'n *H-SIMP (JIMCO-dg): & 12,80 (s br,
1H); 9,29 (d, 1H); 8,08 (d, 1H); 7,99 (d, 2H); 7,79
(d, 1H); 7,75 (t br, 1H); 7,72 (ddd, 1H); 7,60-7,50
(m, 5H); 7,48-7,25 (m, 7H); 7,17 (d, 1H); 5,09 (dt,
1H); 3,72 (s, 2H); 3,65 (m, 2H); 3,12-2,92 (m, 2H);
1,81 (m, 2H); 0,90 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 569; 425; 407; 396; 383; 291; 277; 262;
247; 219; 188; 165; 118; 91.

IMpumep 30. (S)-N-(a-DTunbensmn)-3-[2-(2'-
KapOOKCHMETHIIOCH30MIT)-aMHUHOITOKCH |-2-(h eHHJI-
XHHOJHUH-4-KapOoKcaMu/I.

IIponomxas mpenapatuBHyto BOXX nmpume-
pa 29, nonydanu 0,063 r neneBoro coeMHEHNUSI.
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Ca6H33N305

Temmneparypa miasienus = 83°C pasi.

MouekyisipHas macca = 587,67

[a]p® =-33,5 (c = 0,5, MeOH)

UK (KBr): 3273; 3100-3000; 1733; 1641;
1612; 1594; 1538 cm ™.

300 MI'y *H-SIMP (JIMCO-dg): & 12,20 (s br,
1H); 9,31 (d, 1H); 8,30 (s br, 1H); 8,06 (d, 1H);
7,99 (m, 2H); 7,72 (ddd, 1H); 7,57 (m, 2H); 7,48-
7,38 (m, 8H); 7,30-7,20 (m, 4H); 5,04 (dt, 1H);
3,79 (t, 2H); 3,63 (s, 2H); 3,32-3,15 (m, 2H); 1,88-
1,75 (m, 2H); 0,94 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 HA): 569; 425; 407; 396; 383; 291; 277; 262,
247; 219; 188; 165; 118; 91.

Ipumep 31. (S)-N-(a-Drundensun)-3-(2-
OEH3UIIaMUHOATOKCH)-2-(h eHUIX UHOJIUH-4-Kap-
GoKcaMuia THIPOXJIOPHIL.

1,5 r (3,52 mmoib) (S)-N-(a-sTrndensmn)-3-
(2-aMmuHO3TOKCH)-2-HEeHUITXUHOTHH-4-KapOOKC-
amua (coeanHenye npuMepa noiaydenus 4) u 0,71
mi (7,04 mmoip) Gensanbaeruaa pactsopsuid B 40
M1 MeOH; mocne oxmaxaenust 10 10°C moprusimu
nob6asisuin 2,21 r (3,52 mmoas) NaCNBH3 B atMo-
chepe a30Ta, U PEAKIHOHHYIO CMECh IEepPeMeIBa-
JIM IPY KOMHATHO# TeMIieparype B TeUYCHUE HOYH.

Peaxkiuio octaHaBiIuBaiu npu momoinu 50 mi
2N NaOH wu skcrparupoBanu 3¢puUpoM; opraHuye-
ckuit cioit oTmensun, BeicymmBanu Hag NapSO,; u
BBIIAPHUBAIL B BakyymMe aocyxa. HeoduieHHbIH
OPOJAYKT OYHINANK TPAJAUCHTHOW KOJOHOYHOM
¢ud-xpomatorpadueit Ha cuimkarene 230-400
Mer, amonpys cmechio rekcan/EtOAc (ot 20 mo
30%).

Heounmmennsiii mpoaykr (0,64 r) pactBopsuiu
B MeOH u pactop noakucisia HCI/Et,O ¢ mony-
YEHHEM COOTBETCTBYIOIIEIO THAPOXJIOPUIA, KOTO-
pBIH  MEePEeKPUCTAIUTM30BBIBAN W3  130-Pr,0/u3o-
PrOH no 0,50 r wmeneBoro cCoeaMHEHUS B BHUIC
0JIeTHO-XKENTOTO MOPOILKA.

C34H33N3z0,HCI

Temneparypa ruiasienus = 165-169°C

MonekynspHas macca = 552,110

[a]p® = -27,7 (¢ = 1,1, MeOH)

UK (KBr): 3498; 3185; 2968-2637; 1650;
1535 cm™.

300 MI'; *H SIMP 353 K (JIMCO-dg): & 8,89
(d, 1H); 8,01 (d, 1H); 7,74 (m, 2H); 7,62 (dd, 2H);
7,57-7,44 (m, 6H); 7,39 (dd, 2H); 7,29 (dd, 1H);
7,20-7,10 (m, 3H); 6,89 (m, 2H); 5,13 (dt, 1H);
3,70 (s, 2H); 3,10 (s, 2H); 2,02-1,80 (m, 2H); 1,68
(s, 3H); 0,98 (t, 3H).

MC (El; TSQ 700; ucrounuk 180 C; 70 V;
200 pA): 408; 273; 380.

Ipumep 32. (9)-N-(a-Dtunbensun)-3-(2-
JUOCH3MITAMAHOITOKCH )-2-(heHUITX HHOJINH-4 -
KapOOKcaMuia THAPOXJIOPH].

