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{67) Abstract:

FIELD: organic  chemistry, chemical
technology. SUBSTANCE: invention describes
sulfonamides of the general formula (1)

Rzo R11 R13 where
H
(. | 12
| —M—S—(MN}—<{CH>—R
H " » L |
o

X means Cs-Cg-alkylene group; R? means H
or Cy-Caalkyl, R means H or Cq-Ca- alkyl,

p=0or1 q =03 R' means phenyl or
naphthyl optionally substituted with halogen

atom, methoxy-group or
trifluoromethyl-group, 4-biphenyl,

oyclohexyl or adamantyl and R'™ is taken
independently among H, methyl and phenvyl,
and to methods of their synthesis. Compounds
of the formula (I) are ligands of Ha- receptors
of histamine and can be used as sedative
agents, sleep regulators, anticonvulsant
agents, antidepressants and modulators of
brain blood circulation and for treatment of
patients with asthma and iritable bowel
syndrome also. EFFECT: improved method of
synthesis, valuable medicinal properties. 10
cl, 1 tbl
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Hactosiwee u3obpereHne OTHOCUTCA K
COeQVMHEHWAM, KOTOPLIE CBA3LIBAOTCA C
H g-peuentopamn ructamumHa, W K cnocobam
Nony4eHnsa Takux COeauHEeHMWA.

FMCTaMWH XOpPOLLC WM3BECTEH Kak MeowaTtop
HEKOTOPLIX peakuMid rMnepdyBCTBUTENEHOCTU
OpraHMama, TaKuX Kak, anneprudeckas chinb,
ceHHaa nuxopadka M acTMa. B HacTodwee
Bpems AN NedYeHns 3TUX COCTOAHMA WMPOKO
NMPUMEHAKTCA  CUITbHLIE  aHTaroHWCTLI
rmcTaMuHa, TakK HasbiBagMble "aHTUIMCTaMnHe!".

B 1940 roay ©bino 3aMeyeHo, YTO HeKoTopble
chmanonormdeckme addpekTsl rncTamuHa, Takue
KaK, NoBLIWEHHAA ceKpeLna KMCNOoThl B Xenyake
W CTUMYNALMA CcephedHOW  Mbllubl, He
BnokmpytoTca AHTUIMCTAMUHAMM,
cylwecTeylolwMMM B TO  BpemMa.  3TO
0BCTOATENLCTBO NO3BONUNG NPEANONOKUTE, YTO
CyLIEeCTByeT, MO KpakHelh mepe, ABa pasnuyHbIX
TMNa peuenTopoB rMcTamwHa, HasoliBaeMblX Hq-
“ Ho-peuentopami. Moaxe Bbinn
MOSHTUDULMPOBaAHEl aHTAroHWCTLl Ha  (Takue
KaK, UMMEeTWOWH, PaHWUTHUOWMH W DhamMOTUOMH),
KOTOpble cTann BaMHLIMW cpedcTBamMu  and
neveHWA 93B Xenyaka.

B Havane 1980 rogoB 6kINC yCTaHOBNEHO,
4TC TWUCTAMWH TaKKe WrpaeT onpeasneHHyo
ponb  Kak  HelpoMegwaTop  LeHTpansbHeh
HepBHOW cucTembl. Arrang et al., Nature, 302,
832-837 (1983) Bbickasanu npegnonoxeHve o

CYLLECTBOBAHWN TpeTLero nogTuna
TMCTaMUHOBOIO peuenTtopa (H3),
PACMNONOMEHHOTO npecuHanTUYecKA Ha

TMGTAMUHEPTMYECKMX HEPBHLBIX  OKOHYaHWAX.
Arrang ¥ ap. Npegnonoxunuy, 4To Hs-peuentop
yyacTByeT B  WHMMOUPOBAHUKM CUHTE3a W
BbICBOBOXAEHNS rMcTammuHa no tuny obpartHoi
cBA3n. CyuwecteoeaHWe H sz-peuentopa 6bino
3aTeM NOATEEepHOSHO npu paapaboTke
CeneKkTUBHBIX H3-aroHWCTOB W aHTaroHWGTOB
{Arrang et al., Nature, 327, 117-123
(1987)). BnocnepcteuM ObiNc NOKa3aHo, 4TO
H 3-peuentop  perynupyetr  BhbicBoGoXOeHWE
Opyrix HelipomMeaMaTopoB Kak B LeHTpanbHOR
HepBHOW cuCTeMe, Tak W B nepudepruyeckux
opraHax, B 4acTHOGTW, B TMNerkMx W B
KenydouHo-KuWweyHoM Tpakte. Kpome TOrO,
cooblwanocek, 4TC Ha-peuenTtopel perynupyloT
BLICRCOOMXAGHWE TMCTaMUHA U3 TYYHbIX KNEeTOoK K
3HTepoxpomadpuH-NogobHbIX KNeTokK.

B Hacrosiee Bpems  cyllecTByeT
noTpebHoCTE B GWMBHBIX W CeNEeKTMBHLIX
H 3-nuraHgax (kaK aroHWcTax, Tak "
aHTaroHWeTax), KOTOpEIS MoryT BbITh
WCMNONB30BaHLl B KAYECTBE WHCTPYMESHTOB Mpu
nccnegosaHnm ponmn rmcTaMuHa KaK
HelpomMeOMaTopa, a TakKe ero ponu Kak Herpo-,
SHAO- W NapakpuHHOrc ropmoHa. bobino Takke
npeancnoXeHo, 4To Ha-nuraHgel MoryT GbiTb
MCNCNb30BaHLI B KadYeGcTBe TepaneBTUYECKWUX
CpencTB NpW psae MCKA3aHWA, BKNKOYAA WX
MCNCNB30OBaHWEe B KA4YecTBe  CeJaTUBHbIX
CpencTs, perynsaTopoB CHa,
MPOTUBOCYAOPOMHLIX  CPeACcTB, PerynaTtopoB
rMNOTanaMUHO-TUNOU3APHOW  CeKpeLuK,
aHTMAeNpPeccaHTOB, M MOOY/ISTOPCB MO3rOBOro
KpopoobpalleHus, a Takke AnA NedYeHus acTMbl
W cuHOpOoMa pasjpaxeHWa KALWLeYHWKa.

B nateHTHOW nutepaType Gbin onucaH psg,
NMUOA30MNBHBIX NPOU3BOAHLIX, KoTOpLIe
npeAnaranocs WCMONbB3OBaTb B KadecTBe
H s-nuwraHgoB. NpeacTaBUTenbHEIMUA SBNAIOTCS
onucaHns B EP-A-0197840, EP-A-0214058,
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EP-A-0458661, EP-A-0494010, EP-A-05631219,
WO 91/17146, WO 92/15567, WO 93/01812, WO
93/12093, WO 93/12107, WO 93/12108, WO
93/14070, WO 93/20061, WO 94/17058, WO
95/06037, WO 9511894, WO 95/14007,
US-A-4988689 1 US-A-5217986.

HacTosiwee w3obpereHne OTHOCMTCH K
HOBOMY  KMaccy nuraHgoB  Hs-pelenTtopa,
UMEIOLLLWX cynbpoHAMUAHYIO unu
cynbaMUaHyIo  TPyNny, pacrofoXeHHylo Ha
MMWMZA30M0OBOM KOMbLE.

HacTosillee W300peTeHWe OTHOCUTCH K
coeArHeHno PopMyIbI:
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rie R npepcraenser or O go 2
3amecTuTenei, BblOpaHHbIX na rpynnsl,
Brnwovatowerd C4-Cg ankun, Cq-Cg  ankokcw,
C 4-Csg ankMnTmo, KapboKcK,
C 1-Cg KapBOAarKoKCH, HUTPO, TPUranoreHMeTn,

rMOPOKCH, aMUHO, C4-Cg ankinamuHo,
An(C 4-Cg ankunamuHo, apmn,
C 4-Cg ankunapun, ranoreH, cynescamoun u
LyaHo;

R1 npegctaenaet C 4-Cop rngpokapbun (B
KOTOPOM OAWH UMK HECKOMNLKO aTOMOB BOAOROAA
MOTYT BEITb 3aMelleHbl rarnoreHoM, U BrnoTs Ao
JeTblpex aToMOoB yrnepoaa [a B 4acTHOCTH, oT 0
Ao 3 aToMOB yrmnepoda) MoryT ObITh 3aMmelleHsl
aToMaMu KACNopoda, as3oTa WM Cepbl, Mpu
YCIOBUK, UTO R' He coaepuT rpynny -0-0-);

R? npeacraenset H unn
C 1—C15 rmgpokapbun (B KOTOPOM OAWH UMK
HecKonbko aToMoOB  Bogopoda MoryT  GbiTh
3aMelleHbl ranoreHoM, W BNNOTb JO  TPex
aToMOB  yrnepoda MoryT ObiTb  3aMelleHdl
aToMaMu KACNopoga, asotTa WM Ccepbl, Npu
YCIOBWUK, UTO R? He coaepxuT rpynny -0-0-);

m=3-15 (npeanoytutensHo 3-10, Hanpumep,
4-9);

n=2-6;

Kaxdas rpynna X HesaBUCHMO NpedcTasnaeT

2 nuéo ogHa rpynna X npeacraenaer

N(R%-, -0- unu -S- (MpW ycroBumM, 4To 9Ta
rpynna X He SABMNAETCH CMEXHOW C Ipynnown

-NR 2-), a ocranbHble rpynnsl X HE33aBUCUMO
npeacTaBnsAoT 2, roe R® npencraenser

H, C1-Cg ankun, C-Cg ankeHun, -CO.R®
-CONR®,, -CR%,0R® unu -OR® (rme R® u

27182904 C2

RU



voecelc NAH

[ARS)

R npegcrasngdior H wnn C 4-C3 ankun), a
R 4 npeacraenset H unu Cy-Cg ankun;

Kaxgas rpynna 'Y HesaBUCUMO Npeactaenaet
—C(R3)R4—, Wn\  BOAOTb A0 AByX rpynn Y
npegctaesnat  -N(R 4)—, 0- wnwm -S-, a
ocTankHble rpynnsl Y HesaBWCUMO
npeactaenawt -C(R 3R*, roe R® onpenenex
Bhbille, a ogHa rpynna R* no ceoeit CTRYKTYpe
npedctaBnAeT WMMWAA30UN, WMWAA30UNANKAN,
3aMelleHHLIR UMWaasonkn KNk sameLleHHLIRA
MMUOA30UNankK, a  ocTarnbHble  Tpynnsl
R4 npeactaenawT H unn C4-Cg ankun, u

Z npepcraenaer >C(R7)NR2— mn - >N-,
rae R7 npeacraenseT nwodyo W3 rpynm,
yKasaHHbIX  Bblwe gns R 5 u mx
chapmaLEeBTUYECKM NPUEMNEMBIM COMAM.

HacTosiWwee n3obpeTeHne TakKe OTHOCUTCA K
npouaBogHbIM ("NponekapcTBeHHbIM"
CoeMHEHWAM), KOTOpLIe pa3anarakeTcs in vivo ¢
obpaloBaHuemM coefuHeHWA dopmynel (1) unu
{I). MNponekapcTBeHHble COeNHEHUE OBLIMHO
(HO He Bcerga) UMelT Donee HU3KYH akTUBHOCTb
No OTHOWEHW K peuenTeopy-MAWLEHW, Yem
COeMHEHWS, Ha KOTOPbIE OHW pasnarakTcs.
[MponeKkapcTBeHHbIE COeAUHEHUA MOMYT BLiTh, B
YacTHOCTKW, WCMONL30BaHLI B Cnydae, Korga
HYXKHBIE COEOMHEHUS UMEKT XMMWUYECKAE WK
h13nYecKme CBOACTBA, KOTOPLIE 3aTPYAHAIOT MX
BBEAEHWE WNK JenalT ero HesddeKTUBHLIM.
Tak, Hanpumep, HyXHOe GCOeAWHEeHWEe MOXEeT
BbITE NUWE MACXO PAcTBOPUMBIM, NMBO OHO
MOXET MNMOXO MNPOXOOWTh Yepes  snuTenui
CAM3NCTOM OBOMNCYKM, NMUBO OHO MOXKET WUMeTb
CMAWLLKOM  KOROTKWA Mepuod NOMYXKW3HK B

nnasme. JononHuTensHoe obcy:aeHve
nponekapcTBeHHLIX COSANHEHWA MOXHO HARTW B
pabotax Stella, V.J. et al., "Prodrugs"

Drug Delivery Systems, pp. 112-176 (1985), u
Drugs, 29, pp. 455-473 (1985).

MponekapeTBeHHbIE QORMbI
hapMaKonorMieck  akTUBHLBIX — COeAWHEeHWH
HacTosLWwero W3obpeTeHusn 0BbI4HO
npeactaBnawT coboi coegmHeHna dopmyn (1)
N (1), MMeLWMX KWCHOTHYIO rpynny, kotopas
ABNAeTCA  STEepUPUUMPOBAHHOA UMK
aMMaMpoBaHHOR. Takumu
3TepUPULMPORAHHEIMU  KMCMOTHBIMK  TRYMNaMu
ABMNAKOTCA rpynnel -COOR 8, roe
R 8 npegctasngetr C 1-Cs  ankun, deHun,
3aMelleHHbIA  peHun, 6eHaun, 3amMelleHHLIA
BeH3uN UK CAHY K3 CnefyLUX rpynn:

[0}
—CH _©O
é 2

WK

o Q

VA

AMWONPOBAHHLIMA  KMCNOTHBIMK  Tpynnamm
ABRAOTGH rpynnsl copmynsl -CONR °R'% roe
R?® npeactaenaet H, C 1-Cs ankwn, deHun,
3aMeLLeHHbIR heHun, GeHsun, UNu 3amMelleHHLIR
HeHaun, a R10 npeactasnset -OH unu ogHy 13
rpynn, yKasaHHbIX BhILLe A RS
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CoepunHeHna dopmyn () unum (1), nmetowmnx
aMUHOrpynny, MoryT ObITb OepUBaTM3UPOBAHLI
KETOHOM  WNW  ansAerMaoM,  TakuM  Kak,
cdopmansaerna, ¢ obpa3oBaHMEM OCHOBAHWS
MaHHUXa. 3T0 MoXeT OblTb OCYLIECTBNEHO
nyTem rmaponnaa ¢ KMHeTUKOA NepBoro nopaaka
B BOAHOM pacTBope.

PbapmaLeBTUUECKM NpUeMIEMEIMA  CONAMM

KMCNOTHbIX coeanHeHWRA HacToALEro
I/I306peTeHMF| ABNAKOTCA CONA, oGpaayeMble
weno4YHeIMX MeTannam 4]

LLenoYyHo3eMernsHEIMY MeTannamm, TakMMu Kak,
HaTpWA, KanWi, KanbUWA K MarHWiA, a Takke
conu, obpaayemble OpraHU4ecKUMK
OCHOBAHWAMK. MOAXOAAUMKA CPraHUUECKUMU
OCHOBAHWAMKW $BNAIOTCH aMWHbI, TakuMe Kak,
N-meTun-D-rniokamMmH.

PapmMaLeBTUUECKA NpUeMNeMbIMA  COMNAMMK
OCHOBHBIX COeMHEHWA HacToswWero
naobpeTeHns ABMNAITCA COMNK, NOMyYeHHbIe K3
OpraHUYecKUX WM HeOpraHWYecKUX KWUGMOT.
MoaoxodAWw MMl KACNOTaMK  ABNAIOTCA
XNOPUCTOBOAOPOAHAA KMcnoTa,
BpoMUcToBOAOPOAHAS KMcnoTa,
TPUCPTOPYKCYCHAa  Kucnota,  chocdopHas
KACroTa, LiaBeneBas KWACMoTa, ManewHosas
KACnoTa, fHTapHas Kucrnota W NUMOHHas
KvcrnoTa.

CoegnHeHWs HacToAwerc wacbpeteHus
MoryT CyLlecTBOBaATb B PA3ANUYHBIX
SHAHTUCOMEPHbIX, AvacTepeoMepHbIX "
TayTOMepHblx cdopmMax. [pu 3sTom cnegyet
OTMETUTb, YTO HacToswee W3oBpeTeHue
BKMOYaeT pasnuuHeble SHaHTUOMEPSI,
JvacTepeomMepbl U TayTOMEpbl, Kak B YWACTOM
BMAE, Tak U B BMAE CMECU SHAHTUOMEpPOB,
AWacTepeoMepoB W TayTOMEpoB.

VMcnonbayeMeld B HacToAlWEM OMUCaHWK
TEPMUH ‘rmgpokapbun”  oTHocUTCA K
MOHOBANEHTHEIM  TPYNNaM, COCTOALWMM U3
yrnepoga W Bodcpoga. Tak, Hanpumep,
rmapokapbunbHBIMK - TPYNNaMK  SIBNAIOTCA
ankuneHasl, ankeHWneHasi, W ankWHUNeHas
rpynnel  (MMeloWwue  Kak npsamsie, Tak W
paspeTBneHHble  Uenu),  LMKIoankuneHas
(BKNOYASA NONULWKNOANKAN), LMKIoankeHHNsHas
W apunbHasa rpynnbl, a Takke WX KoMouHauun,
Takue Kak, ankunapuneHas, ankeHunapunoHas,
ankUHWNapuUneHas, UWKNoankunapuneHas W
LMKnoankeHunapunsHas rpynmsi.

VMcnonbayeMeld B HacToflWeM OnUcaHWu
TEPMUH "kapbouMknudeckan" rpynna o3HadaeT
OOHY WM HECKONbKC 3aMKHYTHIX Lened unn
Konew, KOTOpble UEeNWKOM COCTOST M3 aTOMOB
yrnepoga. TakdmK rpynnaMmi  ABnAoTcA

anuuMKnuyeckme rpynnbl (Takve Kak,
LUMKNONEPONWA,  LUKNOBYTWN,  LMKIONEHTWN,
LMKnorekcmn 7] afgamaHTun), rpynnbl,

COAEPKALLME aNKWMEHBIE W LWKINOANKUMEHBIE
bYacTh (TakMe Kak, afamaHTaHMeTun), W
apoMaTUYeckMe pynnel  (TakMe kak, cheHun,

HadoTU, WHOAaHWM, hriyopeHun,
(1,2,3,4)-TeTparnopoHadptin, MHAEHWN 7]
WM30OUHOEHW).

Mcrnoneayemslid B HacToAWEM  OnucaHuM
TEPMWH "apun" OTHOCUTCA K apoMaTrUYecKuM
kapOOoLNKMNYECKUM rpynnam, BKMTHOYAs
BLILLEYNOMAHYTEIS TRYNMbLI.

"MeTepoumknmyeckan” rpynna BKNKYaeT oaHy
WIMKW HECKOMbLKO 3aMKHYTLIX Leneld wnu Koneu,
KOTOpbIE MMEIOT, NO KpalHelh Mepe, oaMH aTom,
He ABNSAKLLWIACA aTOMOM YIMepoaa, B 3aMKHY TOR
Lenu unu Konsue. B kavecTee NpUMepoB MOryT
CNYXWUTE OEH3UMUOA30NUN, THEeHWN, dypaHun,
NMUPPONUM, UMWOA30NUN, MUPA30oNUI, THa3onu,
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N30TUA30NAN,  OKCA3onnm, MUPRONUANHAR,
MUPPONUHUA, UMUOA3ONUOMHWAN, UMALAICTIMHAN,
AMpasonUAUHKUN, TeTpariapodypaHun, MUpaHWn,
MWUPOHIAN, MMPWUAWN, MUPA3MHKI, NIMPUAANHARN,

nunepuaunn, nunepasanHKn, MOPCDOINMHII,
“TnoHachTnn, GeHsodypaHun, uaobeHsodypun,
nHgonmn, OKCMMHAOMMN, N3onHACNWI,
WMHOA30nNKM, WHAOMUHWM, 7-azanHaenun,
M3ouHOa3onun,  GeHaonuMpaHun,  KymapuHWn,
WN3OKYMapUHK, XUHOMMN, W3CXUHONWM,
HadTPUANHWN,  UMHHOMWHWN,  XWHA3CIAHKI,

nupugonnpruaun, OeHsoKkcasyHKI,
XWUHOKCAOUHK, XpOMEHUN,
W30XPOMaHKI W KapGonnHWN.

Ecnu B HacTOAWEM OMUCAHUKN YNOMUHAETCA
3amMelleHHad KapboUuKnudeckas rpynna (Takas
KaK, 3aMellUeHHLIA eHun) unu 3ameleHHas
reTepouMKIuyeckas rpynna, TO
noapasyMeBasTes, YTO YACNO UX 3aMecTUTENner
coctaenaeT of 1 Ao 3, U sTK 3amecTUTenv
BblBGupatoT 13 rpynnsl, BKNHOYALOLLER
C 4-Cg ankun, C4-Cg ankokcn, C4-Cg ankmntuo,
KapboKcHn, C1-Cg  Kapboarnkokcu, HUTPO,
TPWUranoreHMeTurn, TMAPOKGCH, aMUHo,
C 1-Cg ankmnammHo, au(Cq-Cg ankun)ammHo,
apwn, Cq-Cg ankunapwun, ranoreH, cynscgamMomn
W umaHo. Pagmkan R, ecnu oH npucyTcTByeT,
npegcraBndaeT ogHy WK ABe U3 BbllUeyKasaHHbIX
rpynn, a npegnodturensHo Cq-Cs ankunm unu
ranoreH.

Vcnonbayembld B HacTOAWEM  OMUGEHWA
TepMUWH "ranoreH" oaHavaet pTop, Xnop, 6pom K1
Aopn.

R? npeanodTUTEnsHO BLIGMPAKT M3 rpynMb,

XpomaHiAn,

BKIKOMAIOLLER H, C1-Csg ankun,
C 1-Cg umknoankmun, Cq-Cg rmapokcuankun,
C 1-Cg anKun-rugpoKcUanun, apun

C 1-Csg ankun " 3aMeLlEeHHbIA apun

C 1-Cg ankun. Hanpumep, R? moskeT 6biTb H 1nu
C1-C3 anknnom.

B HeKoTOpbIX BapwaHTax HacToslero
n3obpereHna -X m- npegcraenaer
C 4-Cg ankuneHoByks  rpynny,  Hanpumep,
OyTUNEHoBYO rpynny.

Mpumepamun R! ABNAOTCA
apun-cogepKallue rpynnel (Takve Kak, deHun,
3aMelleHHBIR heHnn, HapTun 1 3amMelleHHGIA
HadbTUn) W (YWKNnoankumankineHele  TRYNNbI

(Takue KaK, LMKNCreKCUInponun W
afaMaHTUNNPOnuI).
MNpeanaututensHo, R! npegctaenseT rpynmy
hopmMynbl
11 13
R R
| | 12
—(N}——{CH>—R ITI
P o
rae p=0 unu 1,
R npeacraenser H unu C1-Ca ankvn,
q=0-4,

R' npepcraBnser  KapGOLMKIMYECKYHD,
3aMeLLEHHYI0 KapBoLUKNUYeckyto,
reTepOLUKNMYECKYIO nnu
reTepoLMKIMYecKYIo rpynny, v

R'® HesaBucMMO BLIGMPAOT W3  TPYMMbI,

3aMELLEHHYIO

BKIKOMAIOLLER H, C1-Cg anknn,
C 1-Cg umknoankun, Cq-Cg rmapokcuankan,
C 1-Cg ankKnunruapoKcHankun, apun
C4-Cg  ankun, " 3aMelleHHbIA  apun

C 1-Cg ankun.
MpeanodtutensHo, R'  npencraenser
BOAOPOA.
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mmpasomnankMnbHble rpynnbl B
coegVHeHUax HacToswero usobpeTeHus oBbluHO
umetoT oT 1 4o 8 aToMOB yrnepona B ankunsHom

Lenu.
OBHapyXeHo, JTo psag coedUHEeHWA B
npealecTBYOLLMX patoTax nokasbiBakoT

3Ha4YMTenbHble OTKMNOHEHWA B CBOeW AKTUBHOCTHW,
Kak ©OblNo onpegeneHo B OBYX aHanuvaax ¢
WCMOMbL30BaHNEM noAB3ACLLIHOR KNLLIKM,
ONUCAHHbLIX HKKE. AHAMNW3 JaHHBLIX, NONyYeHHbIX
B YKa3aHHbIX (yHKUWMOHANBHOM aHanu3e U B
aHanua3e Ha CBA3biBAHWE C pPafnoakTABHBIM
nUraHdgoM, a Takke B APYrMX NOJ0BHLIX
OvoaHanwaax, JaeT OCHOBaHWe NpPennonoKuTh,
UTO Takoe OTKMNOHEHWe MOXKeT BbITe CBA3aHO, No
KpaHel Mepe, YacTUYHO, C  OCTATOYHOH
3PP EeKTUBHOCT LI, CBOWCTBEHHOR ATUM
CTPYKTYpaM. <PaKTUYECKM, STO O3Ha4YaeT, dTo
YKa3aHHbLIE KOHKpPEeTHble COefMHEeHWd MOryT
JeACTBOBATE KakK aroHWCTLI, MO KpalkHel mepe, B
HEKOTOPLIX TKAHAX.

HeoxunaaHHo ODHapyKeHo, 4Te Korga m=3
unu Bonee, npegnodtUTensHo or 3 Ao 9, a
ocobeHHo oT 4 A0 8, TO CO8AWHEHWUA, ONUCaHHbIe
B HacTOALleW 3afBKe, He MNoKa3biBakT
3HAYMTENBHOMO pPacXoXAeHWs B 9TWUX ABYX
aHanuaax. Takum oOpa3oM, 3TU CcoegWHeHUs
MOTYT CYUTATBCHA UCTUHHBIMW aHTarcHUCTaMK No
OTHOLUEHWIO K ASACTBMIO HATWUBHOMC ropMoHa, To
©CTb, OHW NOTEeHUWanbHO He HABMAKTCH HM
YacCTUYHbIMK, HX NONHbIMKW aroHUCTamMK. B OOQHOM
M3 CBOWX AacMNeKToB HacTosfllee W3obpeTeHue
OTHOCUTCH K WCNONb30BaHWUK 3THUX COQ,CI,VIHEHVIM B
KauecTBe aHTAroHWCTOB rAcTaMmmMHa, W K
W3roTCBNEHWMIO NEKAPCTBEHHLIX Npenapatos ansg
3TUX Lenei.

CoeMHEHNA HacTosAWero n3obpeTteHuns,
KoTopble NpeacTaBnAawT cobor cynbhoHamMUab!,
MoryT ObiTb NONyYeHbl NOCPEACTBOM peakuuu
COOTBETCTBYIOWMM  oBpasoM  sawWWLUEHHOro
NMPOU3BCOAHOIO COBOQUHEHNS HOPMYIbI:

Z
H B W
| "y
R —HN—H  HMAH 7 v
m

C CYNBbROHNNXNOPUOOM hopmynsl
R 180,CI. MoaxoAdWwmMm 3aLLMTHEIMK FpyNnamm
And MMKOA30NbHOW  YacTh  ABNAKTCA
TPUTUNBHAA M N,N-gumeTUncynehamonnsHas
rpynnel.  Jiobble  apyrme  yHKUWOHAnNbHbIE
rpynnel B 9TUX peakuyusax MoryT ObiTh 3alluULLeHb

C  MCNOMb3OBaHWEeM  peareHToB,  XOPOLWO
W3BECTHEIX CreynancTam.
Peakuuio c CYNbOOHUMXNOPUOOM

OCYLLeCTBNAKT B noaxeasuwemM 6e3B0aHOM
pacTBopUTENe,  TAKOM KaK,  OCYLUEHHbIHA
N,N-aumeTtundopmammng, N OCYLWEHHbLIA
AuxXnopmeTaH, B NPUCYTCTBUKM OCHOBaHWUA, TaKoro
KaK, TPUSTUNAMUH. OBbIYHO, peaKkuuo
OCYLLEeCTBNAIT NPU KOMHAaTHOW TemnepaType B
Te4YeHle HeCKONbKUX 4acoB.

