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(57)

OnuckLIBalOTCA  HOBLIE  MPOW3aBOOHbIe
aueTamuga hopmynel |, roe X npegcraenget -O-
mn NR4-, Rq npegcraenser atoMm BoAopoaa,
HU3LLYO anKkunNeHyo rpynny, HU3LLYIO
ANKeHWNBHYD TPYAMY WK LUKNOANKANHW3LWYH
ankuneHyo rpynny; Ro npencrtaBnser HU3LWYO
ankuneHyto rpynny, Cs - Cyz-UMKNOanKuibHY
rpynny, cheHunebHyko rpynny, heHUnsHYIo rpynny,
3aMELLIEHHYI0 aToMOM rancreHa Wnv HWaLewn
anKoOKCUrpynnor, Un heHUTHULY ankunbHy
rpynny; unu, HeobasarensHo, R n Ry BMecTe ¢
aTOMOM a30Ta, K KOTOPOMY OHW MPUCOeAMHEHbI,
obpaaytoT rpynny dopMynel  (a), roe A
npedctaBnAeT NPocTyw c¢Ba3b, -CH o-, -O- vnn
-NH-; Rz 1 Ry ABMNAKTCA OAWHAKOBBIMUA WMNK
PANYHLEIMA W KaXObIA NpeacTaBnaeT aTtom
BOAOPOAA UM HUALLYID ANKAMNBHYH TRYNNY; UMK,
korga A npedcTaBnseT NpOCTY0 CBA3b, a
Ra W Rp HaxogaTcs, COOTBETCTBEHHO, B
NOMOMEHWM 2 M NONOXEeHUW 3, aToOMbl yrnepoaa
B MONOXEHAW 2 W B MNOMOXeHUMHW 3 M Ry u
R, moryT, HeobBsasarensHo, o6beAnHATLCA ©
obpazoBaHuem deHUnBHero Konbua,
R 3 npedcraenseT artom BoACPOAa, HWU3LLYIO

ankUmbHY  Tpynny  Wnu
ankuneHyo rpynny, R4 NpefdcTaBnseT aTom

BOAOPOOA WK HUBLIYIO ankuneHY rpynny, unu
Rz 1 Rq MoryT, HeobazatensHo, obbefnHATLCA ¢

aToMOM YINepoja W aTOMOM a3oTa, K KOTOPbIM
OHMK NpPUCOeONHEHbI, c
NUPPONUAUHOBOIO, nUNepuanHOBOrO Wnu
2,3-aurnapo-1H-nHoonsHoro konsua;

R s npedctaBnseT artoMm BOAOPCAA, HWU3LLYIO

ankunbHyo rpynny, MMAPOKCUHWBLLIYIO
anKunbHyH rpynny, aTom ranorena,
aMUHOTPYNNy, HW3LIYI0 ankaHounamuHorpynny,
HWTpOrpYNNY WK HU3LLYHO

anKoKcUKapboHWNBHYO rpynny;
R g npeacTaBnseT aToM BOOOPOAA, HW3LLYI

ANKUMEHYH rpynny, TPUATOPMETUIBHYIO TRyNNy

WnK peHUneHy rpynny, Wi Rs U Rg MOryT,
HeobdsaTensHo, oBbeauHATsCd, obpaaysd

{CH2)n (n paBHOo 3, 45 wwm &),
R 7 npegctaBnser aTtom BoOAopoda, aTtom

ranoreHa, HU3WYI ankunsHyK rpynmny, HU3LLYIo

arnKoKcUrpynny,  TpUTOPMETWIbHYIO — Tpynny,
aMUHOrpynny WK HWTPOrPYNNY;
R g npeAcTaBnseT aTtoM BOACPOAA WM aToM
ranoreHa; UM ero
npuemneMas KWCNOTHO-afOUTUBHAS  COMb.