[poaomkast 3 Ir0UpoOBaHKe XpomaTorpadude-
ckoil kosoHHsl npumepa 31, nosnyyanu 0,40 r He-
OYHIIEHHOTO [IEJIEBOT0 COCTMHEHHS.
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IIponykr pactBopstiu B MeOH u pactBop UK (KBr): 3419; 3163; 3059-2933; 1656;
noakucisiin HCI/Et,O ¢ mosy4eHHeM COOTBETCT- 1542 cmt
BYIOIIETO THIPOXJIOPHIA, KOTOPHIH IMEpPEeKpHCTal- 300 MI' 'H-SIMP (IMCO-dg): & 9,52 (d,
muroBeBan u3 Et,O/MeOH ¢ monyuenunem 0,26 r 1H); 8,10 (d, 1H); 7,86 (dd, 2H); 7,79 (ddd, 1H);
LEIEBOTO COEIUHEHUS. 7,63 (m, 2H); 7,49-7,36 (m, 16H); 7,30-7,20 (m,
C41H39N3O,[HCI 3H); 5,01 (dt, 1H); 4,09 (m, 4H); 3,99 (m, 2H);
Temmeparypa masienus = 144-145°C 3,00 (m, 2H); 1,81-1,71 (m, 2H); 0,82 (t, 3H).
MounekyJsipHasi Macca = 642,28 MC (El; TSQ 700; ucrounuk 180 C; 70 V;
[a]p® = -25,3 (¢ = 0,25, MeOH) 200 pA): 514; 223; 210; 132; 91.
Ta6uuma 1
Ar
0. _NHX
R
R,
R; |
NS
N~ "Ar
fp.| Ar| R | Ry Ry * MonekynapHas | Temnepatypa [alp?®
Ne dopmyna nnasnenus °C| ¢=0.5,MeOH
I |Ph|Et| H OCH,CO4Et S CygHygN204 103-105 -425
2 |ph|Et|H OCH,CO.H (S) | CogHo4NoO4 -HCI|  203-204 -302
3{Ph|Et| H OCH,CONH, (S) Cy7Hy5N303 237-240 -359
4{pPn|Et|H OCHCONMe; ©) CooHagN3 03 86-88 -412
S |Ph{E[H OCO,Et (S) CagHagN204 119-121 -57.82
6 |pPh|Et]H NHCONHPh ) C3zHygN402 257-258 -64.6b
7 |Ph|Et]| H NHCONHCH,CO,Et ) C30H30N404 237-238 -45.0¢
8 [Ph|Et|H o’\/"“% (S) | C3gHasN3O-HCI| 156-160 -11.0
9 |Ph|Et{H OCH,CH,NHCOPh Ie)) C34H3N303 157-160 -213
10 Ph|Et|H OCH;CH,CH,COOEt (S) C31H33N,04 140-142 -41.6d
11|{Ph|Et|H OCH,CH;CH,COOH ) CooHogN204 149-151 -423d
Mp.{ Ar{ R | Ry Ry * ‘FMoneKynanaﬂ ?Temneparypa [a]p20
Ne jtbopMyﬂa | nnasnenus °C| ¢=0.5,MeOH
12| Ph| Et| 1t | OCH,CH;NHCOCH;Ph(o-CHyOH) | (S) C3gH3sN304 | * 160-163 315
13{ph| Bt | H | (Z)OCH;CHyNHCOCH=CHCOOH (S) C31HgN305 158-162 - 2386
14|pPn|Et| H| OCHyCH)NHCOCH,CH,COOH () C31H3iN305 118-122 321
15(ph|Et| H o/\/""@ (S) | C3sHagN4O2-HC1| 200-203 -
16|Ph | Et| H OCH;CH,NHCOPh(o-COOH) ) C35H3|N305 9-115 333
17| Ph | Et | H OCH;CH3NHCOPh(0-COOMe) . C36H33N305 133-135 -35.6
18| Ph| Et | H | (E) OCH,CH,NHCOCH=CHCOOMe | (S) C32H3)N305 122-125 371
19| ph | Bt | H | (Z) OCH,CHNHCOCH=CHCOOMe | (S) C3oH31N305 80-90 372
20{Ph | Et [ H | (E)OCH;CHyNHCOCH=CHCOOH S) C31HygN305 230-233 -39.6
21 |Ph{ Et | H OCH»C=N S) C7Hy3N30o 70-72 -40.4d
22 |Ph | Et| H OCH,CH;NHCOCH,Ph (S) C35H33N303 95-105 -32.6
23 |Ph|Et| H o g (S) C35H34N403 140-145 -17.0
0
o
e s C35H34N4O 2. .
24 {Ph|Et| H G~ n) @ (S) 35H34N403 92.94 52.8
o
25 |Ph | Et | H OCH,CH,NHCOCH,NH, ) CagH3gN403 55-60 337
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mp. | Ar | R | Ry Ry s | IMonexynapnas [eJp20
Ne . . opmyna oc | €=0.5,MeOH
26 [ Ph | Et | H | OCHoCHyNHCOCH,-(4-pyridyl) | (S)| C3qH3oN4O3 | 76 dec. -28.6
27 | Ph | Et | H OCH7CHyNHCOCH;-(3-pyridyl) | (S) C34H37N403 89 dec. 2317
28 | Ph| Bt | H | OCHyCHyNHCOCH,-(2-pyridyl) | (S)| CaqH3NgO3 | 74 dec. 34.1
29 | Ph | Et | H | OCHaCH,NHCOCHPh(o-COOH) | (S)| C3H33N30s5 | 108 dec. -283
30 | Ph | Bt | H | OCHCHoNHCOPh(o-CHyCOOH) | (S)|  C3gH33N305 | 83 dec. -33.5
31 |Ph|Et| H OCH,;CHyNHCH,Ph (S) | C34H33N309 - HCI | 165-169 -27.7
32|Ph[Et|H OCH;CH,N(CH2Ph)y (S) | C41H39N30; . HCI | 144-145 253
a: C= 0,25, MeOH; b: C =0,25, DMF; ¢: C=0,1, DMF; d: C=1, MeOH
HwkernepedrcaeHHbIE COSAMHEHHUS MTOJyYEHBI 110 METOIMKaM puMepoB 1-32.
Tabnuna 2
Ar
O NHX
R
=z R,
R; !
N
N~ Ar
ﬂn-p Ar | R | Ry Ry * !MOHEKynﬂPHaﬁ Monexynspruii |- TeMnepaTypa lalp20
Ne _bopmyna Bec nnaenexus, °C ¢=0.5, MeOH
33 {Ph {Et | H | OCHyCHyNHCH;CHaPh | (8) C35H35N304 HCl 529.680 113-115 -10.4
34 1 Ph{Et| H OCHy-(4- nupnavin) s C31Ha7N30; 473.573 182-184 -382
35 | Ph | Et | H | OCHaCHCHoNHCO-3- | (S) C34H33Ng04 588.665 121-123 -309
KapBokcamMnaonupasmuH-2-mn)
36 | PhjEt| H OCH,CHoNHCO-(2- ) C32Ha9N503 531.613 68-70 -389
NUPa3UHNIT)
37 | Ph |Et| H OCH,CH,;NHCO-(3- () C32H30Ng03 546.628 80-85 -442
-aMuMHONMPasnH-2-u)
38 | Ph {Et| H | OCH;CHyCHpNHCO-2- | (S) C33H3)N503 545.640 70-75 -31.6
|nupasuHnn)
Mp.| Ar | R | Ry Ry * iMoneKynnpnaﬂ Monexynapui| TeMnepatypa {alp2®
i Ne .opmyna sec ‘nnasnenus, °C c=0.5, McOH
39 | Ph | Et| H | OCHyCHaNHCOCHPh(o- | (S) C37H3gN403 586.732 58 dec. -30.5
CHoNHMe) '
40 [ Ph | Et| H | OCHyCH,NHCOCH Ph(o- | (S) CagH4aN403 626.797 89-95 -342
CHy|nupponuanto)
41 | Ph | Et| H OCHCHyNHCOCH,Ph(o- (&) C41H44N404 656.823 132-134 -30.1
OCHZCHzg'nupponw,ano)
42 | Ph |Et| H | OCHyCHoNHCOCHsPh(o- | (S) C35H33N304 559.663 160-161 -347
OH)
J a3 [ pn|Et| H | OCHyCHNHCOCH PHo- | (9) C36H35N304 573.690 106-108 -316
! OMe)