CoefWHeHWs HacToAWero WactpeTeHus,
KOTOpLle npefcTaBnanT cobor cynsthamuibl,
MOryT 6bITb, B OCHOBHOM, NonyYveHbl NyTem:

a) peakuuvu XnopcynegdoHUNUaoLuaHata ¢
COOTRETCTBYIOLUMM CNUPTOM chopMyIbl R™OH:
rae Aengetcd TpeT-6yTunom unu 6eH3nnom,;

b)  peakymm npoaykre, cragun  a)
COOTBETCTBYOWUM  0o0pa3cM  3allMLLEHHBIM
NPOM3BOOHbIM ~ coeauHeHna  dqopmMynbl 1V,
yKa3aHHOI7I Bbllle,

C) peakuMu npopykra crtaguM b)) cC
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OCHOBaHWEM, TakMMm Kak, rMapwa HaTpwa, a
3aTeM C coefuHeHuem opMybl R1—Br, roe
aToM B6pomMa cBA3aH ¢ aTOMOM yrrepoda rpynnel
R n

d) obpaboTkK npogykra cTaguu ¢) KWCNOTOR
onA yaanenus rpynnel R MOCO uw o apyrvx
3alWTHEIX Fpynm.

B NpeanoyTUTENEHBIX BapUaHTax
OCYLUEeCTBNeHUsA HacTosAwero uactperteHus,
peareHT, WCNCnb3yemblld B cTagun c) KUMeeT
chopmyny:

13
R

| 12
Br—(CH>»—R
o

roe q, R12 u R aensiotes Takumm, kak oHu
BbInK onpeaeneHsl BeILLE.

CcobeHHo NpeAnouTUTENBHBIMW  CIMPTaMK
Ona MCNONb3oBaHWA B CTAAMKM a) ABRNAIOTCH
TpeT-6yTaHon M GeH3UNoBbLIA CrMpT.

Ha dwr. 1 npouvnnocTpupoBaH CUHTE3
N-[5-(4(5)-ummnaazonn)neHTnn]-N'-(4-xnopceHun
IMeTuncynbamnaa, OCYLWECTBINEHHbIA  3TUM
cnocoBom.

B anbrtepHatuBHoM cnocobe cynsamMuis
HacTodwero uzobpeTeHua MoryT GbiTb NonyqeHsbi
nyTem:

a) peakuuM XNopcynboHUNM3oUMaHaTa ¢
COOTBETCTBYIOLMM cnivpTaM chopmynbl R1M40OH,
roe R aenaetca TpeT-6yTUNOM UNK BEHBUMOM;

b) peakuumn npogdykta cragMM  a) ©
COOTBETCTBYOLWUM  00pa3oM  3allUEeHHBIM
NMPOU3BCOHEIM  COoeuHeHUs opMynbel R Th,
roe aToM BOOOPOAA CBA3aH C aToOMOM asoTa

rpynnsl RT:
C) peakyum npogykra crtagunm b)) c
COOTBETCTBYOWUM  0Bpa3oMm  3allUeHHBIM

NPOU3BOAHBIM CoeAUHEHNA OpMYbI:

H
R }N—QH
A m

n d) obpaboTkn npogykra cragin c)
kMcrnoTol Ana yoaneHus roynnsl R 1M#OCO- u
OPpYrX 3alMTHLIX Fpynn.

B NpPEeANnoYTUTENBHBIX BapuaHTax
OCYLLeCTBNEeHNS  W30oBpeTeHuna  peareHT,
UCnonb3yeMbli B cTaguu b) umeeT dopmyny:

13
E

I 12
MH=——( CH } ——R
Z q

rae 9. R'2 n R13 aensiotes Takumm, Kak oHWM
OblnK onpedeneHbl BhlLLE. Ha  dowmr?2
NPOWUMINIOCTPUPOBaH CHHTES
N-[4-(4(5)-ummngazounn)
ByTun]-N'-ymknorekcunmetTuncynedamnaa,
OCYLLECTBINEHHBIFA YKazaHHbIM criocobom.

PapmaLeBTUHEcKA npueMneMsie  conu
KACMOTHEIX ~ UMW OCHOBHBLIX  CO8OWHEHWH
HacToAWEro MU3cCpeTeHna MoryT  ObiTb,
pasymeeTcs,  MofyYeHbl  CTaHAAPTHBIMU
cnocobamu, TaKUMKU Kak, MpoBefeHWe peakuyuu
CBOBOAHOMO OCHOBAHWA WNW KACNOTBl ©, MO
KpaHel Mepe, CTEXWO-METPUYECKUM
KOMUYECTBOM HYKHOR coneobpasylolen
KACMOTHI  WNKW HyXHOro  coneoBpaayioLlero
OCHOBaHUs.

MoapasymeBaeTcs, JTO  COSOWMHEHMS
HacToAWEro n3obpeTeHua MoryT ObiTs BBEAEHSI
nepopankHO WNK nNapeHTepansHo, BKMoYasn
BHYTPWUBEHHOE, BHYTPUMbILLEYHOE,
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BHYTPUOPIOLLMHHOE, NOAKOXKHOE W peKTansHoe
BBEOEHME, a  Takke nyTem MECTHOro
npuMeHeHna.

[ns nepopanbHOro BBeAeHWS CoeaMHeHUs
HACTOAWEro M3obpeTeHna nonydawTt, B
OCHOBHOM, B BWAE TabneTok unu kancyn, nuéo B
BWAe BOAHOMO pacTtBopa WI CyCneHsnn.

TabneTkn AnA nepopanbHOro BBeOeHWA
MOMYT  BKMOYaTb  AKTUBHLIA  UHIPEAWEHT,
CMeLLaHHbIA c hapmaLeBTUYECKA
NEUEMNEMBIMA  HOCUTEMNAMKM, TaKMM  Kak,
WHepTHble pa3baBuTenu, Ae3VHTEerpupyolne
areHTbl, CBA3yOWMWe areHTol, cMasablBalolie
areHThl, neacnawearLne areHTHl,
apoMaTuaupylole  apeHThl, KpacuTenu U
KOHCepBaHTEl.  [ogxogsWmMMK  MHepTHEIMU
pasbaBuTenaMu ABnAKTCA KapboHaT HaTpuUa 1
KaneUwWs, coocdat HaTpUsA K KanbLKs, K NaKTo3a;
a NoaxoaALUMU Ae3UHTErPUPRYIOLWUMK areHTamMu
ABMNAKTCH KYKYPY3HBIA Kpaxman W anbruHoeas
kucnota. CBA3YIOWMMK areHTaMu MoryT ObITb
Kpaxman W KenaTuH, a  3aMacnyearwoum
areHToOM, €Cni OH MPUCYTCTBYET, ABNAESTCH, B
OCHOBHOM, cTeapaT MarHus, CTepuHOoBas
KMcnoTa WUnu Tanbk. Ecnv Heobxogumo, To Ansa
saveaneHna  abcopbuMM  NekapcTBEHHOro
cpedctBa B KEMyAOYHO-KUWEYHOM  TpakTe,
Tabnetkn  MOryT  6blTb  NOKPbITHI  TaKUM
mMarepuanoM, Kak rmuuepwnMoHocTeapar Wnm
rmauepungucTeapar.

Kancynel ons nepopansHOro BBeAgHUA MOryT
ObITh KECTKAMK KeNaTWHOBLIMK Kancynamu, B
KOTOPLIX aKTUBHLIA WHrpegMeHT cMellad ¢
TBEpAbIM pa3abaBuTEneM, " MATKAMIA
KenaTMHOBbIMA Kancynamu, B KOTOPbIX
aKTUBHLIA WMHrpeaueHT cmellaH ¢ BoAoK unn
MacnoM, TakMM KaK, apaxuCcoOBOe Macro, KUAKCe
napachHOBoe Macsno Unu oNiMBKoOBOE Macro.

nOna BHYTPUMbILLEYHOTO,
BHYTPUOPIOLLMHHOrO, NOOKOHKHOIo [
BHYTRMBEHHOrO  BBeAeHWs, CCedWHEeHKUA
HacTosLLEero u3obpeTeHns, B OCHOBHOM, FOTOBAT
B BWOEe CTEPUNbHBLIX BCAHBIX PACTBOPOB WMWK
cycneHand, aabydepeHHblX Ana nony4YeHus
COOTRETCTBYOWUX pH W WM3OTOHWYHOCTW.
MogxodAaw MMy BOOHBEIMA - HANOMHUTENAMN
ABNATCA pacTBop PuUHrepa M MacTOHWYECKWA
pacTeop xnopuga HaTpus. BogHble cycneHauu
HacToAWEro W3oOpeTeHWa MOryT BKIKYaTb
CycneHaupyloWmMe areHThl, TakuMe Kak, Kak
NpCU3BOAHbIE Lenmonossl, ansrMHaT HaTpKs,
NOMMBUHUN-NUPPONMOOH W TparakaHToBas
Kamedb, a TakKe CMaJMBaloLLMIA areHT, Takoh
KaK, NeuuTuH. MNogxodswumK KoHcepBaHTaMu
ONa BOAHLIX CYCMNEH3WA ABMAIOTCA STUMN- U
H-nponun-n-rnapckcnbeHaoar.

DhPeKkTUBHbIE [03bl coeNHEHUA
HacToAwero wu3obpeteHua MoryT  ObiTb
onpeaeneHsl cTaHAAPTHLIMKU METOAAMK. TOUHbIA
ypoBeHb [003bl, Tpebyembld gna  Kaxgoro
KOHKpETHOro nauveHTta, 3aBUCUT OT  paja
hakTOpORB, BKNOYAf, TAXKECTb 3aboneBaHus,
noAagepraeMmoro nedeHyo, cnoco® BReaeHMA
NekapcTBEHHOrO CpeAcTBa, M Bec nauueHTa.
OfAHaKko, B OCHOBHOM, MpedycMaTpuBagTcs, YTo
cyTouHasa Jo3a (BBoAMMAas B BUAE Pa30BOM A03bl
wnM B Bude QApobHbIX [03) cocTaenseT B
npegenax ot 0,001 go 5000 mr B geHb, a
obbidHO, orf 1 go 1000 mr B geHb, a Gonee
KOHKpeTHo oT 10 go 200 mr B feHb. B
nepecyeTe Ha edvHALY Beca Tena, TWNUYHas
no3a 6yner, B oCHOBHOM, coctaendts or 0,01
MKF/Kr Ao 50 Mr/kr, a B 4acTHocTU, oT 10
MKI/kr go 10 mr/kr, Hanpumep, ot 100 MKr/kr
00 2 MI/KT.
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Kpome Toro, HacTosuee w3aobpeTteHve
NPOWNNIOCTPUPOBAHO  HBKECNeay oMK
npuMepamMm.

NPUMEP 1

N-[2-(4(5)-WMMOa30MN)aTUN]-2-HaTanMHCy N
bthoHamma,

K cycneHsum ructammHa (824 wmr, 7,41
MmMenbe) B cyxom N N-gumeTundopmamuae (10
mn) pobaenanum TpustunamuH (2,07 wmn, 14,8
MMOINb) W 2-HadTannHeynehoHUnxnopus (1,68
r, 7,41 MMonk). Cwmeck nepemMellnBani npu
KOMHaTHOW TemnepaType B TedveHue 48 4acos,
BbiNMBanM B BOZy (50 MM), M 3KCTparvposani
aTunauetatom (3x20 wmn). OB0begnHEHHbIE
opraHuYeckue SKCTPAKTHI MpoMbIBanu
HaCbIWEHHBIM ConeBbiM pacTBopoM (3x20 M),
pacTBOPWUTEMbL BhINapWBani npu NOHWKEHHOM
JaBMeHW, U OCTaToK OYMLiani ¢ NOMOLLLIO
KOMOHOYHOW dhnawl-xpomaTtorpaguu  (ABYOKUCH
kpemHua, 1% NH 3 Boa.  (880)/10%
MeOH/CH 5Cly). MonyyenHoe macno (Ry 0,17)
KpucTannuaoBanW U3  TeTparmgpodiypaHa W
nonyvany ueneesoe coeduHeHWe B Bnae Genoro
TBepAoro Beulectea (440 wmr, 20%): H-amP
(300 Mry, OMCO-dg) 11,73 (1H, c), 8,41
(1H, ©), 8,13 (2H, wm), 802 (1H, pn), 7,80
(1H, an), 7,67 (2H, wm), 744 (1H, p), 6,74
(1H, ©), 298 (2H, 1), 2,58 (2H, T1). Conb
ManenHOBOR KUCMOTLI Obina nonydeHa nytem
nvochunmMaalum - SKBUMONAPHOTO  pacTeopa
npodykra W ManewHoBOW  KUCNOTbI B
Boae/anoKkcaHe. AHanua ang CigH1gN3CgS:

HaigeHo: C 54,67; H 4,69; N 10,07%.

Belqucneno: C 54,67 H 459; N 10,07%.

NPHUMEP 2

N-[2-(4(5)-nmmnaazonn)aTun]beH3oncynsgoH
amug,

Cragma a:
N-[2-{1-6eH3oncy NbOHUN-UMUAA30UN-4-1M)3TH
nj6eHsoncynedoHaMug. K cycrneHann ructamuHa
{337 mr, 3,04 MMONb) B CYXOM AUXJIOPMETaHEe
{60 mn) poBaenanu TpuaTunammd (1,27 mn, 9,10
MMOIb) W BeHaoncynshoHUNXnopug (775 MK,
8,08 mmons). Cmeck nepemeluvBann  npu
KOMHaTHOW TemnepaType B TedeHWe 6 4acos,
PacTBOPWUTEML BhINApUBanA MpU NOHWKEHHOM
JaBrMeH M, W ocTaTtok  pacTBOpsM B
aTunayeraTe (50 MIT). lmapoxnopug
TPUATUMAMUHA OTOUNBETPOBLIBANK, U hunsTpaT
ynapuvBanu  MpW MOHWKEHHOM  JABNEeHWA.
OcTaToK KpucTaniMaosanu 13
aTUnaudeTara/rekcaHa W nonyYanu nNpeoaykr B
Buge benoro Teepgoro Bewectsa (1,04 r, 93%).

Cragusa b. K cycneHann npeaykra ctagum a)
(1,04 r, 282 mmons) B @taHone (115 wmn)
pobaenann pacteop kapboHata Hatpua (1,20 T,
11,3 wMmons) B Bode (85 wmn). Cwmech
nepeMeLLMBan B TedeHne 24 4acoB U STaHon
yoananu npu NoHWKeHHOM JaBreHWn W npu
TeMNepatype oKpyxKawwehd cpeasl. BopHylo
CMeCb 3KcTparMposann xnopodopmom  (6x50
M), N oBbedWHEHHbIE SKCTPaKTLl NPOMbIBANA
HacCLILEHHBIM CCneBbiM pacTBOPCM W CYLLMNA
BesBogHbIM  cynechatom  HaTtpus.  [ocne
DUNETPaLMKM N YNapUBaHKA NPU NOHUMKEHHOM
J8BMEHWW MonyyYany LeneBoe coeduMHeHWe B
BuAe Benoro TBepAoro Bellectea (567 mr, 80%):

"H-AMP (300 Mry, OMCO-dg) 7,77 (2H,
M), 7,60 (3H, ™), 7,46 (1H, c¢), 6,74 (1H,
c), 284 (2H, 1, 257 (2H, T1). Conb
ManenHoBOW KWCNOTI nonyvanu
nuodpunuaaLmnen  SKBUMONAPHOTO  pacTeopa
npodykra W ManewHoBOW  KUCNOTbI B
Bofde/auMokcaHe. AHanma ana C 45H17N3OgS
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1,0 HyO:

HanpgeHo: C 46,65; H 4,74 N 10,95%.

BelumcneHo: C 46,77, H 4,97; N 10,91%.

NPNMEP 3

N-[2-(4(5)-ummnaasonn)stun]-1-HadpTannHcyn
bpoHamMma,

Cragusa a:
N-[2-(1-(1-HadTanMHCYNbOHKN)-4-UMA30MM)
sTUn]-HadpTannHeynspoHaMmua. K - cycneHaum
rmctamMmHa (383 wmr, 3,54 MmOnb) B CYXOM
AuxnopMeTaHe (60 mMn)  gobaendanu
TpuatunamuH (1,48 mwmn, 10,6 mMmons) W
1-HadbTannHeynehoHunxnopng (2,01 r, 8856
MMOnb). CMech nepeMellnBani NpKu KOMHaTHOR
TeMneparype B TeyeHue 18 4yaces,
pPacTBOPWUTENb BbINApWBan MNpu MNOHUKEHHCM
JaBreHWM, W ocTartok  pacTBOpAnM B
aTvnayeTaTe {100 Mn). Mmaopoxnopug,
TpUSTUNAMWHA YOananum nytem dunstpauum, u
duneTpaT  ynapueand  nNpu  NOHUKEHHOM
JABMEHNN. Mocne KOMOHOYHOR
thrnaw-xpomatorpadun (AByokdchb kpemHusa, 10%
aTUrnaueTar/rekcaH) nony4anu NpPoOyKT
(Rf 0,35) B Bnoge bBecugetHol neHbl (1,32 T,
76%).

Cragua b. K pacTeopy npodykra cragun a
(1,18 r, 2,41 mMmons) B aTaHone (100 mn)
nobGaenann pacteop kapboHata Hatpusa (1,02 T,
9,64 w™Mmone) B Boge (35 wmn). Cwmechb
nepeMemBany B TedeHune 18 wvacoB, W
HepacTBOPMBLUEECH BELECTBO YAANANU nyTemM
duneTpaluu.  3TaHon  BeIMapUeany  npu
NOHWKEHHOM  [aBNeHUuM Mpu  Temnepartype
oKkpyxXatwwen cpega. ObpasoBaBLUMACH ocaijok
cobupanu nytem WNLTPALMK U CYyWWKM B
BakyyMe npv 50°C. Tlocne  KOMOHOMHOM
chnsw-xpomMaTtorpapun (ABYOKUCL KpemHUA, 1%
NH; Bea. (880)10% MeOH/CH,Cly) ©bino
nomnyvyeHo ueneeoe coeguHeHwe (Ry 0,29) B
BWAe Benoro TBepAoro Bellectea (366 mr, 50%):

"H-AMP (300 Mru, OAMCO-dg): 11,70 (1H,
wup.c), 8,64 (1H, am), 821 (1H, n), 8,09
(2H, ™), 8,03 (1H, 7 7,68 (3H, ™), 7,42
(1H, @), 6,66 (1H, ©), 2,97 (2H, ™), 2,55
(2H, m). Conb ManenHOBCH KACMOTLI Nomyyanu
nvocunuaaumet  SKBUMOMAPHOTO  pacTBopa
npodykra W ManewHoBOW  KMCNOTBI B
BoAe/auMokcaHe. AHanua ana C 4gH1gN3050,6
H,O:

HangeHo: C 53,42; H 4,73; N 9,69%.

BbiumncneHo: C 53,31; H 4,75; N 9,82%.

NPHNMEP 4

N-[2-(4(5)-MMW1aa30UN)3TUN]-3-LMKNOrekeKMn
ponaHcynsgoHammng

Cragusa a:
3-LimknorekcunnponaHcy nbOHUIXNopUA.
Cwmect 1-xnop-3-yuknorekcunnponana (8,00 r,
50 mmonek), THOMOYEBKUHLI (3,80 r, 50 MMonb) K
voguaa Hatpuda (100 mr) B staHone (40 wmn)
Harpeeanu ¢ ofpaTHeEIM  XONodWNEHUKOM B
TeYyeHWe 3 4acoB. PacTBopuTens BeinapwBanu
NpW  NOHWKEHHOM  OABMNEHWM, KW OCTAaTOK
pacTUpany ¢ AUSTUNCBEIM acupom. [poaykT
cobupanu nyteMm UNsTPauUKM, MNpPOMbIBanNA
OVaTUNOBEIM 3OMPOM W CYLWWMIN BO3JYXOM, B
pesynetare dJero nonyvanu ©Genoe TeBepaoe
BellecTBO (6,64 ), KOTOpPOE cycneHanpoBany B
eoge (50  wmnyguxnopmertaHe (50 mm).
[a3cobpaaHblin  xnop  npu WHTEHCHUBHOM
nepemelLnBaHvn GapboTMpoBany B CMecb B
TeyeHWe 30 MUHYT, NoaaepKUBas Npu STOM
Temnepatypy Hwke 20°C. OpraHMJyeckuid cnoi
oTAENANY, a 3arteMm NpPomblBan oxXnamaeHHLIM
Ha negy 10%-HbolM  BOAHBIM - BUCYNBOUTOM
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HaTpua (2x50 M™n), HacblWeHHLIM  BOOHbIM

pacTeopoMm OukapboHata HaTpua (2x50 mMn) u
BogoW (50 mn), nocne 4Yero cyLlwunnn cynshaTom
marHus. lMNMocne cunsTpayi U ynapueaHus Goin
nonyyeH npodykr B Buie GecuseTHoro macna
(3,60, 34%).

Cragma b. K cycneHswnn rnctamuHa (222 wr,
2,00 mmone) B auxnopmertaHe (10 mn) no
kannaMm B TedveHve 5 MuHyT ag06aBnanu
TpUaTUNaMKH (278 Mk, 2,00 MMonb), K pacTBop
npogykra craguKu a (224 wmr, 1,00 mmone) B
amxnopmertare (2 mi). Cmeck nepemellneani B
TeyeHne 18 YacoB, U pacTBOpWTEllb Bblnapueann
MPY  NOHWKEHHOM  JABNEHWW C  NonyYeHWeM
Benoro TBepAcro Bellectea. lNocne KONOHOMHOR
chnsLl-xpomartorpadpu (ABYOKUCh KpemHUs, 1%
NH3 Boa. (880)/10% MeOH/CH2Clo) nonyyanu
ueneeoe coegnHeHwe (Ry 0,25) B BUAae

BecupetHoro mMacna (100 mr, 33%): TH-AMP
(300 Mry, CDCly) 8,80 (1H, wnp.c), 7,52 (1H,
an), 6,83 (1H, c), 580 (1H, wwp. c), 3,38
(2H, 1), 293 (2H, 1), 284 (2H, T1), 1,78
(2H, ), 1,65 (5H, m), 1,25 (6H, m), 0,88 (2H, m).

NPUMEP 5

N-[2-(4(5)-uMmngazonn)atun]-(3-(1-agamaHTMn
JnponaH)cynedoHamug,

3-(1-agamaHTin) nponaHcyNeoOHUNXNopMa
{700 mr, 2,50 Mmone), nonyyeHHsbIA cnocobom, B
cTaguw (a) npumepa 4, noapeprany peakyyvn ¢
rmctammHom (B85 mr, 5,00 mmons) cnocobom,
ONUCaHHBIM B cTaguK b npumepa 4. Takum
o6paaom BbINO NOMYYeHO Lenesoe coefuHeHWe
B Buae OecuBeTHoW neHbl (340 wr,
39%): 'H-AMP (300 Mry, CDCly) 7,55 (1H,
c), 6,86 (1H, c¢), 550 (1H, wwpc), 341
(2H, 1, 293 (2H, T), 286 (2H, T1), 1,94
(3H, ©), 1,80-159 (8H, ™), 146 (6H, o),
1,12 (2H, ™). Conb ManeWHoBOW KWCMOThI
nonyyany nuocbrnusaunelr  SKBUMOMAPHOrD
pacTeopa MpoAykTa W ManenHOBOW KWCMNOTEl B
Bode/auoKcaHe. AHanmna ang C ooH33N306S60,5
Hzo:

HamgeHo: C 5555; H 7,20; N 8,83%.

BelMucneHo: C 55,44; H 7,19, N 8,82%.

NPHUMEP 6

N-[5-(4(5)-nmungasonn)neHTun]-2-HapTanmHe
ynbcoHamng

Cragusa a: N-[5-(1-(N",
N'-AUMeTUNCYNehaMounMMmMaason-4-unneHTm
n]-2-HachbTanuHcynshoHamMua,. K pactBopy
5-(5-amuHoneHTnn)-1-(N,N-gumetuncynscamon
J'|)|/|M|/|,u,aaona1 (166 wmr, 0,64 wmmonb) W
TpuaTunamuHa (107 mkn, 0,77 MMONL) B CYXOM
auxnopmertaHe (2 Mn), OXNaxaeHHOMY Ha nbay,
B atMocdhepe aproHa nobaenanu
2-HadbTanuHcynsoHunxnopna (175 wmr, 0,77
MMOInb). PacTBop nepeMeLlnBany B TedeHne 45
MUHYT npw 0°C, a pacTeopWUTENb BhINapWBany.
OcTartok nogeepranu KONOHOYHOM
conaw-xpomarorpaprM  (ABYOKUCH  KpeMHWA,
amMMuaK  (880)/metaHon/guxnopmeraHd, 0,5: 5:
95) n nonyyanu npoaykt (R¢ 0,76) B BUae
DecLBETHON NeHbl (224 mr, 79%).

Ctagua b: pacTBop npogykta ctaguun a (224
mr, 0,50 mMeonk) B cmeck ataHona (4 mn) n 1M
XIOPUCTOBOAORCAHONA KMCNOTEI 4 MIT)
HarpeBanu ¢ ofpaTHbIM  XOMNOAWIBHUKOM B
TEUeHWe 6 4YacoB, a pacTBOpWUTENb yaanand B
Bakyyme. OcTaToK nNofABeprann  KOrNoHOYHOR
conaw-xpoMatorpadpmMm  (ABYOKNCE  KPEMHWS,
amMmmmnak (880)metaHon/guxnopmetaH, 0,5 5.
95-1:10:90), nonydanu UeneBoe CcoedWHEHWE
(R¢ 0,26; 1: 10:90 ) " aMmMuak
(880)/ meTaHon/anxnopMeTaH) B BMae
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OecUBeTHOR neHbl (138 mMr, 81%): TH-AMP (300
Mry, OMCO-dg) 11,74 (1H, wup.c), 8,41 (1H,
o), 8,13 (2H, 1), 8,02 (1H, m), 7,80 (1H
an), 7,67 (3H, m), 7,44 (1H, ©), 6,61 (1H,
c), 2,79 (2H, am), 2,37 (2H, 1), 1,40 (4H,
M), 1,22 (2H, an). AHanua ang CqigHz1N3O0S:

HangeHo: C 63,04; H 6,22: N 12,19%.

BbiumncneHo: C 62,95, H 6,16; N 12,23%.

NPUMEP 7

N-[4-(4(5)-mmmnaasonn)ByTun]-2-HadpTannHcy
NbcooHamKUg,

Ctagm4d a:
4-{4-xnopbyTun)-1-(TprudeHnnMe TN MMMIa30nN.
PacTBop
5-(4-xnopbytun)-2-(TpeT-6y TunguMetuncunmn)-1
-(N,

N-Ou-mMeTuncynsamonn)mMmugasona L (8,80

r, 23,2 MMOnk) B cMeck atadona (100 mn) u 2M
XINOPWUCTOBOAOPOAHOA  Kucnotel (100 mn)
Harpeeanu ¢ o6paTHbIM  XOMNOOWNBHWKOM B
TEUEeHWe 2 4accB. JTaHON BhbINapueBanv W
BOAHBIA pacTBOP SKCTparMpoBanv AUSTUNOBLIM
achupom (2x50 mn). BoaHeld cnol Beinapueany,
W OCTaToOK pPacTBOPANW B CYXOM AMXNOpMeTaHe
(100 mn). 3atem goGaenany TpusTUnamuH (6,50
Mn, 46,6 MMONb) U TpudeHunMeTunNxnopug (7,10
r, 25,5 MMOnL), M pacTBOp NepemMellMBand B
TeuyeHWe 18 4acoB, NpoMbIBaNM BOLOOW, W
cyLInnu cynbhaTom MarHus. [Mocne
dunbTpaluMm K1 ynapyveBaHia  Monydanu
kopuyHeeoe Macno. OcTaTok  noggepranu
KOMOHOYHOR  chnall-xpomMaTtorpacgun  {(AByOKWUCh
kpemHua, 5%  MeTaHon/guxnopmeradH) u
nonyyany NpoaykT B BuAe xentoro macna (7,20
r, 77%).