rMAROKCUHN3LLYHO

obpasoBaHmem

chapMaLeBTUYECcKU
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CoefuHeHMa Mo AaHHOMY  U3oOpeTeHuio
CeneKkTUBHO JelcTeyloT Ha BZwmg-pelientop

nepudepUeckoro Tna U NPoABNAKT BLICOKYHO
chapMaKonorMyeckylo akTMBHOCTE, @ MOTOMY OHU
noneaHel AN NPOUNAKTUKK UMK neveHus
3aboneBaHUA LeHTpanbHOW HEPBHOW CUCTEMBI,
TakMx Kak 3aboneBaHusl, CONPOBOXKAAEMEbIE
nposiBNeHWeM COCTOAHWA TPEBOrW, a TakKe
fenpeccun, snunencud W gp. OnucbiBarTCsA
TaKke cnocobbl  nonydeHWs  coeduHEeHWA
chopmMynsl | 1 hapMaLeBTUYECKME KOMMO3UL MK 1
CpPencTBo Ha Mx ocHoBe. 9 ¢. 1 8 a.n.-nul, 21
Tabn.
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(57) Abstract: (8): R wherein A is single
FIELD: pharmaceutical industry, medicine. /_F“\
SUBSTANCE: described are new acetamide _M a
derivatives of formula I \_I_/
R wherein X is
2 S
H-CH-CO-N _ . .
\R bond, -CHs- or NH-' R, and Ry are identical
R ; .
5 z or different and each is hydrogen atom or
| N <I> lower alkyl group; or when A is single bond,
o and R, and Ry, are in position 2 and in
RE - position 3, carbon atoms in position2 and in
7 position 3, and R, and R; are opticnally
combined to form phenyl ring;, Ra is hydrogen
8 atom, lower alkyl group or hydroxylower
) alkyl group; Ry is hydrogen atom or lower
-O- or -NRy4; R4 is hydrogen atom, lower alkyl alkyl group or Rs and R, are optionally
group, lower alkenyl group or cycloalkyl combined with carbon atom and nitrogen atom
lower alkyl group;, Ro is lower alkyl group; to which they are attached to form
C 3-Cr-cycloalkyl  group;  phenyl  group; pyrrolidine, piperidine or
phenyl group substituted by halogen atom or 2,3-dihydro-1H-indole ring; Rs is hydrogen
lower alkoxy group; or phenyl lower alkyl atom, lower alkyl group, hydroxylower alkyl
group; or optionally Ry and Ry together with group, halogen atom, amino group, lower
nitrogen atom to which they are attached alkanoylamino group, nitro group; or lower
from group of formula alkoxycarbonyl group; Rg is hydrogen atom,

lower alkyl group, triflucromethyl group or
phenyl group, or Rs and Rg are opticnally
combined to from (CHa), (n is 3,4,5, or 6); Ry is
hydrogen atoms, halogen atom, lower alkyl
group, lower alkoxy group, triflucromethyl
group, aminoc group or nitro group; Rg is
hydrogen atom or halogen atom; or
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pharmaceutically —acceptable acid addition
salt thereof. Said compound have selected
effect on BZw,; which is peripheral type
receptor and show high pharmacological
activity. They are therefore useful for
prophylaxis or treatment of central nervous

system diseases such as diseases associated
with  symptoms of anxiety and also
depression, epilepsy or the like. Also
described are methods of preparing compounds
of formula | and pharmaceutical composition
and agent based thereof. EFFECT: improved
properties of the title compounds. 18 cl, 21 tbl
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HaHHoe mnacOpeTeHWe OTHOGUTGS K HOBOMY
aueTaMmuoHOMY  NPOWM3BOAHOMY,  CENEKTUBHO
JelcTaylolemMy Ha 6eHaoanazenmHoBble
pelenTopbl nepudepuieckoro TMNa, B
4YacTHOCTK K aueTaMUOHOMY NPOW3BOLHOMY,
nMeloLLEeMy
2-heHUN-4-MMPUMUAVHUTIAMUHOTPYNNY UMK
2-theHnn-4- MpUMUOUHWNOKCKHIpynny, K cnocoby
ero nonydeHus W K coaepialm  ero
papmMaLeBTNYECKMM KOMMO3NLMAM.

M3BeCTHBIA ypoBEHb TEXHWUKW

B LUEeHTparnsHoORA HEPBHOW cucTeme
MINEeKoNUTaloLLMX, BKIOYas Yyenogeka,
CYLLECTBYHOT TPW TWNa y4aCTKOB pacno3aHaBaHWA
GeHacanasennHa (fanee Mo TeKeTy WHorda
oboaHavaemoro BZ), KaxgeldA K3 KOTOpPbIX
Ha3blBaT 6eH30aMa3eNUHOBLEIMW peLenTