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{67) 1. lerepoumKnvieckue NPON3BOOHBIE 3a~
MELLEHHLIX 2-aurMnaMuHo-5-Tha3onoe dop-
mynst (1)

Ry
R, _S |
y%N\n”z m
N 0
Ry

roe R, — arom sopopona,

R, — denvs, HezameuteHHLIA UKW YMelo-
UM OOUH WA HEeCKONbKO 3aMmectutensei,
BoibupaemMuIX cpeaw aromos ranoreda, B
4acTHOCTH, Xniopa win dTopa, C,~Cg-ankunb-
HbIX unn C —C-ankokeurpynn, min R, n R,
B39Tbie BMECTE, NPeAcTasnmoT coboi rpyn-
ay:

O(CIL,);—

NPUCOSANHEHHYIO Yepes yraepof deduna 8
NOAOXEHUE 4 THA3ONBHOIO KONnuUa,

o

2

R, - rpynna -(CH,)_-X, rne m agnaetrcn
uenbIM YUCNoM oT 6 Ao 5 a X - atom
ranoreHa, NpeanodTUTenbHO, atom Bpoma,
MIIPOKCUA, LUKAOTeKCun, PeHun, KOToPLIA
moxeT GuiTh 3ameuter C,—C,-ankokcurpyn-
nei; rpynna, enbvpaemas cpean -COOH,
-COOX,, OCOX,, -5-X,, -OCO0OX,, -NHCOX,,
-NHCOOX,, -OCONHX,, -NH-C(W)-NHX_,
rae W - arom xucnopona wnu cepnt,
-NHCO(CH,)},COOH, rne s - 2, 3, 4, roe
X, = C,-C,-anxunn, penmn, KOTOPbLIA MOXeT
ObiTh 3aMetliel OAHOM WM Heckonbkwmn C —
C,-ankmnbHbivu vy C,—C, ~ankokcurpynna-
M, anaMaHTUNLHas rpynna, smdo X-rpynna,
sbupaeman cpeaw -CONX X, -NX X,, rae
X, — atom popopona ww C ~C.-ankun, X, -
atom sopopona unm C,~C-ankun, wim X, n
X, BMECT@ C aTOMOM a30Ta, C KOTOPLIM OHM
CBA3aHLY, 06Pa3yInT NVPPONAMK nan nune-
pUYaMi4, He3amMeleHHbIA K 3aMeLLeHHbLIA
OKCOrpynnai “uau rmapoxcuisHON rpynnoa,
vwnu R, - C -C.-ankokcurpynna, rugpok-
CWALHARA rpynna, nunepasvHunLHas rpynna,
803MOXHO N-3amelleHHan rpynnoi COOAlk,
rae Ak - C,-C.-ankun, xapboxcunbHan
rpynna,

Z — UHAONWA, He3aMeLIEHHLIN nnn 3ame-
WEeHHLI} no a3oty kapbokcHankunenom
-Z,-COOR, rpe Z, - C,-C,-ankunen, a R,
~ atom soflopopa unn C —C. -ankun, aunnom
COR,,, rae R, - C,~C,-ankun, ankokcukap-
SoHunom CO(SR“, rae R,, - Tper.-6ytun,
obnanaowme CpoACTEOM K PELEnTOpam Xo-
NEUNCTOKMHIHA U TacTpuHa.

2. Coepgunerue no n.1 dopmynst |, roe
Z - yHAOMMA, He3dameeHHsil unn 3ame-
UleHHbI N0 a30TY kapBokcunanxvwneHom
-Z,-COOR,,, rae Z, - C -C -ankuneH, a
R,, — arom eopopopa wan C.-C. -anknn,
auwnom COR ,, rae R, - C —C -ankun, an-
KOKCUKAPBOHNNOM 6009,,, rie R, -
TRET.GYyTHR,
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3. Coepunrenne no n.! dopmyny |, rae
R, - arom Boaopoma, R, — ¢enun, Z -
WHAORUA, HE3AMEILEHHBIA N 3aMeILIeHHbIA
no asoty kapBokcwanknnesom -Z,-COOR,,,
roe Z, - C,-C,-ankunen, a R, — artom
aopopona unn C ~C -ankun, aunnom COR,,,
roe R, - C—C,-ankun, ankokcuxkapBoum-
oM CéOR, » roe R, - tper.-Gytun.

4. Cnocob noay4erus revepouMknnyec-
KX NPOU3BOAMLIX 2-auMNammHo-5-TWaionos

dopmynir (1):
R S 5{1
. Ry
X_)/NTZ
N O
" Ry

rae R, — avom sopopoga,

R, — dernn, HE3aMELISHHBIA UIW UMEIO-
WWA OavH UK HECKOALXO 3amecTUTenaw,
sufitpaeMbiX cpean aroMOB FAROreHa, 8
4acTHOCTU, xnopa uni $ropa, C,—C,-anknn-
weiX unu C —C -ankokewrpynin, win R, n R,
a83nuThie BMecTe, npeacTasnsioT coboh rpyn-

ny:
O )y

NPUCOEAMHEHHYIO YEPE3 yrnepoa deHuna B
nonoXeHne 4 THAIONLHOFO KONbLIA,

R, — rpynna ~(CH,)_-X, roe m ssnaeTcs
HenLiM SUCHOM OT ¢ fo 5 a X — arom
ranoreHa, NPeanoYTUTEnsHo, atoMm Gpoma,
TVAPOXCUA, uvxnorexcun, Gerun, KoTopsit
mMoxer Ouite 3ameiter C,—C,-ankoxkcurpyn-
noit; rpynna, ewbupaeman cpeau -COOH,
-COOX,, OCOX,, -§-X,, -OCO0X,, -NHCOX,,
-NHCOOX,, -OCONHX,, -NH-C{W)-NHX,,
rae W ~ arom KUCNODPOAa WA cepdl,
~-NHCO(CH,),COOH, rpe s - 2, 3, 4, rpe
X, = C,-C,-ankun, penun, KOTOPLIK MoXeT
Obith 3aMelLeH OfiHOIW MM Hecxosbkumu G —
C,-ankvinoHbivu vinu C ~C -anxokcurpynna-
Mi; anamaHTuRLHaR rpynna, 6o X-rpynna,
avibupaeman cpegm -CONXX,, -NX.X,, rne
X, — atom soaopoaa wan C —C -ankun, X, -
atom sonopona mnm C -Cy-ankwn, wam X,
u X, sMecTe ¢ aToMOM a30Ta, C KOTOPbLIM
OHW CBH3aKLI, 06pasyInT NuppoRuaKH Vinu
MNeprManH, HeIaMEeWeHHI VAV 3aMeLten-
HA OKCOrpyYTIIOR KRK TMAPOKCUNLHOW Mpyn-
noit, nan R, — C -C -anxokcurpynna, rua-
POKCHABLHAA TPYNNa, NWNepasuHUALHaR
rpynna, N- aameuiernas rpynnoin COOAIk,
rae Alk - C ~C,-ankun, xapboxcunbHas
rpynna,

Z ~ MHAONAA, HEZAMELLIEHHLIR WK 33Me-
WEHHBIA NC a30Ty KapSoKkcHankxuneHom
-Z,~-COOR,,, rae Z, — G,-C,-ankunen, a R,
- atom poaopona unu C —C -ankun, atmnom
COR,, rne R, - C,~C,ankun, ankokcu-
kap6ouwnom COOR,,, roe R, — Tper.-Gy-
MR, OTNMUYHAWIWKRCS Tem, YTo
JamMeleHHLA 2-amMuio-5-Tuazon Gpopmynt:

Rva S\ NHRS
&}?/ [

Riva

rae Re asrmercst atoMoM Bopoposa, R, w
R,, MEIOT 3HaYEHHA, yKazaHHbie anm F'I’:'\f u
R, rae rvipokcu unk aMUHOTPYTNINGSE IBRSIOTCR
O- win N-zametierHomu, otpabGaTuieanT
HYHKUMOHANBHBIM  NTPON3BOAHBIM XKUCAOTH

dopMyn:
Zo-COOH,

rae Z° uveer yKasdaHHuie Anst Z IHaueHWR,
roe rpynna NH sBagetca N-aauMiieHHOA,
sarem ecnt R, n R, comepxar N-3auu-
uteHHBle K O-3atvitentbie rpynnel, ocy-
WECTBNAIOT CHATHE A3WNTH K NOABEPFraloT,
B Cnyvae HeOOXOAUMOCTH, NORYYeHHbIA Ta-
KwM 00pa3om NPONYKT aumavpoBaritio Mnm
ANKUNUPOBAHUIO € LIENLID NOMYYSHWR Coe-
ovwennin popmynnt |, rae R, R, v R, umeioT
YKA3aHHbie 3HAYeHUR,

5. Cnocob nonyuenua reTepounKnnyec-
KMX RPOMU3BOAHBIX 2-aupmnaMuuo-5-Tuaaonos

dopmyne {I):
Ry 5.
V. k= N
) e S
N Q
Rfv

rpe R - atom sogopopa,

Ry, — eHun, He3amBaLLISHHLIA YU UMBI0~
WA OfIMH UMM HECKONLKO 3aMecTUTenei,
gpibupaeMuIX cpefn aToMoB ranoreHa, 8
4aCTHOCTH, xnopa unn ¢ropa, C,~C -ankusib-
Hoix war C —C,-ankokcurpynn, nnu R, v
B3ATLIE BMECTe, nNpeacTaensioT coboil rpyn-
ny:

O(CH, ;—

nNPNCoeMHENHYIO Yepes yrnepop, deHnna B
NONOXEHNE 4 THA3ONLHONO KONLUA,

R, - rpynna -(CH,) -X, rne m sannetcs
HensiMm 4ucnom oT d Ao 5, a X - atom
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ranoreda, npeanoqTurensHo, atom Gpoma,
rMRPOKCHA, LUWKAOrekcHn, GeHnn, KOTOpLIA
MoxeT ObiTb 3ametuern C,—C,-ankokcurpyn-
no’, rpynna, sutupaemas cpepw -COOH,
-CO0X,, OCOX,, -§-X,, -OCO0X,, -NHCOX,,
_NHCOOX,, -OCONHX,, -NH-C(W)-NHX,,
rane W - atom xucnopoga vnu cepn,
~-NHCQO(CH,),COOH, rpe s - 2, 3, 4, rpe X,
- C,-C,-ankun, geHnn, KOTOPbIA MOXET GbiTh
3amellen onHoil v Heckonbkumu G ~C,-
ankvnsbHeiMu unn C,—C, -ankokcurpynnamu,
anaMaHTUNbLHanA rpynna, Mo X-rpyrna, Bol-
6upaeman cpegyn ~-CONXX,, -NXX,, rae X,
- arom sopoposia wwm C -C,-amun, X, -
aTom sogopopa unn C,—Co-ankvn, wam X, »
X, BMECTe ¢ aTOMOM a30Ta, C KOTOPLIM OHK
c8533Kb, 06pas3yloT NIMPPONUAMH M nene-
PUAUH, HE3aMEWEHHBIT MM 3aMetieHHBIR OK-
COrpPYNANoA NNM rMAPOKCUNLHOR FPYNNOA,
R, — C,—C,-ankokcurpyrnina, ruapokcuneHan
TPYNNa, MMNEepPasnHuiibHan rpynna, BO3MOX-
Ho N - 3amewenHan rpynnoi COOAlk, roe
Alk - C ~C -anknn, xapbokcunsHas rpynna,

Z - WHACRWN, He3aMellleHHsR Ny 3a-
MEWEeHHB No a30Ty KapbokCHanKuneHoMm
-Z,-COOR,,, rae Z, - G —C -ankuneH, a R,
- atom Boaopoaa wnu C —C.-ankun, auu-
nom COR,,, rge R, - G,-C,-ankun, ankok-
cuxap6onunom COOR,,, rae R,, - Tper.-
ByTUR, OTAVYAINWWWCH TEeM, YTO
aMuHOoTHaz3on GOPMYNbLI:

Rva ~S\__NH
Y
N
Ryva

rae B, 1 R, WMeloT aHauenun, yxasaHHole
ana Ry, 1 R, roe rapoxcu nnm amuHorpyn-

rt ABnARTCH O- unu N-zaMewieHHbIMK, Noa-
BEPralT AUMNUPOBAHWIO aXTUBUPOBEIHHOR
POPMOA KMCHOTE GOoPMYNbI

HOOC

N
|
Q
rae Q — 3awmTHan rpynna,
M OCYLIECTBNNIOT CHATUE 3ailMThl C A30Ta.
6. Fipon3eoaHoe 3aMeuigHHOre 2-amu-
HOoTuazona dopmynst (XI)

X S
NH
Y

Riy

roe R, -denun, vesaMeweHHsIn nam same-
WeHHLIA ranoredom, C ~C ~anknnom wni C ~
C,-ankokcunom, X - é,-és-anxoxcurpynna,
NUNSPUANH, HEAAMELILEHHBIR MAU 3aMeUIeH-
HLlA B 4 MONOXEHMW TURPOKCHUIPYNNOR, B
KAuYeCTBRE NPOMEXYTOUHDbIX COSAUHEHWA,

7. fiponaeoaHoe 2-aMmuHo-4-dennntna-
aocna ¢opmynbl (1X):

X X,N—(CH,)~ SYM ;
by

(X1

{X)

rae m - 1 v 2, a X)X N npeacraenser
cobon dranummao- vnn NH, -rpynny, B Ka-
HEeCcTBe NPOMEXYTOUHLIX COSAVHEHWA.