Cragusa b:
4-(4-pTanummuoobyTin)-1-(TPUEeHUTMETUMMMK
Jason. K pacteopy npogykra ctagum b (7,20 T,
18,0 mMonk) B cyxom N ,N-guMetundopmamuie
(150 mn) B atmocdepe aproHa poBaenanu
chranumng, kanua (1,67 r, 9,00 mmons). Cmeck
nepemellMBan W Harpeesann npw 100°C B
TeueHWe 5 4acoB, a aaTeM oxnaxaans ao
KOMHATHOW TemnepaTypbl, M BbINMUBANM B BOAY
€o nbAom (150 mn). MNonydeHHbIR Genblii ocagok
cobupann  nytem  chUNbTRaLWK. OcTartok
pacTeBopsnn B guxnopmerade (100 wmn),
NpPOMbIBANK HACLILEHHBIM CONEBLIM PACTEOPOM,
M cywuniK cynechatom  MarHua.  [ocne
BbIMAPWBAHWA pacTBOPUTENSA, OCTATOK QUMLLAMK
€ NOMOLLLH KONMOHOYHOR doris-xpomarorpacum
(OBYOKWCE KpEMHWS, 5%
MeTaHoN/gUXNopMeTaH), ¥ BelAenany NpoaykT B
BUAe Xentoro macna (4,50 r, 98%).

Cragma c:
4-(4-aMmuHOGYTNN)-1-(TPUeHUIMETUN ) MM a3001

K cycneHanmn npogykra craguu b (3,00 T,
5,86 mmonsk) B stadone (30 mn) goGaenanu
rngpar rngpasuvHa (1,5 mn, 25,8 mmons). CMeck
HarpeBann ¢ o6paTHbIM - XOMNOAWNBHUKOM B
TeueHWe 2 YacoB U OCTABMANM ANS OXNaMaeHUN
00 KOMHATHOW Temnepatypbl. Ocagok yoansnu
nytem cuneTpauuM. GuneTpaTt BeINapyveany, a
ocTaToK pacTupany ¢ xnopodopmomM. TBepaoe
BELIeCTBO CHOBA YAAnsnuM nyTeM chunbTpaumu.
Barem cwmnbTpaT BLIMApMBanM, W MNpPoLece
pacTvpaHWsi NOBTOPAMM, B pesynbTare udero
nony4vany NpogykT B BMAE »enTtoro macna (2,05

r,92%).

Cragusa d:
N-[4-(1-(TpuchbeHnnMeTUNMMMOa3on-4-un)dyTn|
-2-HadTannMHecynshoHaMmna,. K pacTBopy

npogykra craguu (c) (465 Mr, 1,22 MMmons) U
TpuaTunamuHa (185 mkn, 1,33 MMONb) B CyXOM
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auxnopMeTaHe (15 M) nobasnanu
2-HadbTanuHcyneoHunxnopug, (227 wmr, 1,22
MMOnL). PacTBop nNepemellvBann B TedveHue 2
4acoB W pacTBOpWTEnNb Bbimapveanu. OcTaTok
noaseprany KoNnoHOYHOW dnall-XxpomaTorpacum
(OBYOKUCE KpeMHWd; 5% MeTaHon/auxnopmeraH)
1 nonyvanu NpoAykT B Buae GecLBETHOW neHbl
(588 Mr, 84%).

Cragua e pacTtsop npoaykta ctaaun d (588
mr, 1,02 MMmone) B TpUdpTOpYKCYCHOM KucnoTe (5
M) nepeMellnBand B TeueHWe 18 4JacoB U
PacTBOPUTENb BbINApMBany. OcraTtok
nodseprann KonoHOYHCH dpnsw-xpomaTorpadnia
(OBYOKWCE  KpemHua;, 1. 10: 90 ammuak
(880)meTaHon/auxnopMeTaH) U nonyvanm
Luenesoe coeguHeHwe (Ry 0,24) 8 Bnae Genoro

TBepgoro BellecTea (96 Mr, 53%): TH-AMP (300
Mry, AMCO-dg) 11,70 (1H, wwup.c), 8,41 (1H,
c), 813 (2H, m, 803 (1H, Am), 7,80 (1H,
pn), 7,67 (3H, m), 745 (1H, c), 6,62 (1H,
c), 2,76 (2H, pm), 2,38 (2H, 1), 148 (2H,
M), 1,41 (2H, og). Conb ManeWHOBOW KWUCMOTLI
nonyYany nvodunuaauneld  SKkBUMONAPHOIO

pacTBOpa MNPOAYKTA U MaNeMHOBOW KMCMOTHl B
Bode/auokcaHe. AHanua ansg C oqHogN30gSe0,5
HoO:

HaRgeHo: C 56,55; H 5,31; N 9,31%.

BelqucneHo: C 56,62; H 5,20; N 9,43%.

NPHUMEP 8

N-[6-(4({5)-nmMmmngazonn)irekcin]-2-HadTannHey
nechoHamMug

Lienesoe coeauHeHWe nonyvanu cnocobom,
onucaHHbBIM B MpuMepe 6, C UCNONbL30BaHWEM
5-(6-amuHorexcun)-1-(N,
N—,D,I/IMETVIJ'Ich'IbcpaMOMJ'I)VIMMﬂ,aaoj'la1 B
kavecTBe cybeTpaTta B cTaguM a. [podykT oT
JBYX cTaguid nonyqann B Buae Genorc TBepdoro
BellecTBa: 'H-AMP (300 Mry, AMCO-dg) 11,72
(1H, wwup.c), 841 (1H, om), 8,13 (2H, po),
8,03 (1H, Am), 7,80 (1H, pm), 7,67 (3H, M),
744 (1H, c), 6,62 (1H, ¢), 2,74 (2H, nn),
237 (2H, T, 1,42 (2H, ™), 1,33 (2H, wm),
1,17 (4H, m). AHanua ana C 1gHx3N302840,9
H 201

HahgeHo: C 60,99; H 6,59; N 11,17%.

BblqucneHo: C 61,07 H 6,69; N 11,24%.

NPUMEP ©

N-[5-(4(5)-UMmngasonn)neHTUN]-(4-xnopdeHun
mmMeTaHcynshoHaMmn,

Cragmda a:
N-[5-(1-(N',N'-oumeTunncynscamonnmmmoaaon-4
-UNNeHTUn]-(4-xnepdheHun)MerTaHcynbhoHamMna
. K pacTteopy
5-(5-amuHoneHTnm)-1-(N,N-gumetuncynsamon
J'|)|/||\p1|/|,!:|,a:5ona1 (412 wr, 1,58 wmMmonb) U
TpuaTUnamuHa (264 mkn, 1,80 MMOMb) B CYyXOM
auxnopmetaHe (5 Mn), OXMaXOEHHOMY B
aTMocdpepe aproHa Jdo -78°C, no kannsam
poBasnanv pacTBop
{4-xnopdheHmnmetaHcynboHKnnxnopnaa (533
Mr, 2,37 MMONL) B CYXOM JuxnopmeTtaHe (5 mn).
MonyyeHHbIR  pacTBOp  nepemeluvMBani B
TeveHve 18 dacoB, HarpeBann OO KOMHATHOMK
TEMNEepaTypbl, W pacTBCPUTENL BhbINapUBany.
Mocne  KONOHOYHOR  dhnsw-xpomMaTorpadum
{oByoknce  kpemHus, 00,5595  ammwnak
{880)meTaHoN/gnMxnopMeTaH) octaTtka nonyyanu
NPOayKT (R¢ 0,66; 1:10:90, aMmMuaKk
{880)/ meTaHon/anxnopmMeTaH) B BMUaE
BecupeTHoro macna (307 mr, 43%).

CTagua b: pacTBOp nNpoaykra ctaguun a (275
mr, 0,61 mMonb) B cmeck staHona (4 mn) n 1M
XNOPWUCTOBOZORCAHOR KMCNOTEI 4 MIT)
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HarpeBanu ¢ ofpaTHbIM  XOMNOOWIBHUKOM B
TeuyeHWe 18 YacoB, W PACTBROPUTENL YOansanu B
Bakyyme. OcTaToK nNofABepranM  KOMOHOYHOM
chnsw-xpoMaTorpaun  (OABYOKWCE  KpEMHWS,
1:10:90 ammmMak (880)MeTaHon/gMxnopMmeTtaH) u
nonydany npogykr (Ry 0,34; 1:10:90, ammuak
(880)mMeTaHon/guxnopmeTtad) B Buae ©Genoro
KpucTannuyeckoro Teepdoro eewectea (181 mr,
87%): H-AMP (300 Mru, OMCO-dg) 11,75
(1H, wwpc), 7,46 (1H, c), 743 (2H, gn),
737 (2H, n), 7,04 (1H, 1), 6,68 (1H, «©),
431 (2H, c), 2,87 (2H, p), 245 (2H, 1),
1,60 (2H, wm), 1,40 (2H, w), 1,27 (2H, wm).
AHanua ana Cq5H2oCIN3O,S:

Hahgeno: C 52,88; H 6,13; N 12,28%.

BbiuncneHo: C 52,70; H 5,90; N 12,29%.

NPUMEP 10

N-[4-(4(5)-umnaazonn)ByTun]-(4-xnepdeHunn)
MeTaHCcyNbpoHaMMA

LleneBoe coeauHeHWe Nonyyvand cnocobom,
OfnuMcaHHeIM B NpUMepe 9, ¢ WCNONB3OBaHWEM
4-(4-amuHOBYTUN)-1-(TPUPEHUIMETUN)UMUA-
Jasona (npuMmep 7, cTagWa ¢) B KauyecTee
cybctpata B cragun (a). [popykr oT  AByX
cTagud nonyyanu B Bwae Genoro TBepdoro
BellecTBa: 'H-AMP (300 Mry, OAMCO-dg) 7,47
(1H, ©), 743 (2H, pm), 7,37 (2H, #), 7,05
(1H, 1), 6,69 (1H, ¢), 431 (2H, c), 2,89
(2H, np), 2,46 (2H, 1), 155 (2H, ™), 1,45
(2H, m). Conb ManeMHOBOW KWCNOThI MOomy4anu
nuocounuaaumen SKBUMOMAPHOrO  pacTeopa
npcaykta 1M ManewHOBOW  KUCNOTbI B
Boae/anokcane. AHanuna ang CigHooCIN,OgS:

Hahgero: C 48,68; H 5,14; N 9,32%.

BbiuncneHo: C 48,70; H 5,00; N 9,47%.

NPUMEP 11

N-[6-(4(5)-MMmnaasonn)rekcunn]-(4-xnopgeHun
IMeTaHcynboHamMna,

LleneBoe coeauHeHWe nonydyani cnocobom,
OfNUcaHHeIM B NpUMepe 9, ¢ WCNOMNB3OBaHWEM
5-(6-amuHorexcun)-1-(N,
N-,D,MMeTVIJ'Ich'Ibd)aMOVIJ'I)VIMI/IJJ,aaOJ'Ia1 B
kadyecTBe cyboTpaTa B cTaguM a. [Npoaykr oT
OByX cTagvA nonyyanu B BWde ©Henoro
KPUCTaNMMYeckore TBepAore BellecTsa: TH-amP
(300 Mry, AMCO-Dg) 11,71 (1H, wwp.c), 7,46
(1H, ©), 743 (2H, aom), 737 (2H, Aan),
705 (1H, 1), 6,68 (1H, ©), 4,31 (2H, o),
286 (2H, pn), 246 (2H, 1), 1,562 (2H, m),
1,37 (2H, ™), 127 (4H, ™). Ananna ans
C 15H22CIN3O5S:

Hahgeno: C 51,51; H 6,28; N 15,05%.

BbiMucneHo: C 51,81, H 6,25; N 15,11%.

MPUMEP 12

N-[5-(4(5)-ummnaazonn)neHTUn]-N'-(4-xnopde
HWNMeTWUNcyNbhamna,

Cragus a:
N-[5-(1-(N",N"-OuMeTUncyneamonn)MMnoa3cn-
4-umneHTrN]-N'-TpeT-ByToKkcuKkapboHUncyneta
Mug. K pactBopy XnopcynsdpoHWNUaoLWaHaTta
(211 MKn, 2,42 MMONL) B CYXOM AMXNOpPMETaHe
(3 Mn), oxnaxgeHHOMY Ha nbdy, B atMocdepe
aproHa no KannsM JoGaensany pacTBOR CYXOro
T-6yTaHona (346 mkn, 3,63 MMONbL) B CYXOM
auxnopmertaHe (3 Mmn). Pacteop Harpesann Ao
KOMHATHOW TewmnepaTtypbl, MepeMmelluBani B
TedveHre 10 MUHYT, 1 B atMmocthepe aproHa no
Kannam AoGaensny K OXNaxAeHHOMY MNbAoM
pacTBopy B-(5-aMmuHoneHTUN)-1-(N,
N-gumeTuncynecamounummaasona’ (484 wr,
1,86 mmonb) U TpuatunammHa (388 mkn, 2,79
MMCIB) B CYXOM guxnopmertade (6 mn). Cmechb
nepemelLMBanu B TedeHve 18 yacoB, Harpesanu
00 KOMHATHOW TemnepaTypbl, M pacTBCpUTENb
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BbiNapuBarnn. Mocne KONOHOYHOM
chnaw-xpoMatorpapmMm  (OBYOKWCE  KpeMHWS,
0,5:5:95, ammuak (880)/MeTaHON/OUXTOPMETEH)
octatka nonydann npogykt (Ry 0,29; 1:10:90
amMmuak(880)YmeTaHon/anxnopmMeTad) B Buae
BecuseTHoro macna (400 mr, 49%).

Cragua b.
N'-(4-xnopcbeHunmeTinn-N-[5-(1-(N",
N"-OUMeTUNCY NbhamMonn)MMaAa3on-4-1nneHTu
n]-N'-tpeT-byToKcukapboHuncynethamng, K
pacTBopy npogykta craguu a) (390 mn, 0,89
MMOnb) U 4-xnopBeHannbpomnga (183 wmr, 0,89
MMons) B cyxom N N-gumetundopmammnze (3
MIT), OXNaxOeHHOM B aTMocdepe aproHa Ao
-15 °C, poGaenanu ruapug Hatpua-(36 mr, 0,89
MMOnb, 60% ducnepcus B Macne). MNonyyeHHyo
CMecb nepeMelLnBany B TedeHne 18 vacoB K
OCTaBMANu Ang MeAneHHoro HarpeBaHus Ao
TEMNEepaTypbl OKpyXawlwelhd cpefpl. 3atem
pobaenann  Bogy (15 mn) WM cMmechb
aKcTparuposanK  stunauetatom  (4x10  mn).
O6'be,D,I/IHeHHbIe opraHu4ecKue cnoW npomMbiBanu
JYeTbipe paza BOOOW, CYLUMNW CyNbdhaToM HaTpWa
] ynapueanu. [MNocne KOMOHOYHOR
chnaw-xpoMaTorpaun  (ABYOKWCE  KpEMHWS;
ammuak (880)/meTaHon/gvxnopmeTtaH= 0,2 2:98)
octatka nonyyanu npoaykt (Ry 0,29, ammmak
(880)meTaHon/guxnopmetaH= 1. 10: 20) B BUae
BecueeTHoro macna (378 mr 75%).

Cragua c. CycrneHaunwo npogykra craguum b)
{374 wmr, 0,66 mMone) B cMecK aTaHona (5 mn)
n 1M conaHol kucnoTel (S Mmn) HarpeBanv ¢
oBpaTHbLIM XONOOUNBHUKOM B TeueHKke 18 vyacos
W pacTBOpWTENb yaananu B Bakyyme. OcTaTok
nodseprann dnsii-xpomarorpadmi  (ABYyOKUCh
KPEMHUS; amMuaK
(880)meTaHon/auxnopme-tTaH=1: 10:90) "
nonyvanu npopykt (Ry 0,24) B Bmoe ©Genoro
TBepgoro sellecTea (132 Mr, 5%): TH-AMP (300
Mry, OMCO-ds) 7,46 (1H, c), 7,43 (SH, ™),
8,87 (1H, 1), 6,68 (1H, ¢), 4,03 (2H, o),
2,78 (2H, om), 245 (2H, 1), 1,68 (2H, ™),
1,47 (2H, ™), 1,27 (2H, ™). Anann3a Aanq
G 15H21CIN4O5S:

HamgeHo: C 50,33; H 5,88; N 15,55%.

BelMucneHo: C 50,48 H 5,93; N 15,70%.

NPUMEP 13

N-[4-(4(5)-vmmuaazonn)byTnn]-N'-(4-xnopdeH
nnMeTuncynshamms

Lienesoe coeauHeHWe nonyvanu cnocobom,
ornucaHHeIM B Npumepe 12, ¢ UCNoNbL3oBaHWeM
4-(4-aMUHOBYTWUN)-1-(TPUPEHUNIMETUN ) UMUA 8300
a (npuMmep 7, cTagus c) B KavecTee cybeTpara
B cTaguu a. MNpopykT oT Tpex cTaaui nonyvanu
B Buae Genoro TeepAcro Beljectea: 'H-AMP
(300 Mry, AMCO-dg) 11,68 {1H, wwmpc), 7,47
(1H, @), 7,36 (4H, m), 686 (1H, 1), 6,68
(1H, ©), 3,98 (2H, n), 2,79 (2H, nn), 2,45
(2H, 1), 1,63 (2H, ™), 1,43 (2H, ™). Ananus
ansd C14H1QC|N4OZS:

HahgeHo: C 49,08; H 5,61; N 16,23%.

BelMucneHo: C 49,05 H 559; N 16,34%.

NPUMEP 14

N-[3-(4(5)-ummngasomnnmnponun]-N'-(4-xnopcde

HWMMeTWUNcyNbhamua,

Cragnd a:
4-(3-cpranumuaonponun)-1-(TpUheHUIMeTUN UM
nhason. K pacTBopy

3-[1-(tpucberHunmeTnn)ummugason-4-un)

npenaH-1-ona (2,24 r, 6,07 MMOMb) B CYXOM
TeTparngpodypaHe (10 mn) B armocdepe
aproHa pgobasnsnu dpranmmng (1,16 r, 7,89
MMONb) W TpudeHundgochuH (2,07 r, 7,89
MMOIb). CYCNEH3NI0 OXNaxganu Ha nbdy W no
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Kannsam poGaenanu pPacTBOP
Awstunasogukapbokcunarta (1,24 wmn, 7,89
MMONL) B CyxOoM TeTparngpodypaHe (10 mn).
Cmech Harpeeanu A0 KOMHATHOW TemnepaTyphbl
W nepeMeliMBan B TedeHUe 2 4acoB. 3aTem
Jobaenann anatunoseid scup (20 mn). Ocagok
cobvpann nytem WNeTPaUMM WM CyWwWum B
BaKyyMe ¢ nonydeHwem ©Genoro TBepdoro
npeaykra (2,08 r, 68%).

Cragusa b:
4-(3-amuHonponun)-1-(TpUpeHNNMETU) MM a3
on. K cycneHann npogykra craguun a (4,09 r,
8,22 mmons) B staHone (82 mn) pobaendnu
rugpaTt  rvgpasydHa (2,32 Mn, 41,1 MMmone).
CMmeck Harpeanu ¢ oGpaTHEIM XONCAUITEHUKOM
B TeyeHWMe 3 4acoB M OCTaBnAnM Ans
OXNaKAeHWA [0 KOMHATHOR Temnepartypbl.
OcafeK yoananu nytem counstpadni. unetpat
BbIMAPMBANM W OCTATOK  pacThpany ¢
xnopodopmoM.  TBepAoe BelWlecTBO CHOBA
yoananu - nytem  puneTpauuMn.  dunsTpar
ynapuBanu, ¥ nNpouecc pacTUpaHusa NoBTOPANK,
B pesynbrate 4ero nofyqans npofgyKkT B BUAE
KENTOro mMacna ¢ KONWYECTBEHHbBIM BbIXOAOM.

Cragma c:
N-[3-(1-(TpudeHIMeTUN ) MMNOA30N-4-UNnNnponun
nNJ-N'-TpeT-ByToKCcHukap®oHUN-N'(4-xnopdeHun)
MeTUn-cynsammng. Mpooyxr cragum b
npeobpasoBLiBann B HYXHbIA NPoOYKT
cnocofomM, onvcaHHbIM B NpuMepe 12, ctaguun a
nb.

Ctagua d: pacTBop Npoaykta ctagun ¢ (308
mr, 0,46 MMOnNb) B TpUdTOPYKCYCHOW kucroTe (3
Mn) nepemellnBann B TeuveHwe 18 uaces, a
pacTBOpWUTENL BbiNapuUeany. Nocne KonoHOYHOR
chnsw-xpoMaTorpaoun  (OBYOKWCL  KpEMHUSA,
1:10:90, ammunak (880)/meTaHon/aMxnopmMeTaH)
ocTatka  nonmydanW  LeneBce  coeduHeHWe
(Rf 0,18) B BMae Genoro TBepdoro nNpoaykra
(96 mr, 63%) 'H-AMP (300 Mry, AMCO-dg)
11,77 (1H, wup. c), 7,37 (4H, m), 6,99 (1H,
™, 6,72 (1H «¢c), 3,98 (2H, n0), 2,81 (2H,
an), 248 (2H, m), 1,72 (2H, m). AHanua ans
C 13H17C|N40232

Hahgeno: C 47,30; H 5,26; N 16,95%.

BbiuncneHo: C 47,49, H 5,21; N 17,04%.

NPUMEP 15

N-[6-(4(5)-ummnaasonn)rekcnn]-N'-(4-xnopdeH
nnMeTncynshammz,

LleneBoe coeuHeHWe nonydvani cnocobom,
OMnUcaHHbIM B NpumMepe 12, ¢ MCNONb3oBaHWeM
5-(6-amuHorexcun)-1-(N,
N-oUMeTuncynshamonnumuaasona ' e
kayectse cybcTpata B craguu a. [NpoayKr oT
Tpex cTagui nonyyunun B BUAS 6enoro TBepaoro
BellecTBa: "H-AMP (300 Mru, OMCO-dg) 7,46
(1H, @), 7,35 (5H, wm), 686 (1H, 1), 6,67
(1H, c), 398 (2H, n), 2,75 (2H, np), 2,45
2H, m, 152 (2H, ™), 1,38 (2H, wm), 1,25
(4H, m). Ananuna ana C4gHs5CIN4O5S:

HangeHo: C 51,61; H 6,28 N 15,05%.

BelumcneHo: C 51,81, H 6,25; N 15,11%.

MNPUMEP 16

N-[2-(4(5)-umnaazonn)stun]-3,.4-auxnopbeHs
oncynesgpoHaMua,

LleneBoe coefuHeHWe nonydvani cnocobom,
OMUCaHHbIM B NpUMepe 2, ¢ WCNONb3OBAHWEM
rncraMuHa u
3,4-guxnopbeHsoncynedo ! HUnxnopuoa
(Nony4YeHHoro, B OCHOBHOM, KaK oOMWcaHO B
npumepe 4 B cTagun a) B kavectee cybeTpartce
B cragun (a). [lpomoykr oOT pAByx craaui
nonyyanu B Buae 6enoro KpUCTanmMyeckoro
TBEp4Oro  BellecTBa: TH-amP (300 Mru,
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OMCO-dg) 11,80 (1H, wwpe), 7.94 (1H, g),
7.90 (1H, ™), 7.8 (1H, m), 7.72 (1H, an)
747 (1H, ¢), 676 (1H, c), 3,00 (2H, ™),

2,59 (2H, ).

NPUMEP 17

N-[2-(4(5)-UMmngazonn)aTun]-2-cpeHnnastaHcy
nechoHamua

Cragusa a:
4-(2-pTanUMUacsTUN)-1-(TpUdeHUNMeTUMUMKG
ason. K CycneHanu

4(5)-(2-¢)Ta]‘|MMI/I,EI,OSTMJ'I)VIMM,D,aaOJ‘IaZ (838 wr,
3,48 mMmons) B cyxom guxnopmetaHe (10 mn) B
atMocdepe aproHa gobaenanv TpPUITUNAMMH
(728 MKIT, 5,22 MMOINb) "
TpudbeHunmeTunxnopng (1,16 r, 4,18 mmonb).
Mocne  KOMOHOYHOW  chnaw-XxpomMaTorpadnu
{oByokuce kpemHua, 0,2:2:98-1:10:90 ammmak
(880)/MeTaHCN/AnxnopMeTaH) octaTtka nonyyanu
npoaykT B Buae nexbl (1,20 r, 71%).

Cragmd b:
4-(2-aMmMHO3TMN)-1-(TPMdDEHNNIMETUIT)MMNAA30I.
K cycneHamm npogykra cragunid a (1,20 r, 2,48
MMOInb) B sTaHone (25 mn) gobaenanu rugpar
rugpasnHa (702 wmn, 124 Mmonbk). Cwmech
HarpeBann ¢ obpaTHbIM  XONOOWNBHWKOM B
TeyeHne 90 MUHYT 1

OCTaBNANM ANg oxnaxaeHWs A0 KOMHAaTHCH
Temneparypbl.  OcCafok  ygansanu  nytem
huneTpauuK. PuUnsTpar ynapusanu, U OcTaTOK
pacTupanu ¢ xnopogopmMom. TBepaoe BeLLecTBO
CHOBa yaananu nytem cunetpayun. eunstpart
ynapueanu, U npouecc pacTupaHua NoBTOPANK ¢
nonyveHemM Npoaykra 1M BUAES KEeNToro mMacna
(818 Mr, 93%).

Cragusa [o
N-[2-(1-TpUpeHNNMETHUN)MMNAAI0UI-4-UM)aTIN]-
2-thbeHunaTaHcynbpoHaMKA., K pacTteopy

npeaykra cragnn b (353 wmr, 1,00 mmenb) u
TpuaTHNamMKUH (154 mkn, 1,10 MMone) B CyxXom
auxnopmetaHe (5 mn) goGaBnann  pacTeBop

2-heHunaTaHcyNboHUNXNopyuaa (Nony4Y4eHHoro,
B OCHOBHOM, KaK OMUCaHo B cTaguu a npumepa
4} (205 mr, 1,00 MMOrb) B CYXOM OUXNOpPMeTaHe
{2 mn). PacTBOp nepemewimeany B TedeHne 30
MWHYT, NPOMbIBANA BOAOW 1 CYLLWNK cyNbdpaTom
marHua. [Nocne cuneTpaunn 1 ynapuBaHua

nonyvanyn  npogykr (R 0,68, ammuak
{880)metaHon/anxnopmetan= 1:10:20) B Buae
Benoro TeBepgoro BelwecTtsa (450 mr, 86%).

Cragua d: pacTBop npogykra cragun c (440
mr, 0,84 Mmmonb) B TpUpTOPYKCYCHOW KucroTe (4
M) nepemMellnBani B TedeHWe 18 4JacoB U
pacTBOPUTENE BbiNapuBanu. Nocrne KonoHOYHOR
chnsw-xpomMaTorpadpu  (ABYOKWCE  KpeMHWS;
amMMak (880)meTtaHon/gnxnopMetan= 1: 10:90)
ocTatka  nofy-danu  LeneBoe  coeduHeHWe
(R 0,25) B BUAe Macna (61 mr, 26%): "H-AMP
(300 Mry, CDClg) 7,83 (1H, c), 7,20 (BH, ),
8,93 (1H, ¢), 3,39 (2H, wm), 3,27 (2H, ™),
3,08 (2H, m), 2,88 (2H, m). Conb mManenHoBOR
KNCMoThl nonyvanu nwodpunuaaumein
SKBUMOMAPHOrO  pacTeBopa  npoaykra u
ManeuHOBOW KMUCMOThI B BoAS/OWOKCaHe. AHanK13
Ansa Cy7H24N306S!

HaigeHo: C 51,35, H 5,41; N 10,62%.

Beluvcneno: C 51,64; H 5,35, N 10,63%.

NPHUMEP 18

N-[2-(4(5)-wmmuaasonn)atun]-3-cheHunnponaH
cynbdoHamMng,

LieneBoe coeguMHeHWe nonyyanu cnocobom,
OnuUcaHHbIM B npumepe 17, ¢ MCNONb3oBaHWEM
3-theHunnponaHcynsgoHUNXIopuaa
{Nony4YeHHoro, B OCHOBHOM, KaK OMWCaHO B
cTagik a npumMepa 4) B Kadectee cyberpata B
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cragnn c. [lMpogykt (Ry 0,26); ammmak
(880)/meTaHon/amxnopmeTan=1:10:90) ot
JeTblipex cTagui nonyyanu B Buae GecuBeTHoro
Macna 'H-AMP (300 Mru, CDCly) 9,80 (1H,
wup.c), 7,50 (1H, c¢), 742 (2H, 1), 7,20
(1H, w), 7,13 (2H, ™), 6,80 (1H, ¢), 3,30
(2H, 1), 295 (2H, 1), 278 (2H, 1), 2,70
(2H, 1), 2,07 (2H, kBWHTET). CONb MaNeUHOBOR
KMCMOThI nony-anu nuocunuaaumen
SKBMMOMNAPHOrO  pacTBopa  Npoaykra W
ManenHOBOW KUCMOTLI B BOAS/OWOKCAHe. AHann3
Ans CqgHagN3OgS:

HangeHo: C 52 69; H 5,71; N 10,23%.

BeiimncneHo: C 52,80; H 5,66; N 10,27%.

MPUMEP 19

N-[2-(4(5)-vmnaazonn)stun]-2-HadTunMeTaH
cynbedoHaMng,

Llenegoe coefnHeHWe nonydans cnocobom,
ONMCaHHbIM B NpuMepe 17, ¢ UCNoNb3oBaHUEM
2-HathTNMeTaHCyNbhoHMNXNopuga
(nonyyeHHoro, B OCHOBHOM, Kak OMACaHO B
npumepe 4 B cTagun a) B kadecTee cybcTpaTa B
cragnn  c. [lpogykr (Ry 0,27); ammmak
(880)/MeTaHon/guxnopmetad=1:10:90) ot
JeTblpex cTaguviéd nonyyYanu B Buae ©enoro
TBEp4Oro  BellecTBa: TH-amP (300 Mru,
OMCO-dg) 11,75 (1H, wwup. c), 7,89 (4H, m),
751 (4H, m), 717 (1H, 1), 6,79 (1H, 0©),
4,46 (2H, c), 3,17 (2H, pn), 2,66 (2H, m).
Corb ManenHoBOR KWUCNOTEI nonyvanm
nuodpunusadnern  sKBUMOMNSPHOIO  pacTeopa
npogykra " ManeWHOBOMK KUCNOThI B
Bofe/amMokcaHe. AHanna ang CogHoqN30OgSe0,5
Hzoﬁ

Hahgero: C 54,30; H 5,09; N 9,55%.

BeiumncneHo: C 54,33, H 5,03, N 9,563%.

NPUMEP 20

{E)-N-[2-(4(5)-MMHUOasomnn)sTUN]-2-peHunste
HCoynbpoHaMKUg,

Lleneroe coeguHeHWe nonydany cnocobom,
ONUCaHHLIM B NpuMepe 17, ¢ KUCNONb3oBaHUEM
TPaHC-B-CTUPONCYNEhOHUNXNOpKAa B KadecTse
cyberpata B craaum c. [pogykr (Ry 0,13);
aMmmmak  (880)/meTaHon/guxnopmeTtan=1:10:90)
OT YeTblpex cTagviA nonyyann B Bude
BecUBeTHOR NeHb!: TH-amP {300 Mru, CDCls)
7,56 (1H, 4), 7,42 (6H, ™), 6,84 (1H, c),
8,73 (1H, o), 3,36 (2H, 1), 2,86 (2H, 1)
AHanuna ana Cq3H15N302560,5 HyO:

Hagerno: C 54,41; H 5,49; N 14,69%.

BbluncneHo: C 54,53, H 5,63; N 14,67%.

MPUMEP 21

N-[2-(4(5)-MMmnaa3onn)sTUN|peHUNMeTaHcyn
bhoHamma,

Llenesoe coeguHeHWe nonydany cnocobom,
ONUCAHHBIM B NpUMepe 9, ¢ WUCNOMNb3oBaHUEM
heHWNMEeTaHCYNEhOHWNXNopKWAa B kadecTse
cyberpata B craaum c. [pogykr (Ry 0,27),
aMmmmak  (880)/meTaHon/guxnopmeTtan=1:10:90)
OT 4 cTagui nonyyanu B Buae ©enoro TBepacro
BellecTBa: "H-ampP (300 Mru, OMCO-dg) 7,50
(1H, ¢), 7,31 (bH, m), 7,20 (1H, 1), 6,80
(1H, ©), 4,27 (2H, ©¢), 313 (2H, ™), 2,63
(2H, 1). AHanuna ang CqoH1sN30.S:

HahgeHo: C 54,39; H 5,73; N 15,60%.

BbluncneHo: C 54,32, H 5,70; N 15,84%.

MPHUMEP 22

N-[2-(4(5)-MMNOa30MN)3TUN]-8-XMHONUHCY b
choHammg,

Llenesoe coeguHeHWe nonydany cnocobom,
ONUCaHHBIM B NpuMepe 17, ¢ KUCNONb3oBaHUEM
8-XMHONWHCYNBAPOHUNXNOPKMAA B KadecTee
cybecrpatra B cragum c. [pogykt (Ry 0,34,
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ammuak  (880)/meTaHon/auxnopmetan=1:10:90)
OT uJeTbipex cTaguid Obin nonydyedH B BUae
BecuBeTHOrO KpucTannuyeckoro  TBepdoro
BellecTBa: TH-AMP (300 Mruy, CDCI3) 8,82
(1H, om), 8,42 (1H, om), 8,25 (1H, pn), 8,05
(1H, o), 764 (1H, o, 7,51 (1H, ag), 7,38
(1H, @), 6,66 (1H, m), 3,17 (2H, 1), 2,74
{2H, 7). AHanua ang CiaH14N1CoS:

HalpeHo: C 55,33; H 4,81; N 18,47%.

Bblyvcneno: C 55,61 H 4,67; N 18,63%.

MPHUMEP 23

N-[2-(4(5)-uMmngazonn)aTun]-2-ynKnorekcnns
TaHcynsoHaMna,

Llenesoe coeauMHeHWe nonyqanu cnocobom,
ONUCaHHbLIM B NpuMepe 17, ¢ UCNONb30BaHWEM
2-UMnKnorekcunataHcynshoHuNxXnopuaa
{nony4YeHHOro, B OCHOBHOM, KakK OMWCaHO B
crtaguk a npumepa 4) B kadectee cyborpara B
cragin c. Tlpogykt (Ry 0,27);, ammmak
(880)/meTaHon/guxnopmeTtad=1:10:90) ot
JYeTblpex cTtaguvid Owin nonyyeH B Buae ©enoro
TBEPAOro BellecTea: TH-AMP (300 Mru,
OMCO-dg) 11,80 (1H, wup. ¢), 7,51 (1H, ©),
706 (1H, ), 681 (1H, ©), 3,13 (2H, non),
2,90 (2H, wm), 2,65 (2H, T1), 1,62 (5H, M),
1,47 (2H, ™), 1,16 (4H, ™), 0,86 (2H, ™).
Aranma ansa CqizHaaN305S:

HalgeHo: C 54 68;, H 8,20: N 14,71%.

BelMucneHo: C 54,70 H 8,12; N 14,72%.

NMPUMEP 24

N-[2-(4(5)-UMmnOazonn)aTun]-(3,4-auxnopdeH
unMeTaHcynshoHaMmMz,

LleneBoe coeguHeHWe nonyqanu cnocobom,
OMUCaHHBEIM B MNpUMepe 9, ¢ WCNONb3oBaHWEeM
{(3,4-guxnopdeHnn)MeTaHcy NsoHUIXIopuaa
{nony4eHHoOro, B OCHOBHOM, KaK OMNACAHO B
cTagii a npumepa 4) B kadecTee cybeTpaTa B
cragnn a. [pogykt  (Ry 0,31, ammmak
(880)MeTaHon/guxnopmetaH=1:10:90) ot
JeTblpex cTaguid Buin nonyyeH B eude Genoro
TBepgoro BeljecTBa: 'H-AMP (300 Mry,
OMCO-dg) 11,85 (1H, wwup. ¢), 7,60 (3H, m),
7,32 (1H, om), 7,23 (1H, 1), 6,82 (1H, ©),
436 (2H, c), 3,16 (2H, pn), 2,65 (2H, 1)
AHanma gnsa Cq12H13CIoN300S:

HahgeHo: C 42,79; H 3,98; N 12,49%.

BelMucneHo: C 43,12 H 3,92; N 12,57%.

NMPHUMEP 25

N-[2-(4(5)-UMmngazonn)aTun]-(4-xnopdeHnn)m
eTaHcynethoHaMmug

LleneBoe coegunHeHMe ObINo  MNOMyvYeHO
cnocofom, onucaHHelM B npumepe 9, ¢
yUcnoneb3oBaHem
{4-xnopdeHnnMeTaHcyNsMoHUIXIoPULa
{(nonyyeHHoro, B OCHOBHOM, Kak OMACaHO B
cTagun a npumepa 4) B kadectse cybcTpaTta B
cragi a. [lpogykt (R¢ 0,19, ammmak
(880)metaHen/guxnopmeran=1:10: 90) ot
JeTblpex cTaguid Ooin nonydeH B euae Genoro
TBEpOoro BellecTea: TH-amP (300 Mru,
OMCO-dg) 7,54 (1H, n), 743 (2H, p), 7,34
(2H, p), 716 (1H, 1), 682 (1H, ©), 4,31
(2H, ¢), 3,14 (2H, gg), 2,65 (2H, T1). AHanwna
and C12H14C|N30281

HaRgeHo: C 48,01; H 4,80; N 14,14%.

Beluvcneno: C 48,08 H 4,71, N 14,02%.

MPHUMEP 26

N-[3-(4{5)-nmmaazonn)nponnn]-(4-xnopdeHu
mMeTaHcynspoHaMua,

Cragusa a:
N-[3-(1-(TpucheHNMeTUNMMUOa30UN-4-UN)npon
nn] -{4-xnopgeHnnimeTaHcynbdoHamMng,.
4-(3-amuHonponun)-1-(TpUpeHUNMeTU MM aa3
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on (ctagua b npumepa 14) (593 wmr, 1,61
MMOIb) nonBepranu peakyum c
(4-xnopeHnnMeTaHcy NbOHUIXNIOPULOM
(NonyYeHHsIM, B OCHOBHOM, Kak OMNACaHO B
cTagun (a) npumepa 4) (545 wr, 2,42 mMons) B
NPUCYTCTBAM  TpuaTunammHa (270 mkn, 1,94
MMOIb) CrnocoboM, OnuMcaHHbIM B cTaguK (a)
npumepa 9. Takum obpazom, ©Obin BblOENeH
npodykT B Buaoe ©OecuBeTHOW neHbl (489 wr,
62%).

Ctagua b: npogykT ctagun a gebnokuposanu
cnocofomM, onucaHHbIM B cTagum d npumepa 17,
W BbIgensAnK Uenesoe coeduHeHwe (R 0,17,
ammnak (880)meTanon/anxnopmeTtaH=1:10:90) B
BUOE 6enoro  TREpporo BellecTea c
KONMMYECTBEHHEIM BLIXOAOM: TH-AMP (300 Mru,
OMCO-dg) 11,77 (1H, wmp.c), 7,50 (1H, ©),
743 (2H, n), 7,37 (2H, n), 7,14 (1H, 1),
6,72 (1H, c), 4,32 (2H, ¢), 2,92 (2H, oO),
246 (2H, 1), 1,70 (2H, ™). AHanm3 ansa
C 13H1GC|N3OZSZ

Hahgerno: C 4954; H 5,38; N 13,12%.

BbiumncneHo: C 49,76, H 5,14; N 13,39%.

MPUMEP 27

N-[3-(4(5)-MMmnaasonn)nponun]éeHsoncynbd
oHamMua

Llenesoe coeguHeHWe nonydanu MeTogom,
ONUCaHHLIM B NpuUMepe 26, ¢ KUCNoNb3oBaHUEM
DeH3oncynbhoHUTXNopruaa B Ka4ecTBe
cybecrpata B cragum a. [lpogykt (Rf 0,16,
ammuak  (880)/MmeTaHon/auxnopmetan=1:10:90);
OT JeThblpex cragviA nonyyand B Buae Genoro
TBepdoro eellectea TH-AaMmP (300 Mry, CDCl3)
7,86 (2H, o), 7,54 (4H, m), 6,76 (1H, ¢©),
304 (2H, 1), 267 (2H, 71, 181 (2H,
KBWHT.). FAB-MC; [M++H] 266; TOYHBIA aHanu3
mMace-cnekTpa ang CqoH gN305S:!

HangeHo: 266,0936.

BblvyucneHo: 266,0963.

Cone  ManewHoBOW  KACMOTLI  Nonydanm
nuodpunusaunern  sKBUMOMNAPHOIO  pacTeopa

npeoaykta W ManeWHOBOW  KUCMOThI B
BOAg/AnoKcaHe .
MPUMEP 28
N-[3-(4(5)-Mmnaazonn)nponun]-2-HachTanmHc
ynbthoHamn

LleneBoe coefWHeHWe nonyyany MeTodoM,
OnMcaHHbBIM B NpuMepe 26, ¢ MCNoNb30BaHWeM
2-HabTanMHCYNbOHUNXNopMaa B KadecTBe
cybetpata B craguu a. [lpogykt (Rf 0,17,
ammmnak (880)/meTanon/guxnopmetan=1:10:90)
OT JeTblpex cTaguvid nonyyanu B Buae Genoro
TBEpAOro BellecTBa: H-AMP (300  Mru,
OMCO-dg) 8,40 (1H, ©), 8,10 (2H, 1), 8,02
(1H, a), 7,74 (4H, ™), 744 (1H, c), 6,62
(1H, ©), 2,78 (2H, am), 243 (2H, 1), 1,62
(2H, KkBWHT.). AHanNM3 pAna CcoeOWHEeHWUA
C 16H17N30281

Hahgeno: C 60,69; H 5,51; N 13,18%.

BbiMucneHo: C 60,93; H 5,43; N 13,32%.

NPHUMEP 29

N-[7-(4(5)-Mmmnagasonn)rentun]-2-HadpTanuHey
NechoHamMug,

Cragna a. 2-(TpeT-OyTMngauMeTmncunnn
-1-(N,N-gnmeTtuncynscamMonn)MmMmaason.
Pacteop 1-(N,
N—,D,MMeTI/IJ'Ich'Ib(paMOMJ'I)VIMMﬂ,aaoj'la1 (448 ,
25,6 MMOML) B CyXoM TeTparungpodypane (100
MIT) oxnaxpany B aTMocdepe aproHa fo -78°C.
Barem B TedeHwe 30 mMwuHyT JoGaenanu
H-ByTunnutuid (1,6M B rekcanHe)(18,0 mn, 27,0
MMOMNb), W pacTBop nepemellnBanu ewe 30
MUHYT. K NOny4eHHOMY KOPUYHEBOMY pacTBOpY B
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TedeHne 15 muHyT  pobaenanv  pacTBop

TPeT-GY TUNOUMETUNICUNUNXNOPUOA B CYXOM
TeTparugpodypane (20 mn). PacTBop Harpepanu
[0 KOMHaTHOW TeMnepaTtypbl W NepeMeLLmnBani B
TedeHne 24 vacoB. [locne AaoBaBneHUs

HaCLILEeHHOoro pacTeopa xnopuaa ammoHud (100
Mn) M gustunosoro adpupa (100 mn), sUpHLIA
SKCTPAKT MPOMbIBANKA HacbIWEHHEIM CONEBLIM
pPacTBOPOM, W CYLIAMM CyNbhaToM  MarHus.

Mocne duneTpaumMmM duneTpaT ynapweand, U
nonyyans MacnfAHUCTEIR  OCTaToK, KOTOPLIRA

ouuMLLani o} NOMOLLEHD KCNOHOYHO
chnsw-xpoMaTorpadu  (ABYOKWCE  KpeMHWS;

SMKEHT: STUNALEeTaT) U NonyYanu NpoaykT Buae
TBepOoro BellecTea gHTapHoro uperta (6,97 T,
94%).

Cragma b:
5-(7-6pomrentun)-2-(TpeT-6y TUnAUMETANCHUNKN)-
1-(N, N-gumeTtuncynspamonn)ummuaason.
PactBop npoaykrta cragus (a) (2,50 r, 8,64
MMONb) B CyXoMm TeTparngpodypane (30 mn)
oxnaxkgana B atMocchepe aproHa go -78°C.
3atem pgobasnany  H-6ytunnuthia  (1,5M B
rekcaHe) (8,50 mn, 12,7 Mmonk) B TeveHne 15
MWHYT, W pacTBOp Mepemelnsanu ewe 30
MUHYT. 3aTtem o0aBnAnm B tedeHne 10 MUHYT
pacteop 1,7-ombpomrentana (4,60 r, 17,3
MMOIMb) B CyXoM TeTparugapodypaHe (6 mn).
PacTtBop nepemeluveann B teudeHWe 30 MUHYT,
HarpeBanu A0 KOMHATHOW TemnepaTypbl W
nepemelLMBanK B TeyeHWe ewe 18 uyacos.
Mocne pofaBneHWsa HacklLeHHOro pacTeopa
Xnopwaa ammoHuns (50 mn) K sTunaudertara (50
MI), OpraHWYeckWA  3KCTPaKT  NpoMbIBanu
HackILLEeHHBIM CONEeBbIM PacTBOPOM WM GYLUWMK
cynbpatom  HaTpud.  [locne  cuneTpauuK
uneTPaT ynapuveani M o4uany ¢ NoMOLLLH
KOMOHOMHOW  dhnsll-xpomMaTtorpadgum  (ABYyOKUCH
KpemHua,  20%  sTunauetat/rekcaH) ¢
nonydveHkem npogykra (Ry 0,55) B suae Genoro
TBepaoro Bewectea (2,48 r, 62%).

Cragusa (o} 1-(N,
N-gumMeTuncynecamounn)-5-(7-cpranumugorent
nm vmupasen. K pactBopy npogykra crtagii b
(2,10 r, 4,50 MMOIL) B CYyXOM
N,N-aumeTtundopmammge (10 mn) B atMmocchepe
aproHa gobaenann cranummng kanma (1,67
9,00 mmone). CMmeck nepemellMBan W
Harpesany npu 100°C B TeueHWe 18 yvacos, a
3aTeM OXNaganu A0 KOMHATHOW TemnepaTyphbl.
Mocne poGaeneHws Bogbl (75 mn) cmech
3KCTparvpoBanM auxnopmetraHom (3x40  mn).
ObbeauHeHHbIe  3KCTpaKkTbl  yrnapueanu, a
OCTaTOK pacTBOpANK B sTWnauetare (75 Mn), 1
pacTBOp NATE pa3 NPCMbIBANW HaCbILEHHEIM
coneBbiM pacTBopom. [locne BoinapuBaHWsA
PAacTBOPUTENS OCTATOK OYWWANK ¢ MOMOLLbLH
KOMOHOYHOK chnaw-xpomMatorpadpru  (OByoOKUCE
KpemMHWs, sTunauetar), W BblAenans NpogykT B
Buge xentoro macna (1/75 r, 93%).

Cragma d:
5-(T-amuHorentun)-1-(N,N-gumetuncynsdpamonn
Jummnpason. MNpoaykt ctagkK (¢) Aebnokuposanu
cnocofom, onucaHHelM B ctaguu (b) npumepa
17.

Cragus e ueneBoe COedMHEeHWEe Nonydanu
METCAOM, OfUCaHHbIM B npumepe 8§, ¢
NCNCNE30BaHKEM
5-(7-amuHorentun)-1-(N,N-gumetmnncynscamonn
J¥Muaasona B kadecTBe cybcTparta B cTaguu a.
[Mpooyxr (R¢ 0,38, aMMuaK
(880)metaHon/guxnopmetaH= 1. 10: 90) or
JBYyX CTaguid nonydanu B Buae Genoro TBepaoro
BellecTBa: 'H-AMP (300 Mry, OMCO-dg) 8,41
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(1H, ©), 8,13 (2H, pm), 8,02 (1H, an), 7,80
(1H, A, 7,67 (3H, ™), 7,45 (1H, n), 6,64
(1H, ©), 2,75 (2H, an), 2,38 (2H, 1), 1,43
(2H, m), 1,32 (2H, m), 1,13 (6H, m).

NPHUMEP 30

N-[8-(4(5)-mmmnaasoun)okTunl-2-HadpTanmHey
nNedhoHammug,

Llenesoe coeduHeHWe nonyyvanu cnocobom,
onucaHHbBIM B npuMepe 6, ¢ MCNoMNb3oBaHWEM
5-(8-aMuHooKTUM)-1-(N,N-guMeTnncynsamonn)
nvmmaasonal B kavectee cybeTpata B cTammm
a. [Mpooyxr (Rf 0,39, aMMuaK
(880)meTaHon/guxnopmetaH=1:10. 90) ot aByx
cTagvid nonydann B Buge ©Genoro TBepOoro
BellecTBa: TH-AMP (300 Mry, AMCO-dg) 11,72
(1H, wwvpc), 840 (1H, n), 813 (2H, nn),
8,02 (1H, pm), 7,80 (1H, pA), 7,65 (3H, m),
745 (1H, @), 6,65 (1H, #), 2,75 (2H, An),
241 (2H, 1), 145 (2H, xeuHT), 1,32 (2H,
KBWHT.), 1,12 (8H, m).

MNPNMEP 31

N-[10-(4(5)-ummnaasonn)aeymn]-3-HadTannHe
ynbcoHamma

Llenesoe coefuHeHWe nonydany cnocobom,
OrMUcaHHBEIM B NpUMepe 6, ¢ UCNOML30BaHWEM
5(10-amuHogeumn)-1-(N,N-gumeTrncynscgpamomn
ymuaasona’ B kauecTse cybBeTpara B cTagum
a. Mpooyxr (R 0,33, aMMuaK
(880)meTtaHon/gnxnopmetan=1:10: 90) ot aByx
cTagnid nonyyann B Buge Oenoro TBepdoro
BellecTea: "H-AMP (300 Mru, OMCO-dg) 8,40
(1H, @), 812 (2H, pn), 8,02 (1H, Am), 7,80
(1H, pm), 7,66 (3H, ™), 7,46 (1H, n), 6,66
(1H, ©), 2,75 (2H, an), 244 (2H, 1), 1,47
(2H, m), 1,31 (2H, m), 1,10 (12H, m).

NPNMEP 32

N-[7-(4(5)-MMmnagasonn)rentun]-(4-xnopdpeHunn
IMeTaHcyneoHaMMg,

Llenesoe coefuHeHWe nonydany cnocobom,
OrMUcaHHBEIM B NpUMepe 9, ¢ UCNOML30BaHWEM
5-(7-amuHorentun)-1-(N,N-gumetuncynsdamounn
Jnmuaasona (ctagua d npumepa 29) B kadvecTee
cyberpata B craguu a. [pogykt (Ry 0,30,
ammnak (880)/metaHon/guxnopmetan= 1. 10: 90)
OoT ABYyX cTagvid nonyyanu B Bude 6Genoro
TRepaoro  Bewectea:  H-AMP (300 Mry,
IMCO-dg) 7,56 (1H, ©), 742 (2H, n), 7,37
2H, m), 704 (1H, 1), 6,72 (1H, c), 4,30
(2H, ©), 2,85 (2H, pon), 2,48 (2H, ™), 1,53
(2H, m), 1,37 (2H, m), 1,24 (6H, m).

NPHUMEP 33

N-[8-(4(5)-MMMnaa3onn)oKTUA]-(4-xnopdoeHnn)
MeTaHcynbhoHaM1a

Cragusa a:

5-(8-BpomMoKTUn)-2-(TpeT-6y TUNAUMETUNCUNINN)-
1-(N, N-gumeTuncynscamonn)Mmmaoaacn.
PacTtBop 2-(TpeT-OyTnanmeTuncunnn)-1-(N,
N-guMeTuncynscamonnMmuaasona (CTagusa a
npumepa 29) (2,62 r, 9,05 MMonb) B CYyXoM
TeTparngpodypaHe (30 mn) oxnaxgand B
aTMocdepe aproHa ao -78°C. 3atem fobarnsanu
H-ByTunnuTWA (1,5M B rekcane) (7,25 mn, 10,9
MMONb) B TeudeHnme 15 MWHYT, WM pacTBop
nepemelwusany ewe 30 MWHYT. [locne aToro
Jobaenann 1,8-gubpomoktaH (2,55 mn, 13,6
MMOJIb) B CyXOM TeTparmgpodpypaHe (5 mn) B
TedeHre 10 MWHYT. PacTBop nepemMellnBani B
TeueHMe 2 4acoB, HarpeBanuM A0 KOMHATHOW
TeMnepatypel, W NepeMellnBani B TedeHwe 18
yJacoB. [ocne pAoGaBneHWs HackILLEHHOro
pacTeopa xnopuaa ammoHmd (30 mMr) W
anaTnoeoro acoupa (30 M), sUPHBIA 3KCTpaKkT
NPCMbIBANM HAChILLEHHLIM CONEBbIM PAaGTBOPOM
W cywunu cynecatom  HaTtpud. [locre
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dunbTpauum dUnbTpaT ynapueand, U o4uLLani
C NOMOLLBIO KONMOHOUHOW chnsll-xpomaTtorpadonm
(oByokuce KpemHud; 20% atunauerart/rekcaH) ¢
nonydveHem npoaykra (Ry 0,43) B Buae Genoro
TBepaoro BewecTtea (2,36 r, 54%).

Cragusa b:
2-(TpeT-6yTrunaumetncunin)-1-(N,N-gumeTiine
ynsamMounn)-5-(8-pranumMmaocoKTun)MMmuaason
(A)un
1-(N,N-gumeTuncynechamonn)-5-(8-cotannmuaoo
KTumumugason (B).

K pacTteopy npodykra craguun (a) (2,39 T,
4 97 MMonb) B cyxoMm aumeTundopmammnae (16
M) B aTMocdepe aproHa gobaesnan dpranumug
kanma (1,84 r, 995 wmmons). CMecb
nepeMelLmsany W Harpeeanu npu 100°C B
TeuyeHne 18 wuacoB, a aatem oxnaxganu Ao
KOMHATHOW TemMnepatypol. Mocne poGaBneHus
Bogbl (B0  mMn), CMeCb  SKCTparvposanu
amxnopmetaHom  (3x40 wmn). O6beauHeHHble
SKCTPaKThl ynapWBanu, ocTaToK pacTBOPsNU B
atvnayetate (80 mn), U pacTBop 4YeThbipe pasa
MPCMbIBANM HACkILLEHHEIM COMNEBLIM PACTBOPOM.
Mocne BbINAPUWBAHUS PacTBOPUTENS OCTaTOK
ouuMLLani o} NOMOLLEHD KCNOHOYHO
chnsw-xpomMaTorpapu  (ABYOKWCE  KpeMHWS;
sTunaueTat), B peaynbTare 4Yerc nonyyvanu
coegnHeHne (A) (Ry 0,72) B BMae macna
fIHTapHoro uBseta (639 mr, 23%) 1 coeguHeHne
(B) (Rf 0,27) B BMAEe MACMNAHWCTOrC TBEpPOOro
Bewectsa (1,56 r, 73%).

