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WNaobpeTteHne
3aMeLleHHbIM
1-HadTMnnupason-3-kapbokcammoam,
obnagatolmm SonbLLIUM CpOOCTBOM K
JenoBeyeckoMy peuenTopy HeRpoTeHauHa, K
cnocofy WX NofyYeHWAa W copepallum ux B
KaqecTBe OeHNCTBYIOWMX Havan
dhapmaLeBTNIECKNM KOMMO3MLKUAM.

MepBble noTeHuWansHble CUHTE3WPOBAHHLIE
HenenTkaHele  COeAWHEeHWs,  CNocoBHbIe
CBA3bIBATLCA pelenTopamn  HeWpoTeH3nHa
onncaHbl B eBponeickom nareHTe 0477049,
Peub naer o6 amupax nupaaon-3-kapboHoseoh
KWCMOThI, 3amMeLleHHbIX aMUHOKMCNOTaMK,
KOTOpLIe BLITECHAOT MoanpOoBaHHLIA
HeHpPOTeH3WH N3 ero peluenTopa, B A03aX MeHee
MWKpOMOnA, B cnyvae MmembpaH TonoBHOro
MO3ra MOPCKOW CBUMHKW. M3BeCTHO coeduHeHWe,
2-[1-/7-xnop-4-xuHonun/-
5-12,6-gumeToKcudeHnn/-nupason-3-unkapbdoHu
NaMWHO] -agamMaHTaH-2- KapGOHOBOW KWCMOTHI,
SR 48692, obnapaloLen CUNLHOR %
CENeKTUBHOW aHTaroHUCTUHECKOR aKTUBHOCTLHI
No CTHOLWeEHUID K HelpoTeHanHy [D. Gully un ap.,
Proc. Natl. Acad. Sci USA, 1993, 90, 65 - 69].

Pan npoaykrtoB, ONUGaHHbIX B eBponeickom
naTeHTe 0477049, xapakTepuayeTcs Hanvyvem B
NOMNOXEHUM 1 NUPA30NLHOMO LMKNa MeHUTEHOR,
HAaOTUNBHOKW KU 4-XWHONWIMBHOK  rpYNMb,
3aMelleHHOW  WnK  HeaamelleHHoOW. bBonee
KOHKpeTHo, coefuHeHve SR 48692 cofepxut B
NONOMKEeHUM 1 NUpascna 7-Xnop-4-XUHOMUMEHYIO
rpynny.  [poAyKTel, ONWCaHHbE B 3TOM
OOKyMeHTe W cofepxawme 1-HadTUMNBHYKO KUK
A-xNop-1-HATUNEHYO TRYNNY B MNONOXEeHUM 1
nMPasonLHOro LMKNa, obnafgawT YpesBbliuvaiHo
NOBLILLEHHBIM CpCoACTBOM K  peuentopy
HEeHpOTeH3MHa MOPCKOW CBUHKWA, TakK KaK WX
IC 50 nopsgka 1 - 1-0 HaHOMONb, Torga Kak ux
CPOACTBO K YeNoBeYeCKOMY peLenTopy MeHbLue,
160 1x 1Cgp cocTasnsaet 10 - 100 HaHoMOMb.

B HacTodlee Bpemsa HaWAeHO, YTO, 3ameLlas
nonoxeHue 4 HaPTUNEHOR TRyl
1-HadhTMNNUpason-3-kapbokcamMnaHbIX
CcoedUHEeHWA ocobLIMK TpynnaMK, NOBLILAETCA
CPOACTBC K peuentopy HelpoTeHanHa W,
NPEUMYLLECTBEHHO, YBENNYMBAETCA CPOACTBO K
JYenoBeyeckoMy peuenTopy HeRApoTeHauHa.

Takum oBpasoM, HacTosdlee M3obpeTeHue
OTHOCWTCA, COIMAacHO OOHOMY W3 ero acnexkTos,
K HOBbIM 3amMeLleHHbIM
1-HadTMnnNupason-3-kapbokcammoam hopmMynbl
N

OTHOCKUTCA K HOBbIM

CO-—MNH-&ACOHY

B KoTopoh R

BeIBupaemylo cpean
-CN; -C{NH2)=N-OH, -C(NR4Rs5)=NRs,
-CONR Rz, -CON(R7)(CH2),NR 1Ry,
-CON(R7)(CH2)4CN,

-CON(R 7)(CH2)qC(NR14R15) = N-Ryg,
-CH2CN, -CHoCONRYRy,

-CH 2CON{R7)(CH2):NR1R>,
-CH2CON(R7)(CH2)4CN, -CH,COOR7,

oboaHauaeT  rpynny,

&
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-O(CH»)aNR1R5, -O(CH»9),CONR 4R,
-O(CH5),COORy7, -O(CH3),S0OsNR4R>,

-N(R7)COR3, -N(R7)CO(CH2),NR1Ry,

-N(R7)CO(CH3),NHCORg, -N{R7)SO2Rg,

-N(R7)CONRgR1g, -CHaN{R7)COR3,

-CHsN(R7)SOsRg, -CHsCHsNR 14R 15,

-CH5CH5sN{R7)COR3, -CHsCHsN(R7)SO4Rg,

-SOsNR 4Ry, -SOsN(R 7} CH2)NR1Rs,

-CHaCON(R7)(CH2)4C(NR 14 R15) = NRyg,

-N(R7)CO(CH2)4CN;

-N(R 7)CO(CH2)qC(NR14R15) = NRg,

-5O;N(R7)(CH2),CN;

-80 5N(R7)}CH2)qC(NR14R15) = NRyg,

Wnv R, cBA3aHHLIA ¢ aTOMOM yrnepcja B
nonoxeHwM 5 HadTuNbHOro pagukana, obpasyer
rpynny - CON(R13)CO-,

npuyemp=2-6,n=1-6,q=1-5;

Rq 1 Ro Kaxblid He3aBWCKMMO Opyr OT gpyra
obosHavaT  Bogopod unn  (Cq-Cy)-ankmn;
mnn R4 m Rs BmecTe ¢ aTomMoM asota, C©
KOTOPLIM OHW CBA3aHbl, 0603Ha4aloT reTepoL MK,
BbliGUpaembli B rpynne, BKNOYAIOLWER:
NMUPPONMAMH, NANepUAKH, nunepasmH,
3aMelleHHbIA B nonoxeHwn 4 pagukancm Ry,
MOpPONWH NN TUOMOPCOMKH;

Rs; ©bosHavaer Bogopog, /Cq-Cgl-anknn;
/C 3-Cg/ UMKNOanKun; peHun; nunepuaun,

R4 1 Rs k&bl HesaBMcHMMO Apyr OT gpyra,
obozHaualeT Bogopog, unu /Cq-Cyf-ankmn;

Rg o6ozHaqaeT /Cq-Cq/-ankun,

R7 oBozsHavaeT Bogopogd nnu /Cq-Cyul/-ankum;

Rg obozHavaeT /Cq-Cy/f-ankun;

Rg W Rqp, KaxablA, He3aBUMCMMO Jpyr OT
apyra, obosHavaer BOOOPO4 nnu
/C 4-C4l-ankmn; kpome TOrO, R4ig MOXKET
obo3Havatk rpynny - /CHaANR1Ry;

MM Rg n1 Rqp BMecTe ¢ aToMOM as3oTa, ¢

KOTOPBIM OHW CBA3aHbI, 0603HAYAT reTepoLVKI,
BbliBMpaemblid B rpynne, BKMHOHAIOLLLEHA:
NAPPONWAWH, NUAepUOWH, 3aMelleHHBld B
nonoxeHun 4 pagukanoMm Ry  nunepasuH,

MOPONMH NN TUOMOPCDOIKH;

Ri1 » Ry, kawabliA, He3aBWCWMMO APyl OT
apyra, obosHavaloT BOOOPOL WM
/C 1-C4l-ankmn; unn R4 1 Rq2 BMecTe ¢ aToMOM
asoTa, C KOTopbiM OHW ¢BA3aHbl, o6o3HaqawT
NMAPRONMUAKMH MK NMUNEPUANH;,

Ris obosHavaer BOAOPOA, rpynny

-/CH 5/ ,NRRz; rpynny - - NHCORg;

Rig n Rqs, kawablA, He3aBWCWMMO APyl OT
Apyra, obosHavawT Bogopod wunmn /Cq-Cyf -
ankun;

Rig obo3HavyaeT BoJdopon, KpoMe TOro,
R4 M™MoxeT obcoaHauvaTe /C4-C4f -  ankun,
Koraa R14 obo3Ha4vaeT BOOOPOS "
R 15 obozHavaeT /Cq-Cy/ - ankun;

unn Ry W Ryg BmecTe o©Bo3HayaloT

STUMEHOBYID  TPYNMY WM TPUMETUNEeHOBYIO
rpynny n Rqs oBosHavaet sogopon wunu /C4-Cyf

- ankun,
T obosHavaeTr Bogopod, /Cq-C4/ - ankun,
annun; /C3-Cg/ - LUKNOANKWM;
[C3-Cgf - UMKNOANKUNMETIAN, METOKCUSTIN,

rpynna - NH - AA [OH] obosHavaeT octatok
aMUHOKUCIOTEL
1

N/

—MNH—C—CO0OH
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roe X obosHavaet Bogopog n X' c6oaHavaeT
sogopod, fC4-Cs/-ankun un KapGoLuKnn4ecknia
HeapomaTudeckKMd pagukan ¢ 3-15 C-atomamu,
MM X u X' BMECTe ¢ aTtoMOM yrnepcga, ¢
KOTOPbBIM OHWK CBA3aHbI, obpaaylot
HeapomaTUYecKUA KapBoLunkn c 3-15
C-aTCMamK; U UX COMaAM.

Mpedno4yTUTENEHO, M3obpeTeHNne OTHOCKUTCA
K coeguHeHUsaMu copmynsl /1/, B Kotopohd R
oboaHavaeT  rpynny, Bolbupaemywo  cpedu
chnenyoLwuMx rpynm:

-CN, C(NHz) = N-OH,
-CON(R 7)(CH2)p,NR 1Ry,

-O{CH5)RNR1R5, -O(CH2),CONR4R5,
-O(CH 2)nhCOOR;,

-O(CH2),SO3NR1R2, -NHCORg3,
-NHCO(CH 2)sNR1Rg,

-CH,CONRRp,
-CH 2CON{R7)(CH2),NR+R>, -CH>COORy7,

-CH3NHCOR3, -SOsNR1R2, -NHSO5Rg,

-SO2N{R7)(CH2)nNR1Rz,

-50 —-H )4
z O?

rae p = 2-6; n = 1-6;

R1, Rp, kaxablid, He3aBUCKMMO Opyr OT Apyra,
obo3HavalnT Bogopod wunu /Cy - C4f - ankunm,
nnu R4 n Ry, BMecTe ¢ aTOMOM a30Ta, C KOTOPLIM
OHW  cBA3aHbl, o06caHayalT reTepouUMKn,
BblIGUpaeMblid cpean nupponuanHa,
nMNepuanHa, nunepaavHa, MopdonuHa unu
TUOMOpOnnHa;

Rz - obosHavaer Bogopead, /Cy-Cglf -
ankmn, /C3-Cgf - LuuKnoankun, geHun,

R7 obosHaqaeT Bogopog unn /Cq-Cy/ - ankun,

Rg obosHaqaeT /Cq-Cyf - ankun;

T ofoanavaetr Bogopofd, /Cq-C4/ - ankun,
annun, /C3-Cgl - LHMKNoanKKm,

1C3 - Cgf - LMKNOANKNUNMETMM, METOKCHUSTIN,

rpynna - NH-AA [OH] obosHavaeTr ocratok
AMUHOKUCIOTHI

4 4
N/

—HNH—C—CO0H,

roe X oboaHavaeT Boaopon U X' cbosHavaeT
sogopod, /Cq-Cgl-ankmn Unu HeapoMaTUYECcKUA
Kapbouuknnuecknid pagukan ¢ 3-15 C-atomamu;,
wnu elwle X 1 X' BMecTe ¢ aTOMOM yrrepoaa, ¢
KOTOPbLIM CHU CBA3aHbl, obpaaylor
HeapomaTUYecKUA KapBoLunKn c 3-15
C-aTomMamMmn; 1 UX COMNAM.

CornacHo HacTtoslemy M3obpeTeHuio, nop
0603HaYeHWem "{C4-Cy/-ankun"” unu
COOTBETCTBEHHO "/C1-Cs/-ankmn" WK
cooTeeTcTBeHHO  "/C40Cg/-ankun"  NoOHWMAaKT
NUHERHbLIA UMK pa3BeTBNeHHLIA ankun ¢ 1-4 unu
COOTBETCTBEeHHO 1-5 Wnu cooTeeTcTBEHHO 1-8
C-atoMami.

Kapbouuknuueckue HeapoMaTuyeckue
paguKkansl ¢ 3-15 C-aToMamuy BKNKOYaKT MOHO-
WKW NONUUMKNUYECKWE, KOHOSHCUPOBAHHLIE UMk
CBA3AHHLIS MOCTHKaMMU, B cnyyae
HeoBXxcaUMOCTW, TepneHoBble, paguKamnsl. 3TW
paguKkansl B cnyvae HeobXoguMMOCTU MOHO- UMK
nonuaamelleHol /Cq-Ca/-anknnom.

MoHouuknuueckie  pagukansl  BKMHOYAT

-CONR4Ry,

-

fC3Cqs/ -  uukoankunbHble  pagukansl,
Hanpumep, Kak UWKICNPONWM, LWKNONeHTAM,
LMKNOrexcun, LUKNOrenTmn, LMKNOOKTN,
Uunknogoaeuun.

B BbiWeyKasaHHOM OCTaTke amMWHOKWUCMOTEI,
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korga X n X' BMecTe ¢ artoMoM yrnepoga, ¢

KOTOPLIM OHK CBHA3aHbI, obpaaytoT
HeapomaTU4YeCcKUiA KapboLumkn C 3-15
C-atomamu, BbILLIEYK33aHHbIA kapboL KN

npeacraesnaet cobol Takor, Kak yKasaHHbIA ons
COOTBeTCTBYROLUMX BbllleyKasaHHbIX paauKanoB.

Cpegy HeapoMaTWU4eCKUX MONULMKINYEGCKAX
KapbouWKNoB  npegnodTUTEneH  ajamMaHTaH,
npuvyYeM GCOOTBETCTBYHOLMA pagukan MoxeT
npedctaenate coGol 1-agamaHThn, Korga X
obo3HavaeT BoJOpCA, WNW 2-aJaMaHTUITWLEH,
korga X n X' BMecTe ¢ aroMoM yrnepoga, ¢
KOTOPRbLIM OHW CBSi3aHbl, 0bpasyoT Kapbounkn.

M3 HeapoMaTU4YECKUX  MOHOUMWKITMYECKUX
kaptouuknoe  ocoBeHHO  MpefnouTUTEeNEHE
LWKNOMNeHTaH W UWKNorekcaH.

B dopmyne 7/, R npeanodtutensHo
oboaHavaeT rpynny, BbibupasMmylo cpegu: -
CONR1R2, -CH2CONR1R2 4]
-O/CH 5/, CONR4Rp, npuueMm  3amecTutenu
R1 ©n Rz npegnoututensHo o6osHaqaoT
Bogopod W 'n" npeanodTUTEnbHO pasBHO 1,
-N/R 4/ CORg, npuyem 3aMecTuTENb
R 3 ocobeHHo ob6osHadaeTr /Cqi-Cgf - ankun,
NPeAnoYTUTENBHO METUN, "
R 7 npeonoytutensHo oGo3HavyaeT BOACPOL,
-CON/R7/ {CH2fp NR1R5, npu4em
3amecTuTens Ry npeancutuTensHo oboaHaqaer
BoAopod unu metun, Ry n Ry npegnodyturensHo
oba obosHavaT MeTUn 1 "p" NPeanouTUTENEHO
=2,3 1 4,

-SOsN/R/ /CHo/\NR1R5, npu4em
samecTuTens Ry npeanodtutensHo oboaHaqaer
BoAopod unu metun, Ry 1 Rp npeanodyturensHo
oba obosHavalor mMetMn M n = 23 um 4
npeanoXTUTerbHO,

4l -CON/R7/ /CHQ/q C/NR14R15/ = NR16,
npuyeM 3amectuTens Ry npeanoyTUTensHo
obo3HavaeT Bogopod MM Metun, Rqs W
R 1 npegonoytuTensHo oba obo3HavaloT MeTUn,
R1s npeanoyTuTeneHo 0bo3HavyaseT BOACPOA U g
= 2 vwnn 3 npeanodTtutencHo. Ewe ©onee
npeancyTUTENbHEIMU ABASIOTCA GOSAMHEHUS
chopmynel /I, B KOTOPOW R wmeer
BLILLEYKa3aHHCe 3HAYeHWe WU B KOTOPOW B TC Xe
camoe Bpemsi T obo3HauaeT BCAOPOA WNK
MEeTUNBHYIO unu LUMKNONPOMUIMETUNBHY IO
rpynny. OcobeHHO npedno4vuTalnT COeduHEeHWs
chopmynel flf, B Kotopod R w T wumewor
BbllLUeYKa3aHHble 3HAaYeHUSA 1 B KOTOPOR B TO Xe
camoe Bpems rpynna AA/OH/ obosHaqaeT
2-kapBokcragamMaHT-2-UneHLIA un -
KapOOKCULMKNOrekcUNnMeTUNbHLIA pagukan,
npuyeM STW  dBa pagvkana, BMecTe C

npynerawowerd  rpynnod  NH  obosHauvakoT
N-KoHLEeBbIE OCTaTKKX
2-aMnHOaJaMaHTaH-2-kapGoHOBCH ] -

aMUHOLMKITOreKCaHy KCyCHOR
/uMKﬂOFeKCMﬂFﬂMLLMHa/ KWCNOT, COOTBETCTBEHHO.
|_|pe,Cl,I'IO‘-|TI/1TEJ'IbeIMI/I, cornacHo
HacToALeMy M300peTeHunilo, 3amMelleHHbIMK
1-HadTMNNKrpason-3-kapbokcammoamu
ABNAKTCA TakoBble hopmynbl /If, B KOTOPOH
R of6o3HavaeT amMHOKapOOHUNBHYO rpynny;
aMUHOKapOOHUNMETUNBHYKD TPYNNy,
auetTaMmaorpynny;
N-/3-N',N'-gumMeTrnnaMmuHonponnn/-
aMUHOCY NbOHUMNBHY rpynny; N-MeTrun-N-/3-N',
N'-gumeTmnamuHenponnn/-
AMUHOCY MbOHUIBHYIO TRy NNy,
kapbamounmeTunokcn - rpynny; N-/3-N'| N'-
,EI,I/IMeTI/IJ'IaMI/IHOI'IpOI'IMJ'I/-aMI/IHOKapGOHI/IJ'IbHyK)
rpynny; N-/2-N',N'-
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AUMeTUNaMUHOSTUM/-aMUHOKapBOHUABbHYIO
rpynny; N-meTun-N-/3-N', N'-
AUMeTUNaMUHONPONUN/-aMUHOKapEoHUMNBbHYIO
rpynny; N-metnn-N-/2-N',N'*-
LUMETUNaMUHOST UM -aMUHOKapGOHUIBHY D
rpynny; N-metun-N-[2-(N1-

mMeTrn-N 2-MeTV|J'I-aMMﬂ,MHO)STMﬂ]-Kap6aMOMﬂbHy
o rpynny,

T oboaHavaeT METUNEHYIO unu
LUKNONPONWNMETUNEHYIO rpynny; W rpynna -
NH-AA/OH/ oboaHavaeT ocTaToK
2-aMnHOaaMaHTaH-2-kapOoHOBOW KUCNOTLI UK
(S) o.- @MWHOUMKNOreKCaHyKCYCHOR KUCNOThI,

W X comnu

OcobeHHO NpeaAnodTUTENbHEl COSdWHEHUA
chopmynel /la/

CO-HMHH OOH

{Ial)

o
|

CH
3

|
a

B KoTOpCH Ra oBosHavaet
N-/3-N',N'-gumeTtrnnammHonponun/
AMUHOKAPBOHUMBHYID UK

N-/2-N' N'-gumeTunaMmmHoaTn/
aMUHOKaPGOHUMBHYIO rpymny;

W UX COMU.

Conu coeUHEHWA naobperteHua
npedcTaBnsloT COBOA COMW CO  LENOYHLIMK
MeTannamM, NpeanoyTUTENBHO C HaTpyYeM Wnu
KanueM, LWenoyHoaeMenbHbIMKA — MeTannamu,
npeancyTUTENEHO c Kansuuem ] c
OPraHWYecKMMM OCHCBaHWAMYK, TakAMKW, Kak
OVSTUNAaMWH, TPOMETamWH,
MerNMUH[N-MeTUN-D-rniokamMiH], NU3KH,
APrUHWH, TMCTUAWH UMW AMSTaHOMaMMWH.

Conu coeduHeHWR dpopmynel flf cornacHo
HacToAWeMy W3oBpeTeHio TalKe BKMOYakoT
COMM C HEeOPraHWYecKUMU WM OpraHNuecKUuMU
KACNOTaMuy, KOTopble NO3BONAKT OCYLIeCTBNATh
Hafnexalee BbIASNEHUE UMM KPUCTaNNM3aauuo
coegnHeHwniA  copmynbl /I, TakMMKM  Kak
MUKPWHOBASA KUCMOTA, LaBeneBas KAcrnoTa Mnu
ONTUYECKM aKTWBHAs KWACMOTa, Hanpumep,
MUHJAnNsHas KhcnoTa unu
KamMchopcynbPOKUCNOTA, W C TAKUMU KUCTIOTamu,
KOTOpbIE obpaayioT dapmaLeBTU4ecKn
npUeMneMble CconNKW, TakWMe Kak Xnoprugpar,
rmgpocynsdar, gurngpodocdar,
MeTaHcynboHaT, Manear,
2-HahTannH-cyNboHaT, W33TUOHaT.

Koroa coegunHeHnus chopmynsl /I cogepxar
ACUMMETpPUUECKNHA atoMm yraepoaa,
SHaHTUOMEPB! COCTABMNAKT YacTb usobpeTeHus.

Korga rpynna - NH AA [OH] obGosHavaer
ocTaToK UMKNoanudaTuieckoh aMWHOKACNOTHI,
aMUHO- UNW aMUHOMETUNbHBIE MPYNMALl MOTYT
HaxodWUTECH B SHOO- UMW 3K3C-NONOMEHUM NO
OTHOLLUEHUW K LUKINYECKOl CUCTEME; B 3TUX ABYX
cry4Yaax coefiMHeHna dopMynel /I/ cocTaBnaoT

thymapar,
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4acTb uzobpeTeHus.

CormacHo Apyromy W3 CBOWX acnekTos,
HacTosLee n3obpeTeHne OTHOCUTCA K Cnocoby
NnonyyveHa 3amMelleHHbIX 1-HadTunnupason-3-
kapbokcamnaos opmynsl /l/ U UX  conem,
OTMUYEIOLLEMYCH TEM, YTO :

1/ ®yHKUMOHArNbLHOE npou3eogHoe 1 -
HahTUnNNupason-3-kapboHOBOKW  KUCMOTbI
dopmynsl /1 unwn /11Y:

QOOH OOH

HINH

CH

3 3 .
R R -
II IiI

B koTopoid T u R MmeloT ykasaHHble Bbille
Aang coegunHeHWsa coopmynsl /I 3HaveHwda, a R
ob03HavaeT npeglecTBeHHWK R, Bolibupaembli
cpedn  HWUTPO-,  aMWHO-,  TUAPOKCWUIIBHOM,
CYyNbgO-, XNOPCYNbMOHUNBHOR, KapOOKCUNEHOR
rpynnel, obpabartbiBakdT aMWHOKUCNOTOW, B
crnyqae HeoOXOANMOGT I 3alNLLEHHORA
OBbIMHEIMA B NENTUAHOM CUHTE3e 3allUTHLIMU
rpynnami, oopMyrs:

H - NH - AA/OH/, (111)

B koTopoid -NH-AA/OH umeeT ykasaHHoe
Bbille AnNSA coeguHeHua dopmynbl /lf 3HaqeHKe;

2/ B cnyyae HeoOX0OUMOCTH, Takum 00pasom
nonyveHHoe coefuHeHwe dopmynb f1Y:
ONHAACCH?

(I">
OCH
3
R
nodBepralT nocnegyowen
COOTBETCTBYIOLIER obpaboTke ang
npeBpaLleHms 3aMecTuTens R,

npedwecTeeHHrka R, B 3amectutene R,

3/. B cnyydae HeoOXOOMMOCTH, W3 TakuMm
obpa3om nonydeHHoro B craguik 1/ unu cragum
2/ coedWHEHWS yOANAKT 3alWMTHLIEe rpynnsl Ang
noryvyeHa  COOTBETCTByOWEW ceBoGoaHOM
Kucnotel dpopmynel 1/,

4/ B KenaTenbHOM crydyas, nony4vawT conb
TakMMm 0oOpas3oM  MONYYEeHHOro  COoeAMHEHWs
chopmynsl /1/.

B ka4ecTBe dYHKUUOHAMBHOMO MPOU3BOAHOMO
3aMelleHHbld  1-HadbTunnMpazon-3-kapGoHOBOW
kcnotel  cpopmynel I/ w1l MOXHO

WCNONB30BaThL xnopaHrnapua, aHrnmapna,
cMelllaHHbIA aHrmapua, CINOXKHbIA
/C 1-C4l-anknnoBsIA achup, CMNOXHbIA
AKTUBWPOBAHHLIA achup, Hanpumep,
N-HATPOMPEHUNOBLIA  CNOXHLIA — adnp,  WnK
cBOGOAHYIO KMCHoTY, CBOEBPEMEHHO

aKTMBMPOBaHHYIO, HanpuMmep, ¢  MNOMOLbIO
N,N-auumknorekcunkapoannmunaa nnu c
NOMOLL B
©eHz0Tpuason-1-un-okeu-Tpuc/ ANMeTnamMuHof -
thochoHnin-rekcadTopdoctara /BOP/.
AMUWHOKMCNOTEI chopmyrnel /llIl/ moryT ObiTb
WCNONb30BaHLI TAKUMK, Kakue ecTb, UNKW nocne
npeiBapuTencHoOR  3awuTtel  KapGoKCMNBHOR
rpynnel  OBbIMHEIMW B NEenTUAHOM  CUHTE3e
3aLUUTHBIMK TRYNNAMK, KaK OnMcaHo, Hanpumep,
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B "Protective Groups in Organic Chemistry"
n3g. J. FW. Mc Omie, Plenum Press, 1973, ¢,
183 wunu B "Protective Groups in Organic
Synthesis" Il wag. JFW. Greene n P.GM.
Wuts, John Wiley and Sons, 1991, c. 224.

C Uenbko STOR 3awmThl, kapboHoBag rpynna
aMuHokuenoTel  dopmynel  /Ill/ moxeT  BbITh
npocTe aTepUdpruupoBaHa 0o CNoOXHO3MUPHOR

rpynnbl,  Hanpumep, B BWAE  CMOXHOMo
MeTUNOBOro, 1306y TUNOBOro Wnu
TpeT.-6yTUNOoBOro achupa, npuyem

ATEPUDULMPYIOLLYIO A0 CNOXKHOSMUPHOW rpynnsi
rpynny aatem yoansioT NyTeM OMBINSHWS WK
BOCCTAHOBNEHUA. 3aluTy nyTem sTepudukalnmi
00 CNOXHOTo 3dprpa MOKHO NPUMEHATE TOMBKO
Torga, korga rpynna R unu R' He coepiuT,
Talke cama, nMbo CNOXHOIMPHORA Tpynnbl,
KoTopasa AomKHa ObITh CoXpaHeHa, Kak B cnydae,
roe, Hanpumep R oboaHavaeT  rpynny
OICH 5/,COOR7 unn CH>COOR7 ¢ Ry = ankun,
nubo, BO BCAKOM cnydae, rpynnbl, KoTopas
MOXEeT  3aTparMeBaTthcs BO BpeEMS
0ebnokMpoBaHMa  CNOXHOIMURHORA  rpynnkl.
3awmta kapboHoOBOW rpynnbl  aMUHOKUCNOTHI
chopmynel /11 Taikke MoKeT BbITh OCYLLECTBNEHA
nyTeM CUMUNMPOBAHUSA, HANPUMeEpP, C NOMOLLLH
buc-ITpumeTuncmnun/-aLetaMmmuaa, npu4em
BbllLeyKkasaHHas  3alWuta  MoxeT  OblTb
ocylecTBNATE in situ. CnoXHbLIA CUNWUNOBLIA
achup coeduHeHWs dopmynel /l/ 3atem nerko
paanarasTcs BO BpeMs BblAeMeHWs1 KOHeYHOro
/ueneBoro/ npodykTa NPOCTLIM NOAKUCTIIEHNEM.

Tak, Ha cTaguu 1/, cnocoba, xnopaHrnapug
1-Hah TUNNUPa3on-3-kapboHOBOW  KMCNOTHI,
nonyyeHHbIA nytem B3auUMoehcTBMA
TUOHWNXNOpWZa  WNKM  oKcanunxnopuwaa c
KWMcnotol  coopmynel I/ wvnKu A7, MOXHO
BBOAWTL B peakuuio ¢ aMUHOKUCIOTOR chopmMynbl
I, B pacTeopuTene, Takom Kak
auetoHnTpun, TIe, AMo vnu OXM, B uHepTHOR
aTMocdepe, NpW KOMHaATHOW TemnepaType, B
TEUSHWEe BpPEeMeHW OT HeCKOMbKWX YaccB Jo
HEeCKOMNbKUX AHel, B NMPUCYTCTBMM OCHOBaHUA,
TAKOTO KaK MUPWAWH, TMAPOKCWL HATPUS WK
TPUSTUNaMUH.