N3oGpeTteHrUe OTHOCWUTCR K reTepoLivk-
NUHECKUM NPOU3BOAHLIM 3aMEUIeHHbIX 2-
aumnammHo-5-Tuasonon, obnanalownx
CPOACTBOM K peuenTopam XoNeumcTOXWHEUHA
W ractpuHa, K cnocobam ux nonyveHuR, K
NPOUSBOAHLIM 3EMELIEHHOND 2-aMUHOTUA30-
na u K NPOVSBOAHEM 2-aMuHO-4-deHnunTna-
3013, B KA4ECTRE NPOMEXYTOMHLIX CogauHe-
HWA,

XoneumctoknHuH (XLIK) asnserca nonu-
NENTUAHLIM FOPMOHOM, HAXOOALMMGH in vivo
B8 HEeCKONLKUX ¢ropmax, coaepxatuux or 8
£o 39 amuHokmucnotr, On obGnapnaer MHOro-
YUCNEHHBIMU PUIUOAOEUHRCKUMHA BO3I-

10

DEACTEMAMM HA XENYHLIe NYTH, Ma Xeny-
AONHO-KMWEYHBLIK TRAKT, CM. B 4aCTHOGTH
crtatsio J E Morley, B xyptane Life Sciences,
1982, 30, p.479-493, koropana paeTt noa-
pobuoe onucaHue ero csodcte. flse pas-
ANYHBIX nonynauvy peuentopos XUK 6uoinn
BBIRBASHL! NPU AOMOLUM crieundUieckux ad-
TaroHucToB; nonynsuynK TMNa A npucyrc-
BVIOT, & YACTHOCTH, B NOLAXKENYAOUHON Xe-
nese, B XEAMHOM Ny3bip@ ¥ 8 HeKOTODbLIX
30HAX UEHTPANEHOW HEePBHOW CUCTeMbl, Tor -
Aa Kak nonynsiuM TMna B HaxonstcR A
OCHOBHOM B LISHTPANbHON HEePBRHOW CUcTe-
me,
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acTpuH ABAKETCH NOMVMNENTUAHEIM rOp-
MOHOM, KOTOpbI! BO3RENCTBYRY, 8 YACTHOC-
TA, HA KNCMOTHYIO GEXPELIMIC Xenyaka, ero
5 C-KOHUleBwe aMUHOKUCHOTH REAAINTCR
MAEHTUYHBIMY avHOKNChoTaM XK,

MaBecTHLl COSAMHERUS, ABNSIOWMECR aH-
TaroHUCTaMKU MO OTHOLIEHWUIO X TACTPUHY W/
um XUK, B8 wacTHOCTW, npornysmvg, napa-
xnop-Genzonn-L-TpuntodaH, a Taeke Npoua-
BOAHbIE HEH30OMA3ENVHOB, ABAFIDWMECH CNe-
LinchudHBIMIE aHTEFOHMCTaMK G0 peuenTo-
pog XLIK A, takme xak 35(-)N-2-[1-metun-
2-0kc0-5-penun-2,3-anrmapo- 1H-1,4-6eH30-
anasenui-3-un]-2-naaonkapboxcammg
{J.Med Chem., 1988, 31, 2235-46), nnb6o
peuentopos XLUK B, takme xak 3R{+)-N-[1-
MeTUR-2-0KCo-5-theHun-2,3-gurmapo-1H-1,4-
6Geusonuazenud -3-unj-N'-[3-mernndennn]-
kapBamup, (Eur. J.Pharmacology, 1989, 162,
273-280).

C ppyroit cTopoHbl, NPOM3BOAHLIE THA-
30na hopMynBl:

H NHCO-- i
TN @ ®)
N

A
|

8 koTopoR A, npeacrasnner coboi 2,4-an-
meTokcudenwn; 2,3,4-rpumertokcndeHnn unu
reTepolMKAUMECKYIO FPYNNY, Takylo Kak 3,4-
arvrnopo-7-meToxen- 2,2, 8-tpumetnbenaonu-
pan-1-2H-6-un vnu 3,4-auruapo-7-MeTokcit-
2,2-ppmetunbenaonupas-1-un-2H-6-un, onu-
caHbt 8 AokymeHTe indian J.Chem., Sect. B,
1988, 27(B) 7, 629-32 xak oGnapnaiowve
6akTepuusaHBIMA MKW  DYHMMUKAHBIMU
CROMCTBAMM,

Apyre npouasonMbie TMalosa Gpopmy-

.Hzc\ S Nur()@_g
I - 1

t l{ ®)

I

N/

@)

B xo?&poﬁ B, npenctaensar coboit soA0poA
CHE] atomM  Gpowma, cHUCaHb B8
Chem.Pharm.Buli., 1977, 25(9), 2292-9 kak
ofnagawue nNPOTUROBGCNANNTENLHBIMKW
CRORCTRAMK,

Apyrue npoussopHeie TWasona GhopMy-
ney

- M
HO,C

_ BOCHyC, SYNHCO—Q
(\Lﬁ CO,H
L

r'd
Cl

{C)

10

15

25

06nagalnT MMMYHOCTUMYNTMPYIOIWMMI W ApO-
TRBOBOCHANUTENEHMMKY CBORCTBAMU, OHU
ormcanb! B cratebe Arch.immunol. Ther.Exp.,
1978, 26 (1-6), 921-9,

MpouasoaHbie 4-xuHonnHkapGokcammnaos

Gopmynl: H
h© G
O 5 NHCO—~ N ©
O

L 4
onucaHyt 8 Chem.Abst., 112 (13), 115 589x
Kak obnagaioime BakTepuUMAHLIMA U fOe-
INHOULUMDYIOLLIUMW CBOMCTBAMM,

Opyrue npowssoavbie Twalona, obna-
aawowme ceoicTeamut aHT-XUK, onucasnl B
natenre EM-A-0432040.

CoeauHeHMaIMI COTnacHo naobpeteHio
ABMMIOTCA reTePOLMKNMUECKUS NPOUABOOHLIS
2-aunnamuio-5-tTnaaonos opmynot (1):

F-Z

‘fl
v 8. N
i Y8
N
Ry
B XOTOpOih R, npepcraensier coboit atom so-
AK0pona,

Ry — deHun, HezameweHHbIA NNk UMen-
WHA OfUH UM HECKONBKO IamecTutene,
BbiOupaemblx cpeay aToOMOB FanoreHa, B
4acTHOCTH, xnopa unu ¢ropa, C,—C -ankwib-
HbiX unu C,~C,-ankokcurpynn, unn R, R,
B3IATHIE BMECTE, NPEACTABNRINT coGoi rpyn-

ny:

o

OO

npucoeaHesHYI0 Yepes yrnepoa ¢eHuna 8
ngnoxeHrue 4 THaloNLHOr0 XonbLa,

R, - rpynna -(CH,)_-X, raie m cocTae-
haet oTr 0 po 5, a X - arom ranorexa;
npeanoYTUTENEHO, aToM 6poma, ruapok-
CUR, uNKnorexkc#it, GeHun, KOTopbIli Mo~
xeT Obith 3ameier C,~C -ankokcurpynnof;
rpynna, emGupaeman cpean -COOH,

-C00X,, 0COX,, -S8-X, -OCOOX,,
-NHCOX,, -NH-COX,, -O-C-NHX,, -NH-C-NHX,,
K i [
3] 0 W
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rae W - atoM xdCnopofa wnu cepw;
-NH-C (CH,) -COOH, rae s - 2, 3, 4, rae
]

O

- C,-C,-anmn, ¢eHun KOTOPLIA MOXeT
6blTb 3ameu.|.eH 0aHOM MU Heckonbkumy C -
C,-anxunoHsimm uau C, -C, anxoxcurpynna~
Mu anAMaHTUNBHAR rpynna. nuHo X-rpynna,
BuiGupaemast cpeam -CONX X, -NX X, rne
X, - atom popopona unn C,—C,-ankun, X,
aTOM soaopona wmm C,~C, —anmn nnu X )
X, BMEeCTEe C aTOMOM aao'ra C KOTOPBIM OHu
CB‘HS&HN, 006pa3yioT NUPPORVMAVH WA TMNe-
PUANH, HE3aMEeIIEHHbLIA K 3ameulenHbiA
OKCOIpYNroi MAK FUGPOXCUNLHOR TPYNNOIA;
nnm R, — C ~C -ankokcurpynna, rapokcuiib-
Hasl rpynna, NUNEPaUHUNLH3A FRYNNA, BO3-
MoxHO N-3ameuleqHas rpyanoi -COOQALk, rae
Alk - C,—C,-ankun; rpynna KapboHOBOW Kve-
NOTH;

Z — vHAOAUA, He3aMELUEeHHBHA MK 3a-
MEULEHHbI NO a30TY KapBOKCUANKWUAEHOM,
-Z,-COOR,,, rae Z, - C-C,-ankunen, a R,
~ aTom Bo.u.opon.a T, %) C C -anKvn; auu-

nom COR,,, rae B, - C, C anmn anKoK-
c;«mapﬁonunom CéOH,,, rge R,, ~Tpet.Gy-
™»h.

CospuBeHnn MOTYT HaxOaWTLECA B BUaE
COMEN NPUCOBAMHENUN C MUHEPANbHBIMI UK
OPraHUYEcKUMIA KUCNOTAMW ¥ OCHOBAKWAMMU,
npMyYeM CoAn MoryT 6uiTb HETOKCUMHbIMK
GaApMaLEBTUHECKU NPUEMNEMbIMY CORSIMU,
a TaKxKe APYTUMK CONaMU, NPUMEHREMbIMA
DNR BLIAENSHWUA UMK AN ONUCTKM COeaANHe-
ruit popmynel ().

(IpeAnoYTUTENbHBIMW  COSRNHEHNAMIA
dopmynp! (1), SBNMOTCR coeamHeHua, rpe Z
- WHAONAWUA, He3aMaleHHbLIF UAK 3aMeUIeH-
Mbli? N0 a30Ty kapbokcHankuneHom — Z, —
COOR,,, rae Z, - C -C,-ankunen, a R, -
arom Bogopona win C —C -ankun; auunom

COR,,, tne R,, - C,-C,-ankuna; ankokcu-
kapBonunom - COOR,,, rae R,, — Tper.6y-
™A,

Ewe BGonee NpeanovYTATENbHLBIMA COe-
AVHEHVAMWU SBNRIOTCA coeanHenus Gopmy-
not |, roe R, — atom sopiopopa, R, ~ denun,
Z — VHOORUNLHAA TPYNNA, HEe3aMEWeHHas
VAW 3aMellleHHan 1o a3o0Ty xaphokenanku-
nedom - Z, - COOR,, rpe Z, - C-C,-
ankwnend, a R, ~ atom soponoaa nm C -
C,-ankum; aLunom COR,,, rtae R, - C, C
ankwi; ankokcrMkapGoHUnom - CéOR“. roe
R,, = TpeT.6yrun.

Obbexrom n3oBpeTeHnn ABRKETCH TAKKE
CNOCO6 NOAYYEHWA reTEROUUKAVYECKUX
NPON3E0AHBIX 3AMELLIEHHBLIX 2-alUNaMHMHO-5-
THA30n0B hopmynu! |

10

15

20

25

30

J )]

rae R, - avom Bopopopa, R, dernn,
HEeaaMeLueHHLR UM UMeKMN OOVH Nk
HECKONLKO 3aMecTuTened, suLifupaembix cpe-
DX aTOMOB ranoreHa, B 4acTHOCTW, Xnopa
wm dropa, C ~C,-ankunbhbix um C,-C,-
ankoxcurpynm, v R u R, B3anTtbie BMeCTe,
ApeacTasnmoT cobon rpynny

_O-(CHy) -

@)

npucoeanHenkye Yepea yraepoa dennna p
nonoxexne 4 TuasonsHoro konwua, R, -
rpyana -(CH,} -X, rae m cocrasnser oy O
no 5, a X — atom ranoreva, NpeanodYTHTe b-
HO, aToM OpOMa, rUAPOKCYN, LIMKNOFeKCUA,
enun, KoTophii MoxeT Gbith 3amewen C -
C,-anxoxcurpynnoi; rpynna, esibnpae-
man cpeam -COOH; -COOX,; -OCOX;; -5-X;
-OCOOX,; -NHCOX,; -NH-C-OX,; -OC-NHX,;

il il

0 O
-NH-C-NHX,, rae W - atoMm kucnopopa
i
w

vwnu cepel; -NH-C-(CH,} -COOH, rpe s -
"

8]

2, 3, 4 rpe X, - C,~C,-ammn, ceunn,
KOTODRLIA MOXET ObiTh 3aMellleH OAHOW 1Unmn
Heckonbkumn C -C -ankunsHoivu unn C -
C,-ankokCUrpynnamu, apamanTunbHas rpyn-
na; nubo X-rpynna, ewbBupaeman cpeau
~CONX X,; -NX X,, rae X, - atom BOAOPOAA
nmm C -G -ankun, X, ~ a‘rou BOAODOGA NAKN
C-C,- anmn (7317 X v X, BMECTE C aTOMOM
asora C KOTOPBIM omM ¢BA3aHL, 00pasyioT
NUPPONKMAUK U NUNEPUaVH, He3dameuleH-
Hill KU 3aMBLLIeHHLIA OKCOTPYNNOR WnK Fa-
pokcunbHon rpynnoid; wm R, ~ C,-C.-an-
KOKCUIPYNNG, FUAROKCUALHAN TRYNNG; nune-
pa3auHUnLHaN rpynna, N-3ameuierHHan rpyn-
noi -COQAlk, rae Alk osnavaet C -C-an-
KWn; rpynna xapboHOBOW kUCNOTe!; Z — WH-
DOAWUA, HE3AMEUIBHHbIA AW 3aMEeLIeHHBIA
no a3oTy xap60xcuanxunenou, -Z, - COOR,,,
tne £, - C-C-ankuned, a R, - atom
ao,quona mm C -C -anKin; auunom COR,,

rae R, - C, C-anmn‘ ANKOKGHKAPGOHM-
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nom -COOR,,, rae R, - Tpev.Bytun, saknio-
YAILLEMYCA B TOM, Y4TO 3IAMEWEeHHbIA 2-
AaMUHO-5-Trnaaon Gopmynbt

-t
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3areMm koraa R, R, cogepxat N-aawipuen-
Hite Wik O-3alMIeHHbIe rpyNnbl, OCYIMecTs-
NS0T CHATUE 3ALUMTH! M NOABEPraloT, B CNY-
yae HeoOXoaMMOCTH, NOMyMEHHLIA TakuM a6-

Ry g, ¢ 5 pasoM NPOAYKT auMNMpPOBaHI0 UAWN aNKUNU-
N '\"-— NHR, POBAHWIO C LENLIO MONYYEHUN COLOVIHEHWIA
{m dopmynet |, rae R,, R, 1 R, nmeioT ykasaH-
—N HbIE 3HAYEHUS. .
Rl'v' MHOroUMCNeHHbLIe aMuHOTHa3oNLl ¢Hop-
« 10 mynw (11} ABASHOTCA MABECTHLIMN.
rne R,° aapretcs aToMoM sogopoaa, R, u Hoawe aMUHOTHA3oNH MOTyT GbiTh NO-
R,, MEIOT 3HAYeHUs), yKa3aHHbie ane ﬁ',; “n AyYeHbt N0 OfIHOMY M3 cnocobos, ONUCaH-
R, A€ FU[POKCU- WK amnHO-TPYTb AB- HbiX, B 4aGTHOCTW, B cvarbe Bull.Soc.Chim.,
naotes O- i N-3ameunteHHbiMKn, obpata- (0), 1963, 2498-2503,
TUIBAT QYHKLUUOHANBHBIM NPON3BoaHbIM 15
KWCNOTH HOPMY b Tak, cornacHo oBuwel, cxeme ocCy-
WeCTBASIY BA3aUMOAENCTBNE TUOMOMEBU-
Z° - COOQH, Hbl ¢ anbda-ranoreHKeToHOM, NPeAnNoYTH-
TensHo, ¢ anbPa-tpoOMKETOHOM, B COOT-
roe Z° vMeeT yKaaaHHuie ans Z aHavewwn, 20 BeTCTBMM CO CReayiollleid PeakuMOoHHOR
roe rpynna NH ssnnetca N-saupritetiHon, CXEMO#:
' CXEMA 1

\ R Br
o _ o/NER
\NHZ + U,

Riy ©

m v

rae R,, B, n R, nmMeior 10 xe camoe 3Ma-
© yeHne, ywto U 8 dopmyne (i),

Anba-ranoreHKeToHsl U TUOMOYEBU-
Hbl MOFYT ObiTe nOAyYeHsl cnocobamu,
APMHUMNBI KOTOPbIX ONMCAHL B IMTepaTy-
pe; Tak, anbda-6pomkeroHm (V) moryr
6biTh MNONyYeHs Npu AeACTBUW Ha
R,CH,COR, 6pomom 8 yKCycHOW cpepe
wnr BpOMUAOM N8yXBaNeHTHONR Mean 8 op-
raH4eCKOM PacTEOpUTENE, TaKOM KaK 3TH-
nauerar, xaopocOReNXallMiA PacTBOPUTENL
vAK +X cMecKH. Ncxoaubie apoMaTryeckua
KETOHL NONY4anT O0LYHO MO peakLuw
Ppusens-Kpadrca, a anundartuieckme me-
TUAKETOHB MOFYT ObiTb NOAYYBHW NPW
ANeACTBWN ANA3OMETaHa Ha COOTRETCTRYIO-
Li{we XNOPaHTUADKAL KapBOHOBLIX KMCROT

R .
v S\"—NHR‘;
N

Riy

C NOCReAYIOLUM FUAPOAN3OM NOMYYEHHO-
r0 AMA30KEeTOHA,

Ancda-xnopcopgepxatme apoMaTUMEC-
Ke KeTOHL! MOTyT Gtk AONYYeHB! No peak-
un Dpngens-Kpadrca ¢ NOAXOAMULMM XNO-
pasrMapuaOM ansda-xnopcogemxalue 11c-
nOTHL,
Korna R, npeacrasanet coBoi cnoxHo-
admpnyio rpynny (CH,) -COOX,, 1o npowns-
BOAHLIC TUA30Na, CODTBETCTEYICUIME NpUBE-
ReHHOW Hinke dopmyne (V), 8 xotopoit R,
X, ¥ M MMeI0T 3HaveHusa, yKkalaHHeie ANA
coepuHeHua GopMyn (1), asamoTcA uasecT-
HEIMHA UMK NIONYMAIOTCH N0 WIBECTHRIM CRO-
cofam B pe3ynbTate B3auMOACHCTBWSR anb-
}a-6poMaLeTOKUCACTH MK anbda-6pom-
xetoadupa ¢ TMOMOYEBVHON B CODTBETCTEBUM
CO cnepywwei cxemoi;
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Br
2
RIV-CO-(CH2)m+ 1 -CO0X ] i RIV-CO-(IZH-(CHZ)M-COOX 1

xlo?(caz) ‘7(
(I2)

B sasncuMOCTK OT BMAA 3aMecTUTenn
R, MCNONL3YICTCA Cheayioume MeTonL No-
JYHERVA.

a) echm R, npencrasnaer cobo# rpynny
-{CH,)-OH, 10 cooTtBeTCcTRYIOWEE NPOV3BOA-
HoEe Z-aMKHHOTHMA30Na NPWBELAEHHON Hvxe
dopmynst (V1), B KOTOPOiIA M uMmeeT aHave-
Hust, yKadanHuie ona dopmyns (1), Moxert
ObiTe NONYUEHO U3 CNOXHLIX adupos dop-
Mynel (V) nyTem uxX BOGCTaHOBASHWS NPV
AOMOLUW MADKAOA LWSNOYHOrO MeTanna, Ta-
KOTO ¥aK, HanpuMep, aMoMOTADAA SIMTHA, B
anPOTOHHOM DACTBOPUTENE, TAKOM KakK Tey-
parnapodypad, ¢ NoOAYYeHUeM aMUHOCHWD-
Ta $opmynst

HO-(CHy) oy S

Ryy

KOTOPOE auMnupyT npy nomoww ZCO0H ¢
nonyqeHuem coeandedunn Gopmynul (ib)

HO-(CH,) S\H/NHCOZ
{ib)
. LN
Riv

ans xotopore n, R, v Z onpenenensl ans
coenuHenus: (1),

NHCOZ «——

CXEMA 2
Br
H,N
2
>c=s
H,N
Hpo st
— X 0C-(CHYIm s\[rrm2
!
Rpy
V)

25

6) ecnu R, npencrasnsier coboi rpynny
cnoxHoro agwmpa -(CH,) -O-CO-X, nmm
CAOXHOrO TMoadupa (CI-? }.-S- COX,, B8 KO-~
TOpbIX M 1 X, RBNAIOTCA TAKUMW, KaK onpe-
heneHo ona gopmMyns (1), 7o NpouaBoaHLie
2-amunoTwazona daopmyn (VH), (Viic) unw
(Vild), B xoTopuix R, m, W n X, sBnsorca
TakvmM, Kak onpegeneno ana gopmynol (1),
MOTYT ObiTh NONYYeHbI:

— b0 B COOTBRTCTEUM CO CheayiolLe
cxemMon 3 (cwm. panelue);

- anGo nexoas a3 N-aaupnneHHbix cnmp-
voB dopmynnl {Vl), onucaHHBiX Bbilse, Ha
KOTOPLIE BO3OENCTBYIIT XNOPaRruapuaom
KUCAOTE!, TAKUM Kak, HanpumMep, auetTniaxno-
pua, 8 pacTeopyuTene, TakOM kKak, Hanpwu-
MEP, NMPUOWH, C LEABK AIONYYeHVA Cnox-
Heix adupos DOPMYNLI:

XI-ﬁO-ECHz)m < NH,
0 , (Vilc)
—N
R V/

rae W=0
M

X1-§-0-(CHm
0 WI 3

B xoTOpbix X,, m, R, ww Z onpenenexsl
Bhilie AnR coeguHeHns {1);
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CXEMA 3
Nal X, SH
Riv- (CHy)gy Gl ———> Ryy-C-(CHy)] > Ryy- & (CHZ)uu-I'sxl -
o CH;COCH; s
i 2 ' 3 .
o)
x,cowoxom X COW Cs
Bl‘z .
Ryy-CO-CH-CHo)m W CO-X) #—— Ryy-C-(CHylpy, 1 W-CO-X
Br 0
5 4
(W = O mns)
H,N
C=S§
HyN
- s._ oNHz
X W ACHim \f( ABHAUPOB HE
0 N —e—  (Ic)uau(id)
Ryv :
(Vi) uau (Vi)
X S-(CHplm NH, :
\l( NHz- -NH ' Bry

—t wa"f““‘“‘z’wsxl -—

Br
6

ayuAKpOSaMIE

@), q=0

8} ecnu R, npencraenaet coboit kapba- g5 (ib) npu gefcreun uaoumanata Gopmynsl
wmar -{(CH,} -0-CO-NHX,, B xoTopom m u X, X,-N=C=0 B anpOTOHHOM pACTBOpUTENE, Ta-

PRAMGTCA TAKWMK, KK ONPeASNEHO ONA CoR- KOM, KaK, HanpuMep, TeTparapodypas win
awrerwn (1), TO NpouasoaHLIE TMA3AONA COr- DOPMETaNH, NPXU TEMNepaType, 3aKNoYaH-
AACHD UIOOPETEHMMO NORYMAIOT M3 COOTBETCT- HoA mexty 20°C v 100°C, 410 npueoamMT X

BYIOUWIX TVADOKCUAUDOBAHHLIX COBOMHEHUH coeqmuenwo (if) popmynni:
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-m

X,-N- C-0-(CH,),

O=O

I N m
N
Riy

B koTopom X,, m, Ry v Z onpegencHst ans
dopmyntt (l);

r) ecnn R, npegcrasnser coboit amng
-(CH,),, CON)?X, 8 kotopom m, X, u X,
KBASOTCS TAKMMK, KaK onpeaeneHo .wm coe-
bynenns (1), To TMa3onRw cornacHo n3obpe-
TEeHUIO NONYYaeT B pe3ynbTare peakinu
Mexay amuHom HNX X, u cooreercrsyio-
LM CAOXHBIM 3hupoM dopuyrist (V) naun
{1a) B oTCYTCTBMY YAN B NPUCYTCTBYKM pacT-
BOPUTESIS, TaKOrQ Kak ankaHon, npu Temne-
partype, 3akmoveHHoit mexay 20 w 120°C;
peakia MOXET TaKKe OCYWECTBARTLHCS B
repMeTMYeckH 3aKkpuiTOM COCYae B 3aBUCK-
MOCTH OT TOFO, ABRRETCA JIN GMUH NETYHIM,
4TO NPUBOAMT K caeanHervio (Vill) nnan (ig)

dopmynby
Xy X 1 2 ﬁ:(CHZ)

) 1 \/ (i)
wnn

NHCOZ

j]/_\[/ (ig)
Riv

8 kotopait X,, X,, m, R, n 8 cnysae Heob-
XOAMMOCTI Z ABASINTCA TaKUMK, Kak Onpe-
penevual ann dopwynet (1);

A) ecnw RV npenctasnaer cobGol
amuuorpynny -(CH,) -N-X X,, To npoussos-
Hble Thazona nonAy“YalT, nanpumep, B pe-
AYNLTATe BOCCTAHOBNEHUR OMMCAHHLIX Bbi-
we amunos opmynol (Viil), soccranasnn-
Bast 1PV NOMOWH ruaPUEA WEAOUHOTO Me-
Tanna, TaKoro, Kak, HanpuMmep, anioMorua-
puR AUTHR, B PACTBOPWTENE, TAKOM KaK TeT-
parngpodypan, NpyY TemMnepatype, 3akio-
YeHROoN mexay 20°C u remneparypoit kune-
HUA PaCcTBOPUTENA, 4TO NPUBOANT K COoeLn-
HeHUWIo hopMynsh

X X,-N- ﬁ (CHq}

26899

X3 Xg-N-(CHpm+t H,
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()
—N
Riy

KOTOPOE aUMNAPYIOT Npy nosaow ZCOOH ¢
nonyvenvem coepvHervn (ih) dopmynbl;

Xlxz—N-(CHZ)mH S\[(
I’N
Y

B kotopoit X, X,, m, R, u Z asnmorca
TAXMMK, Kax onpeneneHo ams gpopmynn: {1);
e) ecnu R, npeacrasnset coboit xapbo-
Hat -(CH,) -O-COOX,, 8 kotopom m u X,
ABARNIOTCH TAKNMIW, KAK ONPSASHeO IR Coe-
AvHeHns (1), 70 THa20nbi FONYYAIBT M3 CNVP-
108 (Ib), 88048 ¥X 8 peakumo € xnopdop-
Muatom -CI-C-OX, B NpUCYTCTeMM OCHOBa-
[
O
HWSL, TAKOTO KaK TPUOTUAAMUM MAN NDUDA-
AWH, 4TO NPUBOANT K CoenmHermo (1) dhop-
MYnbI:

NH-CO-Z
(i)

x,o-(”}o-(cuz) s NH-CO-Z

5 )

Riv

B kOoTOpoR X,, m, R, n Z aBnsioTea 1akumm,
kKaKk onpeneneHo ana gopmynsl {1);

x} ecrm R, n R, BaaThie BmecTe, npenc-
TasasinT cobow rpynny:

O-(CH4)
:w’( 2
KOTOPan COoBAWHRETCH Yepes3 yrnepon pexu-
na s nonoxeHne 4 THaA3IONLHONO KONbLUA,
TO THA30ALI NORYYAIDT B COOTBETCTBMK CO
cravee#t G.Fontaine et al, C.R.Acad.Sei.,
1965, 258, 4583;
3) echv R, npeactasnsety coGon rpynny
-(CH,},-X, 8 xoropoit m=0, a X npencras-

nAer coGOA anKoKSUrpynITy C,-C,, to coor-
BETCTBYIOWMA 2-aMUHOTMAZ0A nonyvaeTca,
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wexoan na 2-Gpom-2-ankokcu-1-genunara-
HOHZ, 3aMELLeHHOrD, B CAydYae Heobxonu-
MOCTH, Ha deHune ¢ NoAYUEeHRVeM NPOYKTa
dopmyns;

X _S
Y
N
Riv

B KOTOPON R, ABARETCH TakuM, Kax onpeae-
neHo suile, "a X npepcTasnser coboi an-
kokcurpynny C,—C,, ¥ kOTOpbii 3aremM aum-
nupyeTecn, Kax yxaaaﬂo gbllte c nonydaHuem
coammHBanna GOpMYALE

pig

Riy

NH,
(X9

X NH-COZ

(im)

B8 KOTOpOA R, 1 Z aBnsiOTCR TaKMMU, KaKk
onpegenexno gma popmynt (1), a X asnserca
TaKm, Kak oOnpeaeneHo soitue ans Gopmy-
et (X1°),

WIHM K OOHOI M3 MX conef.

Coenurrerns hopmynst (X1} aensiQTcA Ho-
BHIMH MPOMEXYTONHBIMU NPOYKTaMK,. COC-
TABAROWMAMY 4ACTL NaoGpeTenns.

Hexotopoie 13 kucnor 2° COOH senmoT-
CA M3BECTHLIMU W laXe ABMAINTCH KOMMEp-
YECKUMU; ARYIUe NONYYRI0T NCNONL3YA CNo-
co0bi, A3BECTHLIC ANA aHANOTWYHBIX MONe-
Kyn.

Naobperenme oTHOCKTER K cnocoby no-
AYYEHN TeTePOUMKIMNECKMX NPOU3BOAHBLIX
3aMELLIEHHLIX 2-aLnaMHo-5-Tazonos ¢op-
Mynb! I.

M

fRe Z — wHoown,

R, - arom BOADPOAA,

Ry — hetun, HeaameuieHHLIi unkn nmelo-
UWiA OAYH VMY HECKONLKO 3aMecTUTened,
ButbUpaeMLIX Cpeay atOoMOB FanoreHa, 8
YACTHOCTH, XN0Pa WK G —Cg-anxvnn-
woix ww C,-C -anxoxcunbﬁbm rpynn. nny
R, uR, B3IATLIE BMECTE, NPEACTABARIOT CO-
6o rpynny

3

26899

10

15

*

20

O»ICHZ) -

nPUCoBaMHEHHYIO Yepes yrrepon, deHvna 8
nongkeHne 4 TUasonbLHOro Konbha,

R, - rpynna -{(CH,) -X, roe m cocras-
mer ot 0 po 5, a 5( ~ @TOM ranorexa,
ApeANoOYTUYSNBHO, ATOM GPOMa, TMAROKCUA,
umcnorekcut, deHun, KoTopelit moxeT GbiTe
aameuied C,-C,-ankokcurpynnoit; rpynna,

suﬁupaemaﬂcpem -COOH; -CO0X,; -OCOX,;
-S-X,; -OCOOX,; -NHCOX, -NH-C-OX.;
1
#
o

-OC-NHX,; -NH-C-NHX,, rae W - aTom kuc-
I H
o) w
nopofa vnwu cepkt; -NH-C-(CH,),-COOH,
il

O

rae s - 2, 3, 4; X, — C,—-C,-amun, denun,
KOTOPLIt MOXeT 6MTh 3amemeu oaHON nn
HeckoAbkumn C ~C -ankunbHbimm unn C -
C -ankoxmrpynnaw afaMaHTNBLHaNA rpynna,
wn X-rpynna, soibupaeman cpegy -CONX X,
-NX, X, rae X, — atom soaopopa wm C ~C,-
ankun, X, - avom sogopoaa wwm C —C
ankvn; wan X, v X, smecte ¢ aTOMOM
asora, ¢ KOTOprM onu CBA3aHY, 00paayior
AWPPOAKANH WK MUNSPAOMH, HEe3aMeLleH-
HbliA UKW 3aMELEHHEIA OKCOrPYINON 1N -
pOKCUNLHOA rpynniod; nnu R, ~ C,-C-an-
KOKCUTpYynina, MAPoKCUAbHAR Fpyrna; nune-
pasuHunbHas rpynna, N-aaMewenHan rpyn-
noi -COODAIK, rae Alk osHavaer C,~C,-an-
Kun; rpynna xapﬁouoaon Kucnom. aaKmo-
YAOLLEMYCA B TOM, YTO UMUHOTHA3AON Op-
MYNb

RVa S\’.(NHZ
LN

rae R, v B, uMeloT aHaveHus, ykazaHHbie
R, » R, rae ruppokcu- unmv asuHor-
pynnu sasnaoTen O- nnn N-3alwmuieHHbIMKI,
NOABEPFAOT ALMNMPOBARNIO amampoaauuon
dopMoit KUCAOTH PopmynL:

G a
XN -

|

Q
roe Q - 3awmuiaolas rpynna,
¥ OCYILECTBNMIOT CHATHME JaMTH C A30Ta.
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3awwTHaa rpynna () npencraenaeT Co-
H0/ 1 pynny, 0DbIMHC UCNONBIYEMYID ONR 3a-
umTbl rpynn NH, B peakuuwax koHAEHCaLM
aMMHOKMCAOT, Takyly xaK;
-CQO(vper-CH;) G H,-CH,-O-C-; CHa-('l.:I-;

]

0 0
apyieM 3atpniaiowan rpynna Q moxer oT-
ILENAATECA NPV NOMOLK KMACCUYECKIAX M-~
TOO0B CHSITUA 3AUMTLIL,

BO® moxeT OTLenARTLECR NPU NUPONY-
3e B OTCYTCTBUE PaCTROPUTENA NPU Temne-
partype, 3axniovenHolr mexay 180 » 200°C.

Peaxups KOHAEHCALM aMuHoTa3ona (i)
C KMGROTON B GOPME aXTUBMPOBAHHOIO CNOX-
HOrO 3hKUpa MOXET NPOACANTLCH B PAcTeO-
putene, NpUpoAa KOTOpOro BoiGvpaercs B
3aBMCHMOCTA OT PacTBOPUMOCTU COoeflnHe-
HWA W OT THIa aKTUBaunK KWCNOTHOW PyHK-
UMK, NPEANOYTUTENLHO B NRUCYTCTBMY OCHO-
BaHus, HaNpUMepP, TPETUYHONO aMMHa, Taxo-
O Kax TPUITUAAMHWH, peaxums 0BeMHO OCY-
WECTBNNETCH NPU TEMNEPATYRE, JAKNIOHEH-
HOW mexay 0°C u 30°C.

Korpa coepnHenns Gopmynol {1) copep-
xat B Z rpynny xapHBboHOBOW KMCNOTH, TO
oH MoryT BbiTe NoOny4eHbl B peaynctate
MAapoM13A, CIOKHOTO 3GUPa NPeanOYTUTe -
HO B OCHOBHOR cpefe, Hanpumep, Npy GeicT-
B MUHEDAABHOrO OCHOBAHWA, TAKOIO Kak
TUAPOKCAL, LEROYHOrD MeTanna, B BOAHOC-
AYPTOBOIA cpese vy 8 PeAYNLTATE KUCHOT-
HOTO FTUAPONN3A B CRy4yae TpeT-0yTUnoRoro
cnoxHore adupa,

H306peTeHne OTHOCUTEH K HOBHIM RPOU3-
BOAHLIM JAMEBILUEHHOTD 2-amuHoTHasona hop-

mMynnl Xi
X S NH,
H Y {(X1)
N

Ry

rae R, — $eHunn, HeaamewleHHLIA unn 3ame-
LLEHHBIA ranoreHom, C -C -ankunom un C -
C,-ankokeunom, X - C,~C.-ankokcurpynna,
NUREPUANH, HE32MELIEHHBIA WR 3aMeLLeH-
Huild 4-rUaPoKCUIPYnnoi,

HNzobpeTtedne OTHOCUTCH K HOBLIM NPON3-
BOAHBIM 2-aMRHO-4-(henmnTnazona hopmy-
no X

.

(1X)

Riv

10

15

rne m - 1 uwar 2, a XN npencrasnael
cobon pranvmugo- umm NH, -rpynny

Conv nNpUCoeMHEHNY COeAUHERUNA C
dopmynon {1} ¢ KUCHaTaMY YA OCHOBAHNA -
MU MONYHAIOT OGBbIMHBIM CNOCOGOM yTem
BEEACHMA KMCNOTHI KA OCHOBAHWA B PacT-
aop coeauHenun ¢ dopmynoi (1) Cone Bbi-
D2naeTca B 3aBUCUMOGT OT ee PacTBopY-
MOCTHBIX XapakTepUCTHK nocne Bbinapusa-
HUSl PACTBOPUTENA UNM 1OGNRe NPpubasneHus
HepacTaopuTens.

CoeaunHeHun ¢ dopmynoii (i) v ux conm
UHMMBUPYIOT CBA3bIBAHNE XONeUUCTOKUHUHA
O CBOMMW peuenTopamu, OHu senaoTca 0o-
nee UK MeHee CeNeKTUBHLIMKA N0 OTHOLLIE-
HUMIO K peuenTopaM tuna A wm B un 6onee
WK MeHee MOWHBIMW auTaroHMcTamy no
OTHOLIEHWIO X FacTpuHy.

Wx cpoacTeo K peuenTtopy XUK A Geino
onpeneneHo 1IN vitro NP MCNONL3OBaAHKUKN Me-
7043, ONUCAHKHOro HWXe, NPUHUWN KOTOPOoro
ABNRETCA TAKMM Xe, Kak YyTIOMAHYTHIA B CTATbhe
vfe Sciences, 1985, 37, (26), 2483-2490;
OH 3aKTIO4AeTCH B onpeneneHnit BuiTecHe-
HUS uoamMposaHHoro XUK 8 S co ceomx ueHT-
POB CBA3LIBAHWA HA FOMOFeHW3aTe NoOXe-
NYOOHHOW XEeNe3bl KPLIC, anuMKBaTHLIE KO-
4ecTsa cycneHaum ui oB0N04KK RomXeny-
HOMHOA xeneaw (100 Mxr NPoTerHOoSs Ha M1}
e 6ydpepHom pactaope Tpuca, HC {50 mM),
pH=7.4, copepxautem MgCi, (5 M), 6a-
uuTpauuH (9,1 Mr/mn), propanruapuiz Me-
TundeHrnmMmeTancynbhokmucnotst (0,1 mr/mn)
0ABePralTcR uHKYGaLIMM B Tevenue 40 Mu-
HYT npK Temnepatype 25°C 8 NpUCYTCTBUM
nwopmpoBaHHore XLIK 8 S (200 Ku/mmons,
T 2. 50 MM KOHEYHON KGHUEHTPaLUVIL) 1 BO3-
PacTAWVX KOHLISHTDALR U3AYyYaeMOro se-
WEeCcTsa; peakuws Npekpaljasrcs no ucre-
YeHuy 40 MMHYT B peaynsTate ueHTpudyria-
posavua flocne yaaneHus sennsiBiLiei ¢a-
3bl U3MEPASTCS PAAUOAKTUBHOCTL OCTATKA
C ApyroW CTOPOHL!, Hecneunuyeckne Cen-
3bIBaHMe onpenenseTcs 8 npuoyrcTenit XLIK
8 S ¢ xoHueHtpauveit 1 mxM

(lpn 3TUX YyCNOBUAX KOHUCHTPAUMS, UH-
rubvpyiouaa Ha 5055 ceaabisanne (CL), coc-
TABNRET /17 NPOAYKTOR N0 M300peTennio Me-
Hee 107 M, a ona GonLWOro X 4McAa oHa
cocTagnaseT nopagxka 10 M,

Wx cpopcteo K peuentopam XUK B 64i-
O ONPEASNEeHs NPU N3YUEHWM PLITECHEHNS
vopupoeaHHoro XUK 8 S co coowx cnein-
PUYeCKUX LUEHTPOS CEA3LIZAHAR, HAXONALLIX-
CA B8 OMOreHV3aTax W3 KOPbl rONOBHOMO
MO3ra MOPCKVX GBWMHOK, NYTEM APUMEteHnn
TOWR Xe MeTCAuKW, YTO W [ANR peuenropos
XUK A, HO ans cycnenawn u3 obonouex ¢
kOHUeHTpauren 600 Mxr npoTernos/Mn v ©
GydepHbim pacTeopom Meneca {10 MM) npr
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adaueri pH = 6,5, conepxaiupm NaCl {130
mMM), MgCL, (5 MM), DAOTA (1 MM) » Gaumt-
pauyH (250 mr/mn), npudemM nHxySaums npo-
BOQUTCA B TEyeHne 2 Jacos.

{ipu xoHueHTpauww 105 M sce npoayx-
Tel BuiTecHa10T Bonee 25% meveHHoro XUK
8 S ua peuenropos B; HexoTOpble MMEOT
Cl,, nopsaka 10¢ M.

CpencTBe K peuenTopy ractpuda ana
coeprHeHui, Hanbonee cneltgUUHLIX NO OT-
Howenwto K peuentopy XUK B, 6utno nayue-
HO B COOTBETCTBMM CO cnocebom,” ornucan-
HbIM HUXE, MPUHLIMN KOTOPOro ABRSIETCA Ta-
KM XE, Kak ynomaHyTas e J.Receptor, Res,
1983, 3(5), 647—655; anvKBOTHLIE KOMVYECTRA
WENYOUHBIX Xenesd MOPCKUX CBUHOK B 6y-
depHoM pacteope lereca npwu aHadeHnu
pH = 7,4 (24,5 mM), conepxawiem NaCl {98
MM}, HCI (6 MM}, NaH,PO, (2,5 mM), nmpy-
sav (S mM), CaCl, {0,5 mM)}, MgCi, {1 mM),
rnioxozy (11,5 mM), rayTamus {1 M), Gbi-
umil ambymun (0,4 r/100 mn), noagepra-
MCL uHkyGaumn B TeveHwe 90 mMuHyT npuy
Temnepatype 37°C B CORBBOM pacTeope B
npucyTcTeuyn racTpuHa (2-17), MedeHHoro
viogom {2000 Ku/mmone; 70 pM) u ¢ BO3-
PACTAICWMMIA KOHUSHTPALMSMU M3YHaeMbIX
npoaykros. Peakuus ripexpatuanach B pe-
ayneTare ueHTPudYrupoBaHna, 3aTeM n3Me-
pANach PagMoaKTUBHOGCTL OCTATKa nocne
usHTPUdYrUPOBaHVA; Hecneundpuieckoe CBA-
3blBaHKe CNPEReNAoChb B NPUCYTCTBUM racT-
pvra {2-17} npn kouuesTpawym 1 mxM. Coe-
AviHerna no usobpstermio umeiot Cl,, B UH-
Teprane mexay 105 M 1 10¢ M,

BHINO TaKKe NOKA3aHo, YTO COBAMHEHUN
NO M3OGPETEHM0 OKa3bLIBAIOT UHMMGMPYIoLLICe
AecTBME Ha aKTUBHOCTL XUK. 370 Gbino
BLIIRNEHO 1N VIlr0 NyTeM W3aMepeHns nofg
ASVCTBUEM HCTILITHIBAEMBIX NPOAYKTOB MHM-
OMPOBaHNA CEeKpeUuMd aMMNastl auMHycaMu
KPbLIC, CTUMYNIUDOBaHKOW nocpesctaom XLK
8 S, 8 cOOTRETCTBIM C METOAOM, aHANOTNY-
HbIM TOMY, KOTODHIA ONKMCAH B CTarbe
J.Biol.Chem., 1979, 254, (12) 5321-5327,
HO € NAHKPEATUMECKUMW TKaHAMU MODCKUX
camnHoK. Coeauuenns wmeiot aHauenvn Clg,
8 uHTepsane o1 10 M no 109 M,

HakoHeu, y mbltieit in vivo coeaimHenus,
wMelolwiMe xopowiee CPeACTBO X PeuenTo-
pam XLIK A, oxasbisanu aHTaroHucTUYeCKOe
[peAcTsve Ha MHNMBMPOBAaHWE ONOPOXHEHUS
XEeNyOKa, BoLi3bIBASMOe NOOKOXRHEIM BBene-
s#mem XiiK 8 S 8 COOTBETCTEMM C NPOTOKO-
NOM ONLITA, ONUCAHHBIM B CcraTee Life
Sciences, 1986, 39, 1631-1638; oripeae-
neHHan TtakuMm obpaaom OE,, (nosa spdex-
THBHOCTLIO 50%) CTPOro MeHbiue aHaANorv4-
HOU BEMMYMHE ANA NPOrMYMWUAA, NIBECTHOMO
AHTArOHUCTA racTpPVHA.

-
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Nockonsky 3T CoenHeHUs ABASTINTCH
- MaNOTOKCUNHLIMKW, TO OHU MOTYT UCNONbL30-

BATLCH B KAYBCTBE NEeKapCTBEHHLIX CPpencTs

Anst neveHnst GU3NONIOrMYeckux HapYyLLeHUA,
5 06ycnoBReHHBIX runepcekpeuvei’ aTux nen-

THMHOR MM PAcCTPORCTBOM DIHONOrMYeCKUX

rOPMOHANbHBIX CUCTEM, B KOTODLIX OHW 3a-

AEWCTBOBAHL, Ha YPOBHE KuwewHol chepnl

WK B LUEHTPanbHOM HEPBHOW CUCTEME B 3a-
10 BucvmMocTu OT ux cneundmnyHocT. Moxuo

€OCnaTeCA Ha 0630p TEPaANeBTUYECKUX NPN-

meHeunit antarodicTos XUK v ractpuHa,
,onyénukosanHuti 8 “Proceedings of

International Symposium on Gashin and
15 Cholecyctokinin 7-11 centsbpa 1987 r. -
Ed.J.P.Bali, J.Martines-Elsevies Science Pub,
B.V.

B vactHocT, anTaroHucthl XUK 6yayt
NONE3HBIMKU FIPY NEYEHNN KKLIEYHBIX [UCKU-
HR3WA, TAKMX KaK CUHOPOM DasARaKeHHOR
o0004HON KMLLIKKA, MPU NeHEHWK OCTPLIX MW
XPOHWYECKUX NIHKPEOQTUTOB UAK NPKU Neye-
HYUW MAHKPEOTHUHMECKUX KApUuWHOM (paxoBIxX
OMyXOneit}, a TaoKe anA perynsuym annety-
Ta UK B KOMBUHAUMN C ONUYMCOLSPXAM-
MU GONSYTONMOLLWMA CPEeACTBaMW NP ne-
YeHnu Bonu.

Y10 KacaetTca Bonee CENEKTUBHLIX aM-
TarOHMCTOB racTpUHOB, TO OHM ByayT nones-
HLIMK NPY NENEHUW AW AN Npenynpexae-
HWAS1 XENYAOYHBIX A3B, NPY NEYEHWUK CUHAPO-
Ma 30MMHrePa-JINCOHa, NPW NEYSHUN M-
nepnna3uit knetok Gr nasyxu (NonocTu) iy
ANA BOALHBIX, UMEDILNX PAKOBLIE ONYXONW
NKLEBOAA, XNENYAKa UAW KWIBYHUKA,

Lpagy aHTarOHWCTOR XONBLUCTOKUHWHA
Ha YPOBHE PEUeNTOPOB A NPeanowmralT coe-
DUHEHMS!

2-(2-xapGokcvmetn-2-uHaonmn)-kapso-
HNaMIHO-4-deHnn-5 -aleToKCUITMATUAZON;

2-(2-nHaoann)-xapGoHMnamMuno-4-de-
HAN-5-aueTokCHaTUNaaon.

NexapcTtegHubie cpefcrea no usotpe-
TEHUIO conepXaT, NO MeHsLLUed Mepe, 0aHO
3 coepmHenwia ¢ opmynoi (1) waw ogny
U3 ero conei ¢ dapmMaueBTHYECKV NpUem-
NEMBLIMUY KMCNOTON AW OCHOBaHWEM, B Chy-
yae HeOGXOaUMOCTH, B KOMGUHaUMK ¢ obbiM-
HblMKt MHAYdDbEepEHTHLIMK BElWLECTBaMK ANTA
co3paHun hapmaueaTwieckon Gopmbl, BBD-
AVMON KAZCCMHecKnm cnocobom opanbHEIM,
NAPEHTEPANbHEIM DEKTANLHLIM TYTEM Uy Ye-
pes cnuancryio o6onouky. Beogumbie no3sw
3aBUCAT OT NPUPOALI W CTenexHyu GONe3aHu, oT
COBAMHEHURA U OT NyTV BBeaeHva. Oxu Gynyr
06bIMHO 3aKNIoMaTLHEA Mexay 20 u 100 mr B
AeHb AR B3POCAONO YenoBeKa OpAaNbHbIM
nytem U o7 3 a0 10 mr NPy UHBEeKUMK,

dapmanesTiiecKe KOMRO3ULIMKM MO
H3obpeTeHnio AR OPanLHOrO BREREHWA MO~

3B

40

50
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ryT HaxoaMTbCst B BAAE Tabnetok, NURION.,
WeNaTMHOBLIX KafiCyn vwm FpaHyn win eile
B BMAe pacTeopa, cycneHsun unn rens. [ina
NApeHTepanbHOro BEEACHUR KOMITOIULIAN MO
v306peTerd GyayT HaXOpUTLCR B BUAES PacT-
BOPA, CYCMEHIUW NIV SMYALCUK B XKUOKOM
macne wi 8 mMoboM pacTeopuTene ana uH-
BEKUMK, B chyuae HeoGxoamuMocTH, Ha BOA-
HOM OCHOBE, CONEPNALIEM Khaccuueckue no-
Gapxy ona STOFO TUWNA PeuenTyp..

Ana MecTHOro BBEAEHWA Ha KOXY WK Ha
CAN3UCTEIe 0OONOYKL KOMIO3WLUA N0 Uanb-
peteHmio ByayT HAXOAUTLCA Hepes KOXY, TOr-
AA KaK Of1F PEeKTANBHOro Beegesms onm Gynyr
B Bue CBeYel Wi PeKTansHbX Karncyn.

Hioke omvckIBRIOTCN TIpMEDs! OCYLLIeCTe-
nexusn naobperteHus], a Takke cnocobul Ho-
NYHEHWS HEKOTOPDBIX NPOMEXYTOUHKLIX NPO-
RYXTOB cuHTEe3a ¢ popmynamm il 1 V. Yka-
3anHbe Temnepartypot nnasnewns (T ) on-
penenanuch 8 karmvnnspe. CRexTpbl AAepHO-
ro MarHWTHOTO pesoHaHca {IMP) Guinn 3a-
PervcTPUPOBaHLl OTHOCUTENLHO TETpaMeTyn-
cunaxa,

CuHtes A,

2-AMUHOTVA30N, 3aMetleHHil B nono-
xeHun 5 rpynrod -(CH,) X,

2-AMmuHo-4-{2,4-numetokcudenmn)-5-
BeHauwnHazon.

(my: R,

= H; R, = @- ~OCH,;

OCH,

A} 1-(2,4-AvimeTokcndermn)-3-geHunn-
ponax-1-od NONY4YaeTcs B COOTBETCTRUM CO
crateel E.-Thomas et al., J.Med.Chem., 1985,
28, 442-446 no peaxuyn Opupena-Kpadt-
ca.

B} 1-(2,4-Aumeroxcucerin)-2-6pom-3-
HEHUANPONaN-1-0H NOMMASTCA B COOTBETCT-
BAW C KRACCUMECKUMIA METONAMW B De3yib-
TaTe HpoMUPoBaHMA OPOMOM B PACTBOPUTE-
ne, TaKoM Kak JMxXnopMeTan nny veThpexx-
NOPUCTLIA YrRepoa.

C) 2-AMyHO-4-(2,4-nnmeToxcudennn)-5-
OeHannTason.

K 10 r nonyyeHHoro nepen atum 6pom-
COAEPXAUEr0 NPOMIBOAHOND, PACTBOPEHHO-
J0 B 100 mn 95°-ro araHona, npubasBnaioT
4,25 r TMOMOMYEBMHLI M HarpeBaloT peax-
UMOHRYIO CMECk npu TemnepaTtype o6paso-
BaHus phermul B TOHEHMe Tpex 4acos. Kox-
LIEHSTPMRYIOT NOA BaKYYMOM 1 U3BNEKAIOT OC-
TATOK B AMXNOPMETaHE, 3aTeM NPOMLIBAIOT
HACLILBHHLIM pacTBopoM Na,CO,. Oprann-
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yeckan ¢asa oTOendeTcHs hyTem fnexanTa-
LUK, CYLIMTCA Ha MgSO, 1 KOHUSHTDUPYSTCH
noa paxyymom. OCTaTok KpUcTannuayetcn B
50 mn avxnopmeTtaHa.
m=7, 10 r.
= 202-203°C.

NpoeoRsi GUHTE3R!, KAaxX yKa3aHo BhWe,
NOAYSAINT 2-aMUHO-TUAI0NBLI, ONUCAHHBLIE B
Tabn.1.

CwHies B.

2-AMMHOTVAZODN, 3aMBLUeHHbLIA B nO-
noxeHnuu 5 rpynnoi -(CH,) -CO X, nan
-{CH,), -CH OH.

A) 2-AMuHo-4-thenvn-5-meTokeukapbo-
HWNMETMNTHASON.

(M: B, =H; R, = -CHg R, = -CH,-CO,CH,.

Mony4yaetca 8 COOTBETCTBUN co CTaTbBVI
E.Knott, J.Chem.Soc., 1945, 455,

B} 2~AMHHO-4-(D9HHJ1-5-FM.IIDOKCHSTHH-
T™Ma3on.

K cycneHauy, cofepxauiesi 2  amomo-
rmapuaa nurua 8 100 mn Tetparvapodypa-
Ha, OXNAXOEHHORD RO Temnepatypol 0°C, npu-
GasnaoT 5 r aMMHOCONEPXALLEero CROXHOro
aduvpa, NOAYYEHHOrO AEPER STUM, W Harpe-
BAIOT PEAKIIMOHHYIO CMeCh NPU Temnepary-
pe ofipaaosauvn dnermbl B TeueHue nByx
Yacos. datemM NOCARE OXNAXKACHWAR B nNens-
Ho Bane nprbBaBNAINT NOCNEROBATENLHO 2
M Boabl, 1 M KkoHUeHTPUpoBaHHoro NaQH
¥ 6 Mn BOAL, MOTOM NepeMeinealnT peax-
UWMOHHYIO CMEech B Teuyskue noun, Otne-
AAIOT MUHEPAaNLHBIA OCaA0K NyTeM GunbLT-
POBEHUA 1 KOHUEHTOURYIOT MATOYHLIE PacT-
BOPLE NOA BakyymMoM. QcTarok nuasnexaer-
CS B AMXNODMETANE, NPOMBLIBAGTCH BOOOMA,
aatem opranmyeckas dasa nochegosarent-
HO AeKaHTupyeTcs, cywutes wa MgSO, #
KOHUEHTPVDYRTCH NOL BAKYyMOM, OCTaTOK
Xpomatorpadupyerca Ha cuamKarene,
AnKenT: guxnopmertad/metanon - 100/3
(V/V).

KoHueHTpupoBasne 4McToiX ¢paxuuin
p.aeT 4 1 oXxypaemMoro cnupra.

121°C.

l'ﬁ"mao.na CWHTE3bL, XaK YKa3aHO Bbilue,
NOAYHAIOT 2-aMUHOTMA3O0NMN, ONMCaHHbIe B
Tabn.2,

CwHrea C

2-AMMHOTHA30NLI, 3AMEWeHHLI8 B No-
noxenmn S rpynnoi -(CH,), -O-C-X, unn
~{CH,),~S-X,

f AMMHO-5- -{1-anamaHTvn-1-xapBboHusi-
OKCHOTWN)-4-herTTnaaoh.,
() R R, = -CH,

R, = -(CH,},-O-(&
o Lad

.
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A) 4-{1-Anamaumankapbonnnoxcu)-1-de-
Hurni-1-GyTan.

NonyyaloT B COQTRETCTBUM CO CTaThew
J.0rg.Chem. 1977, 42, 8, 1286 ueavesylo
CONb 1-anaMaHTUNKaPBOHOBOR KMCAOTH, MC-
xona w3 12 r 1-apaMaHTUNKap6oHOBOM KNG~
notw, U 10,96 r kapGoHaTa ueaus. flonyyeH-
Haa cMech pacteopseTca 8 70 ma MDA,
aatem tipuBasnaior 18 r 4-voa-1-derundy-
TaH-1-0Ha ¥ HATPEBAIOT PEaKLMOHHYIO CMECKh
npu Temnepatype 006pascBaHna pnermn B
Teyenne Houn, Bonapueawt OMDA nog Ba-
KYYMOM, K3BNeKaoT, OCTaToK 8 5%-m pacT-
sope Na,CO, u akctparmpyot 8 CH,Cl,. Op-
rammecxan ¢aaa NPOMBIBASTCH sonoﬁ a
3atem cylwmtest Ha Na, SO, KoHueHTpupyiot
11071 BAKYYMOM W xpomarorpadmpymow ocTa-
YOK Ha cwwarene, amoent: CH.Cl,.

KoHueHTpUposaHie 4ucteix dpaxumi
Aaer 10 r oxvaaEeMoro CoeguHeHWn.,

B) 2-Amuno-5-( T-agamawtun-1-kapbo-
HUNOXCNITUA}-A-(BeHUA-TUa30..

PacTeopaot 10 r nosyyeHHoro nepen
amum coepfwmtenus 8 100 mn CCl,. MNpubGas-
Aot 4,9 r 6poma, PacTeOpeHHOro 8 50 ma
CCl, v 0CTaBnsioT peakuposHYIo CMech Npy
nepeuewuaamu 8 TesqeHue 30 MuHyT, (Ipo-
MBIBAIOT BOAOW, ASKBHTURYIOT OpPranyeckyid
®azy, cywar ee Ha MgSQ,, punLTpylor n
KOHUEHTPUDYIOT NOJL BaKYYMOM.

Ocratox wasnekaercs 8 50 mn 95%ro
ararona. K pacreopy npubaensior 3,9 r To-
MOYEBMHLI U OCTABNIOT DEAKLIMOHHYIO CMEChH
Ha HOYL NPK TEMNEPATYPE OXpyXalowei cpe-
Obi. KOHUSHTPUPRYIOT CMECH NOJL BaKyyMOMm,
naenekaoT ocratok B CH,Cl,, npomuiBaloY
nNPY NOMOLUM 5%-r0 pacTeopa NaHCQ,, ne-
K2HTUPYIOT OPradw4eckyio ¢azy, Cywar ua
MgS0O,, PUALTDYIOT N KOHUSHTPUPYIOT noa
aakyyMom. OCTatox nasnexaetca 8 adupe v
CYLIUTCA.

=68 r.

¥, = 167°C.

Apoeonn cMHTEaL, KAK YKA3aHO 8biue,
NOAYYAIOT 2-aMUHOTUAE30NME!, OMMCAHHLIC B
Tabn.3.

Cuvrea D.

2-AMUHOTAA3O0NW, 3aMellieHHuwe B no-
noxexun 5 rpynnoi -(CH,) X,

8 xoTopoit X npenc'raanaer coB0o#i rpynny.
-NX X, re X,

i‘lo:weme 2-aMmo -5-amHosTun-4-ge-
HWITHAZ0NA.

(“, R‘ H R = "CGH_.,.. Hv = 'CH CH NH

A) 4~¢mummo- -¢enun6y1'an 1-on

Harpesawt 27,4 r 4-won-1-dbermnbyran-
1-0Ha ¥ 27 r xanveBoro pranamnpa npu
Temneparype 120°C 8 teueHne 24 vacos 8
100 mn AMOA. KoHuerrpupyot [IMODA nop,
BAKYYMOM, 3 OCTaTOK NOCNEA0BATeNLHA NPo-
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mbteaeTca Bonoit, 1r pactasopom NaOH v
FKCTparvpyeTes atunauetarom. Opranuuec-
kve $assl OeXaHTUPYTCH, CYIaTca Ha
MgSO,, PUNLTPYIOTCH ¥ KOHUEHTDURYIOTCH
noA BaKyymoM.,

m= 11 r.

B) 2- AMMHO-S-d)TanuMunWA-Q)eHun-
T™A3ON,

Pacteopmor 9.6 r nonwenuoro nepen
atum coepuHermst 8 50 mn CCl, u 80 mn
CH,CL,. K pacraopy npuﬁaanmo'r no kanne
pacTtsop, coaepxatuuih 56 r O6poma 8 30
mn CCl,. PEakUMOHHAN CMECH NMPOMBIBAETCH
BOAOR, opraduyeckre ¢asbl CyluaTcR Ha
MgS0O,, PUNLTPYIOTCA 1 KOHLIEHTBUPYIOTCS
noa sakyymom. Ocratok uapnexaetcs B 70
MA 2TaKona, 3arteM npubaenaioT 4,5 r TMO-
MOUYEBHHE Y1 OCTABARIOT PEAKLMOHHYIO CMECh
HA HOYbL NPK TEMMePaTYPe OKPYXAIOIISA cpe-
bt

CMmecs oxnaxgaercs, SpoMruapar oTae-
ARercs nytem GMNLTPOBAHWA, NPOMLIBAETCA
3TAHONOM, 3aTEM WHTEHCVBHO fBpeMelin-
gapTcst B cmMecn 5%-bi Na,CO,/armnosui
ahyp. OTPUNRLTPOBLIBAIOT KPMCTARNLL.

C) 2- Amuuo-s—aumoamn-4 -heHnTUa-
aon.

Ob6pabaTtuigaoT 8 r NOMYMEHHOro nepeg,
3TMM RIpoAyKTa nocpencteom 1,5 r rmapara
TMApasvKa, pacieopentoro 8 100 mn a6eo-
MOTHOrQ 3TaHOAA. PeakiioHHAR CMeCh Har-
pesaeTcn NPy Temnepatvne 0bBpPA30BaHUR
dnervbl B TEUSHWE HOUM, 1\eM NocHeaoBa-
TEeNLHO KOHUEHTPUPYIOT 3TaHON MDA Baxyy-
MOM, W3BNEKAIOT OCTATOK B BOAE, NOAKWC-
nOT nyteM aoGasneHus KOHLEHTPUDOBAH-
Ho HCl no auvaveHus pH = 1, oTAensOY
dranasnHamou nyrem GuALTROBaAHUA, NOA-
UIENaYrBaIOT OXNAXACHHYIO 8 neasHol GaHe
BOARYI0 daay nyTem NpubaBneHa KOHLEeHT-
puposarHoro NaOH o anasenns pH = 9,
OTOMMLTROBLIBAIOT OCAROK, NPOMBIBAIOT BO-
AoW ¥ CYIAT B CYimTbHOM WKady.

=3,7r.
T, = 136-137°C.
Cwures E.

2-AMMHOTHAZONL!, 3AMEIEeHHbIe B NO-
noxenwu 5 rpyrno#d -(CH,)_X, & xotopoit X
npencraanﬂer coboi rpynny -NX.X,, rae

= H un X, = -CO-CH,

2- Aumo-5-(2-auemnamuno- ~aTwi)-4-
dennTUalon.

() R, = H; R,
=CH,CONH{CH,),-

66paﬁamsam 1 r nonyveHHoro cor-
RacHO cunTesy D 2-amuHoT™Maaona, pacTpo-
pexroro 8 60 mn T 8 npuecyrcremm 0,7 mn
TpUITURAMUHE, nocpencTaom 0,44 mn yx-

-CH,: R,
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CYCHOTO aHruapwipa, pactaopensaro s 20
mn T, PeakumoHHas CMech OCTaBnaeTen
npw TEMNEPAaTYPe OKpPYXaioued cpenst B Te-
yeHMe 2 4acoB U KOHUSHTINPYETCA nog Ba-
xyymom. Ocrarok npomMmsaeTcs Npyu Nomo-
ww 5%-ro pactsopa NaHCQ,, ocapox o1ae-
T nyreM GUNETROEaHUA, NPOMBLIBIIOT 8O-
Do 1 cywar.

= 1,12 r.

= 208-209°C.

HNcxons U3 NOAYYEHHOTO COrnMacHo CUH-
Tesy D 2-aMrHOTHA30NA U NPOBOAA CUHTE3bI
COrNacHo cuHTesy E, nonysaioT npomexy-
TOYHHIE COSAMHESHUR, onncalHke 8 Tabn.4.

Cuurea F.

2-AmuHo-4,5-auruppo-[5,4-d)-Trasono-
(1)-GeHaoxcanuH

(m:

A) 4-Bpom-4-2H-3,4-gnrnapo-(1)-
HEeHIOKCINUH-5-0H NOAYYAIT B COOTBETCT-
sun co crateen G.Fontaine, P.Maite,
C.R.Acad, Sci., 1964, 258, 4583.

B) 2-AMnio-4,5-prrvapo-[5,4-d]-tvaao-
no-~(1)-GeHaokcanuy,

K 0,027 monb GpoMcOAepXaLiero npoua-
BOpHOTO, pacTeopeHHoro B 100 mn atanoha,
napwBasnawTt 2,05 r TMoMoueBuHB. CMech
HarpeBaeTc® Npu Temneparype obpa3zopa-
He dnermo B TeueHwe 3 vacoa. 3TaHon
BLINAPUBAETCA, OCTATOK WU3BNEKAETCA BOR-
HLIM pacTeopom Kapbowata HaTpua. IKCT-
PAFUPYIOT STURALETATOM, CYLIAT OpraHuuec-
xylo dazy Ha Na, S0, ik annapusaloT nocy-
xa. Nonyvator 2,4 r xpirctannos Senoro use-
Ta.

T, = 216°C.

Cwvnres G. :

2-AMWHOTIA30NL, 3aMELLIeHHbBIE B NO-~
noxennn 5 rpysinoi -(CH,) -X, 8 xoTopon
m = 0, a X npepcrasnaey oo&oﬁ ANKOKGHr-
pynny C -C,, ranoren.

Peammouuaﬂ cxema.

Cragua 1:

COCH, Br COCHO

czus
HO-N{ 4
"-'z Hs
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8 COCTBETCTBUA CO Crarbeit
1977, 42 (4), 754.

J.0rg Chem ,

Cranva 2.
0CH,
COCHO CO-{‘Z‘H
| CL ~Si-(CHy), (l)CH3
CH,OH
Fq Py

B COOTBETCTRUK CO CTaTeei Synthesis, 1983,
203.

Cranwn 3:
OCH3 3,,-.
CO - CH cQ - CH

0CH,
TCvycoBn

B COOTBETCTEBMM cC cTatkeid J.Chem.Soc.,
Perkin, 1, 1981, 2435.

2-Amum-5-meroxcu-4 tbemmmaaon

{": R, = H, R, = -0OCH,.

Pacraopmot 15 65 r 5 Gpom- 2-Me'rox-
cu-1-geHnnataHona u 5,52 r TnomovesnHol
B 70 mn meranona. PearumoHHan CMech
HarpesaeTcn NHpKn Temnepatype obpalosa-
HUA dnermMel B TEUEHHS HOYW, 3aTEeM KOH-
HEHTPUPYETCH Nop sakyymom. OCTATOK vas-
nexaetca 8 10%-w BOAHOM pacTBOpe.
Na,CO,, akcTparupyioT npu nomowm CH,CH,
OTASRAINT Opralvyeckyo daay, XOTOpaRg noc-
NeAoBaTenbHo cywvtea Ha Na,SO,, dunet-
PYETCA 1 KOHUEHTPURYETCR NOA BaKYYMOM.
QCraroK NepexpyCTANM30BLIBAETCR U3 MAoN-
ponunoRoro adwpa.

m=75r.
T, = 96°C.
CwvinTtes H.

NonyyeHue MHAORKAPGOHOBLIX KUCNOT:

A) 1-TpeT-6GyTMROKCHKaROOHUAMETU M-
Aon-2-xapBoHoran KKuCcnoTa.

a) UHpon-2-kapbokcunar BeHauna.

BaopsT 5 r N,N-xkapbonnnamammnasona
B PACTBOp, cogepxawui 5 r uHaon-2-kap-
6onoBol kMcnoTet 8 50 Mn BE3BOAHONC TET-
parvapogdypana; ROCNe NePeMeLlNBaHKA B
Tevenme 12 4acoR NPy TeMnepartype oKpy-
xawuier cpegw npubasnsioT 3,7 r GeHau-
ADBOTO CNMPTa W HAYPEBAINT NEaKLIMOHHYIO
CMECH DO Temnepatyps o0pa3oBaHng eg
dnerMul; NOCABAHAR NOAJEDXKXBALTC 8 Te-
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weHve 8 YacoB Nepea Tem, Kak yAanwrb
pPacTBOPUTENL RMYTEM MEperoHKy MU NOHA-
XeHHOM aaeneHsn, OCTaToK pacTaopsieTcs a
3TUnauerare, a opraniieckans gasa NPoMbI-
paercst 14 BoOoHLIM pacTeopom NaQOH, satem
CYLIATCA Nepeq BHMAPHUBAHNEM PacTROpUTE-
n\.

QCTATOX XENTOro UBEeTa NepekpucTan-
MA30BLIBABTCA B MIONHONAHONE.

T, = 136°C.

Beixon = 85%.

b} 1-TpeT-GyTHNOKCUKAPBOHUMETUANK-
non-2-kap6okeunat-GedHsuna.

K pactsopy, copep¥auleMy WHAON-2-
xapBokennar Genavna (0,072 monb; 18,18 1)
8 200 mn gumervindopmammaa, npubasnaioT
B atMocdepe a30Ta NoOpLWsaIMK ruapwa Har-
puva {0,075 monb; 2,25 1), Haxoaswmwitcs B
KNAKOM MACHe ¢ KoHueHTpauwei 80%, npu
remneparype, 3akmovweHHon mexay 0°C u
5°C. [la10T cMEeCcK BePHYTLEH K TeMnepaType
OXPVXEIOEN cpeab U NEPeMBLIBAIOT CMEeCh
B TeyeHue 1 uaca. 3arem npubGasnadT No
xarte npu Temneparype 10°C 14 r (0,072
MCAbL) BpomMaueTaTa TpeT-GyTuna. Peakuvon-
HAA CMech OCTABARETCHA HA TP Yaca npu
TeMNeparType oKpyXawuiei cpeaw. Boina-
pYBaIOT AMMeTUIPOPMaMUA, 3aTeM nocne-
0OBATEALHO WM3BNEKAIDT B BOAE, IKCTpar-
PYIOT METUACSHXAOPUAOM, CYUWSAT OpraHn4ec-
kyilo a3y Ha Cynbpare HaTPMR 1 BbiNapw-
BaWOT Aocyxa. B peaynstare KpUCTarRAW3a-
UMK ocTaTka B AWM3ONPONWACBOM adupe
nonayvaior 23,8 ¢ kpucrasnoe 6enoro use-
Ta.

T, = 95°C.

¢} 2-Tper-GyTokckapGoHMIMETUIMHAON-
2-xkapGoHOBaR KUCNOTA,

NonydeHHLil nepen 3TUM CNOXHLIA 3dup
{0,065 monb; 23,8 r) pacTROPAETCH B CMECH,
cocToRster na 400 mn atanona n 100 Mn
awmervndopmamuaa. NpubasnmoTt 1 r nan-
napvif, HAHECEHHOro Ha 3XTMBMPOBaHHLIR
yrons ¢ copepxanvem 5%, v rnapupyior
fion atMochepHLIM RaBAeHKEM AP Temne-
patype oxpyxaiwein cpeas. Nocne nepe-
MeuwmpaHug 8 Tedenue 30 MUHYT nornowasT-
CH TeopeTUYecKN PacCUuTaHHLn 0ObveM Bo-
aopopa. OTGUALTROBLIBAIOT HA TANLKE KaTa-
AU3aTOP, BLINAGpMBRIOT AOCYXa PacTBOpWUTE-
. NOAYHAINT KDUCTAAMAYECKII OCTaTOK, KO-
TOPbiit APOMLIBAIOT BMN3ONPONUN0BLIM I¢N-
pom. TMNonyvaror 15,3 r kpucrannoe 6enoro
usera

T = \TT°C.

BT 1-AueTMAMHAON-2-kapGOHOBAS KIUC-
nova.

Cmecs, CocTonuas 3 niaon-2-kapbo-
HOBOW xucnhotol (0,06 monk; 10 r), Tpuamu-
hamunna (0,15 wmonb;, 21,25 1), ykcycHoro
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anrunapuaa (0,075 mone; 7,5 1) v 4-pymetin-
namMvHonvpyauia {0,006 monk; 0,8 r) 58 Me-
TUNSHXNOPWALE, NEPEMEILIMBABTCA NPU TEM-
nepaType oKPYXAawWwed cpeas B TedeHue
18 vacos. 3areM peakuwoHHAA CMeCh MpPn-
AWBABTCA X BOAHOMY OycdepHoMy pacTeopy
Cco 3HadeHmem pH = 2.

Ob6pa3zoeaBULMiicA 0CaNOK OTONNLTPORE-
BABTCA, MOTOM CYWWTCH B CYLIMALHOM L1IKa-
¢v noa paxyymoM. Dasa Ha OCHOBE MeTV-
AEHXAOPUAA NEeKaHTWPYeTCA, CYIUMTCH Ha
cynpdaTte HaTpue U BuihapueaeTcs Ha 3/4,
Ccaxpaercs BTOpan NapTva 1-aueTMnMHaon-
2-xapOoHoBOi kucnoTte. Obe naptvv ob6be-
OAHSHOTCH, 4T0 paet 94 r kpuctannos Ge-
XEeBOro useTa.

T, = 168°C.

C) 1-BeHsunokcukapBoHHnamuHONHAON-
2-kapOoHoBast KWCROTA,

PactBopaioT 8 r uHgona-2-xapbHoHoBoi
kncnote B 120 mn auxnopmertana, aarem
npuBaensiot 10 r TpuaTMHNAaMUHA 11 1 r am-
METUNAMUHOTIMDUWAVHA.

PeakumoHHaR CMech NepemMeimBasTcs,
aartem OXNaxpaetcs No Temnepartypol O-
5°C. MpuBasnaioT no xanne 8,5 r Benan-
noxcukapOoHvnxnopuaa npyw Temnepary-
pe MeHeg 5°C. CMech: OCTaBARETCH NPW
nepeMeLMBaHiii Ha HOYE, 3aTEM KOHUEHT-
pUDYeTCR nog eakyymom. OctaTtok naene-
kaetca B 500 mn atnnauetarta, Iarem
dunbTpyeTcs. Martoutbie pacteope!l KOH-
LeHTPMPYIOTCS NOS BakyyMOM WU uU3BAe-
kaoTea B 50 mn anxnopmerana. ®uney-
PYIOT W KOHUGHTPRU(. yIOT MaTOYHBIE pacrt-
BOPL! TIOL, BAKYYMOM,

m = 2,4 r »xugkoro macna.

AMP/AMO/. 2H npun 5,38 (c, CH,-
-CH,); 10H mexay 7,0 u 8,0 {m, H apo-
MaTyy.).

D) 1-TpeT-6yrnokcukapGoHMnusnon-2-
kapboHoBas KUcnoTa.

Beoast no kanne 30 mn pactsopa, Co-
Aepxawero 6 r aukapbodara gurper-GyTi-
na 8 30 mn cmecn, cocTosigeid wa 4 r
MHA0N-2-KapBOHOBONA KUCAOTH, 4 MIT TPUITH-
namura ¥ 0,4 r 4-auMeTUWNaAMUHONUPUANHA
B auetormtpune. Nocne nepemetineaHna B
TEUEHWE 2 vaACOB NPU TeMmnepatype OKpy-
KaLen cpens 1 yaanewwn oGpasopaBlie-
FOCA OCAAKA AUETOHUTPUA YAANNETCS MyTem
AePEercHKKW, a OCTATOK PACTBOPRETCA B MO-
TuneHxaopuae. Opravudeckan ala npoMul-
B8aETCH BOAOH, CYWMTCH ¥ KOHLEHTPUPYETCH
aocyxa. .

T, = 117°C,

Bbixon - 669%.

Mpumenpi.

2-(Mupnonun-2-xapSounnamMuno)-4-(2,4-
BRASTOXCHPeHUN)-5-0eHanwmmMason.
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: R H Z = ] = .
’;4 o
H
R, = -OCH,
OCH,
R, = -CH,-C.H,

Pacrsopmo-r % 96 r 2-amMuHo-4-(2,4-amn-
metokcudenun)-5- Genaunmaaona. NONYYeH-
HOro nepes 3TUM COTNacHO chHTeay A, 1,22
r 1-aueTMAnHOON-2-kapboHOBOA KUCNOTH,
0,85 r Tpuarunamuia n 2,95 r 6OP B 20 Mn
avvetuRdopmamMuna,

PeaxuMoHHaA CMECHL NepeMelIvBaceTen
B TeYeHue 24 4acos Npw TeMnepartype ox-
pyxaowei cpelibl, 3areM nNPUNnMBaeTca X
6ycdepHoMy pacTBopy CO 3aHayeHuem pH =
=2. OcapoK XenTore 11peTa OTASNNETCA ny-
Tem GUALTPOBaAHWA, NPOMLIBAETCA BOAOH W
pacTeopReTca g atunauvetare. PacTeop npo-
MbIB3@TCA NOCNEaoBaTenuvHo OGydepHbiM
PacTBOPOM CO 3HaueHueMm pH = 2, Boaok,
5%-Hbm pacteopom NaHCO, n sonoid, aa-
Tem cymtes Ha MgSO, » koHUeHTPHUpYeTes
nog sakyymom, OCTaToK OUMLAAETCA MEeTo-
OOM xpomartorpadpud Ha cuamkarene,
IMOEHT: AMXNOPMEeTaH/atunaueTtar — 98/2
(V/V).

KoHueHTpyposanue ¢pakumii  YyncToro
npoayKTa faer ocvaroK, KoTopb#i oGpaba-
THIBAETCA NIPW NEPeMelMBaHI B Teverme 24
yacos npu nomoum 3 r Na,CO, 8 80 mn
MeTaHona. MeTaHon KOHUBHTDWIYETCH Nof Ba-
KYYMOM, A OCTATOK U3BREKAETCR B CMECH BOa/
adup. Ocanok 6enoro usera OTASNAETCH My-
TEM PUNLTPOBAHWA U NPOMLIBIETCH B IPupe.

m=097r

T, = 201-202°C,

Tem Xe cambiM CNOCOGOM NOAYMAIOT
COBAMHEHUA NO U30OPETEHMIO, OTMCAHHLIe B
1abn.6, npueeaeHHON HAXe,

NMpumenp?7.

2-(1-Tper-6yrokeukapGoRMNOKCUMETHA-
2-nuponnn)-kap6oHun-amuno-4-dhexun-5-
FAAPOKCHITHNTHASON.

): R, = ~(CH,),-OH; R, = -CH.: R = H;

CH ,C0,C-(CH,),

Pacmopam 2 T amuHOCnupTa, nonay-
YEHHOrO Nepes, 3TUM (COrNacHO CuHTeay B,
Tabn.2), 2,75 r 1-'rpe'r-6ytomnxapoouunuu-
hon-2-xap6oHOBOK kMCHOTH!, 1,4 I' TPM3ITU-
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nawssa u 49 r BOD B 15 ma numeTIndop-
MamMnpa. Flocne BbIePXUBAHUN B TeueHNe
HOYM NPU TEMNEPAaTYPE OKPYXAIOWLE cpeast
peakutoHHan CMect NpWMiBaeTcs K $oc-
daTtHoMy OydepHOMy pacTBopy CO 3Hauve-
Huem pH = 2. Ocapox oT@enferca nyTem
GUNLTPOBaHWS, NDOMBLIBIETGH BOAOW W pacT
BOPAETCH B aTWnaueTare. Pacrsop nocnego-
garefibHO NPOMLIBAETCA Npu nomowm 5%-
HOTO BOAHOrO pacteopa NaHCO,, otaensier-
¢ nyTeMm aexaHtaumw, oprasuwdeckas ¢asa
cywsntcn Ha MgSQa, n koHueHTPUpYyeTCs noa
BaKyYMOM.

OcCTaToX OYMLIEETCHt MeTOLOM XpOoMma-
TOorpadMn Ha cunAnKarene, 3NIOeHT!
avmxanopmeTar/Meranon — 100/0,5 (V/V).

MpoayKT, 3/MoUPOBaHHLIA AEPBEIM, COOT-
BETCTBYET ANALMNUPOBAHHOMY COSAUHEHUIO
{O- v N-auwmposanne, T, = 70°C).

OxupaemMuii NPOAYKT 3NOUPYETCA BYO-
puu .

1.2 r.
180-181°C,

ﬁ“p nMmepsd

2-(1-TpeT-6yTokcHKapGoHUIMETUR-2-1H-
aonun)-kapboHuR-amuHo-4-dpennn-5-
ALETOKCUITMNTAAZON,

:R =H, Z= E—JQ R, = -CHg
N

l

CH,CO,C-(CH,),
CH,-COO-(CH,),-

R,

PacveopsioT 0,30 r nonyvyeHHOro nepen
AaTUM NPOAYKTA B 5 Mn nupuanna ¢ obpa-
30BaHUEM CYCNESH3UK,

Npuw6asnmoT 1,2 MN YKCYCHOFO aHrug-
pPvaa U NEPEMELLIMBAIOT PEAKLIMOHHYIO CMECH
B TEYEHWE HONW NPWU TemnepaType okpy-
Xaoueit cpenpl. 3atem cMechk NpUAMBaeTCa
K cynwdarHoMy OydhepHoMy pactyeopy co
3Havyermnem pH = 2, » 0CapoKk oTaAenseTcH
nyrem GUNLTPOBAHUA, NPOMBIBAETCH BONONA
3arem UARNEKAeTCA B AUXNoOpMeTaHe. Pacr-
BOP NOCNEROBATENLHO NPOMBIBAETCS NPU NO-
mowwm 5%-Horo pactsopa NaCO,, otaenser-
CA (IyTeM fexadHTauum, opraHudeckan ¢asa
cywmtca Ha MgSO,, dunsTpyerce U Kon-
USHTPMPYETCR NOA BakyymMoMm. OcTaTtox oun-
HIAETCH METOMAOM XPOMATOrpaduv Ha CUAK-
warene, 3MOEHT. QUXNoPMeTaH/atnnaderer
~ 98/2 (V).

m = 0,16 r.

AMP/AMCO/: 9 H npw 1,48 (c, Tper-
BuQ,C}); 3 H npu 2,00 (c, CH,CO,): 2 H npw
324 {r, J = 7 Mu, CH, tmasona); 2 H npu
4,30 (v, J = 7 Iy, Cﬂ,OAc). 2 H npu 5,40

—
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(c, CH,CO,- -tTper-Bu); 10 H mexay 7,2 u
7.9 (m, H apomatns.y; 1 H npn 12,8 {c,
NHCO)
NRpuwmenps.
2-(1-Kapbokcumetun-2-uHponun)-kap6o-
HURAMKHO-4- DEHUN -5 -aLeTOKCUITUNTAZ0N.

W, Z = w Ny Ry = G

\
CH,COH

(M: R, =

R, = CH,-COO-(CH,),

Pacreopsior 0,15 r nony4eHHoro nepea
aTUM coenMHeHns a8 2 Mn ammaona 1 10 Mn
TPUPTOPYKCYCHOM KNCROTLI.

CMech ocTapnnercs b Tevyenne 45 Mu-
HYT NPY TEMNEPATYPe OXPYARIDWEN Cpen),
JareM KOHUESHTPYIPYETCA NoA BakyymoMm. Tlo-
AYYEHHBIKE COCTAB NPOMBIBaETCH CMECchio,
COCTORLIEH M3 rexcaHa ¥ AMaTUneeoro adwipa
(50/50), sareM CYUWMTCR,

= 0,14 1,

T, = 117-218°C.

NRpuwmep 10,

2-(t-AueTnn-2-uuaonun)-xapGoHunamm-
Hig-4-(2,4-pumetTokcudeHnn)-5 -aTokcukap-
SdHunmeTmTviaaon.

(I}:R,=H;Z=,m :
|

COCH,

OCH,

] 3

R, = CH,CH,-OCO-CH,.

Pacteopsior 1,5 1 2-amuno-4-(2,4-a1n-
meTtokcugeHnn}-5-3ToKCH-KapGoHNAMETHN-
™asona, 1 r aueTMIMHOON-2-KaphoHoROH
kucnoTel, 0,7 MA TpUatnamuHa n 2,39
BOD 8 15 Mn pynopmeTada. PeakumoHnian
CMeCh NePEMELLIVBARTCS B TR4EHKE HOYK NpU
TeMnNepatype CXpyXaiouiet cpenol, 3aTem
KOHUBHTPUPYETCA NOA Bakyymom. Ocrarox
WM3BNEKAETCA B 3TMNALETATE, & PAcTROP noc-
AeAoBaTensHO NPROMBIRBACTCH GydepHbiM
pacTBOpoOM CO aHaverem pH = 2, 5%-HbiM
pacreopom NaHCO, v sonod, 3atem opra-
Hwueckas dasa cywwurcs Ha MgSO, v kou-
UeHTpUpyetTca noa sakyymMoM. Qctartok oye-
WAeTCA METOAOM XpomaTorpadust Ha cunn-
xarene, 3NICEHT: AMXROPMETaH/3Irunauerar
100/2,5 (V/V).
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2-{2-Vinponun)-xapOoHURaMUHO-5-3ToK-
cukapBonn-4-peHun-Tuazon,

(I)' Rl = H‘ RIV = 'CSHQ;

R,= CH,CH,~-0CQ-

flporogs cuHTES B COOTBETCTBUM C ONMCAH-
HbIM Nepen 3TUM apurvepom 10, nonyyant
coepvtenme 2-(1-auetun-2-uinonun)-kapbo-
HYIN-amMUHO-~4-heHnn-5-aTokcTrkapboHnnTia-
aon (1,5 r), xoTopoe pacreopsoT B 100 mn
ataHona 8 npucyrctemn 0,6 r Na,CO,. Cmeck
nepeMelwVBacTCH NPU TeMnepaType oxpy-
Kawwei cpensl B veueHne 48 Jacoe, 3atem
KOHUBHTPMDYETCS NOS BakyyMOM, 0CTaToK
npespalwaeTen B NOPOLIOK B BOAES, NOTOM B
MWUHUMANBLHOM KONWUYECTBE AVXNOpPMETaHa,
OTHUNLTPOBLIBAGTCH K CYURATCH,

m=11r.

T, = 248°C.

Npurmenp 12,

2-(2-Nuponvin)-kapboHnnamuuo-4-(2,4-
anmetokcndeHun)-5 -kapbokcumeTrnTason.

MmR=HZ= i |

N

i

H

R, = -OCH,
OCH

R, = -CH,-COOH

Pacteopsior G,5 r 2-(1-auetn-2-uHpo-
nwn)-kapbonnnamuno-4-{2,4-pumertoxcude-
HUN)-5 -OTOKCUKAPOOHUAMEe TUNTHAZONA, NOo-
NY4eHWOTD nepen, 3T¥M B COOTBeTCTBWN ©
npumepom 10, B 10 mp 95°-ro sradona,
2arvem npubasnmiot 1,5 mn 2u NaQOH. Peaxk-
LWMOHHASA CMECh NIePEMELUNBASTCA B TeYeH e
HOYM NPKU TempepaType okpyxalweih cpe-
Abl, 3aTEeM KOHUEHTPUPYETCA 1011 BAKYYMOM.
Ocrarok nasnexaetca B GydepHom pacTao-
pe co 3HadyeHweMm pH = 2, ocapok orToe-
mmeTcn nytem PUNLTROBAHWA, NPOMLIBAe TCH
BOAOA, OTOUNLTROBLIBASTCH, 3aTeM ONoNac-
KuBaeTtca adupom,

m = 0,28 r.

T, = 284°C.
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poeoaa CUHTE3N B COOTBETCTBUM C NPU-
BeOeHHBLIMK Bhille npuMepamy 7-12, nony-
4aIT COSONHEHNWA, OMUCaHHLe B T1abn. 7,
IPUBREAEHHON HAXE,

Npwumep 31.

2-(2-UHgonun)-kapbonmnamuHo-4-de-
#un-5-[2-{1-nupponvanno-kapbouunn)-1-
aTMN)-TMA30N,

N

|
H

R, = ~(CH,),-CO -NC]

Mpwbasnaior 0,5 r cnoxnoro a¢wpa,
OTMACAHHOro 8 Npumepe 14, k 5 mn nnppo-
nupuHa, nepeMelsnsaloT CMech 8 TeueHue
HOYU MPK TeMNepaType OKPYXaoWen cpe-
abl, 3aTeM NPpUANBaT K OydepHomy pact-
BOpY €O 3HaveHnem pH = 2, Ocagox orae-
ARETCA NyTeM GUNLTPOBAHWA, 3aTeM PacT-
BOPAETCH B 3TMNaUeTaTe. PacTBOp NPOMLI-
eaeTcA OydepHLIM PACTBOPOM CO 3HAYEHVEM
pH = 2, 3aTem 80404, opradudeckan ¢ala
OTASRSIeTCH NYTeM AeKaHTaluK, CYUMTCR Ha
MgSO, 1 KOHUBHTPUPYETCA NOA BaKYYMOM,

=048 r.
= 179°C.

{IpoROAA CYHTE3L! B COOTBETCTBYM C NPW-
BEAEHHLIM Bhiile npumepom 10, noaydaor
coeanHenna 32 51, onucandbie B T1abn.B,
NPUBEASHHOR HLKE,

Mpwumenp 52

2-{2-NHpomn)-kapOorvunamuo-4-gde-
HUN-5-heHnnaMKUHOKapOOHUT-CKCU3THATHA-

30n.
“ l' ’ Rw = 'CaHs"
N

(N: R =
i

(2]

R, = -(CH,),-OCO-NH —@

A} 2-(1-Augmn-2-uHgonun)-kapGornna-
MUHO-5-drenun-5-dennnamuHokapbonvn-
OKCUATUATUAION.

MNepemewivie210T B TEueHWE HOMM Npw
TeMnepaType okpyxaouei cpeaw 0,7 r
CIUPTa, NOMYMEHHONO B COOTBETCTBYM C MPK-
Mepom 16, n 0,2 mn PeHununaocunaHara B
5 mn amwnopmerana. O6pa3oBaatuitcs oca-
BOK OTOASNNeTCH nyrem OUNbTPOBaHUA, 3a-
TEeM OUYMLLASTCH METOAOM XPaMaTorpatmn Ha
CURMKArene, anioeHT: auXnopMeTata/aTuna-
uetar — 95/86 (V/V).

{: R = -CH,

—
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m=052r.

T, = 156°C.

B} Coeaunenne 52.

Pacteopsitoy 0,5 r noaydeHHOro nepen
aTvM coeaurennst B 30 mn svanona 1 5 mMn
soanl, 3avem npubapnsior 0,21 v Na,CO,.

PeakunoHHan CMeCh NEPEeMetINRaeT:
B TEYSHME HONM NPU TeMnepaType Okpy-
XAIOWER cpeabl, 3aTeM KOHLEHTPUPYOTGR Nofy
Bakyymom. OGTATOK MIRNEKAESTCA B 3TUNA-
uetare U NPOMBLIBAETCA NOCNSAOBATENLHO
pacteopom Na,CO, n sopon. Opraimyeckan
¢asa OTLendeTCH NyTem geKkanTalivM 1 KO-
ueHTpUpyeTca nog eakyymom. Ocratok vaa-
nexaeTcn B adupe,

= 0,4r,
= 249°C.

I'f pumep 53

2-{2-UNxponun}-kapboumhamuno-4, 5-nu
rviapo-[5,4-d]- TH-THa3onBeH3oKeaNH,

() R, = H; Z=U ;

"
H

R, u R, = O-(CH,),

B 30 mn anmernndopmMamMuna cMewn-
s8a0T 1 r NOAYYEHHOr o Nepef 3TiM {CUHTEea
+) waszona 2,6 r BOD, 0,93 r 1-aueTun-
nHaoNn-2-xapGoHosot kucnotel v 0,46
TPuaTMNaMmMHa. PeaxkumoHHas CMmece nepe-
MeumsaeTcn B Teuenve 30 4acor npu Tem-
nepaTtype oKpyXauwleih cpeisl. Boinapusatot
ammerndopmaMni, M3IBNEKAIOT OCTATOK B
aTunaueTare ¥ NPoMuBanT Bogor. OpraHu-
yeckas asa cywitcs Ha cynbdare HaTpyuA
W ebinapusaeTcs. QCTatok xpomartorpadu-
PYETCA Ha CUIMKarene, anNIoeHT. AnxXRop-
mertan/meranon — 100/0,S (V/V). Nonysawor
0,9 r nenoobpasHOro BEWECTBA XenTore
useTa, KOTOpOe PacTBOPAIOT B OVXJIOpMeTaHe
¢ nobaskoih atadana {100 mn). Npnbasnsior
10 mn 24 NaOH » nepemMelumealoT cmechb
NP TEMNSPATYDS OKPYXBIoWEH cpeas 8 Te-
dYerre 1 vaca. Nlocne spinapyBaHysg opravn-
4YeCKUX PacTBOpUTENei N3IBNEKAKT OCTaToK
ITMNAUETATOM ¥ NPOMLIBAIOT OydepHbIM PacT-
BOPOM CO 3HaveHmem pH = 2. Cyuiar opre.-
Hwieckyio ¢asy Ha MgSO,, dunbTpyioT N
sbifapusaT. IonysaoT KPUCTaNNbE KEATOTO
UBETA, KOTOPLIE 3ATEM NPOMBIBATCH OUX-
NOPMETAHOM, NIOTOM 3TAHONOM.

m = 0,45 r,

T, > 260°C,




39

Mpumen 54,
2 (2-Wnponisn)-kapboHnnammwHo-4-de-
Mn-0-f T-IMnepuauHEmMn}-Tiiason,

: R = H; Z -E—L@ i R, = -CHg;
N
1
- D "

A} 2-AmnHo-4-dpeunn-b-{1-nunepuan-
HWR}-TMA30A.,

HarpesadT npu remnepatype obpaso-
BaHusi pnermul B8 TeueHue 48 vacoB Cmech,
coctoauywy va 1 r 2-ammMHo-4-deHun-5-
6pomtraszon rv 1,7 r minepwavHa 8 25 mn
abconNoTHOro aTaHona. JTEHON KOHLEHTDM-
PYETCA NOA BaKyymMOM, a 0OCTaToK W3Bne-
xaetca 8 50 mn soan w10 Mn 30%-Horo
NaQH. IkcTparvpyioT 3TRALSTATOM, CYWAaT
opraHmieckyry ¢asy Ha Na,SO, n dunet-
PYIOT. KOHLEHTPUPYIOT NOA BaKyymMOomM U nea-
PeXPUCTANNM30BLIBAIOT OCTATOK B U3ONPO-
unoBoM agupe,

m= Q41 r.

T.. = 135-137°C.

B) CoegwHenwa 54,

Pacreopsior 0,4 1 nonyyeHHOro nepen
aTvm npoAyxTa 8 50 ma awxnopmertata. Npu-
GasnsmioT nocneposarensio 0,33 r 1-aue-
TUN-UHAON-2-KapBoHOBOW KMCROTH, 0,82 r
BOD v 0,19 r Tpuatunamuua, PeakupoHyan
tMech nepeMeLMBaeTes B Tevenue 4 oneid
pn TeMNepaType oxpyxaiowed cpeaw. Npy-
GasnsoT 25 Mn BOAK U OTASAMIOT GRTAHK-
ueckyid ¢asy nyTeM AeKaHTauyM, Cyllar Ha
Na,SO, v KOHUEHTPUPYIOT TIOA BaKYYMOM.
OcTaTox naBneKkaeTcs B 50 mn adcomoOTHORO
araxona, npnbasnsiot 10 mn 2,5 1 NaOH »
nepeMellveaT cMecs 8 TeueHe 3 4YacoB
RPU TEMAREPATYPE OKPYXAIOWeR cpenbl. Kou-
USHTPUPYIOT NOA BaKyyMOM, W3BNEKAIOT OC-
270K B 50 Mn BOALL, BKCTParupyloT 3TMRa-
UeTaroM, OTREANINT OpraHuseckyd ¢asy ny-
TeM pekaHTauuu, cywat Ha NaSO, u kou-
UEHTPMPYIOT Nog sakyymom, OcTaTok nepex-
PUCTANNKUIOBLIBAIOT V3 3TUARALETATA.

m = 0,26 r.

T, > 260°C.

FIpOBOAA CMHTEAL! B COOTRETCTBWM C NPU-
mMepom 54, nonywalot coemmennn 55 u 56,
onucaHHbie 8 Tatn. 9, NPUBRENEHHON HUXe,

NMpunwmep 57

2-(2-Hrponun)-kapGosinammsi0-5-Gpom-

4-dermnTiason,
N
1
H

R, =

(R =
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Pacrteopsiot 3.9 r (0,015 monk) 2-amu-
HO-5-6GpoMTuasona B 60 ma auxnopmeTana.

Mpubasnaior 3,26 r 1-aueTuanraon-2-
xapboHosoi kucnoTk 8,1 r BOdD, 1,85 r
TRUATUNAMUHA, NEePEMELIMBAIOT PEaKUMON-
HYIO CMECh fIpK TemMnepaType oKpyXanlei
cpeas 8 Tevenme B pHel, sarem npubas-
nsioT 100 mn BogHoro 6ydepHoro pacTeopa
GO 3HaveHueM pH = 2, gekaHTupyiaT, cyiuar
oprannueckyio daay Ha Na,SO, koHueHTpu-
PYROT Mof sakyymom, Masnekaior ocrarok 8
100 mMn meTtadona, aarem NpubaBnalOT 5 r
Na,SO,. MepemewmnsaloT 8 TeUeHUe Tpex ya-
coa npu TeMnepaType okpyXaomen cpesit,
KOHUSHTPUPYIOT 0N BaKYYMOM Ha XGROAY,
uasnekaloT nocpeacteom 100 ma soaHOro
SydepHoroe pacTeopa €o 3HayeHuem pH =
=2, IKCTRarmpyioT atTMA3UETATOM W Cywar
Ha Na,S0O, oprasvieckyio thasy. PuneTpyiot
4 KOHUEHTPYPYIOT NOR BaKyyMOM, XpomaTor-
padVpYIOT OCTaTOK Ha CUNMKarene, AMceHT:
CH,CI,. Nocne yoaneHna ronoBHLIX MpuMe-
Cell 3MONPYIOT OXuraaemMutii NPOAYKT, KOTO-
pPhil IeReKPNCTANMB0BHIBAIOT (NOCche Bbi-
napusasia pacteopurens) us cmecn CH,Cl -
[amzonponunossii s,

=28 r,

1., = 224-226°C.

fpumep 58

2-{2-Mhgomun}-KapboHMRaMUHO-5-me-
TOKCH-4-PeHATUa3on.

(I):H,=H;Z=/E—©;R"=-C,H,:
N

|

H

R, = -OCH,

PacTeoprioT 3,15 r 2-amMuHO-5-MeTok-
cu-4-dennntnazona 8 60 ma CH.CL.. Opi-
Basnsior 3,26 r t-auemnuuaon-2- xapt')ono-
BOW kncnoTe 8,12 r 50P v 1,86 r TpuaTH-
NaMHa, 3aTeM fiepemMetBaior PeaKLioH-
HYI0 CMeCh NPW Temnpatype okpyxaotued
cpenw B TeyeHue onpHo Hepenw. NpnbGan-
AOT 50 MN BOAM, AEKAHTUPYIOT OPraHidec-
Kyto $aly, cywar Ha Na,SO,, punsTpyoT n
KOHUEHTRMDYIOT NOA 8akyymoMm. OCTaToK M3B-
nekaetca B 100 mn metanona, npubasnsot
10 r K,CO, v nepemewmsalor cMech B ve-
HEHNE HOMA NPV TEMNEPATYPE OKPYXaoweh
cpenu. KOHUENTOUDYIOT NOL BaKkyyMOM, K3B-
nexalnT OCTaToK B Boae, OTaenanT obpaso-
BaBWUMACA OCAA0K nyTem UNbLTROBAHMA W
npomuisalot erc 8 CH,CL,.

m=17r

T, > 260°C.

npoeom CUMTE3bi B COUTRETCTRIM C NPW-
BEfleHHbIM Bbillle APUMEPOM, MoAYHaloT Coe-
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mHerus 59-61, onncannuie 8 Tabn.10.
NMpumep 62
2-{2-AHporn)-KapBGoHMNaAMNHO-5- TR

poxcu-5-eHnnTiason.

(I):R,=H;Z=/Q_1© ;
N

1
H

R, = -CH; R, = -OH

PacTteopsioT 0,58 r ta3zona, nonyyeH-
HOFO 8 COOTBETCTBUM € NpUMepom 58, 8 100
mn CH,C),. MNpubBasnsoT npy Temneparype
okpyxaiolei cpeast 4,98 mn 2M pacrtsopa
Tpubpomupa Gopa B8 CH,Cl, n ocrasnaor
PeakUMOHHYIO CMECH MNPU FEPEeMELINBAHA B

X~ (CHz)m

10

16

TeyeHne 24 wacoe. Cuosa npubasnnoT 4,98
mn BBr,, 0CTaBnAINT cmechb 8 Teuenne 5
nHeil npy TemnepaType oKpyXanuwen cpe-
At ¥ nprbBasnAeT nocneaHuid paa 4,98 mn
BBr,, 0CTaBIMA PRAKUMOHHYIO LMeCh B Te-
yerivie 48 4acoB DU TeMneparype oxpy-
xawlei cpefipl. 3ta CMech 3aTeM [oso
AnTcA A0 3HaveHns pH = 5 6 nytem npu-
Hasnenun 4 4 pacTeopa NaOH, 3atem aKCT-
parvpyioT opraswdeckyio ¢asy 2 pasa no
50 wn 4 # NaOH, He#ATpanuayior eoaHyio
daay, npubasnsn 24 pactsop HCl. Jxcipa-
rupyoT 8 CH,CL, cywar opranmdeckme dassi
Ha Na,SO,, $wALTPYIOT N KOHUEHTPUPYIOT
noJ} BAKYYyMOM, B PE3yNLTATE YEro NOAYNaIoT
GCTATOK, KOTOPLI KPUCTANANAUDYETCA,

m=05Tr

T, = 237-239°C.

Ta6nuua 1

S_ _NH,
nd
N
N
X-(CH.) - ¢ ¢, T_,°C
O— CH,~ -OCH, -OCH, 119
@" -OCH, -OCH, 163-164
0CH,
-OCH, -OCH, 162
@ -OCH, -OCH, 121
ocH,
@ -OCH, -OCH, 176
0CH,
Br H H 107
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TaGnuuya 2

T-(CH,., o M,
Y
N
ry Py '
T f, v, m T.C
-CO,CH, H H 1 231
-OH H H 2 121
-COO-CH,CH, H H 0 175
-COO-CHzCHs H H 1 162
-COO-CH,CH, 2-OCH, 4-OCH, 1 117-118
Tabnuya 3
xg"‘ ﬁ—ﬂ-(CHzi?_ s Nﬂz
0 |
N
xi Tna' °C
"o
CHy~ ('2 , 109-100
C H3
CH, i
5 128-130
CH, 4 ‘
OCH,
@' § 147-149
OCH,
H.C @ - % ) 190-192 ~
g {
@‘ § = 107-108
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Ta6bnwuyua 4
T-(CH ) g NH
2'2 2
e
N
T T,.°C
CH,-0-C-NH- 157-158
i
0
[
CH,- -C-O-C-NH Xnpxoe mMacno
|
CH, O
CH,-CH,-NH-C-NH 171
I
O
CH,-CH,-NH-C-NH 151
I
S
Ta6nunuya 5
H.CO S NH
3 2
nd
N
Py
r, Tm. o
2-Cl 72
Z-OCH3 159-160
4-CH, 112-114
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TaGnvuua 6
Ry g NH-CO
e -"\_,.D
N 1
H
H3C0 OCH3
Mpumep R, T C
a O
]
0CH,
« o -
OCH,
9 225
Ao T
g’ (j:] 283
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T-(CHam ¢ m

TaGnruwnua 8

Pe
MNpumep T m r, T, °C
32 -COOCH, a-F 224-225
33 -CODCH, 2-Cl 178
CZHS
34 -~ 1 H ¢ 180
ScH
-1
35 T-N 1 H 239
o}
36 -C«NO 1 AF 243-244
0
37 -C-NO 1 2-C 187-188
0
3s -NH, 2 H 202-203
39 -NH-TCH, 2 H 261-262
o}
40 -0-C-CH, 2 4-F 188-189
. I
0
41 -o-c\:\-ocu, 2 H - 208-209
0
42 -NH-C‘;—O-Tpe'r-Bu 2 H 223-224
, o
43 -NH-ﬁ-O-CH, 2 H " 24
o
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Npononxexwe Tabn. 8
Mpumep T m T, °C
44 -NH-C-N-C H, 2 248-249
OH
45 -m-(lzl-(cn,),-oo,l-l 2 275 -276
0
H
48 -NH-ﬁ-N-C,H, 2 208-210
S
47 ] 2 196-197
0-C=0
OCH,
-0-C 218-219
48 il 2
O OCH,
CH,
Q- 140-142
49 l 2
Q
CH,
50 , O-EI:@—GH, 2 270-27
o
51 - -s—@ : 2 212-213
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Tabnuua 9

fipumep Ry T.C
55 --NO——OH >300
56 ~N  -N-C-O-CH, 247-249
' — |
)
) Tabnunua 10
H,CO [ 1
{

Npumep f, T.°C
59 2-Cl 260-262
60 4-CH, 252-254
61 2-OCH, 248-250
Ynopanruk Texpea M. Kenemew Kopextop M. Cambopcuka
3amobrieHn 538 Tupax Nianucre

HepxasHe nareHTHe sinomcTao Ykpaidu,
254855, I'CN, Kuie-53, Nesincbka ., 8

Binkpwre axujoHepHe TosapucTso “Mareny”, M. Yxropoa, syn. arapiva, 101