Tabuuma 3

133; 91,
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AHAJINTHYECKUE U CIIEKTPOCKOIMYCCKUE JAHHBIC I COCAMHEHMA mpuMepoB 33-43
No. SneMeHTHLIA UK (Kbr); crn-1 MS (EI; TSQ 700; 300 MHz!H NMR (DMSO), 303 K
' ananv ucroun; 180 °C;
70 eV; 200 pA)
33 3388; 2930; 1630; | 438;383; 320;303; | 9.48(d,1H); 8.91(s br, 1H); 8.09(d, 1H); 7.98(dd,2H);
1563. 291; 247; 219; 204; 7.76(ddd, 1H); 7.61(m,2H); 7.58-7.50(m,3H); 7.48-
119; 105; 91; 56. 7.25(m,8H); 7.21(d,2H); 5.07(dt,1H); 3.98-3.85 (m,2H);
2.85(s br,6H); 1.90-1.74(m,2H); 0.93(t,3H).
34 3230; 3063-2868; | 473 (M+); 444; 381; | 9.37(d, 1H); 8.41(d,2H); 8.11(d, 1H); 7.94(m,2H):
1626; 1586; 1541, | 339; 312; 248; 7.79(ddd, 1H); 7.70-7.60(m,2H); 7.50(m,3H); 7.40(m,2H);
220;219; 190; 134; 91. | 7.30-7.20(m,3H); 6.98(d,2H); 5.07(dt, 1H); 4.68(s,2H);
i 1.76(dq,2H); 0.90(t,3H).
/| 35 | Caled. C,69.37; H,5.48; N,14.28; | 3280; 2065; 2877; | 383; 247, 207; 190; - | 9.28(d, 1H); 8.73(s,2H); 8.25(t, 1H); 8.05(d,1H); 7.95(m,3H);
Found C,68.47; H,5.50; N,13.96. | 1700-1610. 162;91. 7.71(ddd, 1H); 7.60-7.37(m,10H); 7.28(dd, 1H); 5.08(dt, 1H);
3.70(t,2H); 3.05(dt,2H); 1.90-1.75(m,2H); 1.65-1.58(m,2H);
0.98(t,3H).
36 3276; 3062;2969; | 219; 150. 9.30(d,1H); 9.11(d, 1 H); 8.88(d, 1H); 8.70(m, 1 H); 8.60(t,1H);
2879; 1690-1630; 8.04(d, 1H); 7.92(dd,2H); 7.71(ddd, 1H); 7.59(m,2H); 7.45-
1577. 7.23(m,8H); 5.08(dt, 1H); 3.89-3,78(m,2H); 3.41-3.25(m,2H);
1.89-1.72(m,2H); 0.92(t,3H).
37 3296; 3063; 2967; | 247; 219; 190; 165; 9.29(d, 1H); 8.41(t; 1H); 8.21(d, 1H); 8.03(d, IH); 7.92(dd,2H);