OgnH  BapwaHT cTaguu 1/ cocTouT B
nonyyYeHW XNOpaHrMapuoa WnKu cMelaHHoro
aHrmapuaa 1 - HadpTunnupazon-3-kapGoHOBOK
KUCMoTHl nyTem B3aMMoaeicTeumA
30Dy TUNXNOphopMMaTa unu
atunxnopdopmmara ¢ KucrnoTtor dopmynsl /117
unn /IIY, B NpUCYTCTBMM OCHOBAHWA, TaKoro
KaK  TpWaTWUNaMmWH, W BO  BBEASHWW BO
B3aumMofelhcTBYe C
N,O-6UC-TPUMETUNCUNIUNEHBIM NPOW3BOAHBLIM
aMmuHokuenotel  coopmynsl /I, nonyyYeHHbIM
nyTem peakuun Buc/TpuMmeTuncunun/-auetTaMnia
N 1,3-BUC~/TPUMETUNCHUNUN/-MOYEBUHBI  C
aMUHOKMUCINOTON chopMy bl M, B
PACTBOPUTENAX, TAKMX KAk aueToHuTpun, XM, B
MHEPTHOR aTMocchepe, neu KOMHaTHOR
Temneparype, B Te4eHne BpeMeHW OT OJHOMo A0
HEeCKONbKUX OHEH.

Hpyroi BapuvaHT ocylecTBNeHWA ctagnn 1/
COCTOMT BO BBeAEHWW BO B3aUMOJehCTBME
CMeLlaHHOro adrngpuaa
1-Hah TUNNUPa3on-3-kapboHOBOW  KUCNOThI
copmynsl /Il wnn /IIY ¢ aMUHOKUCNOTOR
chopmynel /lll/, B pacTBOpWUTEnE, TaKOM Kak
OXM, B MHepTHOR aTMOcchepe, NpM KOMHATHOW
TeMneparype, B Te4eHWe BpeMeHW oT OJHOro Ao
HEeCKOMNbKUX AHEeW, B MPUCYTCTBUM OCHOBaHUA,
TaKoro Kak TpUaTWnamuH.

Korga coeguHeHwe dopmynel /I copepinT
OCHOBHYH PYHKUMIO W nonyYeHo B BUAe
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cBobofHOMO OCHOBaHWA, coneobpasoBaHue
OCYyLLecTBNAT nyTeM obpaboTki BhIGpaHHOR
KUCMOTOW B opraHudeckomM pactsopuTtene. [yTem
obpaboTkm cBoboaHoro OCHOBaHMWA,
pacTBOPEHHOro, HanpuMep, B cnpTe, TakoM Kak
MEeTaHoN, C MNoMOLWE pacTBopa BblBpaHHOK
KWCMOTEI, B TOM & CaMOM pacTBopuUTENe WK1 B
Apyrom pacTBopMTEne, TakoM Kak AW3TUNOBLIA
shup, MOMyYalwT  COOTBETCTBYIOLWYIKD — COMb,
KOTOPYIO BbIOENAT KNAcCUYecKMMU MEeToAAMM.
Tak, nonyyaloT, Hanpumep,  xnopruapar,
opomMrnapar, cynedar, rmapocynsdar,
aurngpodocdar, MeTaHcynbthoHaT,
MeTUNCcynbcpart, okcanar, manear, dymapar,
2-HadbTanuH-cynbdoHaT, W3sTMoHaTa.

Koroa coeguHeHwe dopmynsl /Il cogepxunt
OCHOBHYHO OYHKUMIO W BbigeneHo B dopme
OAHOW U3 ero conei, Hanpumep, Kak xnoprugpar
WnM okcanar, cBobOOHOE OCHOBAHWE MOMNET

OblTe  MonMyvyeHo  nyTem  HeWTpanvaaumu
BbILLEYKa3aHHOM conu c NOMOLLH
HEeOpraHNYECKoro UnK opraHU4ecKoro

OCHOBAHWA, TAKOro Kak MMApOoKCKUI, HaTpUA Unu
TPUITUNAMWH, WNK C NOMOLWBLIO KapBoHaTa UM
BukapboHaTta LWenoYHOro MeTanna, Takoro Kak
kapboHaT nnM bukapboHaT HaTpWUs KUNW Kanus.

Korgpa npogykr <opmynel /l/ nornyyeH B
KACMNOW chopMe, TO ero MOMHO npeBpallaTts B
MeTannnM4eckyo COJlb, 0COBEeHHO conb
LWEenoYHOro MeTanna, Takylo KaK CoNb HaTpus,
WUNK LLEenoYHO3EMENBHOMO MeTanna, Takyl Kak
COMb  KambUWA, COMACHO  KNacCUYeCKUm
cnocofam.

3amelleHHble
1-HathTunnmpason-3-kapOoHoOBblE  KACMOThI
dopmynbl /Al wnw /11Y:

QOOH OOH

HIH

.4 R’
II II

B koTOpoid T M R MMeloT ykasaHHble Bbille
ang coeduHeHWd cbopmynel /I/ aHaveHna, a R
obo3HavaeT npefWwecTBeHHWK R, BhiDWpaeMblr
cpeol  HWTPO-,  aMWHO-,  TMOPOKCWINBHOM,
CynbgO-, XNOPCYCNbOHWITEHONR,
KapOOKCUNBEHOW  rpynn;, Tak Xe, Kak ux
YHKUMOHANEBHBIE  NPOW3BOAHLIE  KWCMOTHOM
OYHKUUK, NpencTaBnawT cobor  rnaBHble
NMPCMEXYTOUHLIE COSAVHEHWA MpPW NOMyYeHUU
coenHeHnA copmynel /I, Korga R! OpYyron,
vem kapbokcun, coeguHenus dpopmyn /ll/ v
/IIY ABNAOTCA HOBBIMW W COCTaBNAKT
crneayolWWiA npegmeT HacTosLero usoGpeTeHus.

KnenoTel thopmMyn 7 W /',
XnopaHrngpudel  kucnot  coopmyn  lF w1,
cnoxHole /Cq-Caf-ankmnossble  sgupbl  KMCNOT
chopmynel /Il w /'Y, KoTopble TakKe MOryT
ObiTe  NpedllecTBeHHUKaMK  BbllIeyKasdaHHbIX
Kucnot  [0COBEHHO MEeTWNoBbIA, STUNOBLIA W
TpeT-0y TUNOBLIA CrNoXHble 3chupsl] "
CMELLaHHEIA aHrngpug KUcnet chopmyn /i u
A c m30byTn- unK  3TUN-XNOPQoOPMUaATOM
npeacrasnaet coboit ocobeHHo
NPeanQYTUTENBHBIE MPOMEKYTOUHbIE MPOAYKTHI.

Cnocol nonyyeHus coegHeHnid coopmyn /lI/
unu /1Y Jepea cnoxHele sdupbl chopmyn /llal
unu /ll'af npepeTaBned cxemor 1.

Ha nepsoi cTaguu a/ cunsHoe ocHoBaHWe,
TAKoe Kak MeTunaT HaTpua, BBOAAT BO
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B3aMMOLEWCTBME C KeTOHOM dhopmynel 1, B
KOTOPOA T WMEET BhbIEYKa3aHHOE 3HAYEeHWe:
3aTem [cTaguA b/] BBOAAT BO B3avMOEHCTBUE C
3KBUMONAPHLIM KONMWYECTBOM STUNOKCanarta B
cnupTe, Kak, Hanpumep, MeTaHon, CornacHo
L.Claisen, Ber. 1909. 42, $59. [locne
ocaxgeHus B 3upe, TAKOM kak AWSTUMNOBLIA
achup MNU QUM3CNPONKANOBLIA 3bKpP, eHONATLI
HaTpus  OopMynbl 2 OTAENAT  MNyTeMm
chuneTpayuK. MoXHO Takke nonyyatb eHonaT
nutug, cornacHe W.V.Myrray w» cotp., J.
Heterocyclic Chem. 1989, 26, 1389.

EHonaT metanna dpopmynsl 2, NonyyYeHHbIR
TakMm oBpasoMm, W M3BLITOK MNPCOUM3BOOHOrMO
HadpTunrmapasmHa opMynsl 3, UMW eroc Conu
3aTeM HarpepaloT MpK TeMneparype KANeHWs ¢
obpaTHLIM XONOAWNEHWKOM B YKCYCHOW kUcCnoTe
[cTagns ¢/] And NOnyyYeHWs CroXHbeIX 3PUpPoB
dopmyn /llal unu /1l'a/.

MyTemM OMBINEHNA CNOXHBLIX 3PMPOR hopMyr
fllaf  wnu  /ll'a/ 3a c4yeT BO3OEWCTBUA
WEenoYHOro areHTa, Kak, Hanpumep, rMapokcug
Kanug, MMOpoKCUL HAaTPWUA UMK TMOPOKCAL, NUTUA,
3aTeM MOAKUCNEHWA, MNOMyvalT  KUACMOThHI
dopmyn /117 unuw /11 [cTagna df].

OcoeHHo coeguHeHune dopmynel /I, B
KOTOpo# R, cBA3aHHBLIA © aTOMOM yrnepoja B
nonoXeHun 5 HadTUNbLHOrO pagukana, obpasyeT
rpynny -CO-N/Rqz/ CO - ¢ Rqz = -NHCORj3,
nomnydawT  NpuM  KCnonb3oBaHWM  cnocoba,
NPOWNMCTPUPOBAHHOIO B CXeme 2.

Ha nepeoi cragun af., kanveeyw Ccolb
4-cynbgo-1,8-HadhTanMHOBOIo  aHrngpraa
BBOAAT BO B3auMCAeACTBUE c
rMOPasMH-MOHOrMAPATOM,  HarpeBas  MNpu
Temneparype 120°C B TeueHwe 36 4acoB.
[Mocne o©caxgeHWa B BoAe COeOMHEHWe
chopmynbl 5  ordounbTRoBLIBaKT.  Peakyusa
rnopasvHa dopmynsl 5 ¢ eHondtoM MeTtanna
chopmMmynel 2 [cTagus b'/] , cornacHo cnocoby,
ONUCaHHOMY B cTaguK cf. Cxembl 1, noasonger
nonyyatb CroXHble adupbl dopmynel /ll1"al.
[TyTem OMbINEHUsA CNOXHBIX 3CPUPOoB opmyIbl
fll"a/  [ctagma cf] cornacHo — cnocoby,
onucaHHomy B cragun d/. Cxembl 1, nonyuyaior
Kucnotel coopmynel /1. MyTem BaanmogeicTeumA
kmenoT copmynel /1YY ¢ cOOTBETCTBYIOLIMMUK
XNopaHrngpugaMu unv  aHrmgpuagaMm  KMCnoT
nonyvatoT Lenesble coeguHeHus dopmynbl /11f.

M3 coegnHeHus copmynbl 3 HekoTopble
ABMNAKTCH HOBLIMWA W COCTABMAKT AanbHeAL WA
npeameT HacTosero nsobpeTeHns.

Takum obpasom, coegnHeHns dopmynbl 3

MHHNH
Z

(3

R
¥

B KOTOpoW Ry, ofo3Haqaer UMaHO- WIK
KapOOKCUMETUINBHYIO  TPYNNy;, W WX conu
ABNAKOTCA HOBBIMM W COCTaBNAKT 4acTb
nsobpeTeHus.

[MpouaBcaHble HadpTURrMapaanHa opmybl
13/, copepxawme 3amMecTutens R uvnu
3amecTuTens R', MOryT GbiTb MonydYeHbl NyTem
Jva3oTUpoBaHWa COOTBETCTBYOLLEro
HadbTUNamnHa B NPUCYTCTBUW HUTPWTA HaTpus,
3aTeM BOCCTAHOBMEHWS COMW  OWA30HKS,
Hanpumep, NyTem BO3AEWCTBUA XNopyvaa onosa-
/. 3amelleHHble HaTUNAaMWUHLI M3BECTHBLI WK
Nony4atoTcs W3BECTHbIMK METOAAMM.

MpouaBogHble HAadhTUNTMAPA3nHa, B KOTOPbIX
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R, cBfAzaHHEIA C aTomMoMm Kucnopoja B
nonoxeHwM 5 HadTUNbHOro pagukana, obpasyer
rpynny - CON/R45/CO- ¢ Ryq -=H wnw rpynny -
/CHa/y NR4 Rz, nonyyvawTt nytem npuMeHeHud
cnocoba, NPoVNNKCTPUPOBaHHOMO B cXemMe 3.

Peakuna coequHeHUsa QopmMmyrnbl 4 ¢ aMUHOM
hopmynsl HoNP43, B KoTopod R4z oboaHavaer
Bogopod Wik rpynny - /CHo/,\NRy  Rp,
no3ponseT nonyyats coelHeHWs chopmynsl 6
[cTagns a'/]. MyTem HarpeBaHWA cOeUHEHWA
cdopMynbl 6 € rMApasuWH-MOHOTMAPaToM B
BOAHOM pactBope  nonyvaioT Lenesble
rnapasunHbl opmMynbl 3 [cTagua b'/.].

MpeBpaweHne coeguHeHus dopmynel /1Y
WK, COOTBETCTBEHHO, <hopmynbl /1Y WK
chopmynbl /l'al, B KOTOPOM HaA@TUNBLHNA rpynna
3amelleHa pagukanom R', B coeduHEHWUU
chopMynel I/ UK, COOTBETCTBEHHO, POpMynLl
M vnw cbopmynel /llaf, B koTopom HadTUBHAA
rpynna aamelleHa pagukanom R, ocyLlecTBNAIOT
XopoLlo W3BECTHbLIMK cneuuanu1cty
KacCUYecKUMM METOLAMM.

Hanpumep, korga R'=SOszH, nonyvakot
coedhHeHWe chopmynsl  /ll'a/, B KOTOpPOM
R'=-SO oCl, aaTem ero npeepallawT B Apyroe
coedunHeHwe oopmynel /lla/, B koTtopom R
0603Ha4aeT aMWHOCYTNBMOHUMBHYIO Tpynny, B
crnyyae HeoOXOOMMOCTW 3aMeLWeHHYID, nyTem
BO3JelCTBMA  COOTBETCTBYIOLIErc  amuHa
chopmynel NHRq Ra, HN[R7] /CHao/, NRq Ro mnn
HN /R7/ /CHa/y CN, B KOTOPOA Rq, Rz, Ry, "'n" M
"g" MMeloT yKasaHHele BhIWe And coeguHEeHMs
dopmynbl /If 3HaYeHWa.

CoefuHeHna dopmynsl fllaf, B kotopeix R
obosHavaeT KapBOKCUMETUNBHYHO rpynny,
No3BONAKT Nony4Yartb CoeAUHEHWA QOPMynbl
/lla/, B KkoTOpeiX R oBGo03HadaeT rpynny -
CH 2CONR1 Rz WUnuK, cooTBETCTBEHHO, rpynny -
CHoCON/R7#/ /CHoy, NRq Rp v rpynny -
CH >CON/R# /Cqu CN, nyTtem B3aumMogercTeuA

NMPCMEXYTOYHO  MNOMYYeHHOro  XnopaHrmapuaa
KMCNOTEL € aMWHOM HNR1 Ro Wnm,

COOTBETCTBEHHO, c OMaMMHOM HN
[R#ICH2NR1 Rz vnn ¢ ammHocoeanHeHvem
HN/R7//CH2/qCN.

MyTem peakynn coeduHeHWd chopmynsl /17, B
kotopbix R obosHavwaer rpynny -CHoCONHo, ©
NEepPOKCWACM HAaTpWA MOoMyYawT CcoeduHEHUd
cdopmynel I/, B KOTOpbIX R o©BO3HadvaeT
kapOokcumeTunsHylo  rpynny. Bo  Bpems
nonyyeHns coeguHeHnia oopmynel /I/, B KOTOPbIX
R obosHavaer rpynny - CH>CONH,, 13

coedUHeHWA chopmynel /ll/, B KoTopbiX R

obosHavaer rpynny - CHoCONH,,  Takxke
nonyyakT coeguHeHns hopmynbl /17, B KOTOPbIX
R oBosHavaetr rpynny - CHsCN, Kotopble

pasgensioT nyTeM Xpomatorpacun. TyTem
BOCCTAHOBNEHWA COegWHeHWA chopmynel /I/, B
kotopblx R obosHauaer rpynny - CHoCN,
Hanpumep, NyTem rmapUpoBaHvs B NPUCYTCTBAN
KaTanusaTtopa, Takoro kak Hukens PeHes ®
nonyyarT coeguHeHusa cbopmynel /7, B KOTOPLIX
R obosHadaer rpynny - CHoCHsNH,. 3Ot
nocnegHWe coefuvHeHWa NO3BONAT nonydvatb
coegunHeHua dopmynel /l/, B KkoTopeiX R
obosHavaet rpynny - CHoCHoNR¢ Ro, rpynny -
CH>CHoN/R7/COR35 unu rpynny -
CH 2CH5N/R7#/SOoRg, U3BECTHBIMK CNeLnanuety
MeTodamu.
CoegunHeHna  cdopmynsl  fll'a/,  wnnu,

COOTBeTCTBEHHO, coefnHeHusa copmynbl /11 mnn
coegnHeHna dopmynel /Y, B koTopeiX R
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0603Ha4aeT HUTPOrpynny, MOXHO NpeBpaLats B
coefnHeHus chopMy el fIl'af nnu,
COOTBETCTBEHHO, dhopmynsl /1Y unn dopmynsl
I, B kotopbix R' oBoaHavaeT amuHorpynmny,
3aTeM, W3BECTHEIMM  MeToJamu, nonyyaioT
coenHeHNA chopmynsl la/ nnu,
cooTBeTCTBEHHO, chopmynbl /1If unu dpopmynel /17
B KoTopbix R obosHavaer rpynny -
N/R 7#/COR3 rpynny - N[Ry] CO[CH5] , NR4 Ra,
rpynny N/R#CO - /CHp, - NHCOR3, rpynny -
N/R 7/1SO2Rg rpynny - N/R7ZCONRg Ryg wnu
rpynny - N/Ry/CO/Cng CN.

CoeguHeHuna  copmynsl  fll'al wunn,
COOTBETCTBEHHO, dhopmynsl /1Y unn dopmynsl
1Y, B KoTopblx R' oBcaHavaeT amuHOrpynmy,
TaKKe NoaBonseT nonyyaTs CoeduHEeHWs
chopmynel /ll'a/ Nk, COOTBETCTBEHHO, hOPMY kI
7, B koTopbix R' o6o3HavaeT rnapoKCUNBHYHO
rpynny,  3aTeM,  W3BeCTHbIMA  MeTodami,
nonyyalT coedvHeHns opmynel flla/ unu,
COOTBeTCTBeHHO, dopmynbl /I mnn dopmyns
flf, B rKotopelx R ofboaHavaer rpynny -
OICH o/, NRy Rg, rpynny - O/CH2/,CONR1 Ry,
rpynny - OICH./,COOR7; wunu rpynny -
OICH 5/,SOsNR4Ra.

CoeguHeHua copmynel /If, B KOTOpeIX R
obo3HauaeT LMaHorpynny, No3BonsioT nonyvars
nyTeM peakuuMn ¢ nepoKcMaoM Bodopoda B
MPUCYTCTBMX OCHOBAHWS, TAKOrO Kak rmapoKouz
HaTpug, coeduHeHns dpopmynel /I/, B KoTopkix R
oboaHaYyaeT kapbaMounbeHyO rpynny. Takum xe
obpa3om nonyvarT coeauHeHns dopmynsl /ll/, B
koTopbix R c6o3HavaeTt kapbamMounsHyo rpynmy,
ucxXoan w3 coegnHeHur dopmynel /llal/, B
koTopbix R ofosHaqaeT yuaHorpynny.

CoeguHeHua opmynsl /I/, B Kotopbix R
obo3Ha4aeT UMaHOrpynmy, nNO3BonaeT TakKe
nonyyath, NyTeM peakyi ¢ rnapoKcHIaMUHOM B
MPUCYTCTBUK OCHOBAHWS, TaKoro kKak KapboHar
Kanuga, coeauMHeHWa copmynel /l/, B koTopeix R
obosHauaeT rpynny - C/NHo/=NOH.

MyTeM  BOCCTAHOBMNEHUS  COEOMHEHWA
chopmynbl /lla/ UNK, COOTBETCTBEHHO, hOPMYILI
M/ vnw dpopmynel /I/, B koTopbix R oboaHaqaeT
LWaHorpynny, Hanpumep, nyteM ruapupoBaHnd B
NPUCYTCTBMW KaTanuaaTopa, Takoro Kak OKChZ,
nnaTWHel,  3aTeM  B3auMmofehcTBua  C
COOTBETCTBYIOWUM  XNOopaHrapuaom, unu
aHrMapuaoM KUCMOTHI, WKW, COOTBETCTBEHHO, C
CYNbPOHUMXTOPUACM, NONyYalnT COoefNHEHWs
dopMynel /lla/ MNK, cOOTBETCTBEHHO, POpMynEI
Mf vnu dpopmynel /I/, B koTopbix R oboaHaqaeT
rpynny - CHoNHCOR3 WM, COOTBETCTBEHHO,
rpynny - CHoNHSO5Rg. TovHo Takke nonyvatoT
coegnHeHus hopmynsl fla/ unu,
COOTBETCTBEHHO, dhopmynbl /IIf wnn copmynel
/If, B koTopeiX R oboaHavaeT rpynny - CHaN/R7/
CORsz wunm  rmynny - CHoN/R7Z/ISORg ¢
R7 napyrvm, uyem BoAOpOf, CCYLLEeCTBNSA
peakuuio  ankuinmpoBaHus  MPOMEXKYTOYHCro
nony4YeHHoOro amiHa.

CoeguHeHua chopmynel /ll'a/, B kKoTopbiX R'
obo3HauaeT KapOoKGUMBHYIO rpynny, NO3BONSAIT
nony4atb coegnHeHnsa cbopmynbl /lla/, B KOTopbIX
R oBosHavaetr rpynny - CONRy Ro  wnm,
cooTBeTCTBEeHHO, rpynny - CON/R7/CHof, -
NR 1 R unm rpynny - CON/R7//CHo/y CN, nyTem
B3aUMOAEHCTBUSA MPOMEXYTOUHO MNOMYYEHHOro
XnopaHrmapuaa KUCMOTHI c aMUHOM
HNR 1 Ry WM, COOTBETCTBEHHO, € amMWHCM
HN/R 7/ /CHa/lp NRq Rp vnn ¢ aMmuHoM HN/R7/
{CHafgq CN.
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Peakuna coeiuHeHnid copmynel I/, B
kotopbix R ob6osHadvaeT rpynny - CON/Ry/
{CHoly CN wmnu rpynny - CHy; CON/Ry/
{CH o/q CN mnn rpynny - N/Rz/CO/CHa/y CN v
rpynny - SOoN/Rz/ /CHyly CN, ¢ HCl B
CNWPTOBOM PAacTBCPE MO3BONAET NPOMEXYTOMHO
nony4Yatb COOTBETCTBYWOLWWA uMuaaT. Ecnu
UMWAAT BBOAAT BO B3auMopelcTBue ©
SKBUMONAPHLIM KONUYECTBOM aMuHa
HNR 14 R4s TO nony4awT coeguHeHWUs

chopmynel /l/, B koTopbix R cbo3HavaeT rpynny -
CON/R7/ /CHZ/q C[NR14 R45]=NR1g vnn rpynny
- CHQCON/R7/ /CHz/q C[NR14 R15]:NR16 nnn
rpynny - NiR7/CO/CHy, C[NR14 Rys] = NRqg
rpynny - SOQN/RW’ /CHg/q - C/NR14 R15/=NR15 C
R1g=H. Ecnu nMuaaT BROAAT BO
B3aUMOeiCTBMe c N30LITKOM amMuHa
HNR 14 R4s, TO nony4awT CcoeouHEHWUA
chopmynsl /l/, B koTOpbiX R cbo3HavaeT rpynny -
CON/R7/ /CHy/q C/NR14 Rq5/=N-R4g unu rpynny
- CHQCON/R]//CHz/q C/NR14 R15/:NR16 un
rpynny - N/R7/CO/CHolq CINRq4 Rqs/=NR1g unu
rpynny - SOsN/R7 /CHQq - C/NR14 R45/= NR1s,
¢ Ryg Apyrvm, qem Bopopoa. Ecnu wummpar
BBOAAT BO B3avMoAelcTBME C HeadamMellgHHLIM
unu  N-zameweHHbIM  /Cq-Cy/ - ankunom
STUNEHAWAMUHOM WK C He3amelleHHbIM UMK
N-zamelweHHbBIM  /Cq-C4/ - anknmnom 1,3 -
AvaMWHONponaHoM, TO MonyYaloT coeaMHeHWs
chopmynel /l/, B koTopbix R cboaHavaeT rpynny -
CON/R7/ /CHz/q C/INR14 R4s5/=NR4g vnn rpynny
- CHoCON/R7/ /CHzlq C/INR14 R15=NR4g wWnu
rpynmy

-N/R7/CO/CHa/y CINR14 Rqs/ =NRqg Wnu
rpynny

- SOzN/R7/ /CHzlq C[NR14 R15]:NR16, B
kotopod Riyg ¥ Rys BmecTte obpaayioT
STUNEHOBYKD WNW TPUMETUMEHOBYIO TPYNMy W
R 45 obozHavaeT Bogopoa wnu /C4-Cy/ - ankun.

CoegnHeHWa copmynel /lf, B koTopelXx R
obosHaqaer kapbamounsHyo rpynny,
MOHO3aMeLLeHHYl0 Ha asoTe, NO3BONSAT
nonyyatb, nyteM peaxkuMn G NeHTaxnopuaom
chocchopa, 3ateM B3aMMOOEWCTBUAS C aMUHOM
HNR4 Rs, coeguHeHua copmynel /I/, B KOTOPLIX
R obosHauvaeT rpynny - C/NRy Rs/=N-Rg.

AMUWHOKMCHOTE  popmynbl /lIl/  BKNKOYaOT,

Hanpumep, FIWLKH, anaHuH, NernH,
HOPMNEeRLNH, M30NerLUnH, BarnwH, 1 -
afjaMaHTUOrMUUKMH, 2 -  afaMaHTUNrNULKH,

LUKNONPONUArMULAH, LMKNONEHTUMINALMH,
LWKMOTEKCUNIIULAH,  LUKIOrenTUnrnumH, 1 -
aMuHoLMKnonponaHkapboHoByo  Knenoty, 1 -
aMmuHouuknobytaHkapboHoBye  kucnoty, 1 -
aMUHoLMKNoneHTaHkapOboHoBYD  kMCnoTy, 1 -
aMUHOUWKNOrekcaHkapboHOBYD  KWCMOTY,
1-aMUHOLMKNOrenTaHkapboHOBYID  KUCNOTY,
1-aMMHO-4-MeTUNLUMINKorekcaHKkapOoHOBYHO
KMCNOTY, 2-aMUHOajamMaHTaH-2-kapboHoBYIO
KUCIOTY,
2-aMUHOBNUMKNO/3.2.1/oKTaH-2-kapboHOBYIO
KUCIOTY,
S-amuHoBbMLUKnKNo/3.3.1/HoHaH-9-kapboHoBYIO
KWCnoTy,
2-amMuHObULKnKNo/2 2 1/-renTaH-2-kapboHoB 0
KMCroTy {nnM 2-amrwHoHopOopHaH-2-kapboHOBYHO
KMCMOTY].

AMUHOKMCHOTHI chopmynel /II/ npeactaeBnaoT
cobol ToproBble NPOOYKTL WMNKA MOMYT 6biTb
OYeHb  Nerke  nomyydeHsl KNacCUYecKMMHK
cnocobamn. OcobeHHo He uWMelolecs B
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npodaxe  amuHokucnotel  cpopmynsl I/
nonyyaloT corMmacHoO CcWHTesy Strecker, Ann.
1850, 75, 27, wnn COMMacHO CUHTEe3y
H.T.Bucherer w pgp., JPract. Chem. 1934,
141, 5; ¢ nocnegylolWMm rMgpornMqaoM  Ans
nonyyeHns aMUHOKWCIOT,; Hanpumep,
2-amMnoHagamaHTaH-2-kapboHOBYIO  KMCMOTY
nonydvatoT cornacHo H.T.Nagasawa W gp. J.
Med. Chem. 1973, 16 /7/, 823.

o~ AMUHO-1-a0aMaHTUMYKCYCHY 10
KACMOTY U - AMUHO-2-803aMaHTUNYKCYCHYIO
KMcnoTy nonydatoT cornacHo B.Gaspert u gp.
Croatica Chemica Acta, 1976, 48 /28/, 169 - 178.

2-AMWHOHOpOOopHaH-2-kapboHOBY  KMCMOTY
nonydvatoT cornacHo H.S8.Tager n ap., J.
Am.Chem. Soc., 1972, 94, 968.

o AMUHOUMKNOANKANKPaBoHOBEIE KUCMOTEI
nonyyakT cornacHo JW. Tsang wu gp., J.Med.
Chem., 1884, 27, 1663.

LnknoneHTnunrnnyuHel R 1 S koHdpurypaumm
nonyyakT cornacHO eBponercKol 3asBKke Ha
nateHT 477048.

R 1 8 UWKNOrekKUNrnUUMHLl  NonyYarT
cormacHo Rudman v gp., J. Am. Chem. Soc,
1952, 741, 551.

R 1 S LMKNorekcunrivuMHel Takke MOXHO
nonyyars nyTem KatanMTu4eckoro
rnagpupoBaHna R n S dheHunrmnymHoB.

o AMWUHOUMKNOANKUIKapOOHOBLIE KACNOTEI
IR - vnm /8] - KoHpurypauumn Ttakke MOHO
nonyyats nyTem hepMeHTaTUBHOM
cTepeocneldryecKkoro rmaponuaa
COOTBETCTBYRLWNMX paueMnYecKnx
N-aleTUNWpPOBaHHBIX MPOW3BOAHLIX COMMAacHoO
JHillw gp., J. Org. Chem. 1965, 1321.

CornacHo dopmynel /I/ 1 Mx conn obnagatoT
odeHb GoMblLKMM CPOACTBOM K YenOBEYEeCKUM
pelenTopam HeWpoTeH3uHa, B TecTax,
onucaHHelXx B nybnukauun D. Gully v gp.
UATUPOBAHHOA Bblle. B ocobeHHocTM, no
OTHOLUEHMWIO K 1-HadpTUNEHBIM "
4-xnop-1-HahTANbHbIM MPOU3BOAHLIM,
ONUCAaHHbLIM B eBponeickoMm nateHte 0477049,
Kotopele MMmeeT ICso paBHyo wnu Beiwe 100
HMOMb, COBOMHEHWs W30BpeTeHWs WMeloT
nokasatens 1Cgg  3HAYWTENEHO  MEHBLLWIA,
poxogAwknd ot 1 Hmone Ao 50 HMonb.
OcobeHHBIR MHTepec NpeAcTaBnaloT NPOayKTHI
chopmynel /l/, B KoTopoR T o6o3Ha4YaeT MeTun K
R obo3HavaeT aMUHOKapBOHUN,
amMuHokapboHUNIMeTWN, aueTamMugorpynmny,
N-meTun-N-/3-N,N-gumeTrnamuHon ponunn/-amuH
ocynbOHMN, kKapGamounmeToKkeurpynny,
N-/3-N',
N'-gnmeTrnaMuHonNponun/-aMmHoOKapGoHUn,
N-/2-N',
N'-gnameTUNamuHOITUN/-aMUHOKapOoHUn. 3TH
coeqMHeHWs, cnefoeaTensHo, daxe ©Gonee
aKTWBHbI, YemM SR 48892, 4TO HEOXWOAHHO, ecnu
obpalaTc K aKTUBHOCTM  OMUCAHHBLIX B
E£BPONernCcCKom nareHre 0477049
1-HadpTMNNMpason-3-kapbokcamnaos.

CoeguMHeHua dopMynbl I/ XM KMX conu
nccnefosany WH BMBO. [locTynas cormacHo
cnocofy, onucaHHomy M.Poncelet v gp., B
Naunyn Schmiedberg's Arch. Pharmacol.
1994, 60, 349 - 357, HabnwpgaloT, dTO
coefMHEeHWs cornacHo W3oBpeTeHWo, BBOAUMEIE
OopanbHO, aHTaroHM3WPYT KOHTpanaTepansHbe
poTauuK, Bhbi3blBAeMble  WMHTpacTpuatanbHON
OOHOCTOPOHHER WHBbeKuWeld HeRpoTeHsnHa B
cryqae MbILLK.

Kpome toro, patotas cornacHo cnocoby,
onucaHHoMy D.Nisato u pgp., Life Aciences
1994, 54, 7, 95-100, «KoHcTatupylor, uTO
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coeMHEHNS COMAacHo  M306peTeHnio,
BBE[EHHLIE BHYTPUBEHHO, MHMUBUpPYIOT
NOBLILEHWE  apTepuancHoro  OaBMeHWs,
Bbi3biBAEMOE BHYTPUBEHHOI UHBEKLMET

HelpoTeH3WHa B oflyYyae aHecTe3WpOBaHHON
MOPCKOW CBUHKW.

CoeguMHeHWsl, ONWCAHHEIE B eBPONerCKoM
nateHte 0477049, B aTUX TecTax NpOSABMAKT
aKTMBHOCTb  HUXe  TaKkoBOW  coeanHeHWiA
COMMacHoO HacToAlemy M306pETEHIMO.

CoegMHeHWa  copmynel I/ »n KX
chapmMaLeBTU-ecKkr npvemMnemMble conu
ManoTOKCWUHEl, B Y4acTHOCTWM, WX oOcTpas
TOKCHYHOCTL COBMECTUMA C MX MCMOMb3oBaHUEM
B KaJyecTBe  MeKapPCTREHHOro  cpedcTBa.
Mnekonutatowmm  BBCAAT  adhheKTUBHOE
KONMUYeCTBO coednHeHna chopmyn /17 nnv ogHoR
W3 chapmMaLleBTUIecKU NpUeMnemMelx conen, ans
NevyeHWa 3aBUCALLUMX OT HeRpoTeHpauHa
natonoriid. Tak, BbllleyKasaHHble COoefMHEHWS
MOryT ObiTb WMCNOMbL3OBaHbl AN NeYeHWUs
HeAPONCUXNATPUHECKMX PAaCCTPORCTB, B
ocoBeHHOCTH  TakuX, KOTOpble CBA3aHbl C
ANCHYHKLMOHUPOBAHMEM  LOMNaMUHEePTUYeCcKUxX

CUCTEM,  Hanpumep, MNCUXO30B, OCOBEHHO
ln3odpeHn, 1 3aboneBaHWid, CBA3AHHbLIX C
HapyLeHUeM KoopauHaLum ABWKEHWA,

HanpumMmep GonesHn MNapkuHcoHa [D.R.Handrich n
Ap. , Brain Research, 1982, 231, 216-221, w»
C.B. Nemeroff, Biological Psychiatzy, 1980,
15 /28, 283-302].

OHM  MoryT  6bITe  NpUrogHsl  Ans
ANArHOCUMPOBAHUA WKW MeYeHUs pakoBbIX
3aboneBaHui, Hanpumep, XUPYPrindeckin
HegOoCTYMHbIX YenoBeYecKnx MEHWHITOM
[B.Mailleux, Peptides, 1990, 11, 1245-1253],
HEeKOTOPLIX BWOOB paka npoctartel [|.Sehgal n
ap. Proc. Nat. Acad. Sci. 1894, 91,
4673-4877], paka nerkmx B Manblix knetkax [T.
Sethi u gp., Cancer Res. 1991, 51, 3621 -
3623]. X MOXHO NPUMEeHSTb And NeJdeHus
MOTOPHbIX, CEKPEKTOPHLIX, A3BEHHbIX W/WMNK
ONYXOneBkLIX HAPYLWEHWA XenyLoYHO-KMLWEYHOro
Tpakta [OBaop A.Shulkes B "Gut Peptides:
Biochemistry and Physiclogy. n3g. J. Waish n
G.J. Dockray, 1994"]. Takum obpasom,

coefnHeHns chopmynbl 1! COrNacHo
naobpeTeHnio MOryT ©blTb  MpUrogHel  Ans
neveHna TaKKx 3aboneraHun, Kak:

pPa3apaXMTENbHBIA CUHAPOM CDOAOHMHOR KULLIKK,
nwapes, KOMWTBI,  A3BbI,  OMyXomnu
HeNnyaodHO-KWLLEYHOro  TpakTa, Aucnencus,
naHkpeaTWT, 93odarnT. CoegMHEHWA COMMacHo
M306peTeHno MoryT ObiTe NoKaaaHsl B cnyvae
cepaeyYHO-COCYANCTLIX HapyLUeHWA, 1 TakKke B
cnyyae naTonorMid, CBA3aHHLIX C BblAENSHUEM
rMcTaMWHa,  TaKUX  KaKk  BOCManuTeneHble
npoueccol {D.E. Cochrane n gp. Faseb. J. |
1994, 8, 7, 1195} . CoeagnHeHns HacToALlero
n3obpeTeHns TalKke MOryT npeacTaBnATb
wHTepec B ofnactu aHanereanu, [elcTByio
Hanogobue adhexta MopduHa [M.O. Urban, J.
Pharm. Exp. Ther. 1993, 265, 2, 580-586].

Takvm obpasom, nNpegMeTcMm HacTOALLEro
n3obpeTeHuns, aenawTca dapMaleBTHYeckn
KOMMO3MLKK, copepxalive B kavecTBe
AeAcTByIOWMX Havan coeguHeHus dopmyn /17
wnv - WMx  dhapmaueBTUYeckM  NpUeMnemsle
BO3MOMHbIE COMK.

B dhapmaueBTUYECKUX  KOMNO3ULMAX
HacToALEero M30bpeTeHWa Ond opankHero,
NOAbA3LIMHOMO, MOAKOMKHOMO, BHYTPUMbILLEYHOTO,
BHYTPUBEHHOTO, YPECKOKHOMO MM peKTansHoro
BBEASHWS [OSACTBYIOILME Havana MOXHO
BBOAUTL KWBOTHEIM W MIOOAM B €AWHUYHBIX
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[o3ax npuema, B BWAE CMECU WKW BMECTe C
Knaccu4eckMMK dpapmaleBTUIECKAMI
HocuTendaMu. COOTBETCTBYIOLME EOWHUYHLIE
hOpMbl  BBEAEHWSA BKIMKOYAKOT NepopantHble
thopMbl, TakMe Kak TabnetkW, xenatuHoBbIe
Kancynel ¢ NekapcTBOM, MNOPOLWKA, TpaHyns W
oparnkbHele pacTBopkl s CYCMNEH3MMK,
nogbfAablMHblE W Yepesd poT, NCAKOXHbIE,
BHYTPUMbILLIEYHBIE WM BHYTPUBEHHLIE DOPMbI
BBedeHNA WM peKTalnbHble C,")OprI BBegeHWA.

Ong OOCTUMXKEHWSA XKenaTenbHOro addhekra,
[o3a JefcTBYIOWErc Havana MoXeT M3MEHATLCH
B npegenax 0,5-1000 Mr B OeHb,
npegnoyTUTENnbHO 2-500 Mr.

Kaxgaa eduHWYHAa 003a MOXKET cogepxaTth
0,5-250 M OeAcTByIOWeEro Hauna,
npegnodtuTensHo 1-125 mr, B KomBuHauuKM ¢
apmaueBTUIeCKUM HocuTeneM. JTa yHuTapHas
0033 MOXeT BBoAMTbCA 1-4 pasa B AeHb.

Koroa roTOBAT TBEpAyw KOMNO3ULUKD B
thopme TabneTtok, TO OelcTBylolWee Hadano
cmellBaloT c chapmaueBTUYECKUM
FKCLUMMEHTOM, TAKMM Kak KernaTuHa, Kpaxmar,
Nakro3a, cteapar MarHWs, Tansk, rymmuapabui,
WNK aHanorWyHele BellecTra. TabneTkM MOXHO
NoKpbIBaTh caxapo3oin nnu Apyrmmu
COOTBETCTBYIOLWMMK MaTepUanaMi UM MOXHO
nx obpabatbiBats TakMm 06pasoM, YTODLI CHU
obnagann NPONOHIMPOBAHHOR WM
3amMeneHHOW aKTUBHOCTLD WM BLICBOOOKIANM,
HenpepLIBHO, 3a/laHHOM KOMUHEeCTBO
OeWcTeytoWwero Hadvana.

MpenapaT B BWOe XeMaTWHOBLIX Kancyn c
NeKapcTBOM  NOMyYakoT  MNYTEM  CMELUeHUs
OencTeylero Hayana ¢ pasbasvTenem U nytem
BBELEHWA MOMYyYEeHHONW CMEeCn B MATKME Win
TBepable KenaTMHOBLIE kancybl.

MNpenapat B chopme chpona WK 3nuKcupa
MOXET CcOdepXaTb [JelcTeylollee  Haqano
BMecCTe ¢ noAcnawBaoWwmnmM, NpeanoyTuTensHo
HeKanopWiAHLIM, BellecTBOM, MeTunnapabeHom
1 nponunnapabeHoM B Ka4YeCTBE aHTUCENTUKOB,
TaKKe Kak c areHToMm, npvaaroLLmnm
COOTBETCTBYIOLLUMA BKYC W LBET.

AucneprvpyemMele B BOAE T[paHynsl  WUnu
NOPOLWKK  MOMYT cofepkaTe [OeHrcTeylolee
Ha4Yano B CMecW B gucnepratopamy  Unu
CMauMBaTENnaMM  WNKU  CYCNeHAMPYHOLWMMA
areHTamu, TakMMu Kak NonuBMHUNNMPPONUOOH KU
nogobHele BellecTBa, TOMHO TaK XKe, Kak ¢
noacnalMearLLmMimA BellecTBaMm nunu
YNyyWaWUMA BKYC BellecTBaMn.

Ang pekransHoOro BeeAeHWd npuberaT K
cBevaM, KOTOpble MOoNyyaloT CO CBA3YLWMMMU,
nnaBAWLMMWCA NpK pekTansHoW TemnepaType,
HanpumMep, c macrnom Kakao nnn
NOMMITUMNEHTTIMKONEM.

[ng napeHTepansHOro BeASHUS UCMONb3YT
BOOHbIE CYCMNEH3WKW, W3OTOHWYECKME Ccornesble
pacTBopbl WNW CTEepPUNbHEIE pacTBOpPLl AnA
WHBEKUWIA, KOTOpble cofepxar aucneprartops
wunu cMavMBaTenu, KoTOpbLIe
hapMakonorMyeck COBMECTMMBI, HanpuMmep,
KaK NOMW3TUNEHITIMKCIL UK Y TUNEHITIMKOIb.

HeRcTeylollee Hayano Takke MoxeT 6biTb
cchopMynupoBaHo B QOpPME MWUKpOKancyrn, B
crny4ae  HeoOXCOMMOCTM G OOHMM  WIK
HeCKONMbKMMK HOCUTendAmMKn WK ,CI,OGaBKaMM.

Ang ynydweHna pacTBOPUMOCTM MPOLYKTOB
n3obperteHns, coeguHeHUa copmynsl /I nnu mux
hapmaLeBTUYECcKM MNpUeMnemMble conMu TakKe
MOMYT HaxoOWTbCA B BWMOE KOMMINEKCOB C
LUKNOOEKCT PUHAMMN.

B onucaHun U B NpUMepax WCNonb3ayTes
crnegytowmne cokpaweHmus: MeOH = meTaHon,
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EtOH = srtanon, scup = OM3TUNOBLIA ScUp;
U30-sbup = guusonponunoBelid adpup, AcOEL =
atunayetat; MeCN = auetoHutpun; OXM =
amxnopmertad; AM® = gumetundomammng,
OAMCO = gumetuncynecbokemg, TMd =
TeTparngpodypaH, HCl = congHad kucnora,
AcOH = ykeycHaa kuenora;, ToK =
TpUpTOPYKCKYCHadA kucnoTa; HoSO4 = cepHad
kucnota, NaOH = rugpokeng Hatpug, KOH =
Mmapokcwg kanma, NH 4OH = aMmuak,
Na 2S04 = cynehaT HaTpus; P20O5 - pocdopHbIi
aHrmapua, Me, MeO = metun, metokeum, Et =
3TWN, T.MM. = Temneparypa nnaenexHus, TK =
KOMHaTHAA Temneparypa, Ccunukarens =
cunukarens 50 H, BbINyckaeMblid B npodamy
tbupmon MER CK /HapmwTaat/,

AMP = aaepHbIA MarHUTHBIA pPe3oHaHC;

C. = CWHIMET, C.lU. = YLWPEHHbLIA CUHIMET,
4. = gybnert, T. = Tpunner,

K. = KBadpynner, KT. = KBUMHTYNMNET, M. =
MACCKB, MT. - MyNbTUMNET,

MpurotoeneHune 1

HaTpuesasn comnb
(MeTun)-4-/2,6-guMeToKcudeHnn/-4-okeugo-2-
OKCOBYT-3-eHoaTa

Pacteop 100 r 2,68-aMMmeTtokcradetodeHoHa
M 7,5 Mn sTUnNokcanata B 520 mn 6eapogHoro
MeTaHona MedneHHo JoBaBNdAlT K pacTBopy
MeTunara HaTpus, NpUroToBNeHHoMy mna 12,7 1
HaTpus KU 285 Mmn GeasogHoro MmertaHona. B
TEYEHWEe 7 4acoB KUNATAT ¢ obpaTHbIM
XONOOUNBHUKOM W OCTaBMAOT Ha HOouYb Mpu
KOMHaTHOM Temnepartype. PeakyuoHHYO CMeCh
BbINMUBAKOT B 2 N U30-3¢hvpa 1 NepemMellnBaloT B
TeueHWe 15 MUHyYT. onyyaloT uenesol NpoayKT
nyTem OTOWNBETOBLIBAHKA, NPOMbIBKIA
n30-2hUPOM K BLICYLIMBAHWA B Bakyyme. Macca
=120r.

T.nn. = 178°C,

[MpuroToBneHWe rnapasvHoB QOpMynbl 3:

MpurotoBnexwe 2.1.:
1-ImgpasnHo-4-HuTpoHad TannH-xnopruapaT

K oxnaxpgeHHor Jo -5°C cycneHsum 52 r
4-HKTpO-1-HadbTUNammHa B 160 MI
KOHUeHTpupoBaHHoi HCI, 100 mn 1H. HCI 1 150
Mn

YKCYCHOWM KncnoTel, AobaenawT pacteop 1,91
HUTpKUTa HaTpMa B 10 mn Bodebl. OcTaBnawoT Ha 1
4 15 MUHYT npW  nepemMellnBaHuK, Mpw
TeMmnepatype oT -5°C go 0°C. OxnaxgawTt Ao
-15°C 1 ovyeHb MeaneHHo A00AaBNSOT pacTBoOp
12,5 1 aurngpata xnopwaa oncea - /llf B 30
MN  KOHUeHTpupoBaHHel HCI.  OctaengawoT
TeMnepartypy nNOAHUMATBLCS A0 KOMHATHOW W
BblAepKuMBaT 2,5 vYaca npu nepemellnBaHnn.
PeakunoHHylo  cpefy  QUNBTRPYIOT,  3aTem
TBEp4OE BeLEeCTBO ocaxaakwT BOAOW W CHoBa
oThuneTpoBLIBAKOT. [Monyyator 5,9 r uenesoro
npoayKra.

[MpuroToBneHne 2.2:
4-LlnaHo-1-rugpasvmHoHad TanuH

K oxnaxgeHHoMy o 0°C pacTteBopy 8,35 1
4-ynaHo-1-HacptunammHa B 180 mn 1 H. HCI
nobasnawt pacteop 4,09 r HATpUTa Hatpusa B 30
mn  Bogbl.  OCTaBNAKT  CTOATE  NPK
nepemMelLMBaHyM B TeveHWe 1 yaca 15 MUHYT
npuv 0°C. Oxnaxpator go -10°C n MeaneHHo
Aobaenatt pacteop 41,75 r gurmapara xnopuia
onoea - /llIf B 42 MmN KOHUEHTpUpoBaHHOK HCI.
MepemewmBaoTr B TedeHWe 1 4vaca, npudem
Temnepartypa noBLIWAeTCd 40 KOMHaTHOR.
PeakunoHHyto cmeck  uneTpyoT.  OcTaTtok
cycneHgvpywT B Boge WU gobaenawt 20 mMn
KOHUEHTPUPROBAHHOIO pacTeopa NaOH.
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Monyvatot LeneBsomn NpPoayKT [nocne
OTPUNBTPOBLIBAHUA, MPOMbIBKKM BOOOW, 3atem
BbICYLLWBAKT B Bakyyme] . Macca = 8,6 r.

MpurotoBneHne 2.3: XnoprugpaTt
4-rngpasrHoHadTanuH-1-cynbdoKNCNoThI
K CYCNEH3uKn 22,33 r

4-amuHoHadTanunH-1-cynedoknenoTel B 125 mMn
Bodbl gobaenaoT 4 r NaOH. Cveck oxnaxgarwT
00 0°C 1 poGaensiioT 2 M KOHLEHTPUPCBAHHOIO
pacTeopa NaOH, 3atem 7,5 r HATpUTa HaTpuUsA W
125 r neja  Ang  noaaepXuBaHuAa
Temnepartypsbl Ooc, Taknm obpazom
NOMYYEHHYIO CYCMEH3MK0 BbINMBAKOT B 75 MmN
KOHUeHTpupoBaHHOW  HCI, npeaBapuTensHO
oxnaxagHHoW o 0°C, W ocTaBnsAloT Ha 2 vaca
15 MUHYT npW nepemMelnBaHiA nNpyu  STOW
Temneparype. PeakyWoHHYIO CMeChb MeLreHHO
nobaenawT K pacTeopy 55 r gurkuapara xnopuaa
onosa -/lIf 8 50 Mn KoHUgHTpHpoBaHHOA HCIl 1
25 BoAbl, NpedBapUTENEHO OXNaxgeHHOMY 00
-10°C. CnycTsl HOYL MonNyYaloT LeneBoR NpoayKT
nyTem OTMhUNLTPOBLIBAHUA, MNPOMBIBKM 1 H.
pactBopom HCI u Bogol.

Macca = 23,96 T.

MpuroToBneHne 2.4. XnoprugpaTt
4-ruapasnmHoHadTanuH-1-ykCyCcHOW  KMCNOTbI.

A/ Xnoprugpat
4-aMUHOHADTANWH-1-YKCYCHOW  KUCNOTbI

310 coefvHeHWe nonyyawT no cnocedy,
onucaHHomy Y. Ogata u coTp., J. Org. Chem.
1951, 16, 1588.

B/, Xnoprugpar
4-ruapasMHoHadTannH-1-yKCyCHOW  KMCNOThI

Mpu  -5°C, 3,18 T NOMyYyeHHoro B
npedblaylweid ctagum coeMHeHUs CMELLMBAIOT C
30 MN  KoHUeHTpuposaHHoAW HClI M 30 mn
YKCYCHOW KMCMOThI. BeICTpo gobaensaT pacTeop
1 r HATpaTa HaTprd B 15 Mn BoObI M OCTaBNAKT
Ha 2 yaca npW nNepemewnsBaHu  nNpu
TeMnepatype oT -5°C pgo +4°C. 3artem
aotaenawT pacTeop 14,2 r gurnaparta xnopyvaa
onoea -/Ilf 8 19 Mn koHUeHTpKpoBaHHOKA HCI K
octasngdlT Ha 30 MWHYT NpW nNepeMellnBaHun
npwr 0°C. OcTaensAlT TeMNepaTypy NOBLILLATLCH
0O KOMHATHOW W NepeMeLlnBaloT B TeYeHue 1
Jaca. PeakymMoHHy0 CMeCb CTMWIETPOBLIBAKIT KU
cobpaHHble  KpucTannbl  nNepeMellvBaldT B
TedeHve 1 vaca B MeCN. lMonyqawT UeneBoi
NpCayKT [nocne oTdunesTpoBeiBaHKWA]. Macca =
20,4 r. T.nn. = 180°C.

MpurotosneHue 2.5 Xnoprugpat
4-ruapasnHoHadTanuH-1-kapboHOBOR  KMCNOThI

A/. MeTaHcynbdoHaTt
4-amuHoHadTanuH-1-kapboHOBOR  KACNOThI

K oxnaxgeHHomy fAo -15°C pacteopy 5 r
4-Bpom-1-HadpTnammHa B 90 Mn adwmpa, B
atMocdepe aproHa, gotaenswr 2,8 mn 1,6 M
pacTBopa  H-OyTUMNWTUMA B rekcaHe U
nepemelLMBaloT B TedeHwe 1 4vaca npu -15°C.
3arem nobasngor pacTteop 5 r
1,2-Ouc-/xnopgumetuncunun/-ataHa B 50 mn
athupa, NnepeMelLrMBaloT B TedeHue 30 MUHYT npu
-10°C © ocTaBnsawT TeMnepaTypy NOBLILLATLCA
no KoMHaTHol. OxnaxnaawT Ao -5°C, nobasnaioT
15 Mn 1,6 M pacTteopa H-6YTUNNUTKA B rekcaHe
W NepemelUMBaloT B TedeHWe 1 vaca npu 0°C.
3aTeM B pPeakLUUOHHYIO CMech MponyckalT nyTem
BapboTnpoBaHa TOK AMOKCMAA yrnepoda, B
TEeYeHWe 2-X YacoB U npu Temnepatype 0-5°C.
Mocne aTOro noGarnawoT 2,86 Mn
XNopTpUMEeTUNCKMNaHa 1 ocTaBnAT Ha 30 MUHYT
npy nepemellnBaHuM. 3atem nobasnawT Boay,
AKCTPArMPYT  STUNAUSTaTOM, OpPraHUYecKyHo
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chaszy ocywar Hag cynbatoMm Hatpua W
pacTBopWUTENb BbiNApMBalT B BaKyyme.

OcTaToK pacTBOPAKOT B aueToHe, AobaBngaT
1,46 M METaHCYMB(OKNUCNOTH,
obpa3oBaBWWACA ©CagoK OTCacblBaloT W
npomblBawdT  ero  ascoupom. [Monyyawt 4 1
LeneBoro npoaykra. T.nn. = 180°C
/paznoxeHue/.

OTO CoefMHEeHKMe TakKe nonydawT, cnegys
HWKEOMWCAHHOR MeToauke.

AT 4-AMUHOHaMTanWH-1-kapboHoBas
KMcnoTa

Cmeck 32 1 4-uuaHo-1-HadbtunammnHa B 400
mn 50%-Horo BofdHoro pactesopa KOH kunaTar ¢
OBpaTHLIM  XONOAWEHUKOM B TEYEHME HOYW.
Mocne oxnaxgeHWs B pPeakUuMOHHYH CMECb
Aobaenawt 800 MmN BOALl U OTOWUNETPOBLIBAKOT
HepacTBOPUMYKD 4YacTb. $UnbTpaT OXnaxgarT
oo +5°C n nopkmcnswoT po pH 5 3a cuer
nobaBneHuns KOHLEHTPUPOBaHHOMK HCI.
O6pasoBaBLlLUWACA ocafoK OTCAckIBAKOT W Nnocne
BbiCyLLMBAHMA nonyyawTt 35 1 uenesoro
npoaykTa.

OTO CoefMHEeHKMe TakKe nonydawT, cnegys
ABYM CTaaWaM HmKeonucaHHoro cnocoba:

A" 4-HutpoHadTanuH-1-kapboHoBas
KMcnoTa

OTO coenHeHue nony-aoT cornacHo J. Am.
Chem. Soc., 1929, 51, 1831 - 1836, ucxoas na
aHrnapuaa 4-HuTpo-1,8-HadTanMHoBOK
KMCNOTEI.

B"/. Xnoprugpar
4-amrHoHadTanuH-1-kapboHOBOR  KWCNOTHI

B annapate lNappa, nog gaeneHuem 8 6Gap,
rTMOPUPYIOT cMeck 35 © nonyyeHHore B crajuy
A'"l. coegmHenwa, 1 n metaHona, 200 mn MO w
B MPWUCYTCTBUAWM HWkens PeHed ® Cnycra 4
Jaca, Karanuaatop  OTOUNBTPOBLIBAKOT W
huneTpaT BLIMApPWUBAKT B Bakyyme. OcCTaTOK
obpabaTbiBaloT BOAOW, OCTABNAT HA HOYbL MPK
nepemelLMBaHUKM K ocadok oTcackiBawT. Ocanok
pacTBOPAKT B HACLILEHHOM  pacTBope
XnopoBodopecaa B MeTtaHorne 1 AoBaBnsaoT sgup
BMMOTE A0 ccaxdeHwA. locne oTcackieaHus,
3aTeM BbICyLUMBAHWA, nonyyaT 21,4 r ueneBoro
npoaykra.

OTO COoeAMHEHWE TaKKe NonyqalwT crnegys
TPeM CTaAMsM HUKeonwncaHHoro cnocoba:

A"
N-TpeT-ByTokcukaptoHun-4-6pom-1-HadhTUnamu
H

Cmece 5 1 4-6pom-1-HadbTunamuHa, 6.4 r
an-Tpet-Oytunankapborata B8 120 mn  Tper.
-6yTaHona B TedeHwe 20 4acoB KMNATAT C
ofpaTHbIM  XONOoOWBHUKOM.  PeakuWoHHY
cMech BbinvealoT B 250 mn Boawl, oTcackiBaOT
obpaasoBaBlWIKACA 0CaOoK U NPOMLIBAKOT BOAOH.
Ocafgok pacTBopAwT B AXM, opraHUYeckyw
thaszy cywar Hag cynedartoMm Hatpua W

pacTBOpWUTENb  BbLINAPWBAT B BaKyyMe.
MonyyawT 6,9 © Ueneeoro npogykra. T.nn. =
134 oc

B".

4-tpeT-ByToKkcukapboHnnamuHoHadTun-1-kapbo
HoBas KWcnoTa

K oxnaxgeHHoMy do -10°C pacteBopy 5 1
nonyyYeHHoro B npeablayLe cTagun
coegnHeHmna B 100 mn adupa, B atmocdepe
azoTa, gobasnsawT 21,3 mn 1,6 M pacTBopa
H-OyTUNNUTKUA B rekcaHe, U nepeMeLIMBalnT B
TedeHe 1,5 vacoe npu 0°C. OxnaxgawoT Ao

-10°C 1 B peakuMoHHYI0 CMECh NpoMycKaloT
nytem GapboHMpoBaHMA  TOK  AMokcKaa
yrmepoga, B TedeHue 15 wMuHyT.  3atem
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pobaenawt 250 mn Bogbl, W, NOCNE AeKaHTaLuK,
BOOHYIO hasy nNpoMelBAOT 9chUpoM. BogHyio
chazy nogrucnawTt go pH 6 nytem gobaeneHud
YKCYCHOW KWCMOTLI, SKCTParvpyroT ¢ NOMOLLBIO
OXM, opraHuyeckywo chaszy cywar Hapg
cyNbhatoM  HaTpPWUA W pacTBOPUTENb
BeiNnapuveawoT B Bakyyme. [lonydawtr 2,7 1
LeneBoro npogykra. T.nn. =214 °C.

B"/. MeTaHcynecpoHar
4-aMUHOHADTaNWH-1-KapOOHOBON  KWCNOThI

K cycneHzum 7 r nony4YeHHoro B npedblayLlien
ctaguk coeguHeHws B 70 mn OXM, npwu
KOMHaTHOMR Temnepartype, npUKanLIBaT
pacTteop 15,8 Mn MeTtaHcynbgokumenotsl B 50
mn OXM. Mocne nepeMellnBaHKA B TedYeHne 45
MWHYT  NpPW  KOMHATHOW  Temnepartype, K
peakyMoHHOR cmeck gobasnawTt 150 mn adupa
1 cBpasoraBLUMIACA OCAfOK OTcackIBakT. [locne
NPCMbIBKM ©cagka 3dupoM 1 BbICYLLMBAHWUA
nonyyawt 6,5 r uenesoro npogykra. T.nn. =
196 °¢ jpasnoxeHvel.

b/, Xnoprugpar
A-rngpasvHoHadTanuH-1-kapboHOBOW  KUCMOTLI

Mpwn 0°C, 2.4 r xneprugpara
4-amuHOHadTanNuH-1-kKapbOHOBOR  KACNOThI
cmelmeaoT ¢ 80 Mn KoHUeHTpupoeaHHoR HCI.
DobapnawT pacTeop 0,89 I HATpWTa HaTpusa B 19
MIT BOABl W NepemelureaioT 2 JYaca npu 2-3°C.
OxnaxpgatoT Ao -10°C 1 megneHHo goBasBnawT
pacTeop 9,7 r gvragpata xnopwpa onosa -1/
B 90 mn KoHUeHTpuporaHHOW HCI. OctaenawT
TeMneparypy noBbllLaTtbCA 00 KOMHATHOA 1K
BblgepunBaoT 30 MUHYT NpU nepemellUBaHnK.
Ho6aenatwTt 200 mn Bogbl, ocTaenAwT Ha 30
MAHYT NpY  NEPEMELLUNBAHMM W OTCACHLIBAKOT
obpaaosaBlleecs TBepAoe BellecTBC. Teepdoe
BellecTeO 06pabaTeirakdT ¢ nomouws MeCN,
OTCachLIBalOT, NpPOMbIBAIOT 3hmpom "
BblcywBatoT.  [lonydaor 2,2 Uenesoro
npoaykta, T.nn. = 190°C.

MpuroToBneHne 2.6: XnoprugpaTt
4-rngpasunHo-1,8-HadbTanumnga
AJ. Kanveeas conb

4-cynepo-1,8-HabTanmuaa

B TeyeHve 2-x wvacoB npu B0-70°C
nepeMeLLnBadT cMmeck 25 1 KanueBoW conu
aHrnapuaa 4-cynbgo-1,8-HadhTanvHOBOR
knenoTel M 300 mn BogHoro 30%-Horo pacTeopa
aMmmnaka. CnycTa HOYb CTOAHUA NPKU KOMHATHOR
Temneparype, OTcachbiBaloT BbINABLUWA 0cajok,
NPOMbIBAKOT  €ro  BOAOW, 3arTeM  STaHOMNOM.
Monyvawtr 21 I UeneBOro  Npoaykra.
T.nn. > 300°C.

B/, Xnoprugpar
4-rngpasun-1,8-HadbTanvumnga

B TeueHwe 4-x gHel npu 80°C HarpesaioT
CMechb 7 T NonyyeHHoro B npedsbigyllen ctagmun
coeqnHeHns, 3,5 Mn rugpa3vH-MoHornapaTa M
100 MmN Bogbl. [Nocne oxnaxaeHWsa NogKUcnaoT
o pH 1 3a cyer gobaerneHud 1 H. pacTeopa
HCI, oTcacsiRaloT BeiNABLWMA ocafok. [NonyyaroT,
nocne nopowKoBaHWA B CMEecKM ISTaHona ¢
achupOoM, 2aTemM OTcacblBatoT, LeNeBod NpogyKT
B KonuyecTee 3,5 . T.nn. = 278°C.

MpurotoBneHwne 2.7:
N-AMWHO-4-rngpasnHo-1,8-HahTanumMug
fcoeanHeHne 5/

B teueHue 1,5 gHelt npu 120°C HarpesaioT
CMeCh 25 r KanneBor conu
4-cynecho-1,8-HacbTannHoBoro anrngprda U 50
MIN ruapasmH-moHornapara. Nocne oxnaxaeHus
K peakuynmoHHOW cmMeck pobaenawT Bogy,
OTCachIBAIOT BhINABWWA 0CaaoK U BhICYLUMBAOT
ero. Mony4atoT 15,7 r uenesoro NpoaykTa.
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MpUroToBnNeHWE CrNOXHLIX 3PUPOB HOPMYIN
Mal, fl'al v f11"al.

[MpuroToBneHne 3.1:

CrOXHBIRA METWUNOBLIA achup
5-/12,6-gumeTokcudennn/-1-/4-HuTpoHadpT-1-
un/-nupason-3-kapboHOBOK  KUCMNOThI

[Popmyna /ll'a"s R' = NOs; T = meTtwnn).

B tedeHne 5,5 yacoB KMNATAT ¢ o6paTHLIM
XonoguneHWKoM cmMeck 10 T nonyyYeHHoro B
MpurotoBneHmn 2.1 coeguHenunsa, 13,5 r
nonyyeHHoro B MNpurotoBneHMK 1 coegnHeHUs K
200 Mn YKCYCHOM KUCMOTHI. MNocne
OTOUNBTPOBEIBAHUE  HEPaCTBOPUMOA  4acTh
huneTpaT BbINKMBAKT B 2 N CMECK BOAbl GO
negoM. OThUNLETPOBLIBAKT 0Opa3oBaBlLUKcA
0cafok W NepemMellnBatoT aToT nocneaHuid B 300
Mn naoacdupa. Monyvator, nocne
OTUNBLTPOBEIBAHMA, 14,8 T LeneBoro Nnpoaykra.
T.nn. =180°C.

MpurotoBneHne 3.2

CrOXHEIR MEeTUNOBLIA acpup
1-f4-unaHoHadpT-1-Un/-5-
/2,6-gumeTokcudpeHun/-nupason-3-kapboHoB O
KUCMOTEI

[chopmyna /llaf, R = CN, T = meTun]

B TeueHue 5 vacoB 15 MWHYT KMNATAT C
oBpaTHLIM ~ XONOAWNEHWKOM  omeck 8,6 T
nony4eHHoro B [puroToBneHun 2.2 coefWHEeHKs,
13,5 r nonydyenHoro B [puroToBneHWM 1
coefnHeHMa 1 85 Mn YKCYCHOR KMcnoTsl. CnycTa
HOUb  BHIOEPXKMBAHMA  NPWU  KOMHATHOWR
Temneparype, peakuMoHHY CMeCh BbINMMBAIOT B
CMeCb BOAbI CO nbaoM. OTHOUNBTPOBLIBAKOT
obpasoBaBlWIKACA ©OCALOK W NPOMLIBAKOT €ro
BOOOW. XpomaTtorpachupyrT Ha  AMoKcuae
KpemHua, anonpya AXM, satem cmeckio XM
[98: 2 no obbemy]. MNMonyyatoT 5,38 r Uenescro
npogykta. T. nn. = 185°C.

[MpuroToeneHne 3.3.

CrOXHBIRA METUNOBLIA achup
5-/12,6-gpumeToKCcUeHnn/-1-/4-cynboHadT-
1-un/-nupaszon-3-kapboHOBOKW KACNOTHI

[hopmyna /ll'a/, R' = SO3H, T = meTtun]

B TedeHne 2-x 4acoB KMNATAT C oBpaTHbLIM
XONOOWNBEHWKOM CMeck 228 T MNonyuyeHHoro B
MpurotoBneHnn 2.3 coeuHeHus, 21,65 r1
nonyvyeHHoro B MNMpurotoBneHUK 1 coegnHeHus K1
150 Mn yKCyCHCH KMcnoTel. [locne oxnaxaeHWA
pPeakLMOHHYIO0 CMEChb BbIIMBAKOT B CMECH BOAbI
co NbAoM, [ OTPUNBETPOBLIBAKOT
obpazoBaBLIMACA ocaAoK. PuNbTpaT OXNaxaarT
n goeBogdatr ago pH 5 - 6 nytem poGaekm
KOHUEHTPUPROBAHHOIO pacTeopa NaOH.
Obpa3osaBllnica ocagok oTOUNLTPOBLIBAOT M
npomblBaloT BoAoH. [onyyator 28,66 1 uenesoro
npodykra. T. nn. = 236°C.

[MpuroToBneHne 3.4.

CrOXHLIR METWUNOBLIA achup
1-[4-/kapbokcumeTun/-HadpT-1-nn] -5-
(2,6-0MMeToKCU eHUN)-NUPason-3-kapboHoBONR
KMCMOTHI

[hbopmyna /llai: R = CH,COOH, T = meTun]

B 1eveHne 2-x vacoB 30 muHyT npu 60 -
70 °C HarpeBaloT cMecb 2,4 T NoMy4YeHHoro B
MpurotoBneHun 2.4 coeguHeHus, 28 T
nonydeHHoro B MpurctoBneHnn 1 coegmHeHus n
50 MnN yKCycHOW KWcnoTel. [Nocne oxnaxasHWA
nobaBnalT B peakuMOHHYI0 CMeCb BOAbl W
oToensaoT obpascBaBlUleecs BA3KOS MAcNo. 3TO
Macno pPacTBOPAKT B 3TaHONe W MeaNeHHOo
nobapnawT  ero kK BOAHOMY — pacTBOPY.
[MepemewmnBator B TeyeHMe 1 vaca U
OTPUNLTPOBLIBAKT 0OPa3CBaABLUMACA OCanoH.
Monyudatotr 2,8 1 yenescro npogykra. T. nn. =

27140912 C1

RU



clL6ovic N

0]

200°C.

MpurotoeneHve 3.5.

MeTtunosbld acorp
5-/12,6-pumeTOKCUeHUN/-1-[4-
faTaHkapbokcammnao/-HadT-1-un]-nupason-3-kap
BoOHOBOW KMCNOTHI

[chopmyna (lla). R = NHCOEt; T = metnn]

Mpn 80°C, B TeyeHWe 33-x YacoB M Mpwu
atMocepHOM  aBneHny, TWAPUPYIOT  CMech
0,87 r nonyyeHHoro B [lpurotoBneHun 3.1
coegnHeHua 0,3 r 10%-Horo nannagua - Ha-yrne
1n 5 Mn nponuoHoBoro aHrnapraa B 5 mn M.
3atem pgeobagndwt 0.5 MmN nupuavHa U
OCTaBNAKT Ha HOMb NPWU NEPEMELLMBAHUA 1 NPK
KOMHaTHOW TemnepaType. PUNbTPYIOT uepes
Lenrt®, npoMbiBaloT MeTaHoMnoM W BeinapusaloT
B Bakyyme. XpomaTorpacupyoT Ha cunukarene,
3MIOUMPYA CMeChIo Tonyona ¢ stunayeratom /70 ¢
30 no obvemy/. lMonyyator 0,45 r uenesoro
npoaykta, T. nn. = 110°C,

[MpurotoBneHwe 3.6

MeTtunosslid aconp
1-[4-faueTnnamuHomeTun/-HadpT-1-1unl-5-
[2,6-gumeTokcneHnn]-nupason-3-kapboHoBONK
KUCMoTEI

[opmyna /lla/: R = -CHoNHCOMe, T =
MeTKn)

B TeueHue 12 vacos npu 60°C, aatem B
TeyeHMe 8 wvacoe npu  100°C, n  npu
artMocepHOM aBreHun, TMOPUPYIOT CMEeCch 2 T
nonyyeHHoro B [NpurotoBneHun 3.2 coegWHeHKs,
30 mn ykcycHoro aHrngpuoa n 0,2 r okcuga
nnaTuHbl. [ocne oTduneTpoRbIBaHMA Ha LlenuTte
®  npombiBkM sTUNAUETATOM, A00ABMSIOT K
huneTpaTy BOOY. OKCTPArMpyoT STUNaueTaToM,
cywar Haf cynocaTom Hatpyva W BbinapyBakoT
pacTBOpPUTENL B BaKyyMe. Mocne
XpomatorpapupoBaHMa  Ha  cunukarerne,
ANNPYA rpagreHTom cveck XM /fsTunauerar
oT [98/2 no obvemy] oo [60/40 no obvemy],
nonyyarT uenesoe coeflHeHne. MNonyyaoT 0,9
I LeneBoro Npoaykra.

AMP - cnektp npu 200 miy B OAMCO: s,
ma = 185 /c, 3H/: 3,5 /cw., 6H/; 39
fe., 3H/; 4,75 ia., 2H/; 6,55 /4., 2HI, 6,95
fc.,, 1H/, 7,15 - 8,25 /m., 7TH!, 8,5 /1., 1H/;

MNpuroTtoBneHue 3.7.

CRoXHLIA MEeTHNOBLIA acpup
5-12,6-pumeTokcucbeHnn/-1-{4-
lanmeTnnaMuHocyNboHUn/-HachT-1-un}
-nupason-3-kapboHoBOF  KMCMOTEI  [Popmyna
Hlaf:

R =S0O5N /Mefs; T = MmeTun)].

A/ CroXHbIA METWUNOBLIA achnp
1-[4-fxnopcynbdoHnn/-HadT-1-1un]-
B-[2,6-aMmeToKcUeHnn JnMpason-3-kapboHoBok
KMenoTel [dhopmyna /ll'al:

R =-S05CI; T = meTnn.

B TeyeHMe 5 vacoB nNpyU  KOMHATHOR
TeMneparype nepemeliMBaloT CMeck S5 T
nonydeHHoro B [NpurotoBneHun 3.3 coegWHeHKs,
3,21 r neHTaxnopuga cocchopa 8 100 mn OXM.
BhinapueaT B BakyyMe Jocyxa KW OCTaToK
HarpeBaloT npu 110°C B TedeHwe 1 udaca.
OCTaBNAT CTOATb B TEUEHWEe HOYM Mpu
KOMHAaTHOM Temnepartype. OcTaTtok
obpabaTbiBaloT HeCKONBEKO pa3a Tonyonom, XM,
1,2-0UXNOPaTaHOM, o nocrnegyrwmnm
BbiNapWBaHWEM B BaKkyyMe MOCNe  Kawaow
obpaboTkm. MNonyyaoT 5,9 1 ueneBoro npoaykra,
KOTOPBIA WCMONB3YKOT TakWM, KakoW ecTb, B
crnegyowen cragun.

B/ CrOXHEIR METUNOBLIA achup
5-[2,6-pumeToKCUDEHNN]-T-
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{4-/gumeTnamuHo-cynbdoHun/-HapT-1-un}-nup
ason-3-kapboHoBOW KMCNOTLI

[hbopmyna /llaf: R = -SOsN /Mels; T = metnn]

B TeueHwe 45 MUHYT raszoobpasHbli
AAMETUNAMWMH MNponyckawT B pacteop 59 1
nony4eHHero B npedelgywer cTagum
coeduHeHna B 100 mn OXM, K KOoTOpOomy
Jobaenqait  1,2-guxnopstad U AM® oo
pacTBOpPeHUs coedWHeHUs. 3aTemM BbIAEPKUBAKT
npyv  nNepemellvBaHuM W NpU  KOMHATHOR
Temneparype B TedyeHwe 3,5 vaces. [locrne
OTPUNBETPOBLIBAHUA  HepacTBOPUMOR 4acTw,
chuneTpaT BbINAPUBAKIT B Bakyyme. OcCTaTok
SKCTParvpyloT  aTUNaueTaToM, npoMbIBaoT
BOAOH, cywar Hah cynbcaTtoM HaTpusa U
pacTBOpUTENL  BLINAPWBAKOT B Bakyyme.
Mony4aT 2,67 r UeneBoro Npoaykra.

AMP - cnektp npw 200 miy B OMCO: s,
M4 = 2,65 /o, 6H/; 3,35 /c.w., 6H/; 6,45
/a., 2H, 695 Je, AHI; 715 v, AHL 7.3
-8,8/imM., 6H/.

MpuroToeneHne 3.8

CrOXHEIR METUMNOBLINA achup
5-12,6-pumeTtokcndbeHnn/-1-{4-

[N-meTrnn-N-/3-N',
N'-gumeTunammHenponun/-aMmHocy NbgoHKN]
-HahT-1-un}- nupason-3-kapboHOBON KUCNOThI

[hopmyna fllaf: R = -SOsN/Me/
/CH /3 N/Mefs, T = meTtin].

[Mpn Temnepatype KuneHWa ¢ oBpaTHbIM
XONOOUNBHUKOM, 2,34 T nofyYeHHoro B cTtaauu
Al MNpurotosneHne  3.7. coeJUHEHUS
pacTeopsaloT B 50 Mn Tonyona, oxnaxgalwT Ao
KOMHAaTHOW TemnepaTypel W gobaendoTr 1,4 mMn
N,N,N1—TpMMeTMﬂ—1,3—I'IpOI'IaHJJ,I/IaMI/1Ha. 3atem B
TeueHWe 2-x 4acoB 45 MUHYT nepemellnBaloT
npyv KOMHaTHOR TemnepaType W gobaensawTt 0,7
mn N N,N'-TpumeTun-1,3-nponaHguamMmHa.
[Tocne nepemMellMBaHUA B TeyeHUe 45 MUHYT
NpM KOMHaTHOW TemnepaTtype HepacTBOPUMYHO
4acTb OTOUNBTPOBLIBAKOT " chouneTpat
BbiMapWBaloT B Bakyyme. OCTATOK SKCTparvpyioT
aTMMaLeTaToM, 3SKCTPaKT MpOMbIBAKOT  BOAOW,
cywar Hag cynbdatom HaTpUs U pacTBOPUTENL
BbINapWBaKT B BakyyMe. Xpomarorpadupyor Ha
ANOKCUOE KpemHWA, anoupys cmeckilo XM
/MeTaHon/ 100 : 6 no obvemy/. MNonyyatoT 0,82
I ueneeoro npogykra. T. nn. = 87°C.

[MpuroToBneHne 3.9

CrOXHEIRA MeTUNOBLIA schup
1-[4-fkapbamovnmeTvn/HacpT-1-nn] -

5-/2 6-pumeTokcuteHnn/nmpason-3-kapboHoBok
KMCMoTHI

[popmyna fllal; R = -CHyCONHgy; T = meTun].

Mpw 40°C B TeueHWe 3-X YacOB HArpeBarT
cmeck 1,4 r nonyyveHHoro B MNpuUrotoBneHnn 3.4
coeqnHeHns, 3 MmN TuoHunxnopunga B 30 mn
OXM; 3aTem BbinapueBaloT B BaKyyme Aocyxa.
HoBaBnawT pacTBOp XNopaHrapuaa KMCnoThl,
nonydyeHHore Belwe, B TM® k 20 mn 04 H
pacTeopa aMMuaka B TI®. [lepemMellMBalOT B
TEMEHWE HOHYW MPU KOMHATHOW Temnepartype, W
peakyMOHHYI0 CMECH BbINAPWBAKOT B Bakyyme.
OcTarok obpabaTbiBaoT BOAOH ]
OTUNBETPOBLIBAKOT 0Bpa3oBaBLLUXACH 0CaoK.
Monyyatot LeneBoi NPOOYKT, KOTOPbIA
WCNONB3YHKT TaKkMMm Kakoi eCTh, B
MNpurotoBnexnn 4.8.

Mpurotoenernne 3.10

CrOXHLIR METWUNOBLIA achup
1-f4-amuHoHad T-1-un/-5-/2,6-
OMMeTOoKCdeHUn/-nupason-3-kapboHoB oM
KMCMOTHI

[dpopmyna /ll'al: R' = NHg; T = meTin).
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B TeueHne 6 JHed, nNpu KOMHaTHOMR
TeMneparype U arMocepHoM  OABMEHWM,
TMapuMpylT  cMmecs 7.5 T nonydeHHoro B
MpurotoBneHnn 3.1 coeguHeHnd, 0,75 r HUKenA
Peren ® B 200 mn wmeTaHona. PeakyuoHHyH
cmech cunbTpyloT Yepes Lienut® npombieatot
100 mn OM® K1 pacTBOpUTENK BLINAPUBAKOT
pocyxa. lNocne kpuctannuaauyvn U3 1ao-achupa,
nonydatoT 0,7 r LeneBoro Npoaykra.

T.nn. = 246°C.
MpurotoBneHwe 3.11
CrOXHLIA METWUMNOBLIA achup

5-/2,6-pumeTokcudpeHun/-1-
fA-rngpoKkcuHadT-1-un/nupason-3-kapboHoBoN
KMCMOTHI

[dopmyna /ll'a/: R'= OH; T = meTnn]

K oxnaxoeHHolW po 0°C  cmecu 2,51
NonyyYeHHoro B [prroToBNEeHUK 3.10
coegnHeHmsa B 50 Mn 35%-HOW cepHoli KUCnoThl
pobaenawt pacteop 0,475 r HATpaTa HaTpKUA B
25 mn Bodsl. [epemelwvBakoT B TeusHwe 1.5
yacos npyv 3°C K, nocne oTUNLTPOBLIBAHUSA
obpasoBaBLIMXCH KpucTannoe, 3aTem
BbiCyLLWMBAHWA, nonyyaT 1,3 r conu guMasoHus.
Takum oBpa3zoM MONyYeHHYH COMb AMAa3oHWA
pobaenawT K pacteopy 130 r HATpUTaA Mean B
800 mn Bogel M nepemellwBaloT B TeveHuwe 30
MUHYT. 3aTem gobaendaoT 1 1 cynsdaTa Keneaa
“ nepemeLlnBaT 2 Jaca. Mocne
OTPUNETPOBLIBAHUA  pPeakUUOHHOW  cpefbl,
0OCTaToK obpabaTbiBaloT METaHONOM "
nepemMelLBaloT B NPUCYTCTBUN XKWUBOTHCIO YINs.
OTPUNLTPOBLIBAIOT Yepes LLenMT® W ouneTpaT
BbiNapnealT B BakyymMe. [locne KpuctTannusayuu
n3 asraHona nonyqawt 0,69  uyenesoro
npoaykta. T. nn. = 240°C,

MpurotoBneHne 3.12

CROXHLIA METUNOBLINA achup
5-12,6-gpumetokcucpeHnn/-1-{4-
[3-N,N-aumeTnam1uHo-nponeKeK/HaT-1-mn}-ni
pason-3-kapboHOBOW KWCNOTI

[opmyna /llai: R = -O/ICHy/3N IMels;, T =
MeTKnn).

Cmewmeawot 044 ©  nonydeHHoro B
MpurotoBneHnn 3.11 coeguHenus 019 mn
50%-Horo BoAHOMC pacTeopa rvapoKcuaa Lesuns
n 1 Mn MeTaHona, 3aaTem BbiNnapuBaloT AocyXa.
OcTtartok cbpabarteiBaloT ¢ noMoulbio 5 mn Mo
MW pobapnsAwT 048 r, xnoprugpata
3-xnop-N,N-aumeTunnponunamuHa, satem 1,44 r
kapboHaTa kanus. HarpesatoT 3 vaca npu 60 °C.
Mocne oxnaxgeHwa gobaensioT  BOAY,
AKCTPArMPYT STUNaLeTaTtoM, 3KCTpakT cylar
Hag cynbdartoMm HaTpUa W pacTBOPUTENb
BbINApWBAOT B Bakyyme. Xpomarorpadupyior Ha
OWOKCUOE KpeMHWA, snoupyd cMecbilo XM
fmetaHon/ NH4OH [100 © 5 @ 0,5 no obbemy].
Monyuator 0,25 r uenesoro npogykra. SAMP -
cnektp npwn 200 mly 8 AMCO; 8, ma = 1,9
fkt., 2H/, 28 /o, 6H/, 24 [mT., 2H/, 3,35
fe. , 6H/, 3,7 [ c., 3H/ 41 1., 2HI, 6,35
fa., 2H/, 6,8 /c., 1Hf, 6,95 - 8,1 /m., TH/.

MpurotoeneHne 3.13

CroXHLIA METWNOBLIA acpup 1
-{4-[kapCamMonnmMeToKcKH/ -Hagp T-1-un}-5-/2,6-gume
ToKcudpeHun/-nupazon-3- kKapboHOBOW KWUCMOTbI

[dopmyna /lla/:

R=0OCH2CONH3s; T = meTun].

Cmewmeawt 0,39 1 nonyyYeHHoro B
MpurotoBnenmn 3,11, coegmHeHwna, 0,17 mn
50%-Horo BoAHOrC pacTeopa rmapoKcuaa Lesuns
n 1 Mn metaHona, 3aTem BhINapuBaloT Aocyxa.
Octartok obpabarteiBaloT ¢ noMowblo 5 mn Mo
n pgobasngor 0,193 r 2-Bpomauetamuia.
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HarpegatoT 2 yaca npu 60°C. Tlocne
oxnaxaeHus AcOarnsAloT BOAY, SKCTparvpyloT
sTUNaueTaToM, cylaT SKCTpaKT Haj cynbdaTom
HaTpus W pacTBOPWTENb BbINAPUBAIOT B BaKyyMe.
Monyuatotr 0,28 1 LeneBoro NpoayKTa, KOTOPLIA
WCNONBL3YHOT TaKkuM, KaKoMR ecThb, B
MpuroToenenun 4,10

Mpurotoenexve 3.14

CrOXHEIR MEeTUNOBLIA achup
1-f4-kapOokcuHadT-1-1n/-5-/2,6-
OMeToKcdeHun/-nupason-3-kapboHoB oK
KWCNOTEI

[chopmyna /ll'a/: R' = -COOH; T=meTun].

B TedeHne 3-X 4acoB KUNATAT ¢ oBpaTHLIM
XOMNOAWNBHUKOM CMeckld 2,2 T MONyYeHHOro B
MpurotoBneHun 2.5 coeguHeHunsa, 2,65 r
nonyyeHHoro B MpUroToBneHWW 1 coeduHeHus K
200 Mn YKCYCHOW KMcnoThl. [Nocne oxnaxaeHWa
nobapnaotr 700 MmN BoAbl W OTCACLIBAKOT
obpa3oBaBLLIWACH 0caaok. Ocanok
obpabaToiBawT 1,4 - QUOKCAHOM W BbINapUBaKT
pacTBOpWTENb B Bakyyme. [Nocne BeICYLLIMBAHNSA
nonydvarT 2,75 r uenesoro npogykra. T.nn. =
240°C.

Mpurotoenexne 3.15

CrOXHEIR MEeTUNOBLIA achup
5-12,6-pumeToRCUeHN/-1-{4-/N-[3-
(N',N'-oumeTmnammHo)-nponnn]-kapbamoun/Had
T-1-Un}-n1pason-3-kapboHOBOM KUCNOTLI

[dhopmyna /lla/: R = -CONH/CHo/sN/IMels: T
= meTnn].

BolAepKuBaloT B TedeHWe 2-X 4acoB Npw
nepemellnMBaHKMK cmece 0.5 r nonyyeHHoro B
MpurotoBneHun 3.14 coeguHeHus W 5 MmN
TUOHWNMXNOpWZa, 3aTeM  KOHUEHTPUPYT B
BaKyyme. Taknm obpa3om nonyyYeHHLIA
XNOPaHIMApUA, KACNOTL pacTBopsioT B 5 mn
OXM, 3atreM STOT pacTBOp MpKKaneBawT K
pacTeopy 0,165 Mn
N.N-anmetun-1,3-nponadgnammya, 0,172 mn
TpuaTunamuHa B 10 Mn OXM, 1 nepemellnealoT
B TEYEHWE HOYM NpY KoMHATHOW Temnepatype. K
peakuMOHHOW cmeck aOobGaBnsawT  BOA,
opraHuWdeckylo chaay, nocne gekaHtauuu, cywar
Haf cynbhaToOM HaATpU W pacTBCOPUTENb
BeiNapuWeaoT B Bakyyme. [lonyvator 0,52 r
LeneBoro npoaykra.

AMP - cnexktp npwn 200 miy B OMCO: 3,
ma = 18 - 20 /mr, 2H/; 2,8/ c., 6H/,
3,06 - 3,40/ 21, 4H/; 34/ c, 6H/; 65
/a., 2Hf: 70/ ¢, 1H 71 7.2 1., 1H!
74 /0. 1HI 7,45 - 7,70 /M., 4H/; 8,20 imT., 1H/.

MpurotoBnexne 3.16

CrOXHEIR MEeTUNOBLIA achup
5-12,6-pumeTtokcndeHnn/ 1 -{4-[N-[2-(N'-N'-gumert
MNaMUHO)-3TMUN]-kapGamomn]-
HapT-1-un]-npazon-3-kapOboHOBOA  KMCHOTLI

[hopmyna /lla/ © R = -CONH/CHs/5NIMe/ls, T
= meTnn].

OT0  coedMHeHWe  Mony4alT  cormacHo
meToaunke, onvcaHHoW B [lpurotoeneHun 3.15,
nexoas m3 0,5 1 nonyyeHHoro B MNpurotoeneHum
3,14, coegnHeHns, 5 MN TUOHUNXNOPKAA, 3aTEM
0,155 mn N N-gumetunatuneHgrnammya 1 0,196
Mn TpustunamuHa. Monyvawt 0,6 1 yenesoro
npoaykra.

AMP - cnektp npw 200 miy B OMCO: s,
M4 = 28 jc., 6H/; 3,2 - 38 /m., 10H/ ;
39 /e, 3H/ ¢, 3H, 68 /o, 2H/, 70
fc AH; 721 1., 1H: 74 fpo., 1H/;, 745 -
7,70 /m., 3H/;, 78 /g, 1H/ 83 /m., 1H/
10,2 fe.w., 1H/.

Mpurotoenexne 3.17

CNOXHBIA METUMNOBLIA achmp
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1-[4-IN-(unaHoMeTun)-kapbamonn/-Hadp T-1-un]-5-
12,6-gumeTtokcudpeHun/  nupason-3-kapboHoBOA
KMCMOTHI

[opmyna /llaf R = -CONHCH-.CN,T =
mMeTKnn).

3TO0  coeduMHeHWe  MoMy4yawT  COMacHo
MeToAMKe, ONUcaHHORA B [puroToBneHuKn 3,15,
mexogg  wM3 1,22, nonydeHHoro B
[MpurotoBneHWn 3.14, coeduHeHWda, 12 MmN
TUOHUNXNopWAa, 3atem 0,269 r xnopruaparta
aMuHoaueToHUTpUna 1 0,8 mMn TpusTUnamMuHa.
[MonyudatoT, nocne KpucTanu3ayuy ux sTaHona,
0,77 r uenesoro npogykra. T.nn. = 138 -140°C.

MpuroToBneHue 3.18

CNOMKHEBIA METUMNOBLIA achmp
1-[4-[N-(2-unaHoatmn)-N-meTunkabamonn-HacT-
1-un] -5-/2 6-gpumeTokcudeHun/-
nupason-3-kapboHOBOW KCNOTLI

[cbopmyna /llaf © R = -CON/Mel/ CH>CH5CN;
T = metun].

310 coeMHEeHWEe  NOMyYaKT  COrMacHo
MeToaMKe, NUcaHHoK B [lpuroToBneHWn 3,15,
noxoas na 10 1 nonyyveHHoro B MpurotoBneHnn
3,14, coefnHeHus, 15 M THUOHWNXNopwWaa,
3ateM 2,4 M 3-MeTHUNamMWHOMNPONUOHWUTRMNA K
3,3 mMn TpustTunammHa. MonyyaoT 12 1 uenesoro
npoaykra.

AMP - cnektp npu 200 mly 8 AMCO : §,
M4 = 2,6 /o, 3H/, 28 Jit., 2H/, 3,3 fc,
8H/; 3,9 /m, 5H/; 64 /o, 2H/;, 6,9/c, 1H/,
7101, 1H/, 7,2 -7.8 /m., 6H/

MpurotoBneHne 3.19

CNOXHBIA METUMNOBLIA achmp
5-/2,6-gumeTokcudeHun/-1-[4-/N-meTnnkapbamo
un/HadpT-1-unj-nupaszon-3- kapOboOHOBOW KWMCNOThI

[dopmyna /lla/ ‘R = -CONHME; T = meTun]

Mpn 40°C B TeYeHUe 2-X 4ACOB HarpeBaloT
cMmech 4 1 nonydeHHoro B MpurotoBneHnn 3,14
coefnHeHna 20 mn TUOHWNXnopuga B 20 Mn
OXM, 3atem KOHUEHTPUPYHT B BakyyMme. Takum
06pa3omM NONyYeHHbIA XNopaHrMapua, KMCNoTh
obpabaToiBaoT ¢ nomowsk 40 mn OXM wM
nonyyYeHHBIA pacTBOP NpUKansIBaloT K pacTBOpRY
4 mn BogHoro 40%-Horo pacTeopa MeTunamuHa
B 80 wmn  wMeTaHona, npegBapuUTENsHO
oxnaxgeHHoMmy Ao 5°C. [NepemewwmBaoT B
TEUEHWEe HOuYWM MPU KOMHATHOW TemnepaType,
ocTatok obpabaThiBaloT BOOOA W BbINABLUMA
ocafgok ortcacbiBawT. [locne BbicylLIMBAHWA

nonyvarot Lenesoi NpPoOYKT, KOTOPLIA
MCNONB3YHT TaKWM, KaKoR ecTh, B
MpurotoBneHnK 4.15,

MpurotoBneHne 3.20

CNOXHBIA METUMNOBLIA achmp

5-/2,6-gumeTokcudeHun/-1-[4-/6-aLeTammuaorekc
aHoMnaMwHo/HaMT-1-nn]-
nMpason-3-kapboHEBOW  KWCNOThI.

[opmyna /lla/:R = -NHCO/CH,/sNHCOMe,
T= metnn].

Al. XnopaHruapua - 6-
aueTaMuaorekCaHoBOK KWCMOThI

B TedeHwe 24-x 4acoB Mpv KOMHATHOR
TeMnepatype nepemewunBardT cmecs 0,37 1
8-alueTamMuanorekcaHoBoW KkucroTtel U 2.5 mn
TUOHUNXMOpUAA. KOHLEHTPUPYIOT B BaKkyyme W
WUCNONB3YKT  TakuMm  ob6pa3cm  NOMyYeHHbIR
XNOPaHrMapUL KACNOTEl TakMM, KaKOW ecTb, B
cnenyowen ctagui.

B. CrOXHbIA METUNOBLIA achup
5-/2,6-pumeTokcudeHun/-1-[4-/6-
aueTaMugorekcaHonnaMmuHo/Had T-1-un]-nupaso
N-3-kapBOHOBOM KUCNOTHI

B TeueHMe HOUM WU NpPU  KOMHATHOM
Temneparype, nepeMeLllnBaloT cMmecs 5 T
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nosny4eHHero B MNpurotoBNeHuU 3.10
coegnHeHns, 0,5 mn  Buc/TpumeTuncunun/
auetammoa 8 5 mn MECN. 3arem po6asnswor
pacTBop  COEOWMHEHWS,  MOMyYeHHoro B
npegslgywerd cragun, B 5 mMn MeCN, nocne
aToro  goGaendawr 2 M TPUSTUNaAMWHEA.
MepemMewmBaloT B TedeHWe 2-X JAHel npu
KOMHaTHOR Temnepatype, Ao00aernawT 5 MmN
meTaHona m 5 mn BoAbl, nepemellnearot 15
MUHYT W KOHUEHTpUpYT B Bakyyme. OcTartok
SKCTparMpydT ¢  nomoweww 50 mMn OXM,
opraHudeckyo asy npombiBadT BOAOK, 1 H.
pacTeopomM HCI, cywar Hag cynbgartomM HaTpus
W pacTBOpUTESNL YoanaAT B Bakyyme. [lonydaroT
0,7 r UeneBoro NPCAYKTa, KOTOPbLIA UCNonb3yoT
TaKNM, Kakol ecTb, B [MpurotoBneHnn 4.16.

[MpuroToeneHne 3.21

CrOXHEIR MEeTUNOBLIA achup
5-12,6-pumetokcudpeHnn/1-{4-[N-metn-N-[3-
-IN',
N'-guMetunaMuHe)nponunl-kapbamoun]HadT-1-
un}-nupason-3- KapOoHOBOH KUCMOThI

[dhopmyna /lla/ R = - CON/Me//CHo/sN/Me/s;
T = metun]

9TC  coedMHEeHWe  NOoNyYalT  COrMacHo
meToauke, onucaHHod B [MNpurotoeneHun 3,15,
nexoas u3 0.5 r nonyyeHHoro B MNpurotoBneHum
3,14, coegnHeHUd, 5 MN TUOHUMXNopKaa, 3aTtem
0,120 mn NN N'-TpumeTun-1,3-nponaHgnamMuHa
n 0,170 mn TpusTunamuHa. Monyudaor 0,43 T
Lenesoro Npogykra.

MpurotoBnexue 3.22

CroXHEI METNOBLIA achup
5-/12,6-pumeToKCUeHNN/-1-{
4-[N-meTun-N-[2-(N', N'-OMMeTunamMmHo)sTun]
kapGamonn]HadT-1-nnjnnpason-3-kapooHoOBOK
KMCNOThI

[hopmyna Nafl
/CH ofsNiMefs; T= meTin]

OTO  CcoedMHEeHWe MonyyawT  COrnacHo
MeToauke, onuvcaHHol B [purotoBneHuM 3,15,
nexoda U3 0,5 r nonyyeHHoro B NpUrotToBneHun
3,14, coeiMHeHUd, 5 MN TUCHWUMXNOPWAA, 3aTeM
0,179 mn NN N'-TpumeTtunatunesguammHa n 0,2
Mn TpustunamiuHa. lNonyvawt 0.4 1 uenesoro

R= -CON/Me/

npogdykra.
MpurotoBnexue 3.23
CrOXHEIR MEeTWNOBLIA achup

5-12,6-pumeTokcudernn/-1-[1,3-/2H/-guokco-1H-
GeHa/de/naoxuHon-6-unl- nupason-3-kapboHoBoR
KMCNOThI

[hopmyna /llal

[o] O
H

B TedeHne 3-x 4acoB KUNATAT ¢ obpaTHbIM
XONOOUNBHUKOM CMecblo 2 T MOMyYeHHOro B
MpurotoBneHne 2.6 coegnHeHus, 24 1
nonyyveHHoro B MNMpurotoBneHnn 1 coegmHeHus 1
50 MN yKcycHOW KWcnoTel. [Nocne oxnaxasHWA
AoBasnawoT BOOY n oTcackBaloT
obpasoBaBWKiica ocadok. XpomaTorpadupyor
OCadoK Ha OWOKCKUOE KPEeMHKS, SMIOUPYA CMECEID
OXM fmetanon [100:2 no o6bemy].

[Monyvatot 2,4 1 Uenesoro npogykra. T.nn. =
138°C /pasnoxeHuel.

[MpuroToBneHne 3.24

CrOXHEIRA MeTUNOBLIA schup
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5-12,6-pumeTokcudeHnn/-1-[2-amuHo-1,3/2H/-an
okco-1H-6eHz/de/nzoxuHon-6-nn]
nMpason-3-kapboHoBOW KMCNOTLI

[dopmyna /ll"af: T=meTnn].

B TedeHue 2-x vacoB npu 70°C HarpesatoT
cmechb 3 1 nonydeHHoro B lNpurotoBneHun 2.7
coegUHEHNA, 3,6 r  NOMyYeHHoro B
MpurotoBneHMn 1 coeduHeHWMAa K 70 MmN
YKCYCHOR KUCMOTHI. KOHUEHTPUPYIOT B Bakyyme,
OCTaTOK obpabaTbiBaloT BOLOM,
obpasoBaBlWIKACA OCAOCK OTCACLIBAKOT W
BbicywBaT. Ocadok xpomaTorpadupylor Ha
AMoKcuae KpemHWa, snioupys cMecoid XM
fykcycHaa  kmenota  [100:5 no  obbemy].
MonyyawT 3,3 I UeneBoro Npodykra, KOTOpbIA
NCNONb3YHT TaKkum, KaKown ecTb, B
MpuroToeneHun 4.20.

MpurotoBneHne kucnot dcopmyn Alf, /I 1
1.

[MpurotoBneHue 4.1

5-12,6-OnmeTokcudeHun/-1-/4-HuTpoHadhT-1-/
nupasnn-3-kapboHoBasa KucroTa

[chopmyna /II'Y: R'=NOs; T=meTunn].

B TedeHue 1,5 yacor npu 40°C HarpesaloT
cMect 14,8 r nony4YeHHoro B MNpurotoBneHn 3.1
coegnHeHus, 5,8 1 KOH, 12 mn Bogbl 1 50 mn
meTaHona. PacTBopuTenu BbINApPUBAKOT B
BaKyyMe W octatok obpabaTtbiBalT ¢ NOMOLLK
250 mn Bogbl. MoakwcnswT npu 10°C go pH 1
3a cueT gobaeneHna 1 H. HCl. OBpa3oraBLUWACH
OCadoK OTMWUMNBETPOBLIBAKOT U NPOMLIBAOT OBa
pasza BogoW. [ony4awT 14,64 r Uenesoro
npodykra, nocne  nepekpucrannuaadum 13
n3o-acompa. T.nn. = 255°C.

[MpuroToBneHne 4.2

5-12,6-OnmeTokcudeHun/-1-[4-/aTaHkapbokeca
muao/HadT-1-un] - nnpason-3-kapboHoeas
Kucrnota

[dopmyna /II/: R = -NHCOEt; T = meTun].

B TeueHne 4,5 vacoB nNpU  KOMHATHOM
Temneparype nepemMelnBalor cmecs 0,35 T
nonyqeHHoro B NpurotorneHun 3.5 coeqWHeHKs,
0,07 r MOHOTrKMApaTa rMapoKcKhaa nNUTUa B 2 Mn
araHona. BoinapuBaloT B BakyyMe, OCTaTOK
obpatarteiBatoT 5 Mn 1 H. HCI 1 ocTtaenfAloT Ha 1
yac npm nepemeLLMBaHnA. Mecne
OTOUNBTPOBBIBAHUA W MPOMBIBOK  BOAOWA,
nonydator 0,27 r ueneBoro npogykra. T.nn. =
168°C.

MNpurotoBneHwe 4.3

1-f4-UnaHoHadT-1-unf-5-/2, 6-gumMeToKCUD eH
wun/-nupason-3-kapboHoeasd kMcnoTa

[hopmyna /ll/: R =-CN; T =meTtun]

B TEYEHNE  HOYM npwm KOMHaTHOM
Temneparype nepemMellnBalor cmecs 4,88 r
NOMYyYEeHHOIO B MPUIOTOBNEHUW 3.2, CNOXHOIo
achmpa, 1,2 MN KOHUEHTPWPOBAHHOIO pacTBopa
NaOH B 500 mn metaHona. HarpeeakwT 3 yaca
Npu 40°C 1 peakUMOHHYK CMeCh KOHLEHTPHUPYIT
B Bakyyme HanonoeuHy. Aobaengwr 1,2 mn
KOHUeHTpUpoBaHHOrO  pacteopa NaOH #©
HarpesaloT 6 Yacos Npu 40°C. CnycTa 48 yacos
BblAepKBaHWA MPU KOMHATHCK Temneparype,
YaCTUYHO KOHLEHTPUPYIOT peakuWoHHYIo cpeay W
BbINMBAKOT B CMECb Bodbl CO  NbAOM.
SKCTparvpyoT 3OUPOM, BOAHYHO chaasy
nogkuensawT go pH 4 3a cuet gobaeneHnd 1,2 H.
pacTeopa HCI, 3KCTparpylT 3TUnaueraTtom,
SKCTPaKT cywar WM Haf cynbchaTom HaTpua u
pacTBOPUTESNb BbINapMBaldT B BaKyyMme.

Monyvatot 4,6 1 uenesoro npogykra. T.nn. =
216°C.

MNpuroToBneHue 4.4.

1-/4-Kapbamonn-Had1-1-nn/-5-/2,6-gumeToKe
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neHun/-nupason-3- kapboHoBaa KWcnoTa

[dpopmyna /ll/: R = -CONHp; T = metun]

B TedyeHue 1 uvaca 20 MWUHYT KUNATAT C
obpaTHLIM ~ XonoAaunbHWkoM cmecs 1,48 r
nony4eHHoro B NpurotoBneHun 3.2 coefWHEeHKs,
3 Mn 6 H. pacteopa NaOH 1 3 Mmn nepokcuaa
BoAopoda /BOOHBIA 3%-HLIR pacTBop/ B 15 Mn

859 araHona. BaTeM nepemelLMBalcT  Mpu
KOMHaTHOW Temnepatype B TedeHWe HoYW.
ObpasoBaBlWWACA 0CafoK OTHUNETPOBLIBAKT U
npombieaoT 95 staHonoM. K BoAHOW cycneHanu
nonyvyeHHoro Teepdoro Bellectea JoGaBndaloT
KOHUEeHTpMpoBaHHy HCI Bnnote go pH 1.
Monyuatotr 0,92 1 uenesorc npogykra [nocne
hruneTpalunn, NPOMBIBOK BOOOH 4
BblcylwMBaHWa]. T.nn. = 305°C.

[MpuroToBneHne 4.5

1-[4-/AueTunammHomeTun/-HadpT-1-1n)
-b-/2,6-gumeToKcd eHnn/-nnpason-3-kapboHora
A KMcrnora

[dpopmyna /ll/: R = -CH,NHCOMe; T = meTin]

B TeueHwe 4-x pHelA nNpW  KOMHATHOK
Temneparype nepemewusBardr cmecs 08 T
NOMYYEHHOIO B NMPUroTOBNEHWN 3,6 coequHEHNH
1 0,1 r moHOrMapaTa rugpokcnaa nutua B 12 mn
MeTaHona 1 1,5 Mn Bodbl. PeakUunoHHY CMech
BbINMMBAKOT B CMECb BOABl CO  MbOOM U
npoMelBaloT schupomM. BogHyto chasy nogkicnstor
Ao pH 2 3a cuetr pobasneHus 1,2 H. pacTtBopa
HCI. Mocne OTOUNBTROBLIBAHUA
obpaaoeasLlUerocq ocagrka, NPCMEIBKK ero BCAOHR
W  BbiCYlUMBAHWA B Bakyyme, Hag P 50s,

nonyyakT 0,58 uenesoro npodykra. T.nn. =
252 °C.

MpurotoeneHne 4.6

5-/12,6-AumeTokcudpeHnn/-1-[4-/ guMeTUNamMmH
ocynboHun/HadpT-1-1n]-nupason-3-
kapboHoBag KMucnota

[hopmyna /1I/: R = -SOoN/Me/s, T = MeTur]

[MpK KOMHATHOR TemnepaType pacTteop 0,6 ©
KOH B 0,5 mn Boasl aobaensioT k pacTeopy 2,15
r nonydyeHHoro B  [lpurotoBneHun 3.7
coeMHeHus B 15 Mn grnokcana. MNepemellnBaoT
npw KOMHATHOW TemnepaType B TedveHue 1 vaca,
3aTemM peaKkuWOHHYK CMEeCk OCTaBNAKT CTOATE B
Te4YeHWe HoYM. BbileykasaHHy cpeay YacTU4HO
KOHUEHTPUPYIOT B BakyymMe W NnepemMeluvBaloT B
TeveHWe 4-x 4acoB npwM KOMHAaTHOM
Temneparype. BbinMBalOT B CMECb BOAbl CO
NeJoM W NpombiBaloT shUpoM. BogHylo dasy
nofakucnaoT Ao pH 4-5 nytem nobasneHna 1,2 H.
pacteopa HCI. Tocrne oTdWUNLTPOBLIBAHWA
obpasoBaBLIerocs ocaaka, NPOMBIBKK erc BoJoOR
1 BbICYLLMBAHWA B BakyymMe Haf P>0Os, nonyyaor

2 r uenesoro npogykra, T. nn. = 209°C.
[MpuroToBneHne 4,7.
5-/2,6-AumeTokcudpbeHun/-1-[4-/N-metun-N-(3

-N', N'-gumeTrunammnHonponun)

-aMUHOCY NbgoHUN/-Had T-1-un]-nupason-3-kapd

OHOBas KUcrnoTa
[popmyna /I R=SOs N/Me/ /CHy/z NiMeo,

T = metun].

Mpn kOMHATHOM TemnepaTtype pacteop 0,2 ©
KOH B 0,5 mn Bogkl goGaensioT K pacTeopy 0,82
I nonydyenHHoro B [purotoBneHun 3.8
coednHeHns B 16 mn AMokcana. MNepemellmBaoT
npu KOMHATHOW TemnepaType B TeveHWe 1 gHg,
3aTeM BbIMMBAKT B CMeChb BOAbI CO [bAOM.
MpombiBaOT  3MPOM M BOOHYW  dpasy
noakhcnawT oo pH 1 3a cyeT goGasneHus 1 H.
pacTeopa HCI. 3arem akcTparMpytoT ¢ NOMOLLBHO
OXM, aKCcTpaKkT cywaT Haa cynedaToM HaTpKUd K
pacTBOpWUTENb BbINAPUBAIOT B Bakyyme. [locne
Kpuctannusauynn mn3 adupa nonydawt 0,68 r
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Ueneporo npeaykra. T.nn. = 176°C.
MpurotoeneHre 4.8
1-[4-/KapbamonnmeTin/-HadT-1-1n]

-5-(2,6-gMMeToKCKeHUN)Npa3on-3-

kapboHoBas kMcnoTa

[opmyna /ll/: R = -CHoCONH»; T = MeTun]

B TeueHue 2-x YyacoB KUNATAT C oBpaTHbIM
XONOAWUNEHUKOM CMEech nonyyYeHHero B
MpurotoBneHnn 3.9 coegnHenus, 0,35 1 KOH B
10 mn 95° sTaHona.

PeakUWoHHYKO CMeCh BLIMApUBAIOT B BaKyyMe
1 octarok obpabarteieawdT 1 H. pactBopom HCI.
[Mocne oTMNBETPOBLIBAHWA OCpPa30BaBLIErocH
ocafKka, 3aTem BbiCylWBaHWA ero nonydawet 1,3
I Uleneeoro npogykta. T.nn. = 262°C.

MpurotoeneHre 4.9

5-12,6-AnmeTokcndpernn/-1-[4-/3-N,N-gnmeTn
namuHonponokcu/HadT-1-mun]-
nupason-3-kapboHoBasa KucrnoTa

[opmyna /lli: R = -O/CHaigN/Meo/; T
=meTnn]

B TeuyeHue 2-x YacoB npu 60°C HarpeeatoT
cmect 0,25 r nonydeHHoro B [pWUroTOBNEHWK
312 coeguHenmn, 0,025 1 moHormppata
rmgpokcuaa nutua B 3 mn metadona n 0,4 mn
BoAbl. BeiNnaprealoT B BakyyMe W HEATpanMayioT
BoaHye cpeay Ac pH 7 pobGaeBneHwem 1 H.
pacTeopa HCI. MonyyaroT nocre
oThMNbLTPOBLIBaHWA 06pa3oBaBLLIEroca ocaaka,
3atem BbicylBaHnA 0,19 r ueneBoro npoaykra,
KOTOPEBIA WCMONBL3YOT TakWM, KakoW ecTb, B
npumepe 16.

MpurotoBneHne 4.10

1-[4-/KapbamounmeTokcu/HadT-1-un]-5-12,6-
anmeTtokcudpeHnn/nmpason-3-  kapboHoeas

KhcnoTa
[chopmyna /ll/: R = OCHyCONH»5, T =metun]
B TeyeHue 4-x Yacos npu 80°C HarpesaloT

cmeck 0,28 © nonydYeHHoro B [1pPMrOTOBNEHWA

3.13 coegunHeHua, 0,028 r MoHorugpata

rMapoKcuaa nuTus B 3 MN MeTaHona U 3 Mn

BoAbl. BoinapmealoT B Bakyyme, AoCaBnsaoT roay

W noakuengawT go pH 2 ¢ nomowsio 1 H.

pacTeopa HCI. Tocne oTdhUNBETPOBLIBAHWA

obpazoBaBlleroc  ocagka, 3arteM  ero

BblCylwMBaHWA, nonyyawTt 0,31 1 ueneeoro

npogykta. T.nn. = 224°C.

MpurotosneHue 4.11

5-12 6-AnmeTokcudperun/-1-{ 4-[N-[3-(N',
N'-auMeTUnammHe)-
nponun]-kapGamonn]-HadpT-1-un}-nupason-3-kap
BoHoBas kucnoTa

[cbopmyna /lIf © R = - CONH /CHa/s N/Me/s;
T = meTnn|

B TeueHue 2-x YacoB KMNATAT ¢ oBpaTHbIM
XONoAWNbHUKOM cmecsto 0.5 1 nonyyeHHoro B
[MpurotoBneHun 3.15. coeguHeHwa, 0,058 r
MoHormgpaTta rugpokcuga nutma B 15 mn
MeTaHona WM 5 mn Bogsl. HoGaensawT 1 H.
pacteopa HCI go pH 6 W KOHUEHTPUPYIOT B
BakyymMme. Octatok obpabatbiBaloT HackILWEHHLIM
pacTeopoM NaCl, pobaenswr OXM  #©
oTcaceiBaloT  obpa3oBaBlleecs — TBepaoe
BeLIecTBO. 910 TBEpaoeS BELIecTBO
obpabaTsiBaloT 3TaHONOM, OTMUNETPOBLIBAKOT
HepacTBOPUMYIO YacTb U PUNLTPAaT BbiNapueakoT
B Bakyyme. [lonyvaior 0,41 r  Uenesoro
npoaykra.

AMP-cnextp npu 200 My 8 AMCO; §, m.4.
= 15 - 1,7 Kr., 2H,, 22 /c, 6H/;, 24
., 2H,, 32 fim, 2H/ 3,3 Jjc, 6H/, 64
/a., 2H, 6,7 fo., AHL 7 T, 1H/, 72
/a., 1H: 7.3 - 75 /m., 4H/; 8,0 /m., 1H/
8,6 /1., 1H/.
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[MpuroToBneHne 4.12

5-/2,6-AumeTokcudpeHnn/-1-{4-[N-/2-(N'N'-
AAMETUNAMUHO)STIN]- KapBamoun]
-HadT-1-un}-nnpason-3-kapboHoras k1crnoTa

[dpopmyna /lIl/ © R = -CONH/CHa/aN/Me/ls; T
= MeTin)

B TeueHWe 2-x yacoe npu 70°C HarpegaiT
cmecs 0,6 © nonyyeHHoro B [1pWUroTOBNEHMK
3.16. coeguvHenunsa, 0,088 r moHormppata
rmgpokcuaga nutia 8 10 mn metadHona KU 10 mn
Bodbl. KOHUEHTpWpyloT B BaKkyyme, OCTaToK
obpabaTbiBaloT HachllWeHHBIM pacTBopom NaCl,
Aobaenawt 1 H. pacteopa HCI go pH 6,5,
FKCTPArvpyT ¢ nomowsk XM, opraHnyeckyto
haszy cywar Hag cynedartoMm Hatpua W
pacTBoOpuUTENb  BLINAPWBAKOT B BakKyyme.
Monyuatot 0,44 1 LeneBoro NpoayKkra, KOTOPLIA
WCMNONbayI0T TakuM, Kakow ecTb B MNpumepe 20.

[MpuroToBneHne 4.13

1-[4-[N-(LlnaHomeTun)-kapGamonn]
-HadpT-1-Un] -5-/2,6-
AUmMmeToKecueHun/-nupason-3-kapboHoBas
Kucnora

[bopmyna /I
MeTKn]

B tedeHmne 1,5 yacoB KMNATAT ¢ obpaTHbIM
XonoguneHWKoM cmeck Q0,77 1 nonydeHHero B
[MpurotoBneHun 3.17 coegwHeHus, 0,118 r
MOHOrMgpara rugpokenga nutua B 15 mn
meTaHona u 10 Mn BoAbl, 3aTEM KOHUEHTPUPYIOT
B BaKyyMe. OcTtatok obpabaTbiBaloT
HachIWweHHBIM pacTeopomM NaCl, skeTpardpylor ¢
nomoLs AXM, opraHudeckyo caly cywar Hag
cyNbhatoM  HATPUA W pacTBOPUTENb
BbiNapuWeawoT B Bakyyme. [lonyvyator 0,55 r
LeneBoro NpoayKkra.

AMP - cnextp npw 200 mly B OMCO; §,
ma = 34 Jjc.,6H/; 3,8 jc., 2H/, 64 In.,
2H/; 8,8 e, AH, 7 ., AHL 7.3 4,
TH/, 7,4 - 7,6 /., 4K/, 8,2 /m., 1H/; 8,8 /m., TH/.

[MpuroToBneHne 4.14

1-{ 4-[N-/2-LinaHoaTun/-N-meTunkapbamounn)
HadpT-1-1n}-5-/2,6-
AUMeToKecueHUn/-Nnupason-3-kapboHoBas
Kucrnora

[bopmyna /Ilf © R = -CON/Me/CH,CHLCN; T
= MeThn|

B TeyeHMe HOYM NepeMellnBalnT  npu
KOMHaTHOW TemMnepaTtype cMecb 8 I Nony4YeHHoro
B [lpuroToBneHnn 3.18. coefWHeHwsa, 0,77 r
MoOHormgpara rugpokenga nutma 8 100 mn
meTaHona 1 100 mMn Bogbl. PeakuMoHHYI CMECh
pasbaBnawT nytem gobasneHWa BoAdbl, 3aTem
aobaenawt 1 H. pacteop HCI Bnnots Ao pH 2 »
oTcacklBaloT obpasoeaBlMiAca ocadok. [locne
BbICYLUMBAHKA, nonyyawT 7,36 r ueneeoro
npogykta. T.nn. = 145°C.

Mpurotoenexve 4.15

5-12,6-AumeTokcucbeHnn/-1-[4-/N-meTunkaptb
amoun/-HadT-1-un]-  nupason-3-kapboHoRas
Kucnota

[dhopmyna /Ilf - R = -CONHM,™; T = meTtun]

B TeueHne 3-x qwacos npu 50°C HarpeaioT
CMecb nonydeHHoro B [lpurotoBneHun 3.19
coednHeHusa, 0,69 r MoHorwgpara rugpokcuaa
nuTtua B 50 meTtaHona n 50 mn Bogbl. JobaensioT
10%-Held pactBop HCI go pH 2 U oTcackiBaloT
obpaloeaBwniics ocagdek. Nocne BbicyLLMBaAHWA,
coeguHeHne nepekKpuctanrnnayrT M3 MeTaHona u
noaydator 3,3 UeneBoro  Npogykra.
T.nn. > 280°C.

AMP - cnextp npw 200 miy B OMCO; s,
ma = 28 /c, 3H: 34 /c., 6H/ 64 /a. |,
2H/; 68 /c., 1H/, 71 /fr., 1H/, 7,35 - 8,20

R = -CONHCH2CN, T =
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/M., BH/: 8,45 /ka,., TH/.
MpurotoeneHwe 4.16
5-/2,6-OnmeTokcudeHun/-1-[4-/6-aueTamuaor

eKcaHoUNaMUHO! -

HadpT-1-nn]-nvpazon-3-kapboHoBasa kucnoTa
[cbopmyna /lIf - R = -NHCO/CHs/s NHCOMe;

T =meTrn|
B TeyeHue HOUMU npm KOMHaTHOMR

TeMneparype nepemewuearor comecs 0,7 T

nonyyYeHHere B [MpuroToBNEeHUN 3.20

coedunHeHusa, 0,18 r MoHormgpara rugpokcuaa

atKMsa B 5 mn 1.4-guokcaHa W 1 M BCabl.

KoHueHTpupyoT B BaKyyme, oCTaToOK

obpabartbeiBatoT ¢ nomoLblo 10 Mn MeTaHona u 5

M BOAbI M B TEMEHME 2-X YaCOB HArpeBakoT Npu

45°C B ynbTpassByKoBON 6aHe. KOHUEHTPUPYIOT B

BakyymMme, octatok cbpabartbiBaor 20 Mn BoAHI,

npomelisatoT 30 Mn adrpa, NOOKACNAIOT BOOHYIO

thazy pgo pH 1 3a cuer pobGaeneHwA

KOHLEHTPUPOBaHHOA CepHOMr KWCMOTHI,

3KCTparvpytoT 2 pasa no 500 mMn sTMnauetTaToM,

cyllaTr SKCTPakT Had cynbdartom Hatpua U

BeiNapuveaoT ero B Bakyyme. [lonyudaior 0,4 r

Ueneporo npoaykra. T.nn. = 140°C.
MpuroToBneHne 4.17
5-12,6-AunmeTokcudprennn/1-{

4-[N-meTrn-N-[3-(N-aumeTrnnammHo)-

nponunjkaptameun]-HadT-1-1un}-nupaaon-3-kapb
oHOBas KMcroTa

[chopmyna /1If : R = -CON/Me/ /CHaig NiMey;
T = metun].

B TeueHue 2-x 4acoB KMNATAT ¢ oBpaTHbIM
XONnoaUNbHUKOM cmecs 041 T nonyyYeHHoro B
[MpurotoBneHun 3.21 coeguHeHwnd, 0,43 1
MOHOrMgpara rugpokenga nutua B 15 mn
metaHona W 5 mn Boabl. KoHueHTpupyloT B
BaKyyMe ocTaToK obpabaTbiBaloT HaCbIWeHHbIM
pacteopoM NaCl, pobasnatT 1H pacteop HCI go
pH 6, sakcTparvpytoT ¢ nomowkbio  OXM,
opraHudeckyto asy cywaT Hag cyflbghaTtom
HaTpUs W pacTBOPWTENb BbiNapUBatloT B BaKyyme.

MonyvatoT 0,33 r ueneeoro Npogykra.

MpuroToBneHue 4.18

5-12,6-AnmeTtokcudpennn/-1-[4-[N-meTun-N-[2-

(N', N-gumeTnnamMmuHo)-

aTun]-kapbamownn]-Had1-1-un]-nupason-3-kapbo

HOBaA KMCnoTa.

[hopmyna /1l © R = -CON/Mef /CHa/oNIMe/s;
T - Metnn.]

B TeueHue 2-x YacoB KMNATAT C oOpaTHbIM
XonoguneHUKoM cmeck 0,38 1 nonydeHHero B
[purotoBneHMn 3.22 coednHeHua, 0,052 r
MOHOrMgpara ruMapokcuga nvtig B S MN
MeTaHona M 5 mn Boabl. KoOHUEHTPUPYT B
BakyyMe, octatck obpabaTsiBaloT HaCkILLEHHLIM
pacTBopoM NaCl, gobasnsawT 1H pacreop HCI go
pH 6,5, aKkcTparvpylT ¢ nomMowbilo  OXM,
opraHudeckyo asy cylwat Hag cylbdhartom
HaTpus W pacTBOPWTENb BbINapuBaloT B BaKyyme.
Mony4aroT 0,32 r ueneBoro Npoaykra.

MpuroToBneHue 4.19

5-/2,6-OnmeTtokencbernn/-1-[1,3/2H/-gnokco-
1H-6eH3a/d e/naoxuHon-6-nupa3aon-3-kapboHosas

KMcrnoTa
[dopmyna /1I/:

= ; T = Mel
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B TeveHue HOuUKM npwm KOMHATHOMK
TeMnepatype nepeMellUBaloT cmecs 24 r
nosnyYeHHero B MNpurotoBNeHUA 3.23
coegnHeHma, 0,375 r MmoHormgpara rugpokcuaa
nutug, 10 Mn metadHona 1 10 mn BoApl, 3artem
HarpeesaloT 2 daca npu  60°C.  [llocne
oxnaxaeHWs nogkucnsalT go pH 2 nytem
JobaeneHna 1 H. pactBopa HCl u
obpaaoBaBlLIWACA  0CaJOK  OTCAchIBaloT.
MonyyawT 2,3 © UeneBoro npogykra. T.nn. =

190 °¢C jpaznowenmel.

[MpuroToeneHne 4.20

XnoprugpaTt
5-/12,6-gumeTokcudennn/-1-[2-amnHo-1,3-/2H/-gn
oKco-1H-
OeHs-/de/-wxoxunHon-6-nn]-nvpason-3-kapboHoBo
A KACMoThI

[chopmyna /11" : T = meTnn].

B  TeyeHme  Houu npm KOMHATHOMH
TeMneparype nepemewvBardT omecs 3,3 T
nonyYeHHoro B MNpurotoBNeHUA 3.24
coeduHeHWsa, 0,7 T MOHorngpara rugpokcuaa
T8, 15 mn metadHona v 15 MmN BOAbl.
PeaKumoHHyl0 CcMechb nogkuMcnslT Ao pH 2
nytem gJdobaeneHws 1 H. pacTteopa HCI,
obpa3oBaBlLIKMACA OCAfOK OTcachbiBalT W
BblcywBatoT. [Monyyawt 2,76 1 uenescro
npoayKkra.

T.nn. = 180°C,

MpuroToBneHue 4.21

5-12,6-OnmeTtokcncbeHnn/-1-[2-aueTamngo-1,
3/3H/-gnokeco-1H-
©eHa/de/-nzoxuHon-8-nnl-nupason-3-kapboHoBasn
Kucnora

$opmyna /IIf:

o o
I

HHCOMe

B  TedyeHwme  HouM npr KOMHAaTHCH
TeMmnepatype nepemellnBaloT cmecs 2,26 1
nony4YeHHero B MNpurotoenNeHUA 4.20
coednHeHna, 1,13 M YKCYCHOrO aHrvgpuaa,
0,407 r GukapboHata HaTpWa 1 75 MN YKCYCHOW
kucnotel. K peakumoHHOW cmeck potaenawoT
Boay, obpasoBaBlUMACA ocagoK oTCAckIBAKOT U
BolcywmBator.  [onyvaor 1,9 r© ueneeoro
npoaykta. T. nn. = 250°C.

MNpuroToBneHne coednHeHna doopmynol /111/

XnoprngpaT cRNOMHOrO MeTWUnoBoro sdupa
/S/-yuKnorekcunriMymMHa

Al
/S/-N-TpeT-ByToKkCcMKapGOHUMLMKNOreKCUNIimL 1
H

B TeuyeHwe 4-Xx AHeR nMpK  KOMHATHOW
Temneparype W gaeneHun 70 Gap rumapupytor
CMechb 10,7 r
1S/-N-TpeT-0yToKCUKapOOHUNMnUWHa, 2r.
5%-Horo pogua-Ha-okenge anoMuHua, B 100 Mn
MeTaHona. Kartanuaatop oTuUNbTPOBLIBAKT Ha
Llennte® u cunbTpaT BhINAPYBAKT B BaKyyMe.
Monyyawt 11,1 1 UeneBOro npogykra. 20

o
D

3,5%/c =1, OM®P/.
B/. 1S/-LMKnorekcunrnuuMH-TprudTopayeTar
50 wmn T®K 6oictpe pobarnawT K

oxnaxaeHHoMmy go 0°C  pacteopy 11 1
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nonyyeHHoro B npeaplayLe cTagnm
coegnHeHmns B 50 mn OXM. MNepemelwnBaior B
TeueHne 1 Yaca nNpu KOMHaATHOW TeMmnepaType K

BbiMapUBatoT B BaKyyme. Ocrartok
obpabaTteiatoT M30-3p1pOM 7]
OTOUNBLTPOBLIBAKT 0Bpa3oBaBLUXMACA OCaoK.
[Monyyawotr 7,6 T UeNeBOro  NpoAykra.
T.nn. »>260°C.
o = +189,2°/ ¢=2; 5H pacteop HCI/.
o2°
D

B/f  XnopruapaTl CNOMHOMO  METWUIMOBOIO
acbupa /S/-yuKnorekcunrinmymHa

K oxnaxaeHHoMy no -10°C pacTeopy 1,2 1
nony4eHHero B npedpiayLen cTagum
coednHeHmsa B 200 Mn MeTaHona npukansiBakoT
10 M TUOHWNXNopKaa. OcTaBnfawT
TeMnepaTypy BO3BpalLLlaThLCA K KOMHATHOW W B
TeMEHWEe 2-X YacoB KMNATAT C obparTHbIM
XOnoguneHUKOM. BeinapuealoT OOCYX%a U OCTaTOK
obpabaTbiBalOT TONYONOM, 3aTEM BEINAPUBAIT B
BaKyyme, 3Ty onepauuio NoBTOpsT 2 pasa.

Monyyawt 1 UEeNeBOro  nNpogykra.
T.nn. > 260°C.

AMP - cnektp npu 200 mly B AMCO; s,
ma =08 - 21 /m, 11H/, 2,6 /OMCO/; 3,4
/DHO/: 3,8 /c., 3H/; 3,95 /., 1H/; 8,6 /c.w. 3H/;

Mpumep 1

2-[5-/2,6-0umeTokcundennn/-1-/4-hopmamng
oHadT-1-nn/nrpason-3-mn-
KapboHWNnamMMHo]-agaMaHTaH-2-  -kapboHoBad
Kucnora

[opmyna  /lI: R=-NHCHO;
AA/OH/=2-kapboKkcrnagamaHT-2-un).

A/ XnopaHrngpua
5-/2,6-gumeTokcndpeHnn/-1-/4-HuTpoHadd T-1-urn/-
nNUpaszon-3-kapboHOBOW  KUCIOTLI.

B TeueHue 4-x YacoB kMNATAT ¢ oBpaTHbIM
XonoguneHUKoM pacTteop 14,6 r nonyyeHHoR B
[MpuroToBneHun 4,1 kucnoTol B 100 mn OXM un 30
M TUOHUNXNOpWAa. BeinapuBawT B BaKkyyme,
ocTaTok obpabaTeiBaloT ¢ nomowblo XM, zatem

T=meTunn;

CHOBa BbINapUBaKoT. Takim obpazom
NoNyYeHHbIA xnopaHruapunz, KUCNOThI
WCNCNb3YHT TAKAM, KaKOM ecTb, B cledylowen
cTagu.

B/

2-[6-/2,6-AunmeTokcndpeHUn/-1-/4-HATpOHAMT-1-K
ni/-
nupason-3-un-kapboHnnamMnHolagamaHTaH-2-kap
BoHoBas kucnoTa

[chopmyna I'1"R'=-NOg;
AA/OH/=2-kapbokcrnapamar-2-un).

MpK KOMHATHOW Temnepatype, pacTeBoOp
nony4YeHHoro B npedblaywei cragum
XnopaHrmgpuda kucriotel B 20 mn OXM
nobaenawoT B CYCMNEeH3No 6,8 r
2-aMnHoagaMaHTaH-2-kapOoHOBOW  KUCMNOTEl B
100 wmn AM® w20 MmN nUpuanHa.
MepemMelLUMBaOT B TEUYEHWE HOUW MPY KOMHAaTHOR
TeMNeparype W pacTBOPUTENW BhINApPWMBAaKT B
Bakyyme. Ocrtatok obpabaTeiBaloT ¢ NOMOLWLIO
200 mn 1 H. pacteopa HCI 1 obpasceaBLUMACS
ocagok oTduneTpoBeiBatoT. [lonydator 10 T
Lenesoro npogykra /nocne OBYX
nocnedoBaTenbHBIX  NepekpucTanivaauved 1a
MeCN/. T.nn. = 268°C.

B/
2-[1-f4-AMUHOHaD T-1-UN/-5-/2,6-aUMeTOKCUEeHN
n/nupason-3-
nn-kapboHunaMMHolagamaHTaH-2-kapboHoBas
Kucnora

[chopmynall'l: '=-NHa;
AA/OH/=2-kapbokcrnagamaHT-2-un).

T=meTun,

T=meTunn,
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B TedeHnme 4-x 4YacoB MNpU  KOMHATHOMK
TeMnepatype W nNpu arMocdepHOM JaBreHun
rmapupyloT  cMecs 0,2 nonydeHHoro B
npedblaywed cragum coeguHeHwa, 0,05 r
10%-Horo nannagva -Ha- yrne, B 200 mn
aTaHona. PeakumoHHyo CMECh
OTPUNETPOBLIBAKOT n pacTBOpUTENb
BbiNapWeawT B Bakyyme. [lonydyawT 0,15 1
LeneBoro npogykra /nocne kpucrannuaauum na
nao-apupa W nepekpucTannmaaym 1)
meTaHona/ T.nn. = 222°C.

7. 2-[5-/12,6-0nMmeTokcneHun/
1-/4-chopmamupoHadpT-1-un/-nupason-3-un-kapd
OHWNamMuHolagamaHTaH-2-kapOboHoBaa KucrnoTa.

B TeyeHve 1 4aca npW  KOMHaTHCH
Temnepatype nepemewnBaloT cmecs 02 1
nony4eHHero B npedelgyLes cragun
coeguHeHMs ¢ 1 Mn MypaBbWUHOW KUCNOTHI
/99-100%-Han, d= 1,22/ M B 2 MN YKCYCHOIC
aHrnapwuaa. PeakymoHHy cMech
OTOUNBTPOBLIBAKOT WU NPOMBLIBAKOT MNONYyYEeHHOE
TBEpAoe BewecTBO M30-3MPOM.

Mocne BhicylUMBaHKWA B Bakyyme npu 100°C,
nonyyakT 0,17 1 ueneeoro npogykra. T. nn. =
270°C.

Mprmep 2

2-{
5-/2,6-0umeTokcudeHun/-1-[4-/meTuncynsdoHa
Moo/
HadbT-1-nnj-npason-3-un-kapboHnnamMmmHo}-aga
MaHTaH-2-kapboHoBaA KncnoTa.

[dbopmyna  /lI:  R=-NHSO,Me; T=meTun,
AA/OH/=2-kapbokcnagamaHT-2-1n|

B TeyeHnme 1 wyaca npu  KOMHATHOW
TeMneparype nepemewmBawtr cmecs 0,3 T
nonydyenHoro B cragun B/ Tpumepa 1
coeduHeHua, 0,3 r TpUMeTUNCUNUNxXnopuaa 1
1,6 mn TpuatunamuHa B 30 mn TIe. Jobaendwot
0,09 Mn MeTaHCYNeMOHWIXNOPUAA U KUNATAT ©
oBpaTHBIM  XONOAWMEHUKOM B TeudeHwe 23-X
JacoB. BeinapuBalT B BaKyyMe, SKCTRArMpyloT ¢
nomoleo AXM, npomeliBaloT 1H pacTeopom HCI,
BOOOW, cylwaT Hah cynbgaroMm HaTtpusa U
BbINAPWBAIOT B Bakyyme. Xpomarorpadunpytor Ha
ANOKCKae KpeMHKA, srnoupysa ¢ noMollbso XM,
3aTeM C nomowblo cMmeck OXM ¢ meraHonom
/97:3 no ofvemy Bnnote go /88 : 12 no
obvemy/. [lonyvawer 0,15 r  uenesoro
coeguHedna, T.nn. = 200°C. /pasnoxeHue/.

Mpumep 3

2-[1-/4-AueTammgoHadT-1-nn/-5-/2,6-gumeTo
KCWpeHUn/nupaaon-3-mn-
kapOoHMnamurHo]-agamMaHTaH-2-kapOoHoBas
KMcnoTa

[cbopmyna  /l/:  R=-NHCOMe; T=metun,
AA/OH/=kapbokcrnagamaHT-2-1n].

Al
2'-[1-/4-AueTamuaoHadT-1-un/-5-/2, 6-ouMeToKCK
cheHun/

nupason-3-un]-cnupolagamaHTaH-2,4'-/2'-0Kkcaso
nuH-5'-cHf].

B T1euyeHne 50 MWHYT nNpW KOMHATHOH
TeMnepatype nepemellvBadT cmecs 0,2 r
nonydyenHoro B crtagun B/ Tpumepa 1
coeqMHeHWa © 6 M YKCYCHOro aHruapuwia.
Beinapueaior B BaKyyme " ocTaToK
obpataTeiBaloT BOAHBIM  5%-HBIM  PacTBOPOM
kapboHaTa HaTpua. Ocagok OTOUNLTPOBLIBAKDT,
NpCMbIBAlOT  BCAOA M BbICYLUMBAOT B

aKcUKaTope. XpomatorpadupyoT Ha
cunukarene, snoupys  cmecelo  OXM
atvnaueratr [95 © 5 no obbemy]. [locne

Kpuctannusaynn na mac-snpa nonydakwt 0,093
I ueneeoro npogykta. T.in. = 213°C
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/pasnoxeHue/.

B/
2-[1-/4-AueTamugoHadT-1-un/5-/2 B-AUMEeTOKCH
cheHun/
nupason-3-un-kapboHnnamuHol-agamMaHTaH-2-ka
pBoHOBaAA KMCHoTa

B TedeHne 15 pgHeld npu KOMHATHOW
Temnepatype BbldepxKueawT pacTteop 0,09 r
nonyYeHHero B npedblayLei cTagnu
coegHeHna B 2 mn TOK m 2 wmn OXM.
PacTeopuTenn BbIMAPMBAKOT B Bakyyme W
octatok  obpabatsbiBaoTr  acupom.  [Mocne
OTPUMNBETPOBAHWA W MPOMBIBKA  3CPUpoMm
nonyyaet 0,065 r ueneeoro npogykra. T.nn. =
213°C /pasnoxeHve!.

Mpumep 4

2
5-12,6-0umeTokcuceHun/-1-[4-/aTaHkapbokcamu
nof-
HadT-1-unJ-Nupason-3-un-kapboHunamMuHo}-aga
MaHTaH-2-kapboHoBas KWcrnoTa

[cbopmyna  /l/:  R=-NHCOEt;
AA/OH/=2-kapboKkcrnagamaHT-2-un).

B TeueHwe 2,5 vacoB B atmocdepe asora
KMAATAT ¢ oBpaTHBIM XOMOAUNEHUKCM PacTBOp
0,14 r 2-aMmUHOaaMaHTaH-2-kapboHOBOK
KNCIMOTHI, 03 Mn owc/TpumeTuncunun/
auetamuga 8 7 Mn MeCN. BeigepXKueawT npu
KOMHaTHOW TemnepaType. C OPYIOA CTOPOHbI,
0,1 mn m3oByTunxnopdTopMmMara goGaBnawoT K
oxnaxgeHHoMy po +5°C  pacTteopy 0,31 T
nony4eHHoro B [MpuroToBneHun 4,2 coeguHeHns,
0,1 mn  TpustunammHa B 5 mMn OXM.
nepemelLnMBadT 3 dvaca nNpU  KOMHaTHCH
TeMnepatype. 9TOT pacTBOP BLWBAKT B
BbILLIENONYYEHHEIA pacTBOR CUNANMPOBAHHOIO
NPCOM3BOOHOMO WM BhIOSPXMBAOT 4 AHA NpH
KOMHaTHOW TemnepaType B aTMoOcepe asoTta.
MopkuengtoT go pH 1 nytem goCaeneHwa 1 H.
pacTeopa HCI 1 akcTparvpyoT ¢ nomMoLus OXM,
AKCTPAKT cylaT Hag cynbgatom Hatpusa W

T=meTunn,

BbINApUBAKT B BaKyyme. OcTaToK
obpabartkizatoT LMKINOreKcaHoM npw
Temnepatype  KMNeHws ¢ obparHbIM

XONOOUNBHUKOM W Nocne AeKaHTauWK npoaykT
AKCTPATMPYIOT MU30-3ChMPOM MpK  Temnepartype
KMneHusa ¢ obpaTHbIM XonoaunbHUKoM. [Mocne
Kpuctannusayuu npwu OXnaxgeHun oo
KOMHaTHOW TemnepaTypsl, nonydvawT 0,15 r
Lenesoro npogykra. T. nn. = 162°C.

Mpumep 5

2-[1-/4-UnaHonadT-1-/un/-5-/2, 6-gumMeToKCK
cheHun/nupason-3-un-
kapfboHWn-aMWHo]-agamaHTaH-2-kapboHoBast
KMcnoTa

[chopmyna i R=-CN;
AA/OH/=2-kapboKernagamaHT-2-1n)

A/. XnopaHrnagpwa
1-f4-unaHoHadp1-1-1un/-5-/2,6-gumeTokcndeHnn/
nupason-3-kapboHOBaoW KUCMOTbI

3TO  coedMHEeHWEe NOMy4YaKT  COrMacHo
MeTodunke, onucaHHol B ctagumn A/, Mpumepa 1,
rnexoda U3 0,5 r nonyveHHoro B [purotoBneHum
4.3 coegnHeHna 1 0,32 MmN TUOHUNXNOpMAA.
Monyuyator 047 r UeneBoro npogykra W
WCMOMb3YKT  ero  TakuMm, KakoW ecTb, B
crnegyoLwen cragnn.

b/
2-[2-/4-UnaHoHad T-1-un/-5-/2, 6-gumMeToKcuheHn
n/nupason-3-nn-kapboHun-
aMuHol-agamaHTaH-2-kapboHoBaa KUcnoTa

3T0  coefMHEeHWEe NOMy4YaKT  COIMMAacHo
MeToauMKke, ONMcaHHoK B cTaamn B/ Mpuwepa 1,
uexoaa wa 047 r xnopaHrugopuaa KMcnoTol
npedblaywei cTagnmn " 0,25 r

N=meTtnn,
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2-aMMHOaaaMaHTaH-2-kapboHOBOK  KMCNOTh!.

Mocne BbINapuBaHWA B BakyyMe OCTaToK
obpabaTbiBalwoT C nomowsw  OXM "
obpasoBaBWWAcA ©CafoK CTMWUIETPORLIBAIOT.
XpoMaTorpadupyloT Ha cunukarene, snoupys
cmecblo XM /aTunauetar/ykcycHaa Kucnota
[95:4,5.0,5 no o6remy]. MNocne Kpuctannusayum
n3 acupa, nonyvawt 0,152 r  uenesoro
npoaykta. T.nn. =290°C.

Mponmep 6

24
1-[4-T napOKCHUMUHOKapOokcamMnao/-HadhT-1-un]
-5-/2 6-anmeTokcudbeHun/-
nupason-3-un-kapboHnnamuHo}-agaMaHTaH-2-Ka
pboHoBasA Kncrota

[chopmyna /I/:
R = —-C-MH
1
MOH
T = MeTWUn;

AA/OH/=2-kapboKkcrnagamaHT-2-1n).

Pacteop 0,2 1 rugpokcunaMuMH-xnoprugpara
B 10 mn metaHona AobaensawT k pacteopy 0,2 1
nonyyveHHoro 8 MNpumepe 5 coeguHeHua B 20 mn
aTaHona, a3ateM BBogATr pacteop 02 r
kapboHaTa kanusa B 4 Mn BoAsl. B TeueHune 2-x
4acoB KUNATAT C OBpaTHLIM XONOOUMLHUKOM,
3aT€M 4YacTUMHO KOHUEHTPUPYT B Bakyyme
peakynoHHyo cMmeck. MNocne goGaeneHws Boabl
W OTCOWNLTPOBLIBAHWA 0bpa3soBaBLUerocs ocajka
nonydvator 0,15 r yeneBoro npogykra. T.nn. =
230°C.

Mpumep 7

2-[1-/4-KapbamonnHaT-1-nn/-5-/2,6-aumeTo
kcudpeHun/nupason-3-un-
kapboHMnamMwHo]-agamaHTaH-2-kapboHoBasn
Kucnora

[popmyna /II: R=-CONH,;, T = wmMetun,
AA/OH/=2-kapboKernagamaHT-2-un).

B TeueHWe 2-x OHER KUNATAT ¢ oBpaTHLIM
XonogunsHWKoM cmeces 0,2 T NOMydYeHHoro B
[Mpumepe 5 coeguHeHns, 0,4 mn nepeokenaa
BOAOpOAa [BOOHBIA 33%-HBIA pacTeop], 0,4 mn 6
H. pacTeopa NaOH B 25 mn 95° ataHona. 3artem
B peakuuMoHHylo cpeldy Anobaenawot 0,4 mn
nepokckga Bojopoda, 0,4 mn 6 H. pacTeopa
NaOH ©n npogomkalT KUNATUTE ¢ OBpaTHBIM
XonogunsHWKom B Tedenwe 1 gHA. [locne
OTOUNLTPOBLIBAHWA UNbTRaAT pasbasnsaT
BOOOW W SKCTparMpykT € nomowbio OXM.
BoaHyto hasy nogkmcnawt 4o pH=Z nytem
JoGaeneHWs  KoHUeHTpupoeaHua  HCIL
OfpasoBaBlWKWACA oCcafoK OTHUNETPOBLIBAKOT U
NpoMbIBaOT BOOOH. Monyyator, nocne
Kpuctannusauyun 13 scoupa, 0,128 r uenesoro
npoaykta. T.nn. = 287°C.

CoegunHeHre MNpumepa 7 TakKe MOXeT ObiTh
nomny4eHo, cneays HUXeonucaHHoMy crocoby:

2-[1-/4-KapbamonnHadT-1-1n/-5-/2,6-aumeTo
KcudbeHun/nupason-3-un-kapboHnNnammHo)
agamaHTaH-2-kapboHoBasa kucroTa

OTO  coeduMHeHWe  MOnyYalwT  cormacHo
MeToOunKe, OnNUCaHHOR B MNpumepe 4, nexoad na
0,45 r nonydeHHoro B [lpurotoBneHun 4.4
coeUHEHNA 7] 0,22 r
2-amMWHOadamMaHTaH-2-kapboHOBOK  KMCMNOThI.
CoefuHeHWe ocYULLAKT MyTem XpomMaTorpacuu
Ha AMOKCWMAE KpeMHWs, antomnpya cmecklo XM
/MeTaHona/ ykcycHas kucnota [100:4:05 no
obbemy| , 3aTemM KpucTannuaauum ua achupa.
Monyuatt 0,3 1 yenesoro npogykra. T. nn. =
292°C.

Mpmep 8

2-[1-/4-KapbamonnHadT-1-un/-5-/2,6-aumeTo
KcudpeHun/nupason-3-un-
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kapboHMnaMuvHolagamaHTaH-2-kapbokcunaT
HaTpKg

[opmyna /lI: R = -CONHs T = metun,
AA/OH/=2-kapboKkcagamaHT-2-1n; ¢onb
HaTpus].

0,05 r nonyyeHHoro B [lpumepe 7
coeuHeHNAa AobaenawT K pacteopy 0,005 r
kapboHaTta HaTpua B 0,3 MmN BoABl U 3 MN
MeTaHona. BoloepxusaloT 48 yacos npu -18°C.
[Nocne BeINApWBaHWA B BakyyMe JOCYXa OCTaToK
NOPOLWKYT B 3 Mn nponaH-2-ona. [locne
OTOUNBTPOBLIBAHWA W BLICYLLIMBAHWA B BaKyyme
Hag P20s, nonyvawt 004 r© ueneBoro

npoaykta. T.nn. = 335°C /pasnoxeHwve/.

Mpumep 9

(N-MeTun-D-rniokamuH)-2-[1-/4-kapbamounnHa
PT-1-1n/-5-/2,6-gnmMeTokcndeHnn/
nupason-3-un-kapboHnnamuHolagaMaHTaH-2-kap
Bokcmnar

[opmyna /I R =-CONHz; T = meTtun,
AA/OH/=-2-kapBoKcagamaHT-2-un; conb
N-meTun-D-rnwkamiHal.

005 r nonyyeHHoro B Tlpumepe 7
coedMHeHWa pobaenawT K pacteopy 0,017 r
N-metun-D-rniokamuHa B 4 Mn meTaHona: aaTem
pobaenawTt 8 mn supa. BoligepxunealoT 3 AHS
npr -18°C. Tlocne  OTUNBLTPOBBLIBAHWA
006pa3nBaBLLMXCH KPUCTANNOB W BLICYLLUMBAHUS B
BakyyMme Hap PoOs, nonydawt 0,04 r uenesoro

npoaykta. T.nn. = 170-172°C.

Mpumep 10

[28]
-2-[1-14-KapGamoun-HadpT-1-un/-5-/2,6-AUMeTOoKS
ncpeHun/nmupason-3-un-
KapBOHWNAMMHO]-2-LMKNOrekCUnyKeycHas
KucnoTa

[opmyna /lf: R=-CONHp;, T = meTun,
AAIOHI= ¢ -KapBoKeULIMKNOTeKCUNMeTAN].

A/ CNOXHBIA METUMOBLIA achup
[28]-2-[1-/4-kapbamoun-HadT-1-un/-5-/2,6-aume
TOKCUpeHMUn/nupaaon-3-u1n-
KapBOHWNAMMUHO]-2-LNUKNOreKCUNy KCYyCHOM
KNCNOTHI

[opmyna /I R= -CONHy;, T = metun,
AA/OH/=CNOXHBIA METUNOBLIA
achup o -KapOOKCULMKNOreKcUnmeTUnbHom
rpynnbl]

B TeyeHne 1,5 vacoe, npw KOMHaTHOW
TeMnepatype KM B aTMocdepe  asoTa,
nepemelneadT cMeck 0,45 © NonydYeHHoro B
MpurotoBneHun 4 4 coeguHenna, 0,15 wmn
TpHUaTUNAMMHA " 0,15 Mn
naobytunxnopgopmuara 8 10 mn OXM. 3atem
veaneHHo aobasnsiwT  pactBop 0,224 r
Xnoprugpara  CnoxHOro MeTWNOBOro  adupa
[8/-umKnorekcnnmuumHa, 0,15 Mnn
TpuasTunamuHa B 5 mn OXM. MNepemewmneatoT B
TedeHWe 5 OHeW NpK KOMHaTHOW Temneparype.
Mocne OTMWUNBETPOBLIBAHWA HEPaCTBOPUMOIA
YacTh, UNLTPAT NPOMLIBAKT 1H PacTBOPOM
HCIl, cywar Haj cynshatom HaATpUa W
BbINapMBaloT B BaKyyme. Mocne
nepekpucrannuaaumm u3 MeCN, nonydvator 0,37
I Uleneeoro npogykta. T.nn. = 198°C.

B/
[28}-2-[1-14-KapbamonnHadpT-1-vn/-5-/2,6-gumeT
oKerdpeHUn/nipa3on-3-un-
KapBOHWNAaMUHO]-2-LMKNOrekCUNyKCyCcHas
KucnoTa

Mpn  KOMHATHOW Temnepatype, pacTeBop
0,081 1 KOH B 1 mMn Boabl Ao0aBngawT K
pacTeopy 0,33 r nonyYeHHoro B npegblayllen
cTajinm coedvHeHWa B 5 MmN AuWoKkcaHa W

10

15

20

25

30

35

40

45

50

56

60

-21-

nepemelnmBadT 5 4acoB nNpW  KOMHaTHOMK
TeMneparype. 3ateMm  peakuMoHHYl  CMech
BbiNapuBaKT B Bakyyme " OCTaTOK
obpabaToiBaor Bogoi. [Mogkuenawt go pH 1
nytem gobaeneHWa 1 H. pacteopa HCI. lNocne
OTUNBTPOBEIBAHWUE NPOMBLIBAKOT BOAOR WM nocrne
BblCylWwBaHMA nonydawt 0,28 r ueneBoro
npogykra. T.nn. = 186°C. ap = +4°[¢ = 0.5
ataHon].

Mpumep 11

2-{ 1-[4-(AueTUnamUuHOMETWN)-HadT-1-1n]
-5-(2,6-gumeToKcHudeHn)
nupason-3-un-kapboHnnamuHolagamaHTaH-2-ka
pboHoBana kMcrnoTa

[hopmyna /I/: R = -CH;NHCOMe; T=Me;
AA/OH/=2-kapbokcnagamaHT-2-1i|

Al XnopaHrngpua
1-[4-(ayeTunamnHomeTnn)HadpT-1-nnl-5-/2,6-grm
eTOKCUeHUN/-NMpason-3- KapboHOBON KWGNOThI

OTO  COeQMHEeHWe MOoNy{awT  COrmacHo
MeTOOMKe, ONUCaHHOR B cTagun A/, MNpumepa 1,
nexoasa 1a 0,55 r nonyydeHHoro B MNpUroToneHuA
4.5 coefnHeHrd 1 0,31 MmN TMOHWNXNopuaa.
[MonyJyeHHbIA NPOAYKT UCMCMb3YoT TakMM, Kakor
€CTh, B CrefyLwei cTagun.

Bf.
2-{1-[4-/AueTnnammHomeTnn/HadT-1-nn]-5-(2,6-4
mMeTokcudeHUn/nupason-3-
kapboHMnamuHolagamaHTaH-2-kapboHoBas
Kucnora

Mpn  KOMHATHOW  Temneparype W B
atMocdepe asoTa, pacTBop XnopaHrngpuia
KWCMOTbIl, NOMYYEHHOrO B NpedblayWen cTaguu, B
7 wmn OXM  poBaenswot K cmecn 029 r
2-amMWHoadamMaHTaH-2-kapboHoBOKW KucnoTsbl 1 15
Mn nupuavHa. lMepemewmawoT 72 4Yaca npu
KOMHAaTHOR Temneparype. 3arem
OTPUNBETPOBLIBAIDT  HEPACTBOPUMYK 4vacTb W
hunsTpaT BhLINAPUBAKIT B Bakyyme. OcCTaToK
sKeTparkpyoT ¢ nomouwsko  OXM,  sKkCTpakT
npomeiBaloT Oychepom ¢ pH 2, cywar Hag
cyNbhatoM  HaTPWUA W pacTBOPUTENb
BbinapuUBakoT B BaKyyMe. 3arem
XpomaTorpacupyoT Ha OBYOKUCKH KpemMHuA H,
antonpys omecoto OXM /metadon (100/4 no
obvemy). [locne kpuctannuaauuv M3 achupa
nonyvatoT 0,15 r uenesoro NpoaykTa.

T.nn. =211°C.
Mpumep 12
24

5-(2,8-AumeTokcndennn)-1-[4-/ gumeTrnamMmuHocy
nbdoHWN/HadT-1-1un] -nNnpason-
3-un-kapboHnamuHolagameHTaH-2-kapboHoBan
KMcrnoTa

[chopmyna /I/: R=-SO.N (Me)s; T = MeTun;
AA/OH/=2-kapboKcrnagamaHT-2-1n)

Al
XnopaHrugpwa-5-(2,6-aumetokcndpennn/-1-[4-/g
MMETUNaMUHOCY b OHUN/-HahT-1-11]
nMpason-3-kapboHOBOK KACNOTLI

OTO  COedMHEeHWe  nonyyawT  CornacHo
MeToduke, ONUcaHHOR B cTagun A/, MNpumepa 1,
mexoaa ma 1,46 r coeguHeHns, NonyYeHHoro B
[MpurotoBneHuKn 4.6, 1 0,77 M TUOHWNXNopKAA.
[MonyYeHHbIA npoaykT UCMOMB3yIoT
HenocpeACcTBEHHO B cneayloler ctaguu.

Ef.
2-{5-(2,6-AumeTokcudeHun/-1-[4-/gumeTunamuH
ocynbdoHnn/HadT-1-un]-nupason-3-
Wn-kap®oHUNnaMuHo-agamaHTaH-2-kapboHoBas
KacroTa

OTO  COegMHEeHWe  MOoNyqawT  COrMacHo
MeTOAUKe, ONWCaHHOW B cTaauu B/, Mpumepa 11,
MCXOAS 3 NONYYEHHOro B npedblayllei ctagum
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coeUHEHNSA " 07 r
2-aMMHagamaHTaH-2-KapOoHOBOW  KUCIOThI.
MpooyKT ounwaoT nytem xpomatorpadun Ha
OBYOKMCU KpeMHWA H, anounpys cmecsio XM
faTunaueTaT/ ykcycHasa kucnota (90:10: 0.5 no
obbemy). locne kpuctannuvsauin K3 rekcada
nonydyator 0,6 r yenesoro npogykra. T.nn. =
269 o

Mpumep 13

Xnoprugpat 2-{
5-12,6-pumeTokcucbeHnn/-1-[4-/N-meTrn-N-(3-N',
N'-gnmetTunaMmmHonponun)
aMUHoCY e OHUN/HaMDT-1-UN]-Nupascn-3-un-kap
BoHUNaMUHO}-afamMaHTaH-2-  kapboHoBOM
KMCMOTHI.

[chopmyna IS R = -SO,N(Me)
(CH 2)3-N({Me)s; T = MeTN,
AA/OH/=2-kapboKkcrnagamaHT-2-un).

3TO  coeAuHeHWe  noMyyalwT  cornacHo
MeToOuKe, OnNUCaHHOW B MNpumepe 4, nexoad Ka
0,37 r nonyyeHHoro B [lpurotoBneHun 4.7
COEUHEHNA 7] 0,13 r
2-aMWHoadamMaHTaH-2-kapboHOBOK  KMCNOThI.
[MpooyKT ovuwaloT nyTem xpomatorpadue Ha
ABYCKMCK KpemHua H, snioupyd cmecbo XM
ImeTaHon/ ykcycHaa kucnota (100:8:1 no
obbemy). MNony4aoT, Nocne KpucTannuaaunm ua
achupa, 0,11 r ueneBoro npogykta. T. nn. =
246 °C (pasnoxeHwue).

CoeguHeHne [lpumMepa 13 TakKe MOXeT
ObITe  nonydveHo, cnegyd OBYM CTaaMaMm
HWKeonncaHHoro cnocoba.

A
XnopaHrugpua-5-/2,6-gumeTtokcnderun/-1-[4-/N-
meThn-N-(3-N',N'-
AUMEeTUNaMWHONPCNU)aMUHOCY N OHUN/HadT-
1-un]-nupason- 3-kapGOHOBOA KUCNOTHI.

B TeyeHMe 3-x yacos, B aTMocdepe azoTa K
NpM KOMHATHOW Temnepartype, nepemellnBakoT
cmeck 0,2 r nonyyeHHoro B NpurotoeneHnn 4.7
coeduHeHWa U 2 Mn THOHWNXNnopwga. 3artem
pobaBnawT elWe 2 M TUOHUNXNoOpWaa W
NpodorKawT nepeMellnBaHie NPl KOMHAaTHCH
Temnepatype B TedeHue 1,5 4acoB.

PeakumoHHyl0  CMeCb  BbINnapweBalwT B
BakyymMme, ocrartck obpabaTeiBaloT ¢ NOMOLWLIO
OXM 1 cHOBa BbINApWBaKT B BaKyyMe. Takum
o6pa3oM NonydeHHbIR XNopaHrMapKua, KUCNoTkl
WCNOMNB3YHT TAKWMM, KAKOW ecTb, B cnegyowen
cTaguni.

BY.
2-{5-(2,6-OnmeTtokcuchbeHun)-1-[4-/N-metnn-N-(3-
N' N'-gumetnnamuHonponui) amrmHocynspoHun/
HadpT-1-1n]
NUpo3on-3-un-kapboHnnamuHolagamaHTaH-2-ka
pboHoBaA KMcroTa

B TeyeHwe 15 MWHYT B aTtMmocdepe asota
KANATAT ¢ oBpaTHbIM XONOAWMBHUKOM CMEeCh
0,071 r  2-amnHoanamaHTtaH-2-kapboHoBOR
KWCNOTHI, 0,36 M [
{ToumeTuncunun)avyetammga 8 10 mn MeCN.
Mocne oxnaxaeHws Jo6aBndT pPacTBOp
nony4eHHero B npedpiayLen cTagum
xnopaHrngpyda kucnotel B 10 mn OXM n
OCTaBNAOT Ha 48 4acoB NpW nepeMellnBaHum
npW KOMHaTHOW Temnepatype. JobasngawT Bogy,
nogkucnawT go pH 2 nytem gobaeneqnsa 1,2 H.
pacTecpa HCI, skcTparnpyoT ¢ noMolso OXM,
KCTPAKT cywar Hag cynbdartom Hatpua U
BeiNnapueawoT B Bakyyme. [lonywator 0,23 1
LeneBoro Npogykra.

Mpumep 14.

2+
1-f4-(KapbamonnmeTun)Hadp T-1-1n/5-(2,6-gumeT
oKcrdpeHun)nmpason-3
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-un-kapboHuNnaMwHolanamaHTaH-2-kapboHoBRagqa
KucnoTa

{dopmyna /lI/:R= - CHsCONH»5;, T = metun,
AA(OH) = 2-kapbokcragamaHT-2-un)

910 coeduMHeHWe  MOMyYalT  COrMacHo
MeToOunKe, OnNUCaHHoOR B MNpumepe 4, nexoad Ka
0,8 r nonydeHHoro B [lpurotoBneHun 4.8
coefUHeHUs 4 0,4 r
2-amMWHOanamMaHTaH-2-kapboHOBOK  KMCNOThI.
Mocne BbINAapWBaHUA PEaKUMOHHOW CMEcH, K
octatky AoBaensoT 1H pacteop HCI K staHon.
[Mocrne nepemewmnBaHna, obpallaBlUKACA
OCafoK OTCOUNLTPOBLIBAKOT M BLICYLLMBAKOT 3TOT
nocnegHui B Bakyyme. 3arem
XpoMaTtorpadupyloT Ha cunukarene, snoupys
cmecblo XM /metaHon! ykcycHas Kkuicnota
(100:4:0,5 no obbemy). lMonyyeHHbIR NPOAYKT
pacTeopaT 1H pactBope NaOH W staHore,
nogkuensaT o pH 1 nytem gobaBneHma 1 H.
pacteopa HCI, skcTparnpyoT ¢ noMoLwso XM,
SKCTPaKT cyllaT Haj cynbdaTtom Hatpusa u
pacTROpWTENE BhLINAPMBAIOT B Bakyyme. [ocne
KpucTannuaauun M3 sTaHona nonydawt 0,53 r
Lenesoro npoaykra. T.nn. = 224°C.

Mprmep 15

24
1-/4-(KapbokcumeTn)HadT-1-un/5-(2,6-gmeTok
CUhEHNN)NMPA30T-3-1N
-kapboHMNamMHolagamaHTaH-2-kapboHoBasd
KucnoTa

{popmyna /l/: R = -CHy COsH; T=meTun,
AA(OH)=2-kapBokcradamMaHT-2-1n)

B TeueHue 1 aHa npu 60°C HarpeBaloT CMechb
0,17 1 nonyyeHHoro B lNpumepe 14 coeMHEHUA,
0,135 r nepokcupga Hatpua B 5 mMn BoObl W NPK
nobaBke  HecKONbKMX — Kanenb  MeTaHona.
MogkmenatoT go pH 1 nytem gobaeneHns 1 H.
pacTBopa HCl W ocraBnawTt CTOATb  MNpU
nepemMelnBaHKKU. lMocne oTdUNLTPOBEIBAHKUS,
nytem kpuctannuaauun wm3s MeCN, nonywaior
LeneBoli NpoayKT.

Macca =011 T.nn. = 267°C.

Mpmep 16

2-{
5-(2,6-OumeTokcudpeHnn)-1-[4-(3-N,N-aumeTtuna
MUHOMNPONOKCK)HaT-1-
Wn-nyMpason-3-un-kapboHunaMmyHo-anamaHTaH-2
-kapboHoBas KMcnoTa

(cpopmyna 7I/: R = -O(CHo)sN(Me)o; T=MeTnn;

AA(OH)= 2 - kapbokcragamaHT-2-1n)

910 coeduHeHWe MOMyYalT  COrMmacHo
MeToOunKe, onUcaHHoR B MNpumepe 4, nexoad Ka
0,19 r nonyyeHHoro B [lpurotoBneHun 4.9
coefUHEeHnst 7] 0,14 r
2-aMUHOadaMaHTaH-2-kapboHOBOW  KMCNOTLI.
CoefuHeHWe cYMLAIT MyTem XpomMaTorpaduu
Ha AMOKCWAE KpeMHWs, anompya cmeckblo XM
/metaHon/ NH4OH (100151 no  obbemy).
Monyvatwt 0,04 r uenesoro npogykra. T.nn. =
200°C.

Mpumep 17

2-{1-[4-(KapBamonnmeTtokcu)HadpT-1-1n]-5-(2,
6-AMMeToKCUeHN)NMPa3on-3-mn-
kapboHMnamuHolagamMmaHTaH-2-kapboHoBad
KucnoTa

(cpopmyna /1 R=-OCH»CONHjy; T = meTun,
AA(OH) = 2 - kapbokcragamaHT-2-u1n)

O10  coedMHeHWe  MonyyalT  cormacHo
MeToOunke, onucaHHoR B MNpumepe 1, nexoasd K3
0,31 I COBAMHEHWA, NOMYYESHHOro B
[MpurotoBneHUK 410 n 0,27 r
2-aMWUHOadaMaHTaH-2-kapboHOBOW  KMCNOThI.

CoepnHeHne ounLakoT nyTem
XpoMaTtorpachd  Ha cunukarens, snwouvpys

27140912 C1

RU



clL6ovic N

0]

cmecblo OXM /metaHonfykeycHas kucnota (100:
1:0,5 no obvemy). MNonyvatT 0,14  UeneBoro
npogykra.

T.nn. =200°C.
Mpumep 18
2+

5-(2,6-0umeTtokcudpeHnn)-1-[4-[N-[3-(N,N-gumeT
nnamMuHo)nponunikapGamonn]
HadhT-1-nnjnupason-3-nn-kaptoHunaMmnHolagam
aHTaH-2-kapboHoBasd KWcnota

{dbopmyna /II: R = -CONH(CH,»N(Me),; T
= meTun; AA(OH) = 2-kapBokcranamaHT-2-un)

B TeueHwe 1 uaca npw 35°C HarpesaioT
cMech 2 1 nonydeHHoro B MpurotoeneHun 4.11
coegnHeHmsa, 10 mn TuoHunxnopwga B 30 mn
OXM. KOHUEHTPUPpYIOT B BakyyMe W TakuMm
06pazomM NOnyYeHHLIR XNopaHrMapua, KACNOTHI
WCNONB3YKT  TakiM, KakoW ectb. G Apyroi
CTOPOHEI, B TeYeHve 1 Yyaca kunaTAT ¢ o6paTHbIM
XONOAUNBHUKOM cMechb 1,2 r
2-aMnHoagaMaHTaH-2-kapOoHOBOW  KMCNOTHI, 3
Mn BUc(TpvmeTUncunuMmaletaMmga, B 70 mn
MeCN. Tlocne oxnaxaeHWA OO0 KOMHATHOW
TeMneparypbl, poGaensoT pacTBop
BbILLENONYYSHHOMO XNOPaHrMapKMAa KUCNOTH B
50 mn OXM, zarem 0,57 mn TpusTMnammHa M
nepemelLMBaloT B TeusHWe 48 uyacoB npu
KOMHATHOW Temneparype. PeakUuWOoHHYI CMech
KOHLEHTpUpYIoT B BaKyyme, ocTaToK
obpabarTbiBaoT BOOOW, NogkMcnawT go pH 2
nytem pgobaeneHns 1 H. pacTteopa HCI,
nepemelUMBaloT B TedeHwe 1 4yaca W oTcackbiBaloT
obpasoBaBlUMica ocagok. Ocagok pacTBOPAKT B
noaorpeTor Boae, AoGaenawT 5%-Hblld pacTeop
NaOH go pH 6, skeTparipytoT ¢ nomoLbo OXM,
OopraHWYecKkyl asy cywat Hag cynbdartom
HaTpUS WM pacTBOpWTENb BbIMApUBAIOT B BaKyyMe.
Mocne KpucTannuaauuMkm W3 nponaH-2-ona W
nepekpucTannaaumMn 1Wa MeTaHona, nonydakT
0,48 r ueneBoro npoaykra.

T.nn. =244°C.

AMP  -cnexktp npw 200 wmiy B AMCO; s,
ma = 14 - 21 (m, 14H);, 2,2 (c, 6H),
24 (T, 2H); 2,55 (M., 2H), 34 (kg., 2H),
36 (c, 6H), 65 (o, 2H), 69 (c, 1H)
72 (r, 1H), 74 - 78 (m, BH), 82 (m,
1H); 8,7 (T., 1H).

Mpumep 19

n-TonyoncynesdoHat
2-{5-(2,6-anmeTokcucheHnn)-1-[4-N-[3-(N',N-gum
eTunamMuHo)Nponun] kap6amown] HadT-1
-un]nupaszon-3-un-kapboHunamuHolagamMaHTaH-2
-kapBboHOBOW KMCNOTHI

K oxnaxasHHoMy go +5°C pacteopy 04 r
nonyYeHHoro B MpurotoBneHnK 4.11
coeduHeHusa, 0,127 mn TpustunamMiHa B 10 mn
OXM, nobaenawT 0,130 MM
W3oByTUnxnopdopMUuaTa U nepemMelLnBaloT B
TeueHWe 2-X OHeR Npu KOMHATHOW Temneparype.
C Apyrod cTopoHbl, B TedyeHue 15 uvacos
KANATAT ¢ oBpaTHBIM XONOAWNEHUKOM CMech
0,231 r  2-amnHoagamaHTaH-2-KkapboHOBOR
kmenotel, 0,87 wMn 6uc  (TpUMmeTuncunun)
auetamuga B 15 Mn MeCN. lNMocne oxnaxgeHWs
00 KOMHaTHOW Tewmnepatypbl, JobaBnswoT
pacTBROop BhILLIENONMY4YEHHOro CMeLLIaHHOTO
aHrMapuga U nepeMellvBaliT B TeueHWe 2-X
OHer npw  KkoMHATHOW  Temnepatype. K
peakuMoHHOW cmeck gobGaBnsawT  BOAy,
nogkuenawtT go pH 2 nytem godaeneHvs 1H
pacTeopa HCI, nepeMeLlnBaoT "
KOHLEHTpUpYIoT B BaKyyme. Ocrartok
obpabaToiBaoT BOAOA, 000aBnAKT 5%-HblA
pacTeop NaOH ennotb Ao pH 6,5, skctparmpytot
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o} NMOMOLL 5 OXM, OTOUNETPOBLIBAKOT
HepPaCTBROPUMYID YacTh, pUNbTpaT cyllaT Hag,
cynehaToM  HATPUA U pacTBOpUTENb
BoinapueawT B Bakyyme. [lonyvawr 0,23 1
celporo npogykra; 0,11 r nony4yeHHoOro npogykra
pacTBOPSOT B  MUHMMANBHOM  KONWYecTBe
MeCN, po6asnawor 0,032 r moHorngpata
n-TonyoncynsgeKKenoTel U gobasnaoT acdup 4o
ocaxfaeHua. [ocne  oTcacbiBaHWA W
BhicylWwBaHMA nonyyatt 0,050 r uenesoro
npoaykra.

AMP - cnexktp npwn 200 miy B OMCO; s,
ma = 16 - 22 (m, 14H);, 24 (c, 3H),
25 (M., 2H), 29 (c., 6H), 3,2 (r., 2H)
33 - 38 (M, 8H), 65 (A, 2H); 69 (c.,
1H), 7,2 (4., 3H), 74 - 78 (M., 7H) 82
(M., TH); 8,7 (1., TH).

Mpmep 20

2+
5-(2,8-AumeTokcrndrennn)-1-[4-[N-[2-(N',
N'-ouMetTunaMuHo)aThn] -kaptamoun]
HachT-1-nnjnupason-3-un-kaptoHunaMuHolagam
aHTaH-2-kapboHoBas KWcnota

(chopmyna Il R=-CONH(CH5)»N(Me);
T=meTtun; AA(OH)=2-kapboKkcragamaHT-2-1n).

B TeyeHWe 1 vaca HarpesawT npu 35°C
CMeCb 2 I nonydYeHHoro B [purotoBneHwn 4,12
coegunHeHusa, 10 mn TuoHunxnopuga, B 30 mMn
OXM. KOHUEHTPUPYHT B BakyymMe W Takum
0bpazom NonyyYeHHBIA XNopaHrMapua, KACTOTEHI
WCNONbL3YOT  TakWM, Kakod ecTb. C  Apyron
CTOPOHEI, B Te4eHWe 1 yaca kMnaATaT ¢ o6paTHbIM
XONoOUNbHUKOM cMechb 1,2 r
2-aMnHOaJaMaHTaH-2-kapboHOBOW  KMCNOTHI, 3
Mn Ouec (TpumeTuncunuin) auetamuga B 70 mn
MeCN. Tocne oxnaxaeHWa 00 KOMHATHOW
TeMneparypbl, nobaensawT pacTBOp
BbILLUEMONYYEHHOMO XMOpaHMMAPUAAa KACMNOTHI B
50 mn OXM, szarem 0,58 Mn TpUaTUNaAMUHA M
nepemMelLnBaloT B TeHEHUE HOYM NPKW KOMHATHOR

TeMmneparype. PeakuunoHHyio CMech
KOHLIEHTPURYHOT B BaKyyme, CCTaToK
obpabaToiBaloT  BOAOW  (KpucTannuaauusa

npoaykra), nogkucnsioT o pH 2 nytem

agobaeneHna 1 H.  pactBopa HCl u

nepemelLnBaloT B TeueHue 1 vaca.
BbIKpMCTannM3oBaBLUMACH NPOOYKT OTCackiBalOT
W, nocne BLICYLWWBAHWA, aTOT NOCNEeAHWA
XpomaTtorpadvpyoT Ha cunukarene, snoupys
rpagueHtom cmecn OXM /mertaHon/ HO or
(100:5:0,2 no of6bemy) go (100/10.0,75 po
obbemy). MonydawT 0,62 r Lenesoro Npoaykra
(nocne kpycTannusauuu U3 aueToHa).

AMP - cnektp npu 200 mly B OMCO; §,
ma = 14 - 22 (m, 12H), 26 (m., 2H),
28 (c., 6H);, 3,3 (1., 2H), 345 (c., 6H)
3,7 (1., 2H); 64 (p., 2H), 68 (c, 1H) 7.2
(., 1H);, 74 (pn, 1H), 76 (m, 3H), 77
(g., 1H); 8,2 (m. , 1H); 8,4 (1., 1H).

3710 coefnHeHWe TakKe Nony4YakT CormacHo
HUNEOMNNCAHHOR MeToamke.

K oxnaxaeHHoMmy fo +5°C pacteopy 0,44 1
nony4YeHHero B MNpurotoenNeHUA 412
coeanHeHns, 0,140 mn TpustunammnHa 8 10 Mn
OXM, noGapnawT 0,139 Mn
n3obyTunxnopdopMuata U nepemMelLnBaloT B
TeueHue 3-X [Hel Npu KoMHaTHOW TemnepaType.

C Apyrolh cTopoHel, B TeuyeHwe 1.5 vacos
KANATAT ¢ oBpaTHbIM XONOAMNEHUKOM CMeCh
0,321 r  2-amnHoanamaHTaH-2-kapboHoBOR
kcnotel, 0,49 wmn Buc  (TpUMEeTUnCKUnKn)
auetamuaa B 20 mn MeCN. lMocne oxnakaeHWs
0 KOMHATHOK Tewmnepatypbl, JobarnsioT
BblLLENONyYeHHbIA pacTeop CMeLLaHHOoro
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aHrMapuga U nepeMelinBalT B TedeHue 3-X
OHel nNpr KOMHATHOW TemnepaType. JobGasnawoT
1 H. pacteBop HCl no pH 2, 3arem mertaHon u
KOHLEeHTpUpYIoT B BaKyyme. Ocrartok
obpabaTeIBaloT HachIWeHHBIM pacTBopoMm NaCl,
FKCTPArMPYT ¢ noMowsk XM, opraHndeckyto
dasy cywar Hag cynbdartoM HaTpus W

pacTBOPUTENE BLINAPUBAIOT B BakyyMe. OcTaToK
obpabaToiBawoT BOAOW, [o6aBnAwT pacTeBop
aMMuaKa go pH 7 - 8, oGpasoBaBlLMACH 0canoK
OTCACHIBAIOT ] BbICYLLIWBAIOT. Ocafok
XpomaTtorpachmpyloT Ha cunukarene, snoupys
cmecobto XM /metaHon/ H,O (80:10.0,75 no
obbemy), aatem cmecbto OXM /metaHon/HyOf
80:15:2 no obbemy). Monyyatot 0,04 r yuenesoro
npoaykra.

Mpumep 21

2-{1-[4-[N-(UnaHomeTun)kapbamownn]HadpT-1-
un]-5-(2,6-gmMeTokcudpeHun)-
nupason-3-unkapboHunaMmrHolagamaHTaH-2-kap
BoHoBas KUcnoTa

(chopmyna /I/: R = -CONHCH,CN; T = Me;
AA(OH)=2-kapbokcragamaHT-2-1n)

K pacteopy 0,55 T nonyyeHHoro B
[purotoBneHun 4.13 coegHeHus, 0,176 mn
TpuwsTMnammHa B 10 mMn 1.4 - amokcaHa
pobasnatt 0,181 Mn M3obyTunxnopdopMmara 1
nepemelLMBalOT B TeuesHWe 6 AHeld npu
KOMHAaTHOM Temneparype. C APYroA CTOPOHbI, B
TeuyeHWe 1,5 vacoe KUNATAT ¢ oBpaTHbIM
XONOAUNBHUKOM CMECH 0,351 r
2-aMWMHOagamMaHTaH-2-kapboHOBOK  KMCNOTh,
0,106 mn 6uc (TpumeTUncUnun) auetammaa 8 20
vmn MeCN. lMNocne oxnaxaeHWa A0 KOMHAaTHOWM
TeMmnepatypsl Oo06aBnsA0T  BblWSNOMyYeHHLIA
pacTeop CMeLlaHHOoro aHrMapuaa W
nepemelLMBaloT B TedeHWe 3-Xx [OHeld npu
KOMHATHOR  TemnepaType. Mocne  aToro
pobaenawt 1H pacteop HCI go pH 2 n
nepemelLMBaloT 2 daca MNpuM  KCMHATHOH
TeMmnepatype. KOHUSHTPUPYKOT B Bakyyme,
ocTaToK obpabartbiBaloT HaCkILLEeHHbIM
pacTeopoMm NaCl, skcTparmpyloT C NOMOLULBHD
OXM M OTOMNBETPOBLIBAKT  HEPACTBOPUMY KO
JacTb. lNMocne gekaHTauuu, opraHudeckyto dasy
cyllat Haf cynspaTtoM HaTpPUs U pacTBOPUTENb
BLIMAPWBAOT B BaKyyMe.

OcTaToK xpomaTtorpadupyloT Ha cunukarene,
snoupya  cmeckio XM /mertaHon/ H 20
(80:5:0,3 no obvemy). T[lonyyawor 0,080 r
LeneBoro Npoaykra.

AMP-cnektp npu 200 mly 8 OMCO; s,
Ma= 14 - 23 (M, 12H); 2,6 (M, 2H), 3,5
(c., BH), 40 (c, 2H), 64 (o, 2H), 69
(c., 1H), 7,2 (1., 1H), 74 - 78 (m., 5H),
8.4 (M., TH); 8,8 (1., 1H).

Mpumep 22

2+
1-[4-[N-(2-UmnaHoatun)-N-meTunkapbamoun)
HadpT-1-1n] -5-(2,6-
AUMETOKCW-heHUNINUpason-3-un-kapboHnnammH
olapamaHTaH-2-kapboHoBRasa KucnoTa

(cpopmyna  /I/; R=-CON(Me) CHyCH5CN;
T=metun; AA(OH)=2-kapboKcragamaHT-2-1n)

B TeueHue 2-x YacoB HarpesaloT npu 35°C
cmeck 4 1 nonydeHHoro B [purotoBneHwn 4.14
coegnHeHmsa, 40 mn TuoHunxnopwaa B 40 mn
OXM. KOHUEHTPUPYIOT B BakyymMe W Takum
0bpazomM NOMNyYeHHLIR XNopaHrMapua, KACTOTHI
WCNONB3YKT  TakWM, KakoW ectb. G Apyroi
CTOPOHEI, B TedeHWe 1 Yaca KUNATA ¢ obpaTHEIM
XONOAUNBHUKOM CMecChb 2,34 r
2-aMUHO3aJaMaHTaH-2-KapOoHOBOW KUCNOTHI, B
Mn 6uc (TpumeTuncunun) auerammga B 150 mn
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MeCN. T[locne oxnaxagHWA 00 KOMHATHOR
TeMnepaTtyphl poGaensioT pacTeop
BLILLENONYYEeHHOro XNOPaHrMapuaa KACMOTHN B
100 mn OXM, 3atem 1,12 mn TpusTMnammHa m
nepemMelLKBatoT B Te4EHWE HOYKM NPKY KOMHATHOR
Temnepatype. KOHUEHTpUpylT B  Bakyyme,
octatok obpabarkiBaloT BOAOK, AoCaensoT 1H.
pacteep HCI go pH= 2, nepemellnBaT W
oTcacbiBaloT  obpa3soBaBlleecs  TBepAoe
BellectBo. [locne BbICYWMBaHWA Teepdoe
BELIeCTBO XpOoMaTorpadhuMpyoT Ha ckhnukarene,
snovpys omecsilo OXM  /metaHon/ H 50
(100:10:1) no obbemy).

Mocne  KpucTannuaauWk U3
nonyyareT LUeneBor NpoayKT.

T.nn.=264°C.

Mpumep 23

2-{5-(2,6-OumeTokcndpeHnn)-1-[4-[N-meTun-N
-[2-(N'-MeTnn -N2-MeTUnaMuamnHo)aTUA]
kapbamoun]HadT-1-unjnnpason-3-un-
kapboHMnamuHolagamMmaHTaH-2-kapboHoBad
KucnoTa

{dbopmyna /I/:R=CON{Me) CHyCH>C({=NMe)
NHME; T=meTun;
AA(OH)=2-kapbokcradamMaHT-2-1m)

1 r CoeduHeHWA, nonyyeHHoro B [Npumepe
22, pactBopAwT B 30 mn staHona v 10 mn
schupa, 3aTeM B TeYeHUe 2-X YaCcoB NPOonycKaloT
nytem ©apboTupoBaHnda rasoobpaaqbid HCL
OCTaBMSAOT CTOATE B TEYEHUE HOYM NpKU +5°C 1
KOHUEHTpUpyIoT B BaKyyme. OcTartok
obpatarteisaoT 50 MN 3TaHONa U B TeUeHWe 2-X
4YacoB NPW KOMHATHOW TemnepaType NponyckalT
nytem  GapboptMpoBaHusa  rasocbpasHbli
MeTUNamuH. KOHUEHTPUPYIOT B BaKyyMe, ocTaTok
obpabaTbiBaloT ¢ MOMOLWLI CMECK STaHona ¢
3PUPOM, OTCWUMNBTPOBLIBAIOT
BbIKPUCTaNNWM3oBaBLUWACA xnoprugpat
MeTunamMHa W cunbTpaT  BeiMapuBaloT B
Bakyyme. QOcrtatok obpabaTeiBaloT  BOOOW,
06pazoBaBlLIMECH KpUCTaNmMbl OTCACLIBAT M
BbicylMBaloT. [locne nepekpucTannuzauny 13
sTaHorma nonyyatT 0,7 r UeneBoro npogykra.
T.nn.=235°C.

AMP-cnektp npw 200 mly B8 AOMCO; s,
Ma=14 - 24 (m, 12H); 2,5 - 40 (m,
21H); 65 (@., 2H), 6,9 (c, 1H);, 7,15 (1.,
1H); 7,3 - 7.8 (M, 6H);

Mpumep 24

2-{
5.(2,6-OumeTtorchcbernn)-1-/4-(N -meTun-N2-
MeTunamuHo)HadT-1-nn/-nnpason-3-nn-kapboHu
namMuHolagamaHTaH-2- kapboHoBas KUCNoOTa

{cbopmynall/:R=-C(=NME) NHME; T=meTun,
AA(OH)=2-kapbokcragamaHT-2-1n).

Al 2+
5-(2,6-AumeTokcrndennn)-1-[4-(N-meTunkapbamo
nnHaT-1-1n]
-NUupason-3-un-kapboHunamuHolagamaHTaH-2-ka
pboHeBas kucnoTta

OTO  coeduMHeHWe  MONyyalwT  CcormacHo
MeToauke, onucaHHoM B MNpumepe 22, ucxods na
2 r coegnHeHns1, nonyveHHoro B MNpuroToBneHun
4,15, 25 mn TuoHWnxnopuga, 3atem 1,39 r
2-aMnHoagaMaHTaH-2-kapboHoBOW Kucnotel, 3,5
M Guc (TpumeTuncKunun) auetamua u 0,64 mn
TPUaTUNAMUHA. XpomaTtorpadmpyoT Ha
cunukarene, anoupys  cmecelo OXM
/mMeTaHon/ H20 (100:3:0,2 no obbemy), 3aTem
(100: 50,4 nco obbewmy). [llonyvator 1,2 T
Leneeoro npeaykra. T.nn.=170°C.

B/
2-{5-(2,6-OumeTtokcuchbeHun)-1-[4-(N T meTun-N2
) METUNaMWOMHOYHADT-1-1n]

aleToHa
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-nupason-3-un-kapboHunamMmuHoragamaHTaH-2
-kapBoHoBada KMcnoTa

B TeueHue 20 MUHYT KUNATAT ¢ oBpaTHbIM
xonogunsHukom cmecs 0.5 r nonydveHHoro B
npegslgywer cragin coedlHeHus, 0,34 r
neHraxnopuwga dcocdopa 8 15 Mmn Tonyona.
Mocne oxNaxgeHus oTcacklBakoT
BbIKPUCTarNM3oBaBLLIEeecd TBepAce BelecTBO,
kpuctannesl obpabatwieaior 30 mn srtaHona u
Jepes pacTteop nponyckawT nyTem
SapboTnpoBaHNA razoobpasHbll MeTUTaMuH.

KOHUEHTpUPYIOT B BakyymMe W OCTaTOK
XpomaTorpadupyloT Ha cunukarene, snioupys
cmecelo OXM/ wmetanon/ HO (100:2:0,2 no
obbemy). Mony4awT 0,18 r ueneBoro NpoayKkTa.
T.nn.=180°C.

Mpumep 25

2+
1-[4-(2,6-AleTamuorekcaHonnaMmnuHo)HapT-1-1
n] -5-(2,6-

OMeToKcU-tbeHnn)nupason-3-un-kapboHnnammnH
olapamaHTaH-2-kapboHoBRaa KucnoTa

(cpopmyna  /I/:R=NHCO(CHg)s NHCOMe,
T=metun; AA(OH)=2-kapBoKcragamaHT-2-1n)

K oxnaxgeHHoMy fo 5°C pacteopy 04 1
coeduWHeHWsa, nonydeHHoro B [1pUreToBneHUU
416, 0,2 mn TpustunammHa B 5 mn MeCN
pobasnatwt 0,12 Mn naobytunxnopdopMmuara n
nepeMellMBaldT 2 4Yaca NpWU  KOMHATHCHA
Temnepatype. C Apyro CTORCHbI, B TEYeHUE 2-X
JacoeB  NepemelunBaloT, MNpM  KOMHATHOW
Temneparype, CMeCh 0,21 r
2-aMmmMHoagamaHTaH-2-kapOCoHOBCWA  KMCNOTHI, 2
M OUC (TpUMEeTWUCUNKN) aueTaMua B 3 MnN
MeCN. 3arem gator pacteop A[oGaBnawT K
BbILLEMONyHYEeHHOMY  pacTBOpPY  CMeLUaHHOro
aHrnapvaa v nepeMellnBaloT B TedeHue 16 aHen
npyM  KOMHaTHOW  Temnepatype. 3atem K
peakyMoHHOR cMecH goGaengaoT 5 Mn MeTaHona
W 1 mMn Bogbl, B TedeHne 30 MUHYT
NepeMeLLnMBaOT M KOHUEHTPURYIOT B BakyyMme.
OcTatok obpabaTtwiBaoT ¢ nomowkslo 100 mn
OXM,  OTWNLTPOBLIBAKT  HEPACTBOPUMYIO
JacTtb, uneTpart nNpPoMbiBalOT BOJOW, 1 H.
pacTecpom HCI, opraHdyeckyro chasy cyllart Hag
cyNbhaToM HATPUA W BLINAPWBAIOT B BaKyyMe.
OcTaToK XpomatorpacupyoT Ha  cunukarene,
anupya cmecbld OXM /meTaHon/ ykcycHas
kmcnota  (100:8:1  no  obwvemy). [ocne
Kpuctannusauyun s acbupa, nonydator 0,07 r
Ueneeoro npcaykra. T.nn.=190°C.

Mpumep 26

2-{ 1-[4-(2-AmuHo3TUN)HadT-1-1]
-5-(2,6-gumMeToKcKdeHUn)NMpascon-
3-un-kapboHoBas K1ucnoTa

(chopmyna NER=-CH>CHoNHs; T=Me,
AA(OH)=2-kapbokcragamaHT-2-1n)

Al 2-{ 1-[4-(UnaHomeTna)HadpT-1-1r]
-5-(2,6-gumetoKkcndeHnn)
nupason-3-un-kapboHnnamMmnHolagaMaHTaH-2-ka
p6oHoBasa KKUcnoTta

B TeuyeHnve 1 uvaca HarpesawoT npu 40°C
cmMecb 5 T coefMHEeHWA, MNOoMyYeHHOro B
[MNpurotoBneHun 4.8, 50 Mn THOHUNXMNopWOa B
135 mn OXM, 3atem KOHUEHTPUPRYHT B BakyyMe.
C Opyrod CTOPOHBI, B TedeHwe 1 yaca KWNAaTAar ¢
obpaTHbIM  XCnoAWnNbHUKOM  cmecbk 3,38 T
2-aMUMHoaaamMaHTaH-2-kapboHOBOK  KMCNOThI,
8,75 mn Buc(TpumetTuncnnun) auetaMmuga 8 150
MmN MeCN. lNocne oxnaxXaeHWsa AC KOMHAaTHOW
TeMNeparyphbil nobasnawT pacTBop
BbllLeNony4YeHHoro XnopaHrmgpuia KACnoTsl B
100 mn OXM, 3atem 1,6 MN TpUaTUNaMuWHa M
nepemMeLLnBaloT B TEYEHUE HOYW NPK KOMHATHOR

10

15

20

25

30

35

40

45

50

56

60

-25-

Temneparype. KOHUEHTpUPYKT B BakyyMme,
OCTATOK PacTBOPAIOT B 3TaHone W gobaengwoT
achup BNNOTE 4O  KpucTannuaauuu. [locne
OTCacblBaHWA  KpUCTaNnoe  (coeguHeHwe
Mpumepa 14), UNbLTPAT KOHLEHTPUPYIOT B
Bakyyme. Octartok obpabarbiBaloT 3TaHOMNOM,
Jobaenawot 3 H. pacteop HCI go pH 1,
oTcacklBaloT  06pa3oBaBlUMACA  OCadoK W
BblcylUMBaT ero. Ocafok Xpomarorpadupyor
Ha cunuKarene, anoupya cMecblo  OXM
/MeTaHon/ ykcycHas kucnorta (100:3:0,5 no
obbemy). OraensoT coequHeHne MNpumepa 14 1
3aTem nony4alwT 1,2 r ueneBoro NpPoaykTa.

B/, 2-{
1-[4-(2-AMuHOSTUMHadT-1-1n]-5-(2,6-anmeToKCK
cheHun)
nupason-3-un-kapboHnnamuHolagamaHTaH-2-ka
p6oHoBaA KMCroTa

Mpw KOMHaTHCH TeMnepartype 4
aTtMocepHOM JaBNeHWW TMAPUPYIOT cMeck 1,2 T
nony4eHHero B npedelgywer cTagum
coepuHerns, 0,12 1 Hukens PeHes ®, 60 mn
mMeTaHona W 10 MM KOHUEHTPWUPOBAHHOM
aMMmuaka. Karanusatop oOTWNLTROBLIBAKT M
hUNETPAT YaCTHUYHO KOHLEHTPUPRYIOT B BakyyMe.
OBpa3oBaBWLWECH KpUCTanmnbl OTCACLIBAKT U
BblcylwmBatoT.  [Monyyawt 0,89 1 uyenesoro
npoaykta. T.nn.=250°C.

AMP-cnexktp npu 200 mry B AMCO: s,
ma= 14 - 22 (m, 12H); 2,5 (m., 2H); 3.0
- 36 (m., 10H), 6,4 (8., 2H); 6,8 (c., 1H),
7.1 (T, H);, 7,2-7,6 (M., BH); 8,1 (m., 1H);

Mpumep 27

XnoprugpaTt
2-{5-(2,6-gumeToKkcuheHUN)-1-[4-[N-meTnn-N-[3-
(N',N'-oumMeTmnnamuHo)nponun] kapbamoun]
HadT-1-1n]nupason-3-un-
KkapbomunamMmuHo}-afgamMaHTaH-2-kapboHoBas
Kucnora.

(cpopmyna /I/: R=-CON(Me) (CHy)z N(Me),
T=meTtun; AA(OH)=2-kapbokcu-agamaHT-2-un).

OTO  COeQMHEeHWe MOoNyYawT  COrMmacHo
MeToOunke, cnucaHHor B MNpuMepe 18, ucxods 13
0,32 r coefMHeHWA, NONyYeHHoro B
MpurotoBneHun 4 17, 2 mn TMoHWNXNopuaa, 5
Mn XM, 3atem 0,185 r
2-aMMHoaaaMaHTaH-2-kapboHOBOK  KMCNOThI,
0,465 mn 6uc (Tpumetmncunun) auetammga, 10
mn MeCN w 0,09 mn TpuaTunamuvHa. ChIpoR
NPOOyKT  pacTBOPAKT B MUHWMAIBHOM
KonudecTBe sTaHomna, AoGaBnaT HACLIWEHHLIA
pacTBop  xnopoBcgopoda B adwupe U
KOHLEHTPUPYHOT B BaKyyme. Mocne
Kpuctannusauun us asdupa nonyyawot 0,1 1
LeneBoro Npoaykra.

Mpumep 28

Xnoprugpat
2-{5-(2 6-gumeTokcubeHUn)-1-[4-[N-metun-N-[2-
(N',N'-omMeTmnnamrHo)stun] kapGamown]
HadT-1-1n]nupason-3-un-
KkapboHWUNaMWHO}-aaamMaHTaH-2-kapboHOBOK
KMCMoTHI

{cpopmyna /l7: R = -CON(Me) (CH2)aN(Me);

T = METUN; AA (OH) =
2-kapbokcnagamaHT-2-mn)

OTO  CcoedMHEeHWe MonyyawT  COrnacHo
MeToauke, onucaHHoW B Mpumepe 18, ucxoas ua
0,31 I COSAMHEHWA, NOMyYEeHHOro B
[MpurotoBneHun 4.18, 2 MmN THUOHWNXNopuaa, 5
Mn OXM, 3aTtem 0185 r
2-aMWMHOagamMaHTaH-2-kapboHOBOKW  KMCNOThI,
0,465 mn Ouc(TpumeTuncunun)adetamuga, 10
mn MeCN » 0,09 mn TpustunamuvHa. ChIpoi
NECOYKT  pacTBOPAKT B MUHWMANbHOM
KOnuYecTBe sTaHorna, Ao0aBnAaKT HACLILEHHGLIA
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pacTBop  XJlopoBofopoja B adMpe M
KOHLEHTpUpYIoT B BaKyyme. Mocne
Kpuctannusauun m3 scupa nonydawt 0,08 r
LeneBoro npoaykra.

Mpumep 29

2+
5-(2,6-OunmeTokcundpeHnn)-1-[1,3(2H)-amokco-1H-
GeHs /de/nzoxmHon-6-un]
-nrpason-3-wn-kapboHnnamMuHolagamMaHTaH-2-ka
pBoHoBaA KMCnoTa

(cpopmyna /I/:

o o
H

T = MeTWn,
2-kapbokcragamaHT-2-un).

K oxnaxaeHHoMy 0o 5°C pacteopy 1.4 1
coeduHeHWsa, nonydyeHHoro B [1pUrcToBneHUM
419, 0,28 mn nupuguHa B 20 mn MeCN,
aoBasnawt 0,43 mn waoBytunxnopdopMmata 1
nepeMelLMBaldT B TeuyeHWe 1 4vaca npu
KOMHaTHOW TemnepaType. C Jpyrod CTOpOHbI, B
TedeHne 1 4vaca KUNATAT ¢ obpaTtHbIM
XONOAUNbHUKOM CMechb 0,64 r
2-aMrMHOaaamMaHTaH-2-kapboHOBOKW  KMGNOTh,
1.564 mn ouc(tpumetnnoununmaderamnga B 320
MmN MeCN. lNocne oxnaxXaeHWsa AC KOMHAaTHOW
TeMnepartypbl 006aBMNAKT  BLILENONYYeHHLIA
pacTBop CMELLaHHOIo aHrmapuoa "
nepemellnMBaldT 3 OHA NpW  KOMHATHOR
Temneparype W B armocdepe  asoTa.
PeakuyMoHHylo cMmecb nogkvcnsawtT go pH 2
nytem pgobaeneHna 1 H. pacteopa HCl u
KOHLEHTPUPYHOT B Bakyyme. OcTartok
o6pabaTeiBaloT BOAOH, SKCTparnpyroT
aTMnaueTaToM, opraHudeckyto chaay cylar Hag
cynbhatoM  HATPWUA W pPacTBOPUTENb
BbinapuUBakoT B BaKyyme. OcraTtok
XpomartorpadimpyioT Ha cunukarene, snwoupys
cmecelo OXM /meTaHon! ykcycHad Kucnota
(100:1:0,5 no odbemy). [NonyyeHHbIR NPOAYKT
obpabaTbiBalOT METAHOMNOM, NOALENaYnBaOT
nytem gobaBneHWa  KCHUEHTPWPOBAHHOIO
pacTecpa NaOH W KOHUEeHTPUPYKT B Bakyyme.
Mpooyxr B copme HaTpreBoi conm
obpabaTbiBaOT METAHONOM, NOAKMCNAT 4o pH
1 nytem goBaeneHna 1 H. pacTteopa HCI w©
oTcachlBaldT  o0pascBaBLIMACH  OCafoK.
Monyuatt 0,17 r uenesoro npogykra. T.nn.
210°C.

Mpumep 30

2-{
5-(2,6-dumMeTokcndennn)-1-[2-aueTamuaoe-1,3(2
H)-anokco-1H-
BeHs/def-nzoxrmHon-6-unjnupazon-3-un-kapboHu
namuHolagamaHTaH-2- kapboHoBasd KucnoTa

[opmyna /i T = wmetnn, AA(OH)
2-kapboKcMagaMaHT-2-1n;)

0-C

o 4]
|
HHCOMe
3To  coeauHeHWe  NOMyYawT  COrMAacHo
MeToOuKe, onucaHHor B MNpuMepe 29, ucxods 13

AA(OH) =

10

15
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0,9 r  COoeAuHEeHWS, Nnofy4YeHHoro B
MpurotoBneHun 4.21, 0,25 Mn TpuaTUNamMuHa,
0,25 mMn wnaobyTunxnopocgopmmara v 15 mn
OXM, 3atem 0,36 r
2-aMWHOadamMaHTaH-2-kapboHOBOK  KMCNOThI,
0,89 mn Guc(tpumetuncnnumaverammza u 20
mn MeCN. Coipoid NpogdykT Xpomarorpadupytor
Ha cWNUMKarene, anwoKpya oMecblo OXM
/meTaHon/ ykcycHas kucnota (100:3:0.5 no
obbemy), fo pH 3 nyrem poBaeneHua 1 H.
pacTecpa HCI, 3KcTparMpylT aSTuhnadeTaTtoM,
3KCTPAKT cywar Hag cynbdartom Hatpma K
pacTBOpUTENL BbINAPWBAKOT B Bakyyme. [locne
KpucTannuaaunmn na acbupa, nonydawt 0,45 1
LeneBoro Npoaykra.

T.nn. = 292°C.

[MocTynas cornacHo MeTofuKke, CrnMCaHHOW B
Mpumepe 7 (BTOpoW cnocoB) W uUcxods W3
coeMHeHWs, nonydYeHHoro B [pUroToBneHum
4.4,  nonyyawT  COBAMHEHWA  COrMacHo
W30bpeTeHulo, NpeicTaBneHHble B Tabnuue 1.

MocTynas cornacHo MeTofuKe, CNCAaHHOW B
Mpumepe 10, WM UCXOOA W3 COEOWHEHKS,
nonyveHHoroe B MpurotoBneHun 4.4, nonyqakor

coefHeHns COrMacHo naobpeTteHuio,
npeacTaBneHHble B Tabnuuye 2.

Mpmep 40

Xnoprugpat

2-{5-(2 6-gnmeTtokcuderun)-1-[4-[N-[3-(N'N'-
AuMeTUnamuHo)-nponun]kapbamonn]HadpT-1-nn]
nupason-3-1n-
kapboHWunaMuHolagamaHTaH-2-kapEHOBOM
KMCMOTEI

OTO  COeQMHEeHWe  MONyvawT  COrnacHo
MeToamnke, cnucaHHoW B MNpumepe 18, ncxoas na
56 r  coeuHeHWs, nony4YeHHoro B
[purotoBneHun 4.11, 20 Mn okcanunxnopyuga w1
20 Mn OXM, 3aTeM 3,4 r
2-aMnHOaJaMaHTaH-2-kapboHOBOW KUCNOTHI, 8,4
mMn MeCN n 16 mn tpustunamumHa. [locne
KpucTannuaaumum na nponaH-2-cna %]
nepekpucTannuaauuMu Ua MeTaHona, nonydakT
1,3 T UeneBoro npoaykra B hopMe OCHOBaHWUS.
(T. nn. = 242°C). 20 mr MNonyyeHHoro 8 dopme
OCHOBAHWS  NpodyKkra pacTBOPAT B
MUHUMAaNEHOM KonuyecTee MeTaHona,
nogkuenawt Ac pH 1 nytem go6GasneHwus
HacCbILWLEHHOro  pacTBOpa XMopoeBoAopcda B
achmpe W KCOHUEeHTpUpyloT B Bakyyme. [locne
KpucTannMaalmu 13 CMecu aueTtoHa ¢ MeHTaHoM
nonyYaloT UeneBoi xnopriapat. T.nn. = 200°C
(pasnoxeHue).

AMP-cnextp npn 200 mry B AMCO; §, m.4.
=04 - 23 (M, 14H), 26 (cw, 2H) 28
(cw, 6H), 315 (cw, 2H), 3.4 (cw, 2H),
3,65 (c., 6H); 65 (g, 2H);, 69 (c, 1H)
72 (t., 1H), 7.3 - 83 (m, 7H), 8,8 (c.L,
1H); 10 -13 (2 c.w., 2H).

<Dopmyna I/I306peTeHI/IF|:

1. 3amelleHHble
1-HachTMNNKnpa3son-2-kapbokcamnaos hopmyIsl
0

O—MH-AACQHY>

OCH
3

|4

B KoTopcm R oboaHavaet  rpynny,
Bolbupaemyio  cpegn  -CN, -C(NH3)=N-OH,
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-C(NR 4R5)=NRg, -CONRR,,

-CON(R 7)(CH2),NR1Rz, -CON(R7)(CHz),CN,
-CON(R7){CH2)qC{NR14R15)= N-R1g,

-CH 5CONR4Rg, -CHaCOOR7, -O(CH2)NR4Ry,
-O(CH2),CONR4 Ry, -N(R7)CORs,

N(R 7)CO(CH2),NHCOR3, -N(R7)SORs,

-CH 5N(R7JCOR3, -CHoCHoNR 4R,

-S0O 2NR1 R2, —SOQN(R7)(CH2)NNR1 R2, nnn R,

CBA3aHHLIA C aToOMOM yrnepoda B NONOXeHWN 5

HaCbTI/U'IbHOFO paghkana, 06pa3yeT rpynny
—C—MHC(E_ _2-C—;

1l 13
]

_6,
_6’
-5

moa mn <

O ST
EEGENY 1

R 1 Ro Kax OBl He3aBUACMMEC Jpyr OT gpyra -
sogopod unwn {Cq-Cy)-ankmn;

R3 - Bogopon nnun (C4-Cg)-ankmn;

R4 1 Rg Kax bl HE3aBMCWMMGC Opyr OT Apyra -
Bogopogd unun {C4-Cy)-ankmn;

Rg - (C4-Cy)-ankmn;

R7 - Bogopon nnun (C4-Cy)-ankun;

Rg - (C4-Cy)-ankun;

R11 1 Ry2 KaxablA HE33BUCUMO ApYT OT Apyra
- Bogopoq uni (C4-Cy)-ankun,

R13 - Bogopod unu rpynna NHCORg;

R1a W Rq5 KaX bl HE33BUCUMO ApYT OT Apyra
- Bogopog unn (C4-Ca)-ankun,

Rig - Bojopod, Kpome TOro, Rig MmMomer
oboaHavate (Cq-Cylankmn, «korgpa Rq4 -
Bogopon U Ryg - (C1-Cy)-ankun,

T - (C1-Cy)-ankun,

rpynna -NH-AA{OH) - OCTaTOK
AMUHOKUCIOTHI
® K
—HNH—C—COOH
rie X - pBogopog M X' - BOAOPOA,
{C 4-Cg)-ankun s KapBOLWMKNNHYECKNA

HeapomaTUyeckKuid pagukan ¢ 3 - 15 atomamu
yrmepoga vt X K X' BMecTe ¢ aroMamiu
yrnepoaa, ¢ KOTOPLIM OHU CBA3aHbl, obpaayioT
HeapomaTUdeckKd kKapbounkn ¢ 3 - 15 atomamu
yrnepoga,

WK UX conu.

2. CoegnHeHws no n. 1 dopmynel (1), B
KoTopo# R oboaHa4vaeT amMUHOKapOOHUIMBHYHD
rpynny,  aMUMHOKapBOHUNMETWUNBHYO  TpYNny,
auetamugorpynny, N-(3-N',
N'-gUMeTUNaMUHONPoNUMaMUHOCY b OHUMNEHY
o Tpymnny,
N-mMeTun-N-(3-N',N'-guMmeTunaMmHonponu)aMuH
OCYNbMOHUMEHYIO TPYNMY,
KapBaMoUNMETOKCUIPY Ny,

N-(3-N' N'-gumeTtunamumHonponun)aMmmHokapboH
UNEHYHO rpynny, N-(2-N',
N'-gnmMeTunammHoOSTUN)aMUHOKapPOOHUITbHY O
rpynny,
N-meTun-N-(3-N',N'-onMeTmnaMmmuHonponun)ammH
oKapBOHWUNbHYO TpYNNy,
N-meTun-N-(2-N',N'-onMeTunaMmmnHos TN JaMmHoK
apboHUNEHYIO rpynny,

N-MeTUn-N-[2-(N "-meTun-N2
-MeTUNaAMUONHO)STUI] KapGaMOUNBHYIO TRYNMY;

T ofosHaqvaeT MeTUNBLHYIO TPYNNY W rpynna
-NH-AA-(OH) oboaHavaet OCTaTOK
2-aMWHOadaMaHTaH-2-kapboHOBOK UMK
(S)- a-aMWHOLMKNOrEeKCAHYKCYCHOR  KUCNOTEl, W
WX COnMM.

3. CoeguHeHud no n.1 dopmynsl (la)
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Q—NH QOH

CH
3 R
a

B KOTOpPOK R, obosHavaeT
N-(3-N' N'-gumeTtunammHonponun)aMmmHokapboH
WNEHYIO UMK
N-(2-N',N'-gumeTunammuHos TN} aMMHOKapOOHUIE
HYIO FRYMNY WU X COMK.

4. Cnoco6 nonyyeHWs  3amellgHHbIX
1-HadbTMnNKnpason-3-kapbokcamnaoos dopmynsl
(I) no n.1 n ux conel, OTNM4aAKOLLMIACA TEM, YTO:

a) PYHKUMOHANBHOS NPOU3BOAHOE
1-HadTUNNMpazon-3-kapboHOBOW  KMCNOThI
chopmynsl (1)

OO0H

OOH

Hy g

B KoTopor T M R UMeloT yKasaHHble ans
coeguHeHusa hopmMynbl (1) 3HavYeHus;

R' - npegwecTBeHHnK R, BuibnpaeMblid cpegn
HWTPO-, aMWHO-, TUOPOKCKMNBHOW, Cynbdo-,
XNopcynb@OHWNEHOW, KapBoKCUMBHOW rpynnbl,

obpabaTkbiBaloT aMMHOKUCNOTOK, B cnydae
HeObXOAUMOCTK  3alMWEHHORW OObIMHEIMA B
NenTUOHOM  CUHTE3e  3alWUTHLIMK - rPyNnamm,
chopmynsl (I11):

H-HN-AA(CH),

B kotopor -NH-AA(OH) wmeeT 3HaudeHWe,
yKazaHHoe gna coeguHeHus dopmynbl (1);

6) B criyyae HeoBXoOUMMOCTK TakM 0Bpasom
nony4eHHoe coeguHeHwe dopmynbl (1)

27140912 C1
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OCH
3

-

R

NnoABepralT nocneayoLlwe
COOTRETCTBYIOWER obpaboTke ans
npeBpaLleHus 3aMecTuTend R'
npeawecTBeHHuka R, B 3amectutens R;

B) B crydYyae HeobXoAWMOCTM M3  Takum
obpasom nonyvyeHHOro Ha craguuv a) unu Ha
ctaguu ©) coeMHeHWs YOansaloT 3allWUTHbIE
rpynnel  Ang  nonyyYeHWs COOTBeTCTBYIOLLeH
cBOBOAHOR KMCroThl chopmynbl (1),

r) B cny4yae HeobXoAMMOCTH, NonyyaloT conb
nonyJeHHoro coeguHeHns dopmynel (1).

5. Kncnotel doopmynel (11)

OOH

)

OOH
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B kotopod T W R WMelT 3HadeHus,
yKasaHHble B n.1 gngd coeguHeHus dopmynel (1);

R'- npepwectseHHnk R, BLIBMpaeMLIid cpeam
HWTPO-, aMWHO-, TWOPOKCKNBHOW, CyNnbto-,
XNopcyNbAOOHUMEHOR rpynn,

UK MX PyHKUMOHANBHLIE NPOW3BOAHLIE NO
KWCMOTHOW YHKLMWHK.

6. Kucnota no n.bs, B KOTOPOR
bYHKLUMOHANEHBLIM MPOW3BOAHEIM KMCNOThI
ABNAETCA  XMOopaHrugpwa,  CNoMHbIA

(C 1-Cy4)-ankunoBLIA 3Up 3TOW KWUCMCTHI UMK
CMELLAHHBIA aHrIMAPWA, KUCMOTEI C M300YTUN- UK
3TUN-XNopdhopMUaTOM.
7. [MponasogHLIe
chopmynel (3
NHNH_

HahTUNTMApasnHa

R
¥

B kotopoi R, ofoaHadaer uvaHo- wnu
KapOOKCUMETUMEHYIO TPYNAY,

A UX COMMU.

8. ¢apmaueBTWYECKad  KOMMO3ULKUA,
obnajawowas CpoACTBOM K peuentopam
HeﬁpOTEH:SI/IHa, cogepxawaa akTMeHoe Hadvano 1
chapmMaleBTu-eckme Ao06aBKM, OTNUYalOWANACA
TEM, UYTO B KauecTBe aKTMBHOMO Hadana oHa
COAEepPKUT coefWHeHKe oblen chopmynel (1) nNo
NoboMy 13 nn.1 - 3 UNK OOHY N3 Er0 BO3MOXHbIX
conen B adhdeKTMBHOM KOMNA4YecTBe.

9. ®apmaueBTUYECKaAsA KOMMNO3ULMA no n.8,
oTnMyaoLlascs TeM, 4TO aKTMBHOE Haqano
codepxutca B Konmdectee 0.5 - 250,0 Mr Ha
SOVHWUYHY 03y,
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Cxerme 2.

SO,k | NHNH,
OO a') OO
- . 5
o O 7o o7 N7,
4 |
- NH,
)
ot CO,H OT (COZCH,
| o
N ¢ N
N < N
- -
0o° N 0 0" N 0
NI NH

it 2 [["a

OT CO,H
| |
N
N
o (1
0" N 0
11 NHCOR,

-30-

27140912 C1

RU



clL6ovic N

0]

SO3K

T

of’ 0
Ri3

b)
NHNHq //(,943=H WAL —[CHz)nNA’,/\’z)

o®

o

Ri3

0

3 (8= H unu ~(CHy), KRR,
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Tabnnua 1

MNpumepsbl

-NH-AA(OH)

31

32

33

34

T

N~ COOH

OCH
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Tabnuua 2

MNpnmepsl -NH-AA(OH)
C11,-CH(CH,),
35 |
-HN-CH-COOH
(CH,),-CH,
36 |
-HN-CH-COOH
CH(CH,),
37 |
-HN-CH-COOH
38
-HN-CH-COQH
39
-HN-CH-COOQH

.33
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