Cragma (o}
5-(8-aMUHOOKTUN)-2-(TPET-6Y TUNAUMETNCANAN)
-1-(N,N-gnmeTuncynspamonmmmnaasorn.
CoefouHeHve A cragum b pebnokuporanu
MeTOAO0M, ONUcaHHbIM B cTagun b npumepa 17.

Craguns d. ueneBoe COedMHEHWE NonyYanu
cnocobom, onuvcaHHeIM B npumepe 9, ¢
CNC3ocBaHWEM
5-(8-aMUHOOKTUN)-2-(TPeT-6Y TUNAUMETNCANIAN)
-1-(N, N-oumetnncynsamonn)uMmaasona,
npodykta npefbioyllel peakund, B KadecTBe
cybectpata B cragum a. [poaykt (Rf 0,42,
aMmmmak  (880)/meTaHon/guxnopmeTtan=1:10:90)
Gbin nonyyeH B BWde OGencoro  TBepACro
BellecTBa: TH-amP (300 Mry, OMCO-dg) 7,47
(1H, a), 7,43 (2H, a7), 7,36 (2H, n), 7,03
(1H, 1), 6,68 (1H, c), 4,30 (2H, c), 2,85
(2H, nm), 2,46 (2H, ™, 1,53 (2H, ™), 1,37
2H, w™), 1,23 (8H, ™). AHanu3a Aanq
C 13HQGC|N3OZSZ

HalpgeHo: C 55,99, H 7,04; N 10,67%.

BelMucneHo: C 56,31, H 6,83; N 10,94%.

NPUMEP 34

N-[10-(4(5)-vmmuaasonn)genmn]-(4-xnopdeHn
mmMeTaHcynsoHamua,

LleneBoe coegmHeHWe nony4danu cnocobom,
onMcaHHbIM B npumepe 9, ¢ WCNONbB30BaHWEM
5-(10-amuHogeuunn)-1-(N,
N-guMeTuncynschamonn)uMmmniasona ' B
kadecTBe cyOcTpata B craguu a. [lpoaykr
Ry 0,37; aMmMuaKk
(880)metaHon/gnxneopmetan=1: 10: 90) Aeyx
cTagui nonyyanu B Buwae 6Genoro TBepgoro
BellecTea. TH-AMP (300 Mru, OMCO-dg), 7,46
(1H, an), 7,43 (2H, nn), 7,37 (2H, p), 7,04
(1H, 1), 667 (1H, c), 431 (2H, c), 285
(2H, om), 245 (2H, ™, 1,53 (2H, ™), 1,37
(2H, M), 1,21 (12H, m).

NMPUMEP 35

N-[2-(4(5)-nmuaazonn]atun]-N'-cheHunmeTinn
cynechammng

4-(2-aMmwHOSTUN)-1-(TprdeHnnMeTnN)MMMaas
on (cTagns b npumepa 17) npecbpalaoBLiBanuv
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N-2-[1-(TpucbeHnnmeTrn)nMnaason-4-mnjatun-N'
-TpeT-OyTokcHKapGOoHUN-cybhamuz, cnocoboM,
ONUCaHHBIM B CTaguM a npumepa 12
[Jocrnenyowylo peakuyuio  ankuiMpoBaHWA C
GeHaUNBPOMUAOM NPCBOOWIKM, B OCHOBHOM, KaK
ONMcCaHo B cTagun b npumepa 12, U nonydanu
N-[2-(1-(TprdeHnnMeTUNMMMOason-4-mnystnl-
N-TpeT-6yTOoKCcUKapGoHKNI-N'-cheHnNMeTHUNCY b
chamma. KoHedHylo peakuuio CHATUS 3aluUThl
NpoCBOAUNK cNocoBoM, ONMUCaHHEIM B cTadln b
npumepa 17, K1 nonyyanu ueneeoe coeuHeHue
(Rf 0,21; aMMuaK
(880)meTaHon/gnxnopmetan=1:10:90) B BuUae
OecluBeTHOro  Macrna: TH-AamP (300 Mru,
OMCO-dg) 7,50 (1H, c), 7,30 (6H, m), 6,95
(1H, 1), 6,78 (1H, ©), 396 (2H, c), 3,03
(2H, po), 2,65 (2H, T1). Conb ManevHOBOW
KWCMOTHI nonyyanu nuodmnuaaumen
SKBUMOMAPHOro  pacTBopa  npoaykra W
MaNenHOBOW KUCMOTLI B BOAe/ANOKCaHe. AHanna
Ans CqeHaoN4O6S:

Haihgeno: C 48,05; H 5,10; N 13,87%.

BbiumncneHo: C 48,48, H 5,09; N 14,13%.

NPUMEP 36

N-[3-(4(5)-umnagazoun)nponun]-N'-coeHUnmeT
uneynsgpammng,

LleneBoe coeauHeHWe nonydani cnocobom,
OfNWUcaHHbIM B NpuMepe 35, ¢ UCNONB30BaHWEM
4-(3-amuHonponun)-1-(TpUpeHUNMeTUN) MMNaas3
ona (npumep 14, cragua b) B KadecTBe
uexogHoro cyboTpara, W 8TO  cOefWHEeHWe
npedactasnano coboi 6enoe Teepaoe BELLECTBO
(Rf 0,10; aMmMmmrar {880)
/meTaHon/guxnopmeTtaH=1:10:90): TH-AMP {300
Mry, OMCO-dg) 11,75 (1H, wup.c), 7,49 (1H,
c), 7,30 (5H, m), 7,25 (1H, ™), 6,96 (1H,
™, 6,71 (1H o¢), 3,98 (2H, c), 2,82 (2H,
M), 2,48 (2H, M), 1,72 (2H, ™). Ananuna ang
C 13H13N40281

Hamgeno: C 53,03; H 6,19; N 18,89%.

BbluncneHo: C 53,04, H 6,16; N 19,03%.

NPAUMEP 37

N-[2-(4(5)-ummnaazonn)stun]-N'-(4-xnopdeHu
) MeTUNCyNbhaMmua

LleneBoe coeauHeHWe nonydvani cnocobom,
OnUcaHHeIM B NpuMepe 35, ¢ MCNONB30BaHWEM
4-xnopbeHannbpomuaa B cTaguu
ankun1poBaHws, W  3TO  coeAuHeHWe
npeactaensano ©Oence TBepAce BeLLECTBO
(R §0,20; ammnak {(880)meTaHon/anxnopMeraH=
1:10: 90): "H-AMP (300 Mry, AMCO-dg) 11,75
(1H, wup. . ), 7,51 (1H, ©), 7,36 (BH, m),
6,99 (1H, 7, 6,75 (1H, ¢), 3,96 (2H, ©),
3,01 (2H, mpm), 2,65 (2H, T). AHanwa And
C 12H15CIN4O0S:

HangeHo: C 4547; H 4,83; N 17,93%.

BbiuncneHo; C 45,79; H 4,80; N 17,80%.

NMPUMEP 38

N-[7-(4(5)-ummnaazonnirentun]-N'-(4-xnopde
HWMMEeTWNCyNbhamna,

LleneBoe coeauHeHWe nonyyvani cnocobom,
OnMcaHHbIM B NpUuMepe 12, ¢ MCNonNs30BaHUEM B
KauecTBe cybcTpara B cTagnn (a)
5-(7-amuHorenTun)-1-(N,N-gumMeTuncynsamounn
Jummnpasona (ctagna d npumepa 29). MNpoaykr
(R¢ 0,28, aMmMmnaK (880)
/MeTaHon/guxnopmeTtaH=1:10:90) oT Tpex
cTagui Gein nonydeH 8 Buae Genoro TeBep4oro
BellecTea: TH-AMP (300 Mru, OAMCO-dg), 7,45
(1H, ¢), 7,36 (BH, ™), 6,84 (1H, T), 6,67
(1H, c), 3,98 (2H, c), 2,79 (2H, pon), 246
(2H, 1), 1,53 (2H, ™), 1,37 (2H, ™), 1,23
(6H, m). AHanua ana Cq7Hz5CIN4O,S:
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HaipeHo: C 53,17; H 6,62; N 14, 53%.

Beluvcneno: C 53,05 H 6,55; N 14,56%.

NPHUMEP 39

N-[8-(4(5)-ummngazonn)okTin]-N'-(4-xnopdeH
nnMeTuneynshammng

LieneBoe coefuHeHue nony4anu cnocobom,
onucaHHelM B npumepe 12, ¢ MCnonb3oBaHWeM
5-(8-aMmuHooKTUM)-1-(N,N-guMeTnncynsamonn)
wmupasona’ B kauecTse cyBcTpaTta B cTagMm
a. MpogyxTt (R 0,30; amMMmar
{880)meTaHon/anxnopmeTtan=1:10: 90) ot Tpex
cTagvid nonyyann B Buae Oenoro TBepOoro
BellecTBa: TH-AMP (300 Mry, OMCO-dg) 7,45
(1H, ©), 7,38 (5H, m), 6,82 (1H, T), 6,67
(1H, ¢©), 3,98 (2H, n), 2,74 (2H, nn), 2,45
(2H, 1), 1,65 (2H, 1), 1,37 (2H, m), 1,23 (8H, m).

NPUMEP 40

N-[10-(4(5)-ummugasonn)geyun]-N'-(4-xnopde
HUNMETNCYNBMhaMn,

5-(10-ammnHeaeLn)-2-(TpeT-ByTunanmMeTne
Unum-1-(N, N-guMeTUncynshamMonn)ummnaoazon
nony4an cnocotom, onmcaHHLEIM B Npumepe 33,
cTagMM  a, b W ¢ ¢ UCNoNbL3oBaHWEM
1,10-anbpomaekaHa B Kadectee
ankunupyloWwero peakTuea B cTagln a. 3ToT
amMWH rMpeBpalland B LeneBoe CogiWHEeHWe
cnocobom, onucaHHeiM B nNpumepe 12. MNpoaykT
(R¢ 0.41; aMmMuak
(880)metaHen/guxnepmetan=1:10:  90) ©Buin
BblOeneH B BUAE Genoro TBEPAOrO
BellecTea: TH-AMP {300 Mry, OMCO-dg) 7,45
(1H, ), 7,35 (6H, wm), 6,82 (1H, T), 6,66
(1H, ©), 3,98 (2H, n), 2,74 (1H n4n), 2,45
(2H, 1), 1,53 (2H, ™), 1,37 (2H, ™), 1,21
{12H, m). AHanuna ang CogHzCIN4O5S:

HaRgeHo: C £55,97; H 7,55; N 12,88%.

Beluvcneno: C 56,26; H 7,32; N 13,12%.

MNPUMEP 41

N-(4-(4(5)-umunpazonn)Bytnn]-N'-(3,4-gnxnop
theHunMeTUNCynspaMma

Lienesoe coefuHeHWe nonyvanu cnocobom,
onucaHHbIM B npumepe 12, ¢ MCNoNb30BaHWEM
5-(4-aMUHOBYTIAN)-1-(N,N-gumeTnncynscamonn)
nmmaasona’l B kauecTse cybeTpata B cTaguMm a
W 3,4-guxnopbeHaunbpommnga B cTagun b,
MpoaykT (Rf 0,26; aMmMuaKk
(880)/meTaHon/guxnopmeTaH= 1: 10:20)
nonyyanu B Buae  Genoro  TBepdoro
BewecTBa. 'H-AMP (300 Mru, CDClg) 7,51
(1H, M), 742 (2H, ™), 7,19 (1H, on), 6,76
(1H, @), 417 (2H, ), 3,06 (2H, 1), 2,62
(2H, 1), 1,68 (2H, KkBMHT.), 1,59 (2H, KBWHT.
). Conb ManeuHOBCW  KWCNOTbl  Mony4anw
nuodpunuaaLmnen  SKBUMONAPHOTO  pacTeopa
npodykra W ManewHoBOW  KUCNOThl B
BOAe/AuoKcaHe.

NPUMEP 42

N-[4-(4(5)-nmuaazonn)oyTnn]-N'-(3-xnopdeH
nnMeTuncynsammng

Lieneeoe coeauHeHWe nonyvanu cnocobom,
ornucaHHeIM B npumepe 12, ¢ Menonb3oBaHWeM
5-(4-aMUHOBYTIAN)-1-(N,N-gumeTuncynsamonn)
wvmpasona’ B kauecTse cyBoTpaTta B cTaguMm
(a) n 3-xnopbeHauntpoMupoa B CTagMM b,
Mpooyxr (Ry 0,26, aMMuaK
(880)metaHon/gnxneopmetan= 1. 10 90)
nonyvanu B Bnae  Genoro  TBepgoro
BellecTBa: TH-AMP (300 Mry, AOMCO-dg)
11,73 (1H, wwp.c), 7,47 (1H, m#), 7,35 (&H,
M), 6,88 (1H, 1), 669 (1H, ¢), 4,00 (2H,
0y, 2,79 (2H, pn), 245 (2H 1), 1,55 (2H,
M), 1,42 (2H, m). Conb ManewHoBOR KWCNOTbI
nonyyYany  nuvodunuaanneld  3KBUMONAPHOro
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pacTBOpa MpPoAyKTa U ManewHOBOW KACMNOThl B
BOOe/AUOKCaHe.

NPUMEP 43

N-[4-(4(5)-mmmnaasonn)Bytun]-N'-(2-xnopdeH
nnMeTuncynshammng

LleneBoe coegvHeHne nonydvanv cnocobom,
onucaHHelM B npumepe 12, ¢ Mononb3oBaHuem
5-(4-aMUHOBYTIAN)-1-(N,N-gumeTuncynscamonn)
nmupasona’ B kauyecTee cyGeTpaTta B cTaguW
(@) n 2-xnopbeHanntpommpa B cTagMm b,
[Mpoayxr (R¢ 0,26, aMMuaK
(880)metaHon/anxnepmeran= 1:10:90) ©6win
nonyveH B BUOE Genoro TBEPAOIO
Bewectea: H-AMP (300 Mry, OMCO-dg)
11,75 (1H, wup.c), 7,53 (1H, np), 747 (1H,
c), 7,35 (4H, wm), 695 (1H, 1), 6,68 (1H,
c), 409 (2H, m), 2,83 (2H, an), 2,45 (2H,
T, 1,85 (2H, ™), 1,46 (2H, ™). Conb
ManenHoBOW KUCNOTI nonyYanu
nuodpunuaaunen  SKBUMOMNAPHOTO  pacTeopa
npodykra W ManewHoBOW  KUCNOTbI B
BOJe/AuoKcaHe.

NPNMEP 44

N-[4-(4(5)-umnagazonn)Bytun]-N-(4-nogheHn
mMeTtuncynedammng,

Lleneeoe coeduHeHWe nonyyany cnocobom,
onucaHHbIM B npumepe 12, ¢ MCNoNb3oBaHWeM
5-(4-aMUHOBYTIAN)-1-(N,N-gumeTnncynsamonn)
nmmaasonal B kauectee cybeTpata B cTammm
(8) n 4-vogbeHaunbpommnga B craguu  (b).

Mpooyxr (R¢ 0,24, aMMuaK
(880)meTaHon/anxnopMeTaH= 1: 10:80)
nonyvanu B Buge Oenoro  TBepAoro

BellecTBa: TH-amP (300 Mry, OMCO-dg)
11,75 (1H, wwup.c), 7,67 (2H, A), 7,49 (1H,
c), 7,33 (MH, m, 7,14 (2H, n), 6,85 (1H,
™, 6,70 (1H, ¢©), 3,94 (2H, ), 2,79 (2H,
an), 2,46 (2H, 1), 1,55 (2H, ™), 1,46 (2H,
M). Conb ManeMHOBOW KWACMOTLI NOnyYanuy
nuodunuaaumMen SKBUMOMAPHOINO pacTeopa

npeoaykta W ManeWHOBOW  KUCHOTHI B
BOAe/AuoKcaHe .

MPUMEP 45

N-[4-(4(5)-umnaazonn)Bytun]-N'-(4-6pomdceH
nnMeTuncynshamms

Cragus a:

N-[4-(1-(N",N"-gumeTuncynsdamounn)Mmmuaaacn-
4-nmByTnn]-N'-TpeT-Oy ToKCHKapBoHUNCyNbgam
ua. 5-(4-amuHoByTUN)-1-(N,
N-avmeTuncvnbhamonnmmuaazon !
npeBpallany B Hy:}HbIA NpoaykT cnocobom,
OMWCaHHbIM B CcTaguy a npumepa 12.

Cragusa b:
N-[4-(1-(N",N"-gumeTuncynschamonn I MmMmmnoascn-
4-nmByTun]-N'-(4-6pomdpeHmnnimeTnn-N'-TpeT-6y
ToKcUkapboHuncynegamua (A). MNpodykr ctagum
a (500 wmr, 1,27 mMonk) noggeprann peakyum c
4-BpomMOeH3NNGPOMNLOM, Kak onucaHo B cTagun
b npumepa 12. HeouuweHHylo nNpoOOyKTOBYIO
CMecb OuYMLAanK ¢ MOMOLWBK  KOMOHOYHOR
thnaw-xpomaTorpadun (aByokMchb kpemuua, 50%
sTUnaueTaTt/auxnopMeTaH) U nonyyany NpogykT
(A) (Rf 0,37) B BMOe XKentoro macna (267 Mr,
35%) W N,N'-an-[(4-BpomdeHUn)MeTnn]
N-A-(1-(N"
N"-gumeTtuncynscamonn)nmuaason-4-mn)eytun]
-N'-TpeT-6yTOoKCUKapOoHUNCcynsdhamuz (B)

(R §0,56) (220 mr, 23%).

Crtagua ¢ npoaykt (A) or cragnm b
AebnokvpoBanu  cnocoboM,  ONWCaHHBIM ¢+ B
npumepe 12 (ctagusa c), U nonyvany Lenesoe
coefHeHWe (R 0,28; aMmMuak
(880)metaHon/gnxnopmetan= 1: 10:90) B Buae
Genoro Teepdoro BelecTea: TH-amP (300 Mru,
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OMCO-dg) 7,50 (3H, ™), 7,35 (1H, 1), 7,28
{(2H, p), 6,87 (1H 1), 671 (1H, c), 3,96
(2H, m), 2,78 (2H, pom), 2,46 (2H, 1), 1,55
(2H, ™), 1,42 (2H, ™). Conb ManenHOBOH
KMCMOTHI nonyvanm nnodounusaymnei
3KBMMOMAPHOrO  pactBopa  Npodykra U
MaNenHOBOW KWCMOTLI B BoAS/AWOKCaHe. AHanW3
and C18H238I"N4OGS.1 5 HQO:

HaipeHo: C 40,66; H 4,90; N 10,67%.

BelMucneHo: C 40,76; H 4,94; N 10,56%.

NMPHUMEP 46

N-[4-(4(5)-vmmupasonn)bytmnn]-N'-(4-cpropceH
ummMmeTuncynscgammng,

LleneBoe coeuHeHWe nonyyanu cnocobom,
ONMCaHHbIM B NpuMepe 12, ¢ 1UCnonb3oBaHUEM
5-(4-aMUHOOYTIN)-1-(N,N-gumeTncynschamomn)
uvmupasonal B kauecTee cyBeTpaTta B cTagMu a
n 4-propbenannbpommnga B ctagum b. Mpogykr
(Rf 0,26, ammmak (880)meTaHon/auxnopMeraH=
1. 10:90) nony4anu B Buae ©Genoro TBepdcro
BellecTea. "H-AMP (300 Mry, AMCO-dg) 11,67
{(1H, wwp.ec), 746 (1H, c), 7,35 (3H, m),
714 (2H, M), 685 (1H, 1), 6,68 (1H, ¢©),
3,97 (2H, m), 2,79 (2H, gm), 2,46 (2H, M),
1,54 (2H, m), 1,45 (2H, m). Conb ManenHOBOMR
KUCnoThl nonyvanm nuodunusayunen
AKBMMOMAPHOrO  pacTBopa  Npoaykra U
ManNeMHOBOR KMCMOTHLI B BOAE/AMOKCaHe. AHanma
ang C18H23FN4028.2,0 HQO:

HalgeHo: C 44,92; H 5,61; N 11,42%.

BelMucneHo: C 45,18; H 5,69; N 11,71%.

NMPUMEP 47

N-[4-(4(5)-uMmmngasonnm)byTnn]-N'-(4-TprudTop
MeTun)eHUN)-MeTuncynshammng,

LleneBoe coeamHeHWe nonyqanu cnocobom,
ONUCaHHLIM B NpuMepe 12, ¢ KUCNONb3oBaHUEM
5-(4-aMnHOBYTUN)-1-(N,N-gumeTmncynscamomnn)
nvmgasona’l B kauecTe cyBeTpaTta B cTaguu a
n 4-(TpucpTopmeTn)GeHaunbpomMmuaa B CTaduMu
b. [Mpooyxr (R¢ 0,26; aMMuaK
(880)metaHen/gnxneopmertan= 1:10:90) ot Tpex
ctaguwié nonydanu B Buae Oenoro TBepgoro
BellecTBa: TH-AMP (300 Mry, AMCO-dg) 11,70
{(1H, wwpc), 7,68 (2H, m), 7,54 (2H ),
744 (2H, M), 6280 (1H, 1), 6,68 (1H, ¢©),
409 (2H, p), 2,80 (2H, gm), 245 (2H, 1),
1,65 (2H, M), 1,45 (2H, m). Conb ManenHoBOR
KUCMoTEI nonyvanu nuodunusaumnen
3KBMMOIAPHOrO  pacTBopa  Npoaykra W
ManenmHOBOW KMCMNOTEl B BOAE/AMOKcaHe. AHanma
ang C19H23F3N4068-2,0 HQOZ

HangeHo: C 43,17; H 4,99; N 10,88%.

BelMucneHo: C 43,18; H 5,15; N 10,60%.

NPUMEFP 48

N-[4-(4(5)-vMmnaazonn)byTnn]-N'-(4-meTokcK
heHun)MeTUNCyNsMammu

Lienesoe coeduMHeHWe nonydanu cnocobom,
ONMcaHHLIM B NpuMepe 12, ¢ WUCnonb3oBaHWem
[5-(4-amMuHOBYTHN)-1-(N,
N—,D,I/IMeTMJ'Ich'Ib(baMOMJ'I)VIMI/UJ,aIﬂOJ'Ia1 B
KauecTBe cybcTpata B cTaaMKM  a WM
4-meTokcubeHannbpomMuaa B ctagun b. MpoaykT
{R¢ 0,26; ammmax {880)meTaHon/anxnopmeraH=
1. 10: 20) nonyyanu B Buae 6enoro TBepaoro
BellecTea. TH-AMP (300 Mry, AMCO-dg) 11,70
(1H, wwup.c), 747 (1H, ¢), 7,22 (2H, o),
718 (1H, 7, 6,87 (2H, m), 6,72 (1H, 1),
6,68 (1H, ¢), 3,90 (2H, n), 3,72 (3H, ©),
2,79 (2H, mpm), 2,45 (2H, 1), 1,55 (2H, ™)
1,44 (2H, ™). Conb ManeMHoBOW KWCMOThI
nofydany nuodunusaumeld  3KBUMOMNAPHOIO
pacTeopa npogykra U ManenHoBOW KWCMOTHl B
Boae/anoKkcaHe. AHanua ang CigHosN4O7S:

10

15

20

25

30

35

40

45

50

56

60

-16-

HangeHo: C 50,19; H 5,80; N 12,36%.

BeiimncneHo: C 50,21; H 5,77; N 12,33%.

NFPUMEP 49

N-[4-(4(5)-mmmnaazonn)Bytun]-N"-(4-6udpeHnn
IMeTuncynsdamMuig

5-(4-amMuHOBY TUN)-2-(TpeT-By TMNauMe TUncmn
nn)-1-(N, N-gumeTncynsgamonn)nmMmaasorn
BbIAENANM B BWAe nNoBOYHOrO npodykta BO
Bpems nonyJeHns
5-(4-aMUHOBYTIN)-1-(N,N-gumeTuncynsamonn)
nmmaasona ! cnocoBoM, AHaNOrMYHLIM
onncaHHoMy B Npumepe 33. Ero npespalwanu B
LeneBoe coeuHeHWe cnocoboM, OMMCaHHBIM B
npumepe 12, c CNoNb3oBaHUEM
(4-xnopmetun)budpeHuna B kadectee cybeTpaTa
B cTagnn b. B ctaguio b, Kpome Toro, BHOCUIK
W3MEHEHWA, 3aKnYaloWnecs B HarpesaHuu
peakuyMoHoM cmeck npu 50°C B TedeHwe 2
YacoB ¢ nocnefywler obpaboTkod. [MpoaykT
(R¢ 0,28; aMmMuak
(880)/meTaHon/gmxnopmetan=1:10:90)
nonyvanu B Buge Oenoro  TBepaocro
BellecTBa: TH-AMP (300 Mry, OMCO-dg)
11,75 (1H, wwp.c), 7,63 (4H, ™), 7,42 (5H,
M), 7,33 (2H, ™), 6,86 (1H, T), 6,69 (1H,
c), 403 (2H, p), 2,82 (2H, an), 2,46 (2H,
T, 1,54 (2H, ™), 1,45 (2H, ™). Cons
MarnenHoBOH KUCNOTI nonyYanu
nuocpunuaaunen  SKBUMONAPHOTO  pacTeopa
npodykra W ManewHoBOW  KUCNOTbI B
Boae/amokcaHe. AHanma ana Coq4HzgN4OgSe1,5
Hzoi

Hahgerno: C 54,71; H 5,87; N 10,80%.

BeiumncneHo: C 54,63; H 5,92; N 10,61%.

NPHUMEP 50

N-[4-(4(5)-umnagazonn)Bytun]-N-2-HadpTrnme
TUNcynschammng

LleneBoe coeavHeHne nonyvanv cnocobom,
OrMucaHHeIM B NpuMmepe 12, ¢ UCNoMNL30BaHUEM
(5-(4-aMUHOBYTIKN)-2-(TPeT-Oy TUNAUMETUNCUNIAN
)-1-(N, N-oumetuncynsamonn)mMmmuaasona
(npumep 49) B kavecTBe cybeTpara B cTagun
(a) n 2-6pommeTMnHadpTanMHa B crTagvM b.

Mpoayxr (R¢ 0,24, aMMuaK
(880)/meTaHon/auxnopmeTtaH=1:10:90)
nonyyanu B BMae 6enoro TBEPOOro

BewecTBa, 'H-AMP (300 Mry, AMCO-dg)
11,70 (1H, wup.c), 7,85 (4H, ™), 7,48 (4H,
M), 7,40 (1H, 1), 6,88 (1H, 1), 6,71 n 6,58
(1H, 2 x wwpc), 4,16 (2H, nm), 2,83 (2H,
an), 243 (2H, w), 1,53 (2H, M), 1,45 (2H,
M). Conb ManeMHoOBOW KWCMOTBLI  MOnyYanu
nuodunuaaumMen  SKBUMOMAPHOTNO  pacTeopa
npoaykta 4 ManeWMHOBOW  KUCMOTbI B
BOOe/ AUoKcaHe.

Hahgero: C 5549; H 5,56; N 11,59%.

BbluncneHo: C 55,68, H 5,52; N 11,81%.

AHanmna ans CosHogN4OgS.

MNMPUMEP 51

N-[4-(4(5)-UMOa301N )0y TKUN]-N'-LIMKNOTeKCK
nMeTtuncynshamma

Cragusa a

(Z£)»-4-[4-(1,3-auokconan-2-un)oyT-2-eHun]-1-(T
prdeHUNMeTUN)MMNAA30N. CYCneH3no
BpomMuaa [2-(1,3-4MOKCONaH-2-Mn)aTur]
TpucbeHundocchoHun (48,54 r, 109 mmMonk) B
CyXoM TeTparngpocypare (500 mn) oxnakganu
B atMmocchepe aproHa Ao -20°C.  3artem
JoGaenanK no kannam H-6ytunnutuid (1,6M B
rekcaHe) (68,3 mn, 109 mmons), U pPacTeBOp
nepemewmBany B TedeHne 1 wvaca. [locne
MeaneHHoro gobaeneHns No Kannam pacteopa
[1-(TpucheHnNMeTUN)MMNOA30M-4 -]

27182904 C2

RU



voecelc NAH

[ARS)

Kap6anb;lerm,u,a4 (36,80 r, 109 wm™Mmcnb) B
CYXOM TeTparngpodypaHe {500 MIT),
PeakUMOHHYI0O CMeck  MepeMellnBani  npu
KOMHaTHOW TemnepaType B TeyeHue 18 4yacos.
PeakuMOHHYI0 CMeCb KOHLEHTpUMpoBanM B
Bakyyme, pobaBnsnM Body, W  CMecb
OUNeTpOBanK Yepea cnod uenuta. duncTpar
IKCTparupoBann guxnopmetraHoM (2x500 mn)
0B6bedWHEeHHbIE 3KCTPaKThl CYLWWNK CyNbchaTom
marHus. [Nocrne duneTpauny KW ynapveaHwa
nonyyanu xentoe Macno. B peaynbTarte
KOMOHOYHOW dhnawl-xpomaTtorpaguu  (ABYOKUCH
kpemHua, 10-20% stunauertart/rekcaH) 6bin
nonyyeH npodykr B BMAe xentoro macna (19,73
r,42%).

Cragusa b: 4-[4-{1,3-gnokconaH-2-mn)eytun|
-1-(TpndheHunMeTUNMMKUgason. PacTeop
npocaykTa cTaguy a B 3TaHone ruopyvpoBan B
NPUCYTCTBMKM KaTanuTdeckoro konudectea 10%
nannagusa-Ha-yrne npy atMocepHOM AaBneHnn
n Temneparype B TedeHue 18 ydacoB. [pogykT
fein nonyveH B Buae OGecuBeTHoro macna c
KONUYECTBEHHEIM BLIXOACM.

Cragmd [o
4-[1-(TpndbeHnnmeTnninmngason-4-nnjoytan-1a
Nb. CycneHsnwo npodykra cragim b (198 T,
46,6 mmons) B cmecn auetona (300 mn) u 2M
XMNOPUCTOBOAORCAHOR KHMCNoThI (50 M)
nepemeLLnBani Npu KOMHaTHOW TemnepaTtype B
TedeHre 20 vacoB. Cmecb HelTpannaoeanu
BukapboHaToM HaTpusa, UNLTPOBaNM, W
dunbTpaT  9KCTparvpoBRanM  AMXIICPMeTaHoM
{3x100 Mn). OObedUHEHHBIE SKCTPAKTLl CYLLWMA
CynbgaToM MarHus, hnneTpoBarnu, U ynapusanu
C nonydveHweMm npoaykta B Buae OecuBeTHOro
macna (16,1, 91%).

Cragua d:
4-[1-(TpndbeHnnmeTnninmmngason-4-nn]éytan-1-o
n. PacteBop npogykra cragum (16,1 r, 424
MMOnNbL) B aTaHone (300 mn) oxnaxgans B
aTMmoccepe aproHa go 0°C. MNocne no6aeneHns
Boprugpraa Hatpud (1,57 r, 42,4 Mmmons) cMeck
nepemellMBanKM B TedyeHWe 4  4acoB, M
OCTOPOXHO racunu nytem  gobGaeneHus
HacbIWEHHOro  Xnopria amMmoHusi. CMech
aKcTparvposanu guxnopmetaHom (3x100 mn).
O6beMHEHHbIE 3KCTPaKThl CYLUWIM CyNbgaTtom
mMarHusi, ¢uneTpoBand, W ynapuveand ¢
obpazoBaHnem 6Henoro TBepAoro BellecTBa,
KoTopoe pacTBOPANU B 5%
MeTaHonNe/AWxnopMeTaHe, " ocakaanu
OMsTUnoBbIM - sdhnpom.  Takum  obpasoMm  Obin

nonyvyeH nNpodykt B Buage  GecuBeTHoro
KpucTannuyecKkoro Teepforo Bellectsa (9,34 r,
58%).

Craguda e:

N-TpeT-6yTokcnkapBOoHMUM-N'-LIMKNOrekCunmMeTn
cynbdpammug. LinknorekcunMetmnammH
npeobpasoBLIBANN B HYXHbIA NpOAYKT,
WMCNONb3ys, B OCHOBHOM, TOT X& MeTof,
ONnWcaHHbIA B cTagun (a) npumepa 12.

Cragusa f:
N-TpeT-6yTokcukapboHun-N-[4-[1-(TpudeHunmeT
unuMmugason-4-un] Gytun]
-N'-UMKnorekcunmeTuneyneshammng. K pacTteopy
npogykra cragum d (764 wmr, 2,00 mmons),
npodykra cragin e (642 mr, 2,20 mmons) W
TpudpeHundocchuna (576 wmr, 2,20 mMMone) B
CYXOM TeTparuapodypaHe (20 mn) B atmocdepe
aproHa B TeudeHWe 10 MUHYT fobaBnanu pacTeop
awatunasogukapbokcunara (383 wmr, 2,20
MMOMNbL) B CyXOoM TeTparugpodypaHe (5 M),
CMeck nNepemMeluvBany B TeyeHWe 2 4acos, a
3aTeM pacTBOpWTENb BhINapuBani, WM ocTaTok
ovMwani o NOMOLL IO KONOHOYHOR
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dnaw-xpomartorpacun (AByokMcb kpemHusa; 30%
aTunaudertar/amxnopmetaH). Takum obpaacm Obin
BbiAeneH npooykT B Buae 6ecuBeTHOR neHbl
(800 mr, 60%).

CtagMa Q. pacTeop npoaykra cTaguik f (800
mr, 1,20 mmones) B cmecu sTadona (15 mn) n 2M
XIOPWCTOBOLOPCAHOA KMCNOTEI 5 MIT)
Harpeeanu ¢ o6paTHbIM  XOMNOOWNBHWKOM B
TeueHne 2 yacoB. PacTBopuTtens Beinapyeany u
OCTaTOK OYMLAnM © MOMOWBD  KONOHOYHOW
chraw-xpomaTtorpacu  (OBYOKMCE  KPeMHWS,
ammuak  (880)/metaHon/omxnopmeran= 1. 10:
90). Takum obpasom 6bINC BbIASNEHO Lenesoe
coeguHeHne (Rf 0,28) B suae ©enoro Teepaoro
BellectBa (184 wr, 49%. Conb ManenHoBOW

KMCNOTLI nonyyarnm nruocpunnaaLmMen
SKBUMONAPHOTO  pacTBopa  Npogykta U
ManeuHoBOMN KACNOTHI B

BOOe/AUoKcaHe: TH-AmP {300 Mru, OMCO-dg)
887 (1H, o), 7,36 (1H, ©), 6,70 (1H, T),
6,02 (1H, ©), 2,80 (2H, go), 2,61 (4H, m),
1,63 (7H, wm), 1,44 (3H w), 1,13 (3H, wm),
0,83 (2H, m).

NMPUMEP 52

N-[4-(4(5)-mmnaazonn)Bytun]-N-agamaHT-1-
WNMeTUNcynbhaMua

LleneBoe coeauHeHWe nonydvand cnocobom,
onuMcaHHbeIM B npumepe 51, ¢ Mcnons3oBaHWeM
1-agaMaHT-1-UNMeTUNaMmuHa B KayecTBe
cybecrpata B cragum e. lpogykt (Ry 0,32,
aMmmuak  (880)/MeTaHon/auxnopmeTtan=1:10:90)
nonyyanu B BUae 6enoro TBEpAOro
BellecTBa: TH-AMP (300 Mry, OMCO-dg)
11,68 (1H, wmpc), 745 (1H, c), 6,70 (1H,
wwp.c), 6,66 (1H, 1), 657 (1H, 1), 2,78
(2H, ™), 2,48 (4H, m), 1,91 (3H, c), 1,56
(8H, ™), 144 (8H, ™). Conb maneWwHoBOR
KWCNOTEI nony4anu nuocunuaaumen
SKBMMOMAPHOrO  pacTBopa npcaykta W
ManevHoBOW KMCNOoThl B BO,CI,e/,D,I/IOKCElHe.

NPAUMEP 53

N-[3-(4(5)-mmnaazonn)nponun]-2-(4-xnopdeH
nn)sTaHcynehoHaMmng

Cragm4 a:
N-[3-(1-(TprdpeHUnMeTUNUMUOA30UN-4-UN)npon
un] -2-(4-xnopceHrn)aTaHcynshoHaMu A,
4-(3-amuHonponun)-1-(TpudeHUNIMeTUN) MMIAA3
on (npumep 14, cragns b) (500 mr, 1,01
MMOIb) K
2-(4-xnopdeHnN)sTaHCY NEMOHUTXIIOPUA
(Nony4YeHHLIA, B OCHOBHOM, Kak oOMUcaHo B
cTagin a npumepa 4) (266 mr, 1,01 Mmons)
BMecTe MojBeprany peakydn B NPUCYTCTEUK
TpuaTMNamuHa (155 wmkn, 1,94 MMonb)
cnocoboMm, onucaHHBEIM B cTaguM a npyumMepa 9.
Mpogykt 6ein BblgeneH B Bude GecCUBETHOM
neHel (494 mr, 86%).

Ctagua b: npoaykt ctagun a (494 wr, 0,87
MMons) gebnokuposany cnocobom, onucaHHbIM
B cTaguy d npumepa 17, U UeneBoe CoeguHEHne
nonyyany B Buae Genoro TBepdoro BellecTsa
(154 wr, 54%): TH-amP (300 Mry, MeOH-dyg)
766 (1H, ©), 7,38 (2H, @), 7,63 (2H, pn),
6,90 (1H, ©), 3,37 (2H, m), 3,14 (4H, ™),
2,74 (2H, 1), 1,94 (2H, kBWHTET). AHanna ans
C 14H1SC|N30282

Hahgeno: C 51,25; H 5,61: N 12,72%.

BeiumncneHo: C 51,29; H 5,53; N 12,82%.

NPUMEP &4

N-[5-(4(5)-MMnaasonnineHTUn]-2-(4-xnopdeH
un)sTaHcynehoHaMmug

Ctagm4d a:
N-[5-(2-(TpeT-ByTingumeTncunmnn)-1-(N',
N'-guMeTrncy NbamMonn)MMUaa30n-4-nmneHTu
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n] -2-(4-xnopdeHun)sTaHcynspoHaMna.
5-(5-amuHONeHTUN)-2-(TpeT-Oy TUNOUMETUNCUNI
m-1-(N, N-gumetuncynshamonn)mMuaason osin
BolgeneH B Buge nobBodHoOro npogykra B
npouecce nonydveHusa 5-(5-aMuHoneHTun)-1-(N,
N-,D,MMeTMJ'Ich‘Ibd)aMOMJ'I)VIMMJJ,a:BOJ'Ia1, Kak
onucaHo B nNpuMmepe 33, 3TOT  NPOAYKT
nodeeprann peakuum

2-(4-xnopdeHNN)aTaHCY NEMOHUMIXNOPUOOM
(NOMy4YeHHLIM, B OCHOBHOM, Kak OMUCaHo B
crtagik a npumepa 4) cnocobom, ONUCAHHLIM B
crtaguk a npumepa 9. MNpogykT 6bin nonydveH B
BUIE KeNToro macna.

Cragua b: npoaykt cragun (a) (494 wr,
0,87 wmMmonk) aebnokvpoeann  cnocobom,
onucaHHeiM B cTaguu (c) npumepa 12,
nornyyanu uenesce coeivHeHWe BWae ©Genoro
TBepOoro Belecta (227 Mr, 92%): TH-amP
{300 Mry MeOH-d4) 7,58 (1H, c¢), 7,34 (2H,
oy, 7,29 (2H, »), 6,80 (1H, c), 3,31 (2H,
M), 3,09 (4H, ™), 263 (2H, ™), 1,70 (2H,
M), 1,60 (2H, ™), 1,44 (2H, ™). AHanus gngd
C 16H22C|N302SZ

HalpeHo: C 54,04; H 6,27, N 11,55%.

Beluvcneno: C 54,00, H 6,23; N 11,83%.

NPUMEFP 55

N-[4-(4(5)-ummnaazonn)byTnn]-2-(4-xnopdgeHu
MmaTaHcynshoHaMmug

Lienesoe coeduMHeHWe Nony4and cnocobom,
ONUCaHHbLIM B NpuMepe 54, ¢ UCNoNb3oBaHWEM
5-(4-aMUHOBYTIAN)-1-(N,N-gumeTnncynechamonn)
nmmaasona’l B kauecTBe aMUHOBOIO KOMMOHEHTA
B cTagun a. [podykT 6bin nonydYeH B BUAe
Benoro TeepOoro BellecTea: TH-AMP (300 Mru,
CDClgz) 7,56 (1H, ¢), 7,30 (2H, pn), 7,16
{2H, p), 6,78 (1H, c¢), 4,55 (1H, wwup.c),
3,25 (2H, m), 3,09 (4H, m), 2,64 (2H, 1),
1,72 (2H, kBuHT.), 1,58 (2H, KkBWHT.). AHanua
ansd C15H20C|N30281

HamgeHo: C 52,52; H 5,92; N 12,11%.

BelucneHo: C 51,70, H 5,90; N 12,29%.

NMPHUMEP 56

N-[3-(4(5)-ummngazounnmnponun]-N'-(4-xnopce
HWUN)aTUNCY NbamMmng

Cragna a:
N-TpeT-6yTokcukapboHUn-N'-2-(4-xnopdeHnn)aT
uncynbchammng. 2-(4-xnopheHun)aTunamuH
npeobpasocesIBanm B NpOAyKT c
ucnone3oeaHWeM, B OCHOBHOM, TOW Xe
MeTOAMKU, ONWCaHHOW B cTaaMu a npumepa 12.

Cragmda b:
N-TpeT-6yToKCUKapBoHUN-N-[3-[1-Tprudb eHnnMeT
nnMMmuaascn-4-mnj
nponun]-N'-2-{(4-xnopcgeHnn)aTuncynechamma.
Mpooyxr cragum a "
3-[1-(tpucberHnnmeTnn)ummugason-4-un)
nponaH-1-on® BMecTe noaseprany peakuvu B
YCNOBUAX, OnNUcaHHbIX B cTaguu () npumepa 51.
MpooykT 6bin BolgeneH B Buae 6enoi neHol.

Cragua c: NpodyKkr ctagun b aebnokupoanu
cnocoboMm, onMcaHHeIM B cTaguu (C) npumepa
12, W nonyyanv UeneBoe COedWHEHWE B BUAE
Benoro TBEpAOro BellecTea: TH-amp (300 Mru,
MeOH-dg) 7,58 (1H, ©), 7,28 (4H, M), 6,82
(1H, ¢), 3,20 (2H, 1), 2,86 (4H, ™), 2,64
{2H, 1), 1,83 (2H, KBWMHT). CoMlb ManevHOBOR
KMCMOTHI nonyvanm nuodpunusaumnei
3KBMMOMAPHOrO  pacTBopa  Npoaykra U
ManNenHOBOW KUCMOTLI B BoAe/AWOKCaHe. AHanua
and C18H23C|N40231

HakpeHo: C 46 87; H 5,14; N 12 36;

Beuvcneno: C 47,11; H 5,05; N 12,21%.

NMPUMEP 57

N-[4-(4(5)-ummngazonn)byTnn]-N'-2-(4-xnopde
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HUNM)STUNCY NbaMug

LleneBoe coeuHeHWe nonydani cnocobom,
onucaHHeIM B npumepe 568, ¢ Mcnons3oBaHWem
4-[1-(TpudbeHunmeTuninmmaason-4-nn]oytax-1-o
na (cragus d npumepa 51) B ctaguu b. MNpogykr
BLIn nonyyeH B BhOe BecuBeTHOro
Macrna: 'H-AMP (300 Mry, MeOH-dg) 7,53
(1H, ©), 7,24 (4H, m), 6,75 (1H, ¢), 3,15
(2H, 1), 2,83 (4H, ™), 2,57 (2H, 1), 1,87
(4H, m). Conb mManenHOBCH KACMOTLI Nomyyanu
nuocounuaaumMen  SKBUMOMAPHOro  pacTeopa
npodykta 1 ManenwHoBOW — KUCMOTbI B
BoAs/auMokcaHe. AHanna ana CigHasCIN4OgS:

HalhpeHo: C 48,28, H 5,44; N 11,62%.

BbiuuncneHo: C 48,25; H 5,33; N 11,85%.

NPUMEP 58

N-[6-(4(5)-ummnaazoun)rekcunn]-N'-(4-6pomcpe
HUNMETNCYNBMhaMU,

LleneBoe coefuHeHWe nonydvani cnocobom,
onucaHHbIM B npumepe 12, ¢ UCnonb3oBaHWem
5-(6-amuHorekcun)-1-(N,N-anmetnncynscamomn
yammaasona' B kauecTee cy6eTpata B cragum a
K 4-BpombBeHannbpomunba B ctaguu b. [Npoaykr
ooin nonydeH B Bude Genoro  TBepAoro
BellecTBa: "H-AMP (300 Mru, OMCO-dg) 7,52
(BH, ™), 7,37 (1H, 1), 7,31 (2H, n), 686
(1H, 1), 670 (1H, ¢), 3,92 (2H, n), 2,77
(2H, pp), 2,48 (2H, 1), 1,55 (2H, ™), 1,41
(2H, ™), 1,28 (4H, m). Conb ManevHoBOW
KMcnoTel nony4anu nuodunuaaumein
SKBUMOMAPHOro  pacTeopa npoaykra W
ManenHOBOW KUCMOTEI B BOAS/ANOKCaHe. AHanna
ana CopgHo7BrN4OgS:

Hahgeno: C 44,92; H 5,17; N 10,58%.

BbiumncneHo: C 45,20; H 5,12; N 10,54%.

NPUMEP 59

N-[6-(4(5)-ummnaasonn)rekcun]-N'-(4-cotopchbe
HUNMETUNCYNEMhaMn,

LleneBoe coefuHeHWe nonydvani cnocobom,
OnuUcaHHbIM B NpumMepe 12, ¢ MCNonb3oBaHWem
5-(6-amuHorexcun)-1-(N,
N-,D,MMeTVIJ'Ich'Ibd)aMOVIJ'I)VIMI/IJJ,aaOJ'Ia1 B
kayectBe cybctpata B cTagMM  a W
4-pTopbeHaundpommnaga B ctagnn b. [poaykr
Ouin nonydyeH B Buge Oenoro  TBepACro
BellecTBa: TH-AMP (300 Mry, AMCO-dg) 11,50
(1H, wwp. c¢), 7,48 (1H, ¢), 7,35 (3H, ),
716 (2H, ™), 686 (1H, 1), 6,70 (1H, ©),
4,00 (2H, @), 2,78 (2H, an), 248 (2H, 1),
1,55 (2H, M), 1,42 (2H, w), 1,28 (4H, wm).
Conb ManeuHoOBOR KMCMoThl nonyvanu
nuodunuaaumen  SKBUMOMAPHOrO  pacteopa
npodykta 4 ManeMHoBOW  KUCMOTbI B
BoAe/auokcane. AHanuna ang CogHo7FN4OgS:

HangeHo: C 51,25; H 5,79; N 11,72%.

BbiumncneHo: C 51,05, H 5,78; N 11 91%.

NPUMEP 60

N-[6-(4(5)-nmuaaaoun)rekcun]-N'-(4-Tpucbtop
MeTUn)dPeHUN)-MeTuncynecammng,

LleneBoe coefuHeHWe nonydvani cnocobom,
ornucaHHeIM B nNpumepe 12, ¢ UCnonb3oBaHWeM
5-(6-aMuHorexcun)-1-(N,
N-aMmeTuncynscamonnmmuaazona’ s
kadyectBe cybctpata B cTagaM  a W
4-(tpudbTopmetmnn)beHsnnbpommnaa B cragum b.
MpogykT 6ein nonydeH B Buae Gencro TBepacro
BellecTea: TH-AMP (300 Mry, AMCO-dg) 11,70
(1H, wwp. ¢), 7,70 (2H, p), 7,58 (2H, n),
749 (1H, ©), 747 (1H, ¢), 891 (1H, 1),
6,70 (1H, ¢), 412 (2H, n), 2,78 (2H, on),
248 (2H, 1), 1,54 (2H, wm), 1,41 (2H, M),
1,27 (4H, wm). Conb ManeWwHOBOW KWUCNOThI
nonyyanu nuodunuaauner sKBMMONAPHOro
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pacTBopa MpoaykTa W ManeuHOBOW KUCNOThl B
BOOe/AUoKCaHe.

NPUMEP 61

N-[6-(4(5)-nmmpasonnrekcun]-N'-(4-noaceH
un)-cynshamug

LleneBoe coegmHeHWe nony4danu cnocobom,
onMcaHHbeIM B Npumepe 12, ¢ Mcnone3oBaHWeM
5-(6-aMmuHorexkcun)-1-(N,N-aumetrncynscpamemn
muaasona' B kauecTBe cyBoTpata B CTAAWMM a
U 4-nogbeHanndbpommaa B cTaamn b. lNpoaykT
Bein nonyyeH B BWde OGencoro  TBepACro
BellecTBa: TH-AMP (300 Mry, OAMCO-dg) 11,75
(1H, wwp.c), 7,67 (2H, ), 745 (1H, o),
733 (1H, ©, 714 (1H, n), 682 (1H, 1),
8,67 (1H, o), 3,94 (2H, m), 2,74 (2H, on),
246 (2H, 1), 1,52 (2H, ™), 1,37 (2H, ™),
1,25 (4H, ™). Cont ManewHOBOW KWCMOTLI
nonyyany nuodmnuaaumneld  SKBUMOMSPHCro
pacTBopa MPOAYKTa W ManeuHOBOW KWCNOTHI B
Bode/avokcaHe. AHanna aAng CopgHozIN4OgS:

HaRgeHo: C 41,62; H 4,75; N 9,59%.

BelumcneHo: C 41,53, H 4,71; N 9,69%.

NPHMEP 62

N-[6-(4(5)-nmmaazonnrekcun]-N'-(4-6uceHun
n)-metuncynedammng,

LieneBoe cosauHeHWe nonydanu cnocobom,
onMcaHHbBIM B npumepe 49, ¢ MCcnonb3oBaHueM
5-(6-amuHorexkcun)-1-(N,N-aumetrncynscpamemn
WwMugasonal. Mpoaykt 6ein nomyyeH B BUae
Benocro TBepdoro BellecTea: TH-amP (300 Mru,
OMCO-dg) 11,75 (1H, wup. ¢), 7,62 (4H, ),
742 (5H, m), 7,33 (2H, m), 6,83 (1H, 1),
6,66 (1H, 1), 4,03 (2H, Aa), 2,78 (2H, aon),
244 (2H, 1), 1,51 (2H, ™), 1,38 (2H, ™),
1,26 (4H, ™). Conb ManewHoOBOW KUCMOTbI
nonydany nuodmnnulaumneld  SKBUMOMAPHCIO
pacTBopa MpoAykTa W ManeuHOBOW KWCNOTHl B
BOAe/ AuoKcaHe.

NPUMEP 63

N-[5-(4(5)-ummngazomnnneHTrn]-N-(4-(TpudTo
pMeTun)heHUnIMETUNCY NbhamMn

LieneBoe coeguHeHWe nonydanu cnocobom,
OfNUCaHHbEIM B Npumepe 12, ¢ UCNONbB30BaHWEM
5-(5-aMUHONEHTUM)-2-(TPeT-6Yy TUNAUMETUNCUNA
m-1-(N, N-aumetuncynscgamonnimmuiasona
{cTagua a npuMepa 54) B kadvecTBe cybeTpara B
cragun (@) n 4-({TpudTop-meTnn)beHsmnbpomuga
B ctagun b. [poaykt 6bin nonydyeH B BUAS
Benoro KpUCTannmMyeckoro TBEpACoro
Beuwlectea: TH-AMP (300 Mry, MeOH-ds) 7,62
(2H, a), 7,56 (3H, ™), 6,75 (1H, c), 4,40
(2H, ©), 2,92 (2H, 1), 257 (2H, 1), 1,63
(2H, kBWHT.), 1,55 (2H, kBUHT.), 1,38 (2H,m).

NPHMMEP 64

N-[5-(4({5)-nmmnaazonn)neHTnn]-N'-(4-6pomche
HUNMETUNCYNEhaMUa,

LieneBoe coeguHeHWe nonyyanu cnocobom,
OnMcaHHbBIM B npumepe 12, ¢ MCnonb3oBaHueM
5-(5-aMUHONEHTUM)-2-(TPeT-6Y TUNAUMETUNCUA
m-1-(N, N-aumeTuncynscamonnumuaaaona
{ctagua a npuMmepa 54) B kadvecTBe cyberpara B
ctagun (@) n 4-6pomGerHsnntpommga B cragum b.
Mpogykt ©bin nonydeH B Buge ©enoro
KpUCTannMyeckoro TBepAoro BellecTBa: TH-aMP
(300 Mry, MeOH-dy) 7,53 (1H, c), 747 (2H,
o), 728 (2H, n), 6,75 (1H, «c), 4,08 (2H,
c), 290 (2H, 1, 2,57 (2H, ™, 1,83 (2H,
KBUHT.), 1,50 (2H, kBUHT ), 1,38 (2H, m).

NPUMEP 65

N-[5-(4(5)-ummugazonn)neHTn]-N'-(4-pTopche
HWUN)-MeTUncynshaMmmg

LieneBoe coegMHeHWe nonydanu cnocobom,
OMNUCaHHEIM B Npumepe 12, ¢ UCNONB30BaHWeM
5-(5-amuHoneHTnn)-1-(N,N-gumetuncynscamon
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mumupasona’ B kauecTBe cy6CTpaTa B cTaamm

a u 4-cpropbeHsunbpomunaa 8 ctagum b. Mpoaykr
60N nonyyeH B BWde ©Gencoro  TBEpACro
BellecTBa: TH-AMP (300 Mru, MeOH-dg4) 7,54
(1H, ©), 7,37 (2H, gm), 704 (2H, 1), 6,75
(1H, ¢), 4,02 (2H, ¢), 220 (2H, 1), 2,50
(2H, 1), 1,64 (2H, «kBuwHT), 1,562 (2H,
KBWHT.), 1,37 (2H, m).

NPUMEP 66

N-[5-(4(5)-mmnaazonn)neHTun]-N'-(4-noaceH
un)-metuncynehammg,

LleneBoe coeauHeHWe nonydvani cnocobom,
OonMcaHHbIM B npumMepe 12, G MCNoNb3oBaHWeM
5-(5-amuHoneHTnM)-1-(N,N-gumeTuncynehamon
muMmugasona’ B kadecTBe cyGoTpaTa B cTaguu
a v 4-nopbeHsnnbpommaa B cragun b. MNpogykr
Obin nonyyeH B BWde OGencoro  TBEpACro
BellecTBa: TH-AMP (300 Mru, MeOH-d4) 7,67
(2H, a), 754 (1H, ¢), 7,16 (2H, a), 6,76
(1H, ¢), 4,06 (2H, ¢), 2,89 (2H, 1), 2,58
(2H, 1), 1,63 (2H, «kBuWT), 1,50 (2H,
KBWHT.), 1,36 (2H, m).