2932; 2877; 1670; | 150; 119. 7.80(d, 1H); 7.71(ddd, 1H); 7.58(m,2H); 7.55-7.35(m,9H);

1660; 1642; 1596. 7.26(dd, 1H); 5.08(dt, 1H); 3.85-3.73 (m,2H); 3.32-3.20(m,2H);

1.89-1.72(m,2H); 0.91(t,3H). :
Np- . UK (Kbr); em'T MS (EI; TSQ 700; 300 MHz!H NMR (DMSO), 303 K
OnemeHTHsIN UCToun. 180 °C;
| aHanus 70 eV; 200 pA) .
18 3393; 3289; 3060; | 219; 164; 136. 9.27(d, 1H); 9.15(d, 1H); 8.88(d,1H); 8.70(m,1H); 8.61(t, 1H);

2965; 2932; 2876; 8.07(d, 1H); 7.92(d,2H); 7.71(ddd, 1H); 7.60-7.54(m,2H);

1680-1640; 1582. 7.50-7.32(m, TH); 7.24(dd, 1H); 5.08(dt, 1 H); 3.67(t,2H);
3.12(dt,2H); 1.89-1.72 (m,2H); 1.68-1.59(m,2H); 0.98(1,3H).

39 3266; 2929; 1660- | 586 (M+); 383; 264; | 9.29(d, 1 H); 8.33(t, 1H); 8.08(d, 1H); 7.97(m,2H);
1650; 1541. 247;219; 161; 119; 7.72(ddd, 1H); 7.59(m,2H); 7.51(m,3H); 7.43(d,2H);
104; 91. 7.36(dd,2H); 7.27(m,2H); 7.19-7.09(m,3H); 5.08(dt, 1 H);
3.60(m,4H); 3.40(s,2H); 3.10-2.90 (m,2H); 2.21(s,3H); 1.81-
1.75(m,2H); 0.96(t.3H).
40 3256;3063; 2965; | 383; 264;247; 219; 9.28(d, 1H); 8.24(s br, 1H); 8.08(d, IH); 7.97(m,2H);

2790; 1640; 1539, | 175; 119; 105; 91.. 7.72(ddd, 1H); 7.59(m,2H); 7.51(m,3H); 7.44(d,2H);
7.38(dd,2H); 7.30-7.10(m,SH); 5.08(dt, 1H); 3.60(m,4H);
3.43(s,2H); 3.10-2.90(m,2H); 2.42(m,4H); 1.88-1.78(m,2H);
1.68-1.59(m,4H); 0.98(t,3H).

41 | Caled. C,74.97; H,6.75; N,8.53; | 3230;3061;2963; | 559; 382; 177;97; 84. | DMSO (+TFA): 9.67(s br, 1H); 9.31(d,1H); 8.09(d, 1H);
Found C,72.86; H,6.56; N,8.21. | 2874; 1640-1630; 8.02(t,1H); 7.98(m,2H); 7.73(dd,1H); 7.60(m,2H);

1601; 1536, 7.51(m,3H); 7.44(d,2H); 7.39(dd,2H); 7.30-7.20(m,2H);
7.11(d, 1H); 6.99(d,1H); 6.90(dd, 1H); 5.08(dt, 1H); 4.29(t,2H);
3.70-3.60 (m,2H); 3.56-3.45(m,4H); 3.38(s,2H); 3.10-
2.94(m,4H); 2.00-1.70(m,6H); 0.99(t,3H).’

np ' 3 neMeHTHBIA U K (Kbr); em-1 MS (EI; TSQ 700; 300 MHz!H NMR (DMSO0), 303 K
‘1 aHanus uctoud 180 °C;
70 eV; 200 pA) ,
42 | Caled. C75.11; H,5.94, N,7.51; | 3430; 3400-3100; | 559 (M+); 426; 408; | 9.60(s br, 1H); 9.29(d, 1H); 8.08(d, 1H); 7.98(dd,2H); 7.80-
Found C,75.07; H,5.95; N,7.43. | 3061; 2964; 1660; | 383; 264; 248; 178; 7.70(m,2H); 7.59(m,2H); 7.51(m,3H); 7.44(d,2H);
1632; 1520. 106; 100; 134; 91, 7.38(dd,2H); 7.28(dd, 1H); 7.02(dd, 1H); 6.99(d, 1H);
6.79(d, 1H); 6.70(dd, 1H); 5.09(dt, 1H); 3.70-3.60(m,2H);
3.29(s,2H); 3.13-2.93(m,2H); 1.90-1.75(m,2H); 0.99(t,3H).
43 | Caled. C,75.37; H,6.15; N,7.32; | 3285; 3062; 2966; | 573 (M+); 382;264; | 9.30(d, 1H); 8.08(d, 1H); 7.99(dd,2H); 7.72(ddd, 1 H);
Found C,75.43; H,6.26; N,7.19. | 2837; 1670-1630; | 247; 220; 192; 160; 7.58(m,2H); 7.52(m,4H); 7.45(d,2H); 7.39(dd,2H);
1603; 1587. 7.29(dd, 1H); 7.19(dd, 1 H); 7.02(d, 1H); 6.91(d,1H);

6.83(dd, 1 H); 5.08(dt,1H); 3.70(s,3H); 3.70-3.55 (m,2H);

3.28(s,2H); 3.03-2.94(m,2H); 1.90-1.75 (m,2H); 0.98(t,3H).
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Tabuuua 4
DapMaKoJOrHICCKHIE JaHHBIC

. | CPOICTBO K CBS3BIBAHUIO hNK-3-CHO®
[Tpumep Ne 1Ces (NM)
2 1.9
8 1.3
9 22
11 17
14 2.3
22 0.6
25 2.6
26 0.9
29 0.8
30 15
34 1.6
36 0.2
38 04
40 1.3
42 0.4

hNK-3-CHO® = perentopsl 4enoBeueckoro Hei-
POKHMHMHA-3, SKCIPECCUPOBAHHBIC B KIETOYHBIX JIMHMAX
CHO; wucnonssoBanu  pagponurans  [2°1]-[Me-Phe’]-
NKB.

DOOPMYVYIJIA N30BPETEHNA

1. Coenunenue hopmyisi (1)
H
NH—&A
LT R
WK €T0 COJIb, WJIH €0 COJIbBAT,
rzie Ar rpeacrasisieT coboii peHn;

R npencrasnsier cobdoit Cy-Cg ankm;

R; mpencrasnser coboii BOIOPO.;

R, npeacrasisier co6oit rpynmy -O-(CHy)-X,
rae X mpeacrasisier coboit Ci-Cg ankui, HeoOs3a-
TEJIbHO 3aMEIICHHBIN OMHOW WJIH ABYMS TPYIIIaMHU,
BBEIOpAaHHBIMH M3 THUAPOKCH M aMUHO;, KapOOKCH,
ano, Ci.g aIKOKCHKapOOHMIA, aMUHOKApOOHMIIA,
MOHO- Wwin n-Cy g aTKUITAMHHOKApOOHWIIA, aMUHO-
C 1.6 QATKMIIAMHUHOKAPOOHMIIA HiTH MOHO- min n-Cy g
ankmwiaMuao-C1g aNKUIAMUHOKApOOHMIa;, HiH X
npejcTaBisieT coboit rpymmy -NXX,, rie X; u Xo,
KaXIblii HE3aBHCUMO, TMPEICTABISACT COOOW BOJMO-
poxn, kapbokcu-C;-Cg ankwmikapoonmn, C;-Cg ain-

o]

kokcukapOooHmi-C,-Cg  ankwmnkapbonmn,  Cq-Cg
anKwikapOonmn, ¢eHmwikapoonun, ¢GeHmn-Ci-Cq
AJKWIKApOOHWII, TeTepoapuiIKapOOHIII, TreTepoa-

pin-C1-Cg  anKkuiakapOOHWII, TAE TeTepoaphiIbHAS
rpyImmna BKJIIOYAeT apOMaTHYECKOe reTepOIrKInde-
CKO€ KOJIbLIO, cojepkamee 5 mim 6 aToMoB U
BKITIOYAOIIEE BIUIOTh JI0 YETHIPEX IeTEPOATOMOB B
KoJIblie, BbIOpaHHbIX n3 S, O u N; aMmuHOKapOOHMII,
MOHO- mwin 0uc-Cy g aNKHIAMHHOKAPOOHWII, aMHHO-
C1-Ce-ankmnkapOoonwi, MoHo- win 0uc-Cpg anmku-
namMuHO-Cyg ANKWIKAPOOHWI, TPYMIy (QOPMYIIBI
-CO-T-CO-T; niy HMKIOAIKWIBHYIO Ipymy ¢ 5-9-
YICHHBIM EAWHUYHBIM WM KOHACHCHPOBAHHBIM
KOJIBIIOM, HEOOs3aTeIbHO coiepikamyo 1 win 2
aToMa a30Ta U HeoOA3aTeapHO 1 MM 2 [OIOIHU-
TEJBHBIX TeTepoaToMa, BIOpaHHbIX U3 O wim N, u
r7ie OJMH WIM JBa aroMa KOJblla HEoOs3aTelbHO
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3amerieHbl C1-Cg anmkwiioMm, MpUyYeM YKa3aHHOE
KOJIBIIO HEOOs3aTeIbHO KOHACHCHPOBAHO C O€H-
30JIBHBIM KOJIBIIOM, TIE BBINICYKa3aHHBIC ()ECHHIIb-
Hasi WIM TeTepOapwibHas TPYIIBl HEO0OS3aTEIbHO
3aMEIIeHBI [0 ABYX IPYIII, KOTOPBIC BEIOMPAIOT U3
ruapokcu, Cig anmkokcw, ruapokcu-Ci-Cg ankmi,
amuH0-Cq.g ankmi, MOHO- min 0uc-Cq.g alKUIaMHU-
HO, MOHO- win Ouc-Cy.g anmkmnaMuHO-Cig AJNKHII,
amMuH0-Cy.¢ aNKOKCH, MOHO- wiu 0uc-Cyg ajKuia-
MuHO-C1.¢ ankokcu, kapOokcu, Cig ankui-
kapOoumn, Cig aakokcukapOoHmI, kKapOokcu-Ci.g
ankui, kapookcu-Cq.g akokcu u Cyg amKUIKapoo-
HUI-Cy.g QJIKOKCHU; U TJIC AKWIbHAS YacTh JHOOOM
rerepoapni-Cy¢ ankwibHoH wim (erun-Cig an-
KHJIBHOM TPYIIIBI HeOOsI3aTeIbHA 3aMEIICHa AMHHO,
MOHO-C1.g ankunaMuHO Wik 0uc-Cq.g aIKMIAMUHO-
rpynmnoi; wimm X TpencTtaBiser coboit  C-
MIPUCOCIUHEHHYIO TE€TEPOLMKINYECKYI0, TPYIITy C
CIMHUYHBIM WJIH KOHACHCHPOBAHHBIM KOJIBIIOM,
mpuyeM J1I000€ KOJBIIO0 MOXKET OBITh HACBHIIICHHBIM
WIM HCHACHIIICHHBIM W UMEET OT 5 1o 6 aToMOB B
KOJIBIIE, IPUYEM YKa3aHHBIC aTOMBI KOJIbIA BKITIO-
yaroT 1 nian 2 aToMa a30Ta U HeoOs3aTeIbHO 1 MiTH
2 MOTIOTHUTEIBHBIX TETEPOaTOMa, BEIOpaHHBIX 13 O
wii N, ¥ re OOWH WK IBa aToMa KOJblia Heo0s13a-
TeNnbHO 3americHbl Cig aJKUIOM, THAPOKCH, aMH-
HO, MOHO- WK Omc-Ci.g aJKHIAMHHO HJIM OKCO3a-
MECTHTEIIIMH; @ N PaBHO HYJIIO WIIHM MPEACTABISACT
coboii 1iestoe mcno ot 1 10 7, Ipu yCIIOBWH, UTO,
korma X mpenctaBiser cobor rpymmy -NXi X, n
MPECTaBIsCT COOOM TOJMBKO IIEJ0E YHCIO OT 2 JI0
7, v ipu ycioBuH, 9T0 X1 U X, HE SBJISIOTCS OJHO-
BPEMEHHO BoJoponoM; R, mpencraBimser co0oii
rpynny -NH-CO-NHY, rae Y npeacrasnsier co0oit
Cyrg amkwn, ¢enmwi, ¢enmn-Cyz alkwi, TPYIITy
-(CHy)p-X3, Tie p npexcTaBiseT coOoil Ienoe umc-
70 oT 1 1o 4, a X3 npeacraBisieT coboil kapOokcH,
Cys ankokcukapOonmn win rpymmy -CO-NH-
(CH2)¢-NX4Xs, rne g mpexncraBmster coboii 1enoe
yucio oT 2 10 4, a X, u Xs, KaKIbIH HE3aBUCHUMO,
npeacrasisier coboi Bomopon, Cig ankmit min Cig
ANKIITKapOOHWUIT,