NPHUMEP 67

N, N'-an-[{4-6pomderHnn)metun]-N-[4-(4(5)-1m
naazonn)ByTrn]-cynedammng,

N,N'-an-[{4-6pomdeHummetun]-N-[4-(1-(N" N
"-aMmeTnncynschamonnMmmnaasaon-4-un)eytun]
-N'-TpeT-OyToKCcHKkapOOHUNCY NbhaMug, (NpuMep
45, cragua b, npogykt (B)) aebnokvpoBanu
cnocofoM, cnucaHHbIM B CTaguMM C npumMepa 12,
W nonyyanu uenesoe coeguHeHwe (R 0,45
ammuak (880)/meTaHon/guxnopmetaH=1:10: 90)
B BWAe Oenoro TBepAoro BellecTea: TH-AMP
(300 Mry, CDClg) 7,43 (5H, m), 7,16 (4H, n),
6,68 (1H, c), 427 (2H, ©), 4,12 (2H, o),
3,13 (2H, 1), 2,53 (2H, ™), 1,53 (4H, ™).
Conb ManeuHOBROH KMCMOTEI nonyyanu
nuodunuaaumMen SKBUMOMAPHOINO pacTeopa
npcaykta W ManeuHoBOW — KWCMOTOW B
Boae/anokcaHe. AHanua ang CogHogBroN,OgS:

HalgeHo: C 44,62; H 4,29;: N 8,35%.

BbiuncneHo: C 44.66; H 4,20; N 8,33%.

NPUMEP 68

N'-(4-xnopceHunmeTn-N,N'-gnmetn-N-[4-
(4(5)-MMugasounn)-GyTuncynehamui

Cragma a: N,
N-gnmetun-N-[4-(1-(N" N"-onmeTmuncynscamomn
mumMuaason-4-umeytun]-N'-tpeT-6ytokcukapboH
un-cynethammg,. Pacteop
N-[4-{1-(N",N"-gumeTmnncynsamonn)ummaascn-
A-umByTin]
-N'-TpeT-6yTOKCUKapboHUNCynbhamMmuia (ctagna
a npumepa 45) (686 mr, 1,67 MMOnk) W
nogmetana (218 mkn, 3,50 mMons) B 6e3B0gHOM
N.N-anmetundopmamme (4 mn) oxnaxoanu B
aTMmocdepe aproHa go 0°C. MNocne no6aeneHus
rmgpuda  Hatpua (147 wMr, 3,67 MmMons),
peakuMOHHYKD  CMecb  nepemellvBany W
HarpeBanu OO KOMHATHOM Temnepatypbl B
TEUYEHWEe HOYW. Peakuuio racuny HacollUeHHbIM
CONEBLIM  PacTBOPOM W SKCTparvpoBanu
stunagertatom  (2x50 wmn). O6beduMHeHHbIe
SKCTPaKThl TPW pa3a NpoMbiBany BOACH, CyLIWAX
cynbhaToM MarHug, UnbLTPOBANM 1 ynapueanu
¢ nonyyeHWem xentoro Macna. [locne
KOMOHOYHOR dhnall-xpomaTtorpacum  {(AByOKWUCh
KpeMHWs; aMmm1aK
(880)/meTaHon/guxnopmeTtaH=0,5:5:95)
nonyyany npofykt B Buae BecupeTHOro Macna
(356 wr, 48%).

Cragus b: N,
N'-gnmetun-N-[4-(1-(N" N"-oumeTuncynscamomn
mymuoason-4-un)éytin] cynedammg. Pacteop
npodykra cragin a (352 wmr, 0,80 mmonk) B
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TPUTOPYKCYCHOW KMcrnore (1 MIT)
nepemelLMBany B TedeHue 30 MUHYT, U KACNOTY
Boimapueanu.  OcTatok  pacTBopsnM B
JuxnopMetaHe, HEWTPanM3oBanu HacbILeHHbBIM
pacTBCPOM GukapboHaTa HaTpus, 7]
aKkcTparupoBanu guxnopmeraHoM  (3x10  mn).
OBbeUHEHHEIE 3KCTPAaKThLl CYLWWKM CyrbdaTom
mMarHusi, cuneTpoBanM, W ynapueanuM ¢
nofnydeHvem npodykra (271 Mr) B Buae
fecUBeTHOro Macna C©  KONMUMYECTBEHHEIM
BbIXOACM.

Cragua ¢ N-(4-xnopdeHun)metun-N,
N '-ummeTmn-N-[4-(1-(N",N"-,u,mmemncynbcpal\nom
muMuagason-4-umsytun] cynedpamud. [1poaykT
ctagin b (315 mr, 0,93 mmone) nogeepranu
peakuumn anKMnMpoBaHus o}
4-xnopbeH3nnépomMraom cnocobom, onucaHHbIM
B cTagun b npumepa 12. lNocne KOMOHOYHOR
chnaw-xpoMaTorpaun  (ABYOKWCE  KpEMHWS;
ammuak  (880)/MeTaHon/auxnopmetan=0,5:5:95)
nonyyanys MpogykT B BuAe CBETNO-KeNnToro
macna (325 mr, 75%).

Cragua d. npooykt ctagnn ¢ (325 mr, 0,70
MMons) gebnokuposanu cnocoGom, CnucaHHbIM
B cTaguu ¢ Npumepa 12, W nonyyanu Leneeoe
coefMHeHWe B Buae Genorc TBepAoro BellecTea
81 mr, 32%): TH-AMP (300 Mru, CDC13) 7,55
(1H, @), 7,33 (2H, pn), 7,26 (2H, op), 6,78
(1H, ©), 4,26 (2H, c), 3,24 (2H, 1), 2,81
(3H, ©), 2,65 (5H, ™), 1,68 (4H, m). Conb
ManeuHOBROH KMCHOTEI nonyyanu
nuodunuaaumMen  SKBUMOMAPRHOrO  pacTeopa
npoaykra " ManeuHOBON KWCNOTHI B
Boae/anMokcaHe. AHanua ang CogHo7CIN4OgS:

HalgeHo: C 49,04; H 5,73; N 11,39%.

Belumcneno: C 49,33 H 559; N 11,51%.

NMPUMEP 69

N'-(4-xnopdenHnn)metin-N-[4-(4(5)-nmupaso
UGy TUn)-N-meTuncynetammng,

Cragmsa a:
N'-(4-xnopcheHnn)meTinn-N-[4-(1-(N",
N"-OuMeTuncynehamonn)umMmuaason-4-mn)eytun]
-N'-TpeT-byToKCUKapBoHUNCyNbMaMua.
5-(4-aMnMHOOYTIN)-1-(N,
N-oumeTuncvnbdbamonnmmuaason !
npeobpascBbiBanM B NpOAykT  cnocobom,
aHanorMyHLIM OnNWcaHHCoMy B cTagMsax a W b
npumepa 12.

Cragmd b:
N'-(4-xnopceHunmeTian-N-[4-(1-(N",
N"-gumMeTtnncynsamonnummnaason-4-mn)eytun|
-N-meTtun-N'-TpeT-0Cy TOKCUKapOoHUNCYNbamMma.
Mpopykt cragun a (310 mr, 0,58 mmons)
noAgepranyd peakuny MeTUNMPOBaHWA, Kak
ONnMcaHo B cTagkKk a npumepa 68. MNpodyKT Cbin
nonyyeH B BMAe ceeTno-xenrtoro macna (309 mr,
97%).

Cragua c. npeaykt ctagumn b (325 mr, 0,70
MMOnNL) debneokuposanu cnocobom, onicaHHbIM
B cTaguu ¢ Npumepa 12, U nonydyanu Leneeoe
coefMHeHWe B BWAe Genoro TBepdoro BellecTea
(80 wr, 42%): "TH-AMP (300 Mry, CDCl) 7,50
(1H, ©), 7,32 (4H, ™), 6,77 (1H, ¢), 417
(2H, c), 3,18 (2H, 1), 2,77 (3H, c), 2,64
(2H, T1), 1,66 (4H, ™). Conb ManevHoOBOW
KWCNoTEl nonyyanu nuodunuaaumen
SKBMMOMAPHOrO  pacTBopa nNpcaykra W
MAaNenHOBOW KUCMOTLI B BOAS/OWOKCaAHE. AHanna
ana CqgHosCIN4OgS:

HaRgeHo: C 48,33; H 5,41; N 11,56%.

Belqucneno: C 4825 H 533; N 11,85%.

NPUMEP 70

N'-(4-xnopdeHun)metrn-N-[4-(4(5)-nmuaaso
nn)-6yTnn)-N-meTuncynsdpamma
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Cragm4 a:
N'-(4-xnopdeHnmmeTnn-N-[4-(1-(N",
N"-gumeTtuncynschamonnnmnaason-4-mneyTun]
cynbcammug. TpeT-OyTOKCUKapOOHWIbHYHO
rpynny N'-(4-xnopdpeHunmmetin-N-[4-(1-(N",
N"-gumeTtuncynschamonnnmnaason-4-mneytun]
-N'-TpeT-OyTOKCHKapOoHUNCYNbdaMmMaa
(npumepa 10) (414 wmr, 0,77 mMMons) yoansanu
cnocofomM, onucaHHbIM B cTagum b npumepa 68.
MpoaykT 6ein nonyyeH B suae Gencro TBepACro
BelllecTBa (290 mr, 86%).

Cragusa b:
N'-(4-xnopceHunmeTian-N-[4-(1-(N",
N"-gMMeTrncynsamonnMMnoason-4-mn)eytun|
-N'-mMeTuncynebammua. Mpogykt craguu a (290
mr, 0,66 ™MMonb) nodeeprand  peakyuu
METUNNPOBRAHMA  CNOCOBOM, OMUCAHHLIM B
ctagui a npumepa 68, ¢ WCNONb3oBaHWEM
nogmetaHa (43 mkn, 0,69 mmons) W rnapuaa
HaTpua (28 wmr, 0,70 mmonb). Mpoaykt 6bin
nonyyeH B Buae GecugetHoro macna (49 wmr,
17%).

Ctagua ¢ npoaykt ctagun b (49 wmr, 0,11
MMOnb) gebnokuposany cnocobom, oniucaHHbIM
B CTaguu c npumepa 12, W nonydvanu Lueneeoe
coednHeHne B Buae 6ecuBeTHOro Macna (22 Mr,
58%): H-AaMP (300 Mry, CDClg) 7,56 (1H, ©),
7,32 (2H, on), 7,26 (2H, no), 6,76 (1H, ©),
4,26 (2H, c), 309 (2H, 1), 2,68 (3H, ¢©),
264 (2H, 1), 1,71 (2H, ™), 1,61 (2H, m).
Cone MareUMHOBOR KWUCMOTEI nonyvanm
nuodounuaauMer  sKBUMOMSAPHOrO  pacTeopa
npogykra ManenMHOBOK KMCNOTEI B
Bode/anokcaHe. AHanma ang CqgHosCINGOgS:

Hahgero: C 48,36; H 5,52; N 11,61%.

BbiMucneHo: C 48,25, H 5,33; N 11,85%.

MPAMEP 71

(R)-(+)-N-[2-(4(5)-mmoa3cunn)-1-MeTUnsTun]
-2-HadhTanuHcynboHaMng

Llenesoe coeaMHeHWe nonydany cnocobom,
ONUCaHHBIM B NpUMepe 3, C WUCNoNb3oBaHWeMm
(R)-g-MeTUrMcTaMmMHa B Ka4YecTBe aMWHOBOIO
KkoMnoHeHTa. [pogykt (Ry 0,18, aMmMmuak
(880)/meTaHon/guxnopmetan=1:10:90)
nonyyany B suge Genol nNeHbl: TH-AMP (300
Mry, CDCA1g), 842 (1H, wwup.c), 7,93 (3H,
M), 7,80 (1H, ™), 7,57 (2H, ™), 7,52 (1H,
c), 6,72 (1H, ¢c), 3,61 (1H, m), 2,72 (1H,
any, 1,57 (1H, ooy, 1,11 (3H, 8). [«lp = +
41,8 °(c=0,91; meTaHon/guxnopmeTtan=1:9).
Conb ManenHOBOR KWUCNOTHLI nonyvanm
nuodounuaauMer  sKBMMOMNAPHOrO  pacTeopa
npogykra n ManeWHOBOW KMCNOThI B
Boae/amokcaHe. AHanua ans CogHoiN3OgS:

Hahgeno: C 55,36; H 5,08; N 9,40%.

BeiumncneHo: C 55,67, H 4,90; N 9,37%.

MPAMEP 72

N-[2-(4(5)-MMKnOasoun)TpaHe-UMKNonponunl-2
-HacpTanuHcynepoHaMmMg,

Cragusa a:
2-(1-TpudbeHnNMeTUMIMMUaasonn-4-umTpaHc-um
KnenponunamMmuH. 1R-(2-HadhTUN)aTUNOBLIA
athup[2-(1-(TpUPEeHNTMETUMMMUOA30OUN-4-UN)-T

paHc-LMKNonponnn] KapBoHOBCOH KUCMOTHI
nomnyyanu nyTem CHHTE3a Bioprepa
COOTBETCTBYIOLEro  9TUNoBoro  adupa ¢

WCMoNb30BaHWeM R—(+)—2—Hach|/|n—eTaHona5.

3arem ero pacTBOpPANK B

meTaHone/TetTparngpodypaHe {(1:1) [
rMMOPUPOBANM B MPUCYTCTBUM KaTanUTUHECKOro
konuyectea 10% nannagua-Ha-yrne  npu
aTtMmocdbepHOM  AaBrneHuM W Temnepatype B
TeyeHve 18 uvacoB. T[locne duneTpayKn U
YNapuUBaHUA PpeaKkuMOHHOW CMecKn nonyYanu
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aMUHOBLIZ NPOOYKT.

Cragusa b:
N-[2-(1-(TpudpeHnNMeTUN)uMnaascun-4-un)TpaH
c-Luknonponin]-2-HadrannHeynsgoHaMn
nonyvanu B pesyneTate peakuln npogykra
ctagun a ¢ 2-HaTanuHCyNb@OHWNXICPUOAOM,
KaKk onucaHHo B cTaguu (a) npumepa 6.

CTagua ¢ NpoayKT cTaguik b aebnokuporani
cnocofomM, onucaHHbIM B cTagum d npumepa 17,
W BhbIAENANK UeneBoe coeduHeHwe (R 0,26,
aMmmak (880)/meTaHon/guxnopmetan= 1: 10: €0)
B BUAe Genol nexsl: 'H-AMP (300 Mru, CDClg)
8,44 (1H, c¢), 7,92 (3H, wm), 7.84 (2H, Aan),
762 (2H, ™), 747 (1H, ¢), 6,72 (1H, ©),
248 (1H, wm), 215 (1H, ™), 1,27 (1H, m),
1,21 (1H, m).

NMPHUMEP 73

3-(4(5)-nMnaasonn-2S-(2-HadraniH)cynbco
HaMUWHOMPOMMOHOBOW KWCMOTbl METWIOBLIA 3dup

Cragnd a:
3-(1-(TpucheHUNMETUMIMMNAA30UIT-4-1N)-25-(2-H
adTanvH)cynbOHAaMWHOMPONWOHOBOW  KMCHOThI
MeTUNoBLIA achup. K pacTBopy rnapoxnopuaa
MeThnoBero sdupa TpUdEHUNMETUNTMCTMANHA
(488 wmr, 1,00 mmone) U TpUaTUNamuHa (304
min, 2,20 mmons) B cyxom guxnopmetane (20
Mn) B aTMocdepe aproHa gobaenanu
2-HadbTanHeynsoHuxnopua (238 wmr, 1,05
MMOnb). PacTBop nepemMelnBan B TedeHue
OOHOMC Yaca, NpoMeiBany BoAoW (2x20 wmn),
CYLUMMNK CcynbhaTtoMm MarHua, chunesTposany, W
ynapueanu. OcTaTtok NepeKpucTaniuacesiBani
W3 sTUnauetaTa/rekcaHa (1:2) WM nonyyanu
npodykT B Buoe Oenoro TBepAoro BellecTBa
(438 Mr, 713%).

Cragua b: npoaykr ctagnn a (550 mr, 0,21
MMons) gebnokuposanu cnocoBom, onucaHHbIM
B cTaguu b npumepa 17, 1 nonydann ueneece
coeUHEHNE (R 0,32; amMMmar
{880)meTaHon/gnxnopmetan= 1: 10:90) B Buae
Benoro  TBepgoro  Bewectea (114 wr,
35%): 'H-AMP (300 Mry, AMCO-dg) 11,75
{(1H, wwp.c), 845 (1H, @), 8,28 (1H, o),
8,09 (1H, Aam), 8,02 (2H, 1), 7,68 (3H, m),
7,39 (1H, o), 6,72 (1H, c), 408 (1H, gon),
3,21 (3H, ¢), 2,76 (2H, c). Cont ManenHoBOW
KWCnoThl nonyyanu nuodpunusayunen
3KBMMOMAPHOrO  pacTBopa  Npoaykta WU
ManeuwHOBOW KNCNOThI B BoAe/AnokcaHe.

NPUMEP 74

N-[1S-rngpokcumeTinn-2-(4(5)-ummnaasonn)st
nnl-2-HahTannHcynecoHamng,

Cragma a:
N-[1S8-rnapokcnmMeTiun-2-{1-(TpueHNNIMETUN)MM
naaszonn-4-un)atun] -2-HadpTanuvHcynbhoHamMua.
K pactBopy npogykra ot ctagun (a) npumepa 73
(438 wmr, 0,73 mmons) B mertaHone (6 mn) w
TeTparngpodypane (12 wmn)  HebonbWrmMuy
nopumMaMn B TEYEeHWEe HECKONbKMX 4acoB
pobaenanun, nepeMmellnBas MNpu STOM, CMECH
Boporngpuaa Hatpua (378 mr, 10,0 MMOnb) M
xnopuaa nutna (420 wmr, 10,0 mmone). CMmeck
KOHLUEHTPUPOBanM B BakyyMe W pacnpeaenanu
MeXay sTunauetratoMm W BoAoW. OpraHn4eckui
CNoA  NpOMbIBANK  HACLILEHHEIM  COMEBLIM
pPACTBOPOM, CYLUWNK CynbhartoM MarHug, W
ynapuveanu ¢ nofyyYeHueM npogykra B Buae
Benoii neHbl (305 mr, 73%).

Ctaguna b: npoaykt ctagin a (300 mr, 0,52
MMons) debnokupoanin cnocoBom, CnucaHHbIM
B cTaguu d npumepa 17, 1 nonydanu uenesce
coefuHEHWE (Rf 0,32; aMmMuak
(880)meTaHon/guxnopmetaH= 1. 10:90) B Buge
Benoro  TBepAoro BellecTea (56 M,
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33%): "H-AMP (300 Mry, OMCO-dg) 8,34 (1H,
c), 8,09 (1H, m), 8,00 (2H, wm), 7,67 (3H,
M), 7,41 (1H p), 6,69 (1H, c), 3,25 (3H,
M), 2,64 (1H, pgp), 246 (1H, ™). Conb
ManeuHOBRON KMCMOTEI nony4anu
nuodmnuaaumen SKBMMOMAPHOrO pacTeBopa
npoaykta W ManeWMHOBOW — KUCMOTHI B
BOAE/AUOKCAHE .

NPUMEP 75

3-(4(5)-ummaasonn)-2S-(2-HabTanuH)cyneco
HAMUHOMPONUOHOBAA KACNOTA

Cragusa a:
3-(1-(TpUdDeHIMETUNIMMULOA3CUT-4-1n)-2S-(2-H
adTanmH)CynsoHaMMHONPONUOHOBAA KUCNOTA.
K pacTteopy TpudeHunmeTunrnctuanHa (398 mr,
1,00 mmonke) u TpuatTUnamuHa (304 mkn, 2,20
MMOMNb) B CyxoMm auxnopmertaHe (20 wmn) B
atMocepe aproHa AoGasnanu
2-HadbTanuHcynshoHunxnopua (238 wmr, 1,05
MMOnb). PacTBop nepemellvBani B TeueHue
ofHoro Yaca W gobasnsanum eogy (20 mn). 3aTem
nobaBnann pasBaBneHHY YKCYCHYH KUCMOTY
Jo Tex nop, noka pH He cTaHoBWNCA paeHbIM 5.
MonyyYeHHy CMech BCTPSXUBATM.
OpraHn4eckin cno NpoMbIBaNK HacbILLEHHbLIM
CONEBbIM  PACTBOPOM, CYLWWNKW  cynbdaTom
MarHusi, 1 ynapveanu ¢ nonyueHWemMm npodykra B
Buae OneaHo-KenToro TBepdoro Bellecrsa (486
Mr, 83%).

Craguna b: pacTeop npogykra ctaguu a (486
mr, 0,83 MMONb) B TPUMDTOPYKCYCHOW KucroTe (5
Mn) nepemMellnBann B TedeHWe 18 vaccs, W
pacTBopuUTenb Bbinapweanu. OcTaTok pacTupanu
¢ OWSTUNOBBIM 3PUpPOM W nonydeHHoe Genoe
TBepAoe BelLecTBO NepeKpUcTanMa3oBsLIBant Ua
nponaH-2-ona/gusTUrnoBoro schupa. Cornb
TPUPTOPYKCYCHOR KACNOTEI Leneeoro
coeUHEHNA (R f 0,07; 20%
MeTaHoN/gMXnopMeTtaHd) BblASNanM B BUAS
Genoro  TBepgoro  Bewectea (115 wr,
30%); "H-AMP (300 Mry, IMCO-dg) 8,30 (1H,
n), 8,00 (4H, m), 7,68 (3H, m), 6,98 (1H, ©)
4,06 (1H, ag), 2,93 (1H, gg), 2,81 (2H, on).
AHanuna ang CqigHqgF3N30gS:

HahgeHo: C 47,08; H 3,52; N 9,20%.

BelumncneHo: C 47,06, H 3,51; N 9,15%.

NMPUMEP 76

N-[5-(4(5)-ummnaazonnineHTun]-N'-(2-rugpokc
naTun)cyneammng,

Cragus a:
N-[5-(2-(TpeT-6yTunanmetuncunmn)-1-(N",
N"-OuMeTuncynshamonn)MMMaason-4-mnneHTu
n] -N-(2-rugpokcrnatnicynsamua.
5-(6-amuHoneHTnN)-2-(TpeT-Oy TMNAMMETUNCUNn
m-1-(N, N-gumeTtuncynshamoun)immuaason
(ctagua a npumepa 54) w 2-6pomataHon
OCTaBNANM ans peakuum o}
XNOPCYNbPOHUNW3OUMaHATOM, Kak OnWCaHo B
ctagun a npumepa 12. Pacteop NonyYeHHoro
coeduHeHMs B 3sTaHone obpabarsiBann 2M
pacTBOPOM rMaopokcuga HaTpua (2 skeuBaneHTa),
W HarpeBanu oBpaTHbIM  XONOAWMBHUKOM B
TeUeHWe 2 MUHYT, NOCMNe Yero, pacTBopUTenb
Boimapueanu. K octatky pobaensann Boagy W
CMECh 3KCTparmpoBanu OVMXITOPMETaHOM.
OpraHM4yeckMA  CNoOA  cYWWUNK  cyNbchaToMm
marHusl, ounbTpoBanu, U ynapueany. OcTaTok
ouMLLanm c MOMOLLEHO KONOHOYHOH
chraw-xpomaTtorpacu  (OBYOKMCE  KPeMHWSA,
2-4% ™MeTaHon/AuxnopMetaH) W nomnyYanu
npoaykT B Buge GecuseTHoro Macna.

Ctagua b: npogykT ctaguy b gebnokuposanu
cnocofoM, OnMcaHHbIM B cTaguik ¢ npumepa 12.
Llenesce coeauHeHne (Rf 0,35, amMmuak
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{880)/meTaHon/gnxnopmeTran=1: 10: S0)
nonyyanv 8 Buae GecupeTHoro macna: 'H-AMP
(300 Mry, AMCO-dg) 11,70 (1H, wwp. ©),
746 (1H, ¢, 7,10 (1H, 1), 6,87 (1H, 1),
8,68 (1H, c¢), 3,60 (2H, 7, 3,12 (25, A4n),
279 (2H, pn), 246 (2H, 1), 161 (2H,
KBWHT.), 1,46 (2H, KBUHT.}, 1,37 (2H, KBWHT.).

NPUMEP 77

N-[4-(4({5)-ummnaasonn)byTnn]-(4-opomMmdeHnn
IMeTaHcyneoHamMMg,

LieneBoe coepuHeHue nony4anu cnocobom,
onucaHHbBIM B NpuMepe 9, G MCNOMb30BaHWEM
5-(4-aMUHOBYTUM)-1-(N,
N-gumeTuncynecamoun)ummuaasona ' u
{4-6pomcpeHnnMeTaHcyNshoHUNXIopUaa
(NONyYeHHOro, B OCHOBHOM, KaK OMNWCAHO B
cTaguk a npumepa 4) B kadecTse cybecTpaToB B
cragun a. MNpodyKT oT AByX cTaguid 6bin nonyqeH
B BMde Oenoro TBepAoro BeLecTBa: TH-AMP
(300 Mry, AMCO-dg) 7,56 (1H, ©), 7,47 (2H,
n), 7,30 (2H, m), 7,04 (1H, 1), 6,69 (1H,
c), 428 (2H, ¢), 287 (2H, nm), 2,46 (2H,
M), 1,93 (2H, KkeuHT.), 1,41 (2ZH, KBWHT.).
Cornb ManenHoBOH KUCNOTHI nonyyanu
nvochunuaauueld  9KBUMONAPHOTO  pacTBopa
npodykra W ManewHoBOW  KUCNOThl B
BOOEe/ AUOKCaAHE.

NPUMEP 78

N-[4-(4(5)-WMmngazonn)ByTnn]-(4-TpucpTopmeT
uncpeHunIMeTaHcyNshoHaMUE,

LleneBoe coepuHeHue nonyvanu cnocobom,
ornucaHHeIM B NpuMepe 9, ¢ UCNOoML30BaHWeM
5-(4-aMmuHOBYTUN)-1-(N,
N-gumeTtuncynsamonnummnaasona ' u
(4-TpudhbTopMeTUNEHUN)METAHCY NEMOHUNXIOP
noa (Nony4YyeHHoro B OCHOBHOM, Kak OMUCaHO B
crtagun a npumepa 4) B kadectee cybcTpaToB B
crtaghk a. MNpogykT 6ein nonyyveH B sude Genoro
TBEpOoOro BellecTea: TH-amP (300 Mru,
MeOH-ds4) 7,87 (2H, np), 7,60 (2H, o), 7,55
(1H, ¢), 6,76 (1H, c), 4,32 (2H, ¢), 3,00
(2H, ™, 2,57 (2H, 1), 1,84 (2H, KBWHT),
1,48 (2H, kBWMHT.). Conb ManeWwHoOBOW KMCMOTHI
nonyyYany  nuvodunuaanneld  3KBUMONAPHOro
PacTBOpPa MPOAYKTa U MaNewvHOBOW KMCMOThl B
BOOe/ AUOKCaAHE.

NPUMEP 79

N-[4-(4(5)-ummnaazonn)oyTnn]-(4-chTopMeTnn
deHun)MeTaHcyNboHaMng

LieneBoe coefuHeHue nony4anu cnocobom,

onucaHHbeIM B npuMepe 9, G MCNOMb30BaHWEM
5-(4-aMUHOOYTUN)-1-(N,
N-oumeTuncynscamounn) umupasona’ "
(4-hbTOopMeETUNEHUN)METAHCY NEOHUNXNOPUAA
(NONy4YeHHOro B OCHOBHOM, KaK OMNWCaHO B
crtagun a npumepa 4) B kadectee cybcTpaToB B
cragumk a. MNpogykT 6bin nonyyveH B Buae Genoro
TBepgoro BeljecTBa: H-AMP (300 Mry,
OMCO-dg) 7,47 (1H, ©), 7,39 (2H, nn), 7,18
2H, ™, 701 (1H, T, 6,69 (1H, ¢), 4,28
(2H, ¢), 2,86 (2H, np), 2,48 (2H, KBWHT. ),
1,52 (2H, kBWHT.), 1,42 (2H, KkBWHT.). Corb
ManenHoBOH KUCNOTHI nonyyanu
nvochunmaaumeid  SKBUMONSAPHOTO  pacTBopa
npodykra W ManewHoBOW  KUCNOThI B
BOAE/AUOKCaHE.

NPUMEP 80

N-[4-(4(5)-uMmmngazonn)byTnn]-N'-(1R)-cheHnn
aTUN)-cynbhamma

LleneBoe coeauHeHwe nonyvanu cnocobom,
ornucaHHeIM B nNpumepe 51, ¢ UCNOMNL30BaHWEM
(R)-(+)- -MeTUnbeHannammHa B KadecTBe
cyberpata B cragun e. Tlpogykt (Ry 0,24,
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ammuak  (880)/meTaHon/auxnopmetan=1:10:90)
nonyyanu B BUae 6enoro TBEpPOOro
BellecTBa: TH-AMmP (300 Mry, OMCO-dg)
11,80 (1H, wwup.c), 7,47 (1H, ¢), 7,28 (5H,
), 7,21 (1H, an), 6,66 (1H, ¢), 6,65 (1H,
T, 4,29 (1H, ™), 2,65 (2H, ™), 2,40 (2H,
m, 147 (2H, M), 141 (3H, pg), 1,36 (2H,
M). Cont ManeMHOBOW KWUCNCTHLI  MOnyYanu
nuodpunusaumen  SKBUMOMNSPHOIO — pacTeopa
npodykra " ManenHOBOR KACNOThI B
BOAE/AMOKCAHE .

MPHUMEP 81

N-[4-(4(5)-mmuraa3onn)yTun]-N'-(1S)-cbeHnn
3TUN)-Cynbhammn

Llenesoe coeguHeHWe nonydans cnocotom,
OfnMcaHHbIM B Npumepe 51, ¢ Mcnonb3oBaHUEM,
(8)-{+)-a-meTnnbeHannammHa B KaqecTBe
cybetpata B craguu e. [pooykt (Ry 0,24,
ammuak  (880)/MeTaHon/auxnopmeTtan=1:10:90):
nonyvanu B BUae Genoro TBEPOOro
BewectBa. TH-AMP (300 Mry, [AMCO-dg)
11,80 (1H, wwupc), 747 (1H, c), 728 (5H,
M), 7,21 (1H, pn), 6,66 (1H, c), 6,65 (1H,
™, 4,29 (1H, ™), 2,65 (2H, ™), 2,40 (2H,
T, 147 (2H, m), 141 (3H, pn), 136 (2H,
M). Cone ManewHOBOW KWCMCTHLI  Monydanu
nuocounuaaumMen SKBUMOMAPHOrO  pacTeopa

npoaykta W ManeWHOBOW — KUCMOTHI B
BOOEe/ AUOKCAHE.

NPAUMEP 82
N-[5-(4(5)-ummnaazonn)neHTUn]-N'-(4-6mucpeHn
mmMeTuncynsgammng,

Llenesoe coeauHeHWe nonydvani cnocobom,
OMNUCaHHEIM B MpUMepe 49, ¢ UCNOMNB3OBaHUEM K
5-(5-aMmuHoneHTnn)-1-(N,N-gumeTuncynschamon
mumupaszcna’. TMpoaykT nonyyanu B Buae
Benoro Teepaoro eljectra: 'H-AMP (300 Mry,
MeOH-dg4) 7,60 (4H, wm), 7,52 (1H, c), 7.43
(4H, ™), 7,32 (1H, gn), 6,72 (1H, ©), 4,16
(2H, ©), 281 (2H, 1), 255 (2H, 1), 1,59
(2H, kBWHT.), 1,51 (2H, KBUHT), 1,38 (2H, KBHUHT.).

NPUMEP 83

N-[5-(4(5)-umnaazomn)Bytun]-N'-(1,1-gudpeHun
mMeTuncynscammng,

LleneBoe coeauHeHWe Nonyyvand cnocobom,
OnuMcaHHeIM B nNpuMepe 51, ¢ UCNONb3oBaHWEM
C,C-gncbeHunmeTMnammHa B KadecTee
cyberpata B craguu e. [lpogykt (Ry 0,28,
aMmmmak  (880)/meTaHon/guxnopmeTtan=1:10:90)
nonyyanu B Buge  Genoro  TBepOoro
Bewectea: TH-AMP (300 Mry, [OMCO-dg)
11,70 (1H, wwup.c), 8,03 (1H, A), 7,46 (1H,
c), 7,27 (10H, wm), 676 (1H, 1), 6,63 (1H,
c), 542 (1H, o), 2,52 (2H, T), 2,32 (4H,
T), 1,36 (2H, KBWHT.), 1,19 (2H, KBHHT.).
Conb ManeuHOROK KMCMoTEI nony4anu
nuodpunuaaumMen SKBUMOMAPHOrNO  pacTeopa

npodykra W ManewHoBOW  KMGNOTbI B
BOOe/ AUOKCaHe.
NPNMEP 84
N-[4-(4(5)-mmmnaazonn)Bytun]-(4-6ucheHnn)-m
eTaHcyNsgoHaMKUL,

Llenesoe coefuHeHWe nonydany cnocobom,
onucaHHbBIM B npuMepe 9, ¢ MCNONb3oBaHWEM
5-(4-aMuUHOBYTIAN)-1-(N,
N-ouMeTuncynshamonnumuaasona ' v
(4-BuncheHun)MeTaHCy NbMOHUIXIoPULa
(nony4eHHOro, Kak ONUCaHo B cTaauun a npumepa
4) B KavecTBe cybeTpaToB B cTaguuy a. [peaykr
Obin nonydeH B Buge Oenoro  TBepAoro
BellecTBa: TH-AMP {300 Mru, MeOH-d4) 7,83
(4H, ™), 7,56 (1H, ©), 7,48 (4H, wm), 7,32
(1H, ™), 6,76 (1H, ©), 4,34 (2H, n), 3,00
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(2H, 1), 2,88 (2H, T1), 1,65 (2H, KBWHT),
1,52 (2H, kBUHT.). Conb ManNeuHOBOR KUCNOTHI
nonyYany nvodunuaauneld  3KkBUMONAPHOIO
PacTBOPa MPOAYKTa U MAaNewHOBOW KMCMOThI B
BOOe/ AUOKCaHe.

NPUMEP 85

N-[4-({4(5)-ummnaazonn)ByTnn]-N-metun-2-(4-x
nopdeHun)sTaHcyNehoHaMng

N-[4{1-{N'",
N'-gnMMeTuncynshamMonn)MMmnaason-4-nméyTinn]
-2-(4-xnopteHUN)sTaHCyNehoHaMUL
{(NpOMEXKyYTOYHOE COeVHEHWE CUHTE3a NpuMepa
55) noggeprany peakuMm MeTUNWPOBAHWA C
WMOOMETAHOM, B OCHOBHOM, Kak OMWCaHoO B
cTtaguk a npumep 68. Peakuns cHATUA 3allMThI,
onucaHHas B cTaguk b npumepa 9, Jaeana
Luenesoe coeduHeHWe B BWde OGeclBeTHOro
macna: 'H-AMP (300 Mru, MeOH-dg), 7.55
(1H, @, 7,27 (4H, m), 6,78 (1H, c), 3,26
2H, ™), 321 (2H, 1), 3,06 (2H, wm), 2,83
(3H, ©), 2,63 (2H, 1), 1,64 (4H, M). Conb
ManenHoBOW KUCNOTBI nony4anu
nvodpunuaaumeil  SKBMMONSPHOTO  pacTBopa

npeaykra " ManenHOBOR KUCNOThI B
BOOe/AUoKcaHe.
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Buonoruyeckylo  akTUBHOCTb  COSAUHEHWH,
orucaHHbIX B NPUMEpPaXx, U3MEPANA ¢ NOMOLLLIO
aHanusa G WCMONb30BaHWEM  MPOACIBHON
NOOB3AOLWIHOR  MbILLbI,  MbILLEYHO-KULLEYHOTO
cnneteHns, Kotopeld Bbin onucan Paton &Aboo
Zar, (J.Physiol. 194, 13-33 (1968)). B satom
aHanuag ObiNM MCNONb30BaHLI CaMLUbl MOPCKUX
cBWHOK Dunkin-Hartley (250-300 r). 50 om -
JYacTe MNOAB3ACWHOK  KAWkM B obnactu,
NpUMBIKatOWER K Crienoi KWLLKe, yaananu, nocne
oTbpackbiBaHWA KoHUeBOW 4acth B 20 oM.
CerMeHTEl NOAB3ACLUHON KALWKK (3 CM) ovnLani
NyTEM NPONYCKaHWsA Yepes NoAB3ACLLIHYK KULLKY
Bychepa Kpebca-XeHcenelta, cogepxawero 3
MKM  MenupamuHa, €  MNOMOLWbLI  MUNeTKA
Mactepa (paamep: 13,8 cm AnvHoR 1 0,65 cm B
anametpe). Bo uabexw@HWe HexenaTensHero
noBpeXaeHKA TKaHWK, bychep
Kpebca-XeHceneta nponyckann Yepes CermeHT
NOOB3JOWHOR KWLLKKA, KOrda OH Haxodunca B
FOPU3CHTANEHOM NONOXEHWW Ha vallke MeTpu.
Moatowmy, nopgsdolHasn KWLLKa He
pacTareanacs, U 6ydep csobogHo nportekan.
3aTeM KkaOblAd CerMeHT nponyckanv depes
nuneTky MacTepa, W cnol NPoAONLHOR MbILLLbBI W
MpUNUMLIee  MbILLIEYHO-KALLEYHOE  CNNeTeHne
OTAenand C  WCMONb30BaHWEM  BaKHON
XMOMKOBOW BaThbl SHEPrAYHBIMA  ABUMKEHHAMU,
HanpaBneHHLIMK TaHreHLanLHo oT
ME3EHTEpPWaNbHOTO  NPUKPENnneHua.  TkaHwW
cycneHgupeeanu 8 20 Mn 6aHe gns opraHos,
cogepxawend Oycep Kpebca-XeHcenedTa npu
37°C+1°C B atmocdepe rasa 95% COo/5%0s.
TKaHW NWrMpoBanyM [ByMS NapannensHbIMA
MPOBOMCKAMWM M3 HepKaBelweh  cranu,
PACNONOKEHHEIMW MeXay ABYMSA NNaTUHOBLIMK
anektpogamm (0,76 oM gnuHon u 0,06 cm B
Jwnametpe). Bece usMepeHWs peructpupoBani
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nsometpudeckn (fatuuk Grass FTO3). lMocne
nepeoHavansHo# Harpyskh B 1 1 TKaHW
nofBeprany CTUMYNMPOBAHWUIO SNEKTPUHECKUMMM
MMMy Nbcamm C  YacToTOW 0,1 ru, 7]
npodonxurensHocTelo 0,5 Mcek, Kak onucaHo
Kosterlitz & Watt (1968). CHadana TkaHW
CTUMyNMpoBanM  MpW  CBEPXMAKCWMAalbHOM
HanpsKeHW (B 1,3 pasa npesbllakLeM
MakcumanbHoe) B TedeHne 30 MUHYT, nocne Yero
TKAHW MNpOMbIBANKM KM CHOBA CTUMYNWPOBANW.
3arem BBOAMNM "MpOCHYHD Oo3y" CenekTUBHOrO
aroHucTa Hz-peuenTopa rMcTammHa,
R-( a)-metunrucrammHa (0,3 meM) (Arrang et
al., 1987). locne npodyuMpoBaHWA CTBETA,
"'NpobHyo  Ao3y" ypanannu 1 TKAHW NyTem
"OTMbIBKK" (6 NpOMBLIBOK 3a 60 MUHYT), NnpryeM B
TEYSHWE  YKa3aHHOrC  Nepuoda  BpeMeHu
SMNEKTPUYECKYI0 CTUMYTNALMIO OTKIoMany. 3arem
nepen AobasneHuem nccnenyemMoro
NeKapcTBEHHOro  cpefcTea  TKAHW  CHoBa
cTUMynuWpoBanM WM ocTaeBnand  Ang
cTabunuaayn, nomeLlas Wx Ha npoU3BONbHO
pacnonoxeHHoe 6nok-ocHoBaHWe B GaHW ans
OpraHoB. Mo NCTEMEHNN nepucaa
MHKYBUPOBAHUA YCTPOWMKW OOHY WHTErpanbHyo
kpueywo E/[A]. [aHHble skcnepyMeHTansHoh
kpuBohW  E/[A]  Bbolpaxann  Kak  NpPOUeHT
WMHMMBMPOBAHKWA BLICOTHI MUKA  SNEKTPUYSCKA
CTUMYNMPOBAHHCIO  CoKpalleHusa. BenuuuHebl
atppUHHOCTM  aHTaroHUcTa  BLIMUCHANK MO
CTENEHW MNpaBoro casura Kpueblx E/[A] ana
R-( o)-MeTUNrACTAMMHA G WMCNOMb30BAHUEM
metogoe Wuneaepa (Arunlatcsharna & Schild,
1949).

AHanva Ha cBA3bIBAHWE pajuonuraHaa
H s-ructammHa

Mony4eHne membpaH

BLINK MCNONE30BaHLI CaMLbl MOPCKUX CBUHOK
Dunkin-Hartley (200-300 ). TOHKyH KULLUKY
ObICTPO yaananu (Beipesanu ~ 5 cMm 13 cnenoi
KAWKA KU 5 cM K3 xenydka), U nomeltans B
OXNaXKASHHbIA negom 20 MM oydep
Hepes-NaOH (pH 7.4 npu 21+3°C). TkaHb
Hapesanu Ha ~ 10 ©M CermMeHThl NpomelBany
oxnaxgeHHslM  Ha nbgy 20 MM Bydhepom
Hepes-NaOH, w© nomewanu B  cocyn,
cogepxallmia ceexuii Bycdep npu 4°C. 10 cm
CErMeHTbl NOAB3A0WHONM KALLKM pacTArMBanu Ha
CTEKNAHHOR MUNETKS, W MbIIeYHO-KULLEYHOe
cnneTeHne ¢ NpoAenEHOK MblLel oTAenanm ot
KPYrOBOTO  CMoSl  MbILEYHCK oBonodkn c
MCMNOMb30BAHWEM BMNaXKHOW XMOMKOBOW BaThl.
MbILLIEYHO-KMILEYHOE CNNeTeHWe ¢ NPOACMNBHCNA
MEILLLERA cpasy MoMeland B OXNawAeHHLBIR
NeJoM pacTeop Viaspan® (~100 mMn ang TKaHKW
OT 3 MOPCKWMX CBWMHOK) W MoMewans B
XonogWnbHWK Ha 24 vaca.

MNpensapyUTensHO CMOYEHHYIO TKaHb
B3BELUMBANW 1 W3MENbYan HOXHULAMK. 3aTem
TkaHb  romoreHuasposanu B Viaspan® ¢
ncnonesoBaHWeM nonutpoHa (Kinematica AG,;
PT-DA 3020/2TS, 3x~ 1-2 c). 3arem K TKaHW
Jobasnann 50 mn 500 mM Tpuca-HC1 (pH 6,9
npu 21+3°C), u cmech LeHTpUdyrMpoBanu npu
39800xg B TedeHue 12 MuHYT npu 4°C.
CynepHaTaHT oTGpaceiBanu ] CHOBa
romoreHuanpoeany B 100 Mn oxXnaxgeHHOro
negom 20 MM Bydepa Hepes-NaOH (pH 7,4 npn
21+3°C) ¢ MCNoNb3oBaHWeEM roMOreHU3aTopa 13
"TecbnoHa B crekne" (nonoxenwe 10; 3 x).
foMoreHaT CHOBa  UEHTpUdbyrMpoBanu  npu
39,800xg, 1 ocagok pecycnenguposanu 8 20 MM
oydepa Hepes-NaCH (pH 7,4 npu 21+3°C) go
nonyvyeHna KoHueHTpauuu TkaHu 50 mr/mn c
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ncnonesoBaHwem nonutpoHa  (Brinkman, PT
10,3x~1¢).

YcnoBnsa MHKyOWUpPOBaHMUS

MembpaHb! MbILLIEYHO-KULLEYHOrO CrneTeHus
¢ MPOAONBHOR NOABR3ACLUHOA MEILLLER MOPCKOR
CBUHKM (400 MK} HKyOupoeanu B TedveHne 165
MUHYT NpK 21+3°C B KoHEeYHOM 0BbemMe 500 MKN
c 20 MM Gychbepom Hepes-NaCH,
copepxalieM  [3H)-R-(q)-meTunructamuHa (50
MK, 3 HM) 1 KOHKYpeTHoe coefinHeHne. MNonHoe
N Hecneuuguyeckoe  cBHA3biBaHWE [ 3H]
-R-( a)-MeTWnrMcTaMMHa  onpedenann ¢
uecnone3oBaHeMm 50 mkn Gydepa n 50 mkn 10
MKM  Tuonepamuaa, COOTBETCTBEHHO. AHaANW3
3aBepluany nytem ObICTpoA puneTpaumm vYepes
huneTpel Whatman GF/B, npegeaputencHo
BbiMOYeHHEIe (2 Yac) B 0,1% NonuaTUNeHUMUHE,
c ucnons3ceanvem cboplyunka knetek (Brandel
Cell Harvester). ®UNbTPEI NpOMbIBANK (3X3 M)
OXMaXKaeHHBIM Ha nbgy 50 mM Tpue-HC1 (pH
6,9 npu 21+3°C), nepeHocKHnu B
CLMHTUMNSALMOHHEIE cocyabl, U AoBasnann 5 mn
KAKOW CUMHTUMMALMOHHOR cMmecKk, a depes 4
Jaca onpefensnd  YpoBeHb  CBA3AHHOW
PAgUOAKTMBHOCTA NyTeM nocudeta (4 MWH) B
HUAKOCTHOM  CUMHTUMAMAUMCHHOM — CUSTYMKE
Beckman.

AHanWa gaHHbIX

[aHHble aHanManpoBany ¢ UCNoNB30BaHWEM
npuamel GraphPad » obwero ypaBHeHWs Ans
KPUBOM  KOHKYPEHTHOrO  CBA3bIBAHWA
nepemMeHHOR KpyTUaHOW Xunna (ny).

¥ = Hec ] XOe CBSf +

- <llonvoe ces — Hec [ KOE CBS 3
(¢logIC_ —X)'n
50 "
1+10

roe X - log KoHUeHTpaL i KOHKYpUpyoLero
coefuHeHWs.

Y - cBA3biBaHWE, NOMydYeHHoe MpY Kaxaon
KOHUEHTpauum X.

plCsg - KOHUEHTpaUMUA  KOHKYPEHTA,
TpebyeMasn Ona KOHKYPEeHTHOro MHrMeMpoBaHus
MOMNOBUHbI CNeLUdUHECKOro CBSA3bIBAHUA.

ICs0 npeobpaacekLiBany B K4 o
ncnonbsoBaHnem ypasHeHWs Cheng Prussoff:

K1=1Cs0/(1+(L/Kp)),

roe 1Csp - KOHUEHTpauWsa KOHKYpPEeHTa,
TpebyeMasn Ons KOHKYPEeHTHOro MHrMeMpoBaHUs
NOMNOBUHbI CNEeLUPDUYECKOro CBA3bIBAHUSA,

L - KoHUeHTpauua  WUCNOMb3yemoro
paguonuraHaa.

Kp - KOHCcTaHTa paBHOBeCWUs Jduccoumaliu
Ana paguonuraHja, onpefeneHHas ¢ NoMoLLso
SKCMepUMEHTa MyTemM HacbILLeHWUs.

B onucaHHbix OByx adHanmaax  Obinu
nonyyeHsl pesynbTaTthl, KOTOpble YKasaHsl B
Tabnvue, NpUBeASHHON B KOHLIE onucaHws.

®opmyna I/I306peTeHI/IF|:

1. CynbdpoHamMmasl hopmynsl

z 11 13
RO R R

H
[ 1z

—M—S5—(MN)—{(CH>»—R

I
M / " » o
0

roe X npeacraenser C 5-Cg ankuneHoeyo
rpynny;

R? npeacraesnaet H unun Cq-Cgankun,

R npeacraenser H unu C4-C4 ankvn;

p npegcraensaet 0 unu 1;

g npeacraenger 0-3;

R'2 npeacraenser cerun wnn HadTun,
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24~

HeoBA3aTensHO  3amelleHHbIA  ranoreHom,
METOKCU- UNK  TPUDTOPMETUINOM, 4-BUucheHun,
LMKNOrekcKun Unm agamaHTun;

R'® HesaBucUMO BbIGpaH W3 H, mMeTuna w
heHuna.

2. CoegunHerue no n. 1, rae X npedcraenger
-(CH2)m- ¥ m=3-9.

3. CoeauHenne no n. 1 wnn 2, rge
R? npedctasneH H unu MeTUnom.

4. CoeguHeHre no nwbomy wa nn. 1-3,
rae R npencraenseT H unu MeTun.

5. CoeaunHeHwe no nwbomy w3 nn. 1-4,
rie R ppepcraenser H, g= 1,
R 12 npegctaeBneH eHUnoM, HecbssaTensHo
3aMeLleHHBIM ranoreHoM, LUKNOrekcunom WUnu
ajamMaHTNoM.

8. CoeguHenne no nn. 14, roe p= O,
R ¥ npepncrasnset H, g= 3 1 R'2 npencrasnser
LMKNOrekcun v agamaHTun.

7. Cnocob nonyveHwa coeduHeHwa no n. 1,
OTNMYaWMACA Tem, 4YTO OH BKNYaer
B3aUMOJEWCTBMEe COOTBEeTCTBYIOLWMM 0bpasom
3alWWLEHHOro  NPOW3BOAHOTO  coeauHeHUs

hopMynbl
R
|

| —N—H

N L

C cynbhoHUnXnopuaom hopmMynbl

11 13
o R R
| 12
Cl1—S5—{MN)—(CH)—R
" ) o) q
O

B KOTOPOW 3HaYeHWUA R2, R”, R12, R13, o}
g onpegeneHel B nn. 1-6.

8. Cnocob nonydeHusa cynedammga no n. 1,
oTnuyalluiics Tem, YTC OH  BKNWYaeT
crnefywlne craguu: a) BaavModelcTeue
XNopcynbhOHM  M3ouWaHata € NpPUrogHbimM
cnupTom: TpeT-ByTaHonoM WNK  GeH3UNoBLIM
cniptom, ©) B3aWMMOOSWCTBME  NPOOYKTA,
NoMy4YeHHOro Ha cTanuK a), C COOTBETCTRYIOLLUM

)

obpaaom 3aLUULLEHHBIM NPOU3BCAHBIM
coepuHeHns opmMy bl
z
" R
| —H—H

N, L

C) B3aUModeRCTBME NPOAYKTA, NOMyYEeHHOro
Ha cTagun 6), ¢ OCHOBAHWEM, TakMM, Kak
rTMAPWA HaTpud, W 3aTeM ¢ CoefdMHEeHWEeM
chopMynbl

12

R

| 1Z
Br—{(CH>—R
o

" ) B3auModeACTBME npogykra,
Nony4YeHHOro Ha CTaduu ¢), ¢ KUCNOTOH, npuyem
aHaverna R2 R'2 R' X u g onpeaeneHs B
nn. 1-6.

9. Cnocob nonydeHunsa cynbchammaa no n. 1,
oTNMYaLWMAcs Tem, UTo OH BKNouYaeT
cnegywlwune  cragun. a)  B3aWMCOeAcTBUe
XnopcynbhoHMN  M3oUManata ¢ NpUrogHbIM
cnuptom: TpeT-6yTaHoNoOM WNW  6eH3UNOBLIM
cnuptom, ©) B3aWMMOOSWCTBME  NPOOYKTA,
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NOMYYEHHOTO Ha CTaAMK a), C COOTRETCTBYILLUM
obpazom 3alULLEHHBIM NPOU3BOAHEIM
coeUHEHNUS (POPMYIILI
11 _13
R R

|| 12

H—H—<(CH>» —R
a

C) BaavMcAelcTBMe NpoayKkTa, NoMy-eHHOro
Ha craguu 6), ¢ COOTBETCTBYIOWMM Obpasom
3alMLLEHHEIM  MPOUM3BCOAHBIM  COEAUHEHWUS

chopmMynbl
H

(s

N/
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-25-

0) obpaboTtka npofaykra, NonyYeHHoro Ha
cTaguy C), KUCNOTOW, npudem 3HadeHua R 12,
R 11, R13, q onpeaeneHbl B Mwbom 1z nn. 1-5.

10. Cnoco6 no n. 9, oTNMYalWMACH TEM, UTO
R npepcraenset H.

MpUOPKTET NO NPU3HEKaM W NyHKTam:

09.02 1996 no mn. 1, 3HayeHue
X-C 4.5 ankvneH n nn. 5 u 6 dopmynel;
21.11.1996 no m. 1, 3HauveHue

X-C 5.9 anKKneH;
BCE OCTABLUMECH MYHKTHl UMEKT NpuUuopureT
no garte nogaq4 sasaskn PCT.
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Opidep B

PK, (dyHrmpmoHanLHIDA
aHanus)

pX: (amanus Ha CBA-
suBanMe )

10
11
12
13
14
15
16
17
18
19
20
21
23

26

6.70
5.62
6.27
6.40
6.96
6.81
7.11
7.33
8.62
8.01
8.20
8.68
7.04
8.77
6.77
6.35
6.79
< 5.0
< 5.50
< 5.0
5.87

6.29

-26-

71.77

7.50
7.42
7.49
7.94
8.53
7.95
8.23
B.56
7.28

8.36

5.95
7.26
5.54

7.55
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Oprep W pK. (Qynrxumonanemo: | pK; (aHanms Ha ceBs-
aHanmus) SMBaHMe )

27 5.11

28 5.39

29 6.88 7.40
30 6.62 6.97
3l 5.79 7.07
32 7.36 7.44
33 6.64 7.27
34 7.23
35 5.59

36 6.16

37 5.71

3.8 8.37 8.15
39 7.37 7.80
40 6.02
41 8.41 8.37
42 7.86 7.79
43 6.42 7.25
44 8.49 8.68
45 8.91 8.71
46 7.70 7.84
47 8.48 8.57
48 7.06 7.58

27-
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Npimap W PK. (pyrrxumonanemsnz | pK, (anmasms Ha CBH-

axamms) SuBaHMe )
49 8.32 B.12
50 7.73 7.78
St 7.01 7.10
52 6.70
53 6.74 7.25
54 7.80 8.00
55 8.22 8.11
56 6.35 6.86
57 7.96 7.84
58 8.}98 8.36
59 8.43 8.08
60 7.84 8.34
61 8.62 8.46
62 8.13 8.24
63 8.39 8.18
64 8.41 8.30
65 7.32 7.98
66 8.06 8.11
67 6.22 6.85
68 7.77 7.95
69 8.92 8.73
70 7.80 7.95
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Opimep B

pK, (dyHrumoOHaANLHIDE
AHaJIMS)

pK: (amanms Ha cBR~
BHBAHME )

71

72

73

77

78

79

80

81

82

84

85

plAlse=6.11
6.02

49 o~20%

8.10

8.05

B.44

8.51
8.45
8.13
6.76
6.84

1.56

TUIMUHOe OTKIOHEHMEe B (OYVHKUMOHAJLHOM aHalW3se CcOCTaBJdAeT

+0,15 log enMHul.

cocrasrsaer 0,12 log emuHMI. 2TO O3Haudaert,

TeL B OBOMX aHanmMzax oTaaYarTcAa Oonee,

log eOuHMIL, TO 2TO palJMyMUMe ABJIAeTCH,

-20-

TUIMMUHOS CQTEJIOHEHMEe B SHaJM3e Ha CBHA3BBIBAHNKE

UTo ecilv pe3yilbTa-
yeMm npumepHe Ha 0,5

B CpemHeM, 3HAYUMbLM.
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