Rs npencrasiser coboit henn;

T mnpencraBnser coboit Cpg aNKHICHOBYIO
win Cy.g aJIKUICHOBYIO TPYIIILY;

T, mpencraBusier coboii ruapokcu i Cig
AJKOKCH.

2. Coenunenue 1o 1.1, B kotopoM R, mpex-
crasister coboii rpymmy -O-(CH,)-X, rae X npen-
craBiseT co0oii  kapbokcu wian  Cig-aJKOKCH-
kapOoHuy, wii C-CBSI3aHHYIO T€TEPOLUKINISCKYIO
IPyNIy ¢ EAWHWYHBIM WM KOHICHCHPOBAHHBIM
KOJIBIIOM, KakK yka3zaHo B opmyie (1).

3. Coenunenue no 1.1, B kotopoM R, mpen-
craBisier coboit rpymmy -O-(CHp)-X, roe n siBisi-
eTcsl menbM guciioM 2 wid 3, a X MpencTaBIsieT
coboit rpymmy -NX1 X5, rae X, npeacrasisier co0oi
BO/IOpOJ, a X, MPEACTABISACT COOOM IPyIITy BEIIIIC-
ykazanHoi (opmyinsl -CO-T-CO-T;, 3aMelieHHBIH
¢bennn-Crg anKWIKapOOHWI WIH TeTepoapuiIKap-
OOHMII.
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4. Coenunenue o 1.1, B kotopom Ar mpea-
craBisier coboit ¢enmwn, R mpeacraBiser coboit
s, Ry mpexacrasiser coboit Bogopon u R, mpen-
craBysgeT coboil rpymny -O-(CHy),-X, rae nu6o n
paBHo 1, 2 wim 3, a X mpexacrasiser coboil kap-
6okcu, Cy.g aTKOKCHKApOOHWII, HAIIPUMED ITOKCH-
kapOoHw, Wi C-CBSA3aHHYIO TeTEPOIUKINIESCKYIO
TPyNIy C CIWHAYHBIM WA KOHICHCHUPOBAHHBIM
KOJIBIIOM, ompejienieHHyto B (opmyie (1), Hanpumep
TUPUANIT, WIK N paBHO 2 win 3, a X MpeaCTaBIsICT
coboit rpynry NX;X,, rae X; npexncrasisier co0oit
BOJIOPOJ, & X, MPEACTaBsIeT COOOM IpyIiny BEIIIe-
ykazaHHOH ¢opmynsl -CO-T-CO-T,, nampumep,
rae T npencraBnseT coboit aTHiIeH, a T, mpeacras-
asier coboit OH, mnm X, mpeacrasisier coboi 3a-
MenieHHbIH Qermn-Cy g amKuaKapOOHIII, HAPUMED
(2-kap6OOKCH)OEH3UIKAPOOHMIT U (2-IIUPPOIIHAUHO-
METHIT)OCH3MITKApOOHWIT UITH TeTePOapHIIKapOOHNIT,
HanpuMep 2-TUpa3uHIIKApOOHKIT.

5. Coemunenue ¢opmynst | o m.1, uwim ero
COJIb, WJIH €T0 COJBBAT, TAe paaukaisl Ar, R, Ry, Ry
U R; mpuHUMarOT 3HAYCHUS, IPEICTABICHHBIC HUKE

Ar

R

By

Ra

Rg

Ph
Ph
Ph
Ph
Ph

Et
Et
Et
Et
Et

oHom oo

OCH,CO7Et
OCHCO2H
OCH;CONH
QCH,;CONMe;
OCO2Et

Ph
Ph
Ph
Ph
Ph

lar

k4

Rg

Ph
Ph
Ph

Ph
Ph
Ph
Ph
Ph
Ph
Ph

Ph
Ph
Ph
Ph
Ph
Fh

Ph
Ph

Ph

Ph
Ph
Ph
Ph
Ph
Ph
Ph

Et

Et
Et
Et

Et
Et
Et
Et
Et

Et
Et

Et

Et
Et
Et
Et
Et
Et
Et

Et

oo

o

oo om o om oo

=

o]

momom omolmom

mm oM om oo
[ !

NHCONHPh
NHCONHCH,COBt

s’

OCHCHNHCOPR
OCH2CHCHpCOOEL
OCH2CHCHCOOH

OCH,CHyNHCOCH,Ph(o-CHz0H)
(Z) OCH,CHaNHCOCH=CHCOOH
OCH,CH;NHCOCH,CHyCOOH

B

OCH2CHNHCOPh(o-COOH)
OCH,CHaNHCOPh(0-COOMe)
(E) OCHCHoNHCOCH=CHCOOMe
(Z) OCHzCHNHCOCH=CHCOOMe
(E) OCHyCHpNHCOCH=CHCOOH

OCHpC=N
OCHCHINECOCHZPh
NH

~1%
~P0y

OCH,CHNHCOCH,NH),
OCHaCHyNHCOCH-(4~mpumar)
OCH2CHyNHCOCH2~(3- rapuman)
OCHCHyNHCOCH (2~ mapumer)

OCH2CHaNHCOCH;Ph(0-COOH)
OCH,CHNHCOPh(o-CH2COOH)
OCHyCHaNHCH,Ph

Ph
Ph
Ph

Ph
Ph
Ph
Ph
Ph
Ph

Ph
Ph

Ph
Ph

Ph

Ph

Ph

Ph

Ph
Ph

Ph

002124

52

Ar

Ry

Rg

Rg

Ph
Ph
Ph
Ph

Ph
Ph

Ph
Ph

Ph

Ph

Ph
Ph

Et
Bt
Et
Et

Et
Et

Et
Et

E

Et

Et
Et

momomom

_H

OCH,CH,N(CHgPh),
OCHCHNHCHCHPh
OCHy-(4- rpwma)
OCH,CH,CHNHCO-(3-
Kap6OKCHAMMIOTTMPa3HH - 2- 1)
« "OCH CHpNHCO-(2- mvpasHn)
OCH3CHyNHCO-(3- aMHHOIMpasyH-
2-w)
OCHCH;CHaNHCO-(2- rpasuron)
OCH,CHaNHCOCH,Ph(o-
CHaNHMe)
OCH,CHaNHCOCHPh(o-
CHg IppoymImHo)
OCH2CHNHCOCH Ph(o-
OCHCHy m1ppommHo)
OCH,CHyNHCOCH;Ph(o-OH)

H

OCHCHpNHCOCH,Ph(0-OMe)

Ph
Ph
Ph
Ph

Ph
Ph

Ph
Ph

Ph

Ph

Ph
Ph

6. Coenunenue dopmynsl | no m.1, nim ero
COJIb, WJIM €T0 COJIbBAT, Te pagukaibl Ar, R, Ry, Ry
u R3 mpuHNUMAIOT 3HaYeHUs, PeICTaBICHHbBIC HIKE

Ar| R Ry Rg Rg
Ph Et H OCHCOH Ph
ph | Bt H OCH,CH,CHCOOH Ph
Ph Et H OCHCHyNHCOCH;CH,COOH Ph
Ph| Et | H | OCHyCHNHCOCH;Ph(-COOH) | Ph
Ph| Bt | H OCHg-(4- rmaprazior) Ph
Ph Et H OCH2CHNHCO-(2- m&paf:mﬂm) Ph
Ph. Et H OCHCHyCHyNHCO-(2- ripasusn)|  Ph
Ph| Bt | H |OCHCHNHCOCH,Ph(o- Ph
CHyNHMe)
ph| Bt | H OCH;CHyNHCOCH;Ph(o- Ph
CHp Mppomm0)

7. Crioco0 mosy4eHust coelMHEeHust (OPMYJIbI
(1), uam ero conu, u/uiaK conpBarta, KOTOPbIHA BKIIO-
yaeT B3aumozeiicteue coenunerus hpopmyast (111)

Mo ar
H’N—< .
R )

rae R' u Ar' umeroT te ke 3HadeHus, ytO R u Ar B
dopmyne (1), uiu npeacrapnsieT co0oil rpymnmy win
aToM, npespamaeMbsie B R 1 Ar COOTBETCTBEHHO C
coenunenneM ¢Gopmyner (1) wim ero akTUBHBIM
MIPOM3BOTHBIM

Qx-0H
. Z \-R!,
R‘ ’ 2
N
N
L @

rae Ry, R u R'; nmeror te xe 3HadeHwus, yro Ry,
R,, R3 cooTBeTCTBEHHO, Kak yka3zaHO B (opMmyle
(1), mm npepcTaBasAIOT cOOOM IpyINNy, IpEBpallae-
Myio B Ry, Ry, Rz ¢ monmyduennem coennueHust Gpop-
mybl (1b)

(1)

rae Ar', R, R';, R, n R'; uMeroT BhIlIeyka3aHHbIe
3HAUEHUs, © HEOOs3aTeIIbHO JIOMOJHUTEILHO TPO-
BEJICHHC OJTHOW WJIM HECKOJBKUX CIICAYIOIIUX CTa-
U
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() mpespamienue moboro u3 Ar', R, R';, R, n
R'; B Ar, R, Ry, R, m R3 cooTBeTcTBEHHO C TIOJTyUe-
HueM coequneHus Gopmyisl (1);

(i) mpeBpamienue coequnenus popmyisl (1) B
apyroe coequnenne Gopmyis (1); u

(ill) monyueHue conu coeqMHEHHS (HOPMYJIBI
(I u/wnu ero cospBara.

8. dapmarieBTHUECKas KOMITO3MIIHUS, BKIIFO-
yaromas coeauHenue Qopmynsl (1), win ero ¢ap-
MAIeBTHYECKU MPUEMIIEMYIO COJIb, WU ero ¢ap-
MAIeBTHYECKU TMPHEMIIEMBIH CONbBAT, W (apma-
[EBTUYECKH MPUEMJIIEMBIN HOCUTEJIb.

9. Cnioco6 siedeHust 1/ui NpoQUIAKTHKH CO-
CTOSTHUM, KOTOPBIE XapaKTEPHU3YIOTCS Ype3MEpHOM
crumyisiiiuedt perentopoB NK; n NK, TaxuxuaIHA
1 3a00JIeBaHMA IIEHTPAIbHOW HEPBHON CHUCTEMBI y
MJICKOITUTAIOIINX, KOTOPBIH BKIIOYACT BBEICHHUE
MJICKOITUTAIOIIEMY, HYXIAIONEMyCs B TaKOM Jie-
4eHUW W/nunu npoduiaktuke, d(QpQexTUBHOTO He-
TOKCHYHOTO KoJimyecTBa coequneHus Gopmysr (1),
WK ero (papMareBTHYECKH MPUEMIIEMOU COJIH, UITH
(hapMareBTHIECKH MPUEMIIEMOTO COJIbBATA.

10. IIpumenenue coemuuenus: Gopmynsr (1),
WK ero (papMareBTHYECKH PUEMIIEMOU COJIH, UITH
ero (apMarieBTHYeCKH MPUEMJIEMOTO COJIbBaTa B
Ka4eCTBE aKTUBHOT'O TEPArleBTHYECKOTO BEIECTBA.

11. Ipumenenne coemunenus opmyns (1),
Wi ero (hapMaleBTHYECKH MPUEMIIEMOW COJIH, UITH
ero (apMaleBTH4ECKH TPUEMIIEMOTO COJIbBATA ISt
JIEYCHHU W/ TPOQUIAKTUKH COCTOSHUN, KOTO-
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pBle XapaKTepH3YIOTCS UYPEe3MEpHOH CTUMYIIALUEH
penieniropoB NK3 1 NK, TaxukunuHa n 3abomeBa-
HUAW LIEHTPAJIbHON HEPBHOMN CUCTEMBI.

12. Ipumenenune coequuenus (opmyinst (1),
WM ero (papMaleBTHYECKH TPUEMIIEMOH COJIH, UITH
ero (apManeBTUYECKH NPUEMIIEMOTO COJIbBaTa st
MPOM3BOJICTBA MEAMKAMEHTA JIJIsl JICYCHHsI COCTOs-
HUH, KOTOPBIE XapaKTEepPHU3YIOTCSl YpEe3MEPHON CTH-
myssauer penentopoB NK; n NKj raxuknHuHA 1
3a00JIeBaHUI LICHTPAIEHON HEPBHOW CHCTEMBI.

13. Ipumenenue coenuneHus dopmynsr (1)
no m.l wim ero QapmaneBTHYECKH NPHEMIEMOMH
CONM, WM €ro (apMaleBTUYECKH IPHEMIIEMOTO
COJIbBaTa B KaueCTBE KOMOMHHUPOBAHHOTO aHTAro-
ancta NK-2/NK-3.

14. Tlpumenenuwe mo m.13, Tme coenuHeHHE
¢dhopmyiel (I) UMeeT COOTHOIIIEHHE CPOJCTBA K CBSI-
spiBannio NK-2/NK-3 B mranasosne ot 0,05 no 20.

15. Tlpumenenne mo 1.13, roe coeauHEeHHE
dopmyisl (1) MMeeT COOTHOLICHHE CPOACTBA K CBS-
spiBanuIo NK-2/NK-3 B quamnasoune ot 0,1 go 10.

16. Ilpumenenne no 1m.13, rne coequHeHHE
¢dopmyns! (I) nmeer, 1o CymecTBy, paBHOE CPOACT-
BO K cBs3bIBanHMI0 Ut perentopoB NK-2 u NK-3.

17. Crnoco6 nedeHWss W/ TPOPUIAKTHKH
peCnUpaToOpPHBIX 3a00JIEBAHUI y MIICKOMHUTAIOIIHX,
BKJTOYAIONMWH BBeaeHHE d()PEKTHBHOTO HETOKCHY-
HOTO (hapMaleBTHUECKH MPUEMIIEMOT0 KOJIUYECTBA
koMmOuHHpoBanHoro anraronucra NK-2/NK-3 co-
enurenus popmyisl (1) mo m.1.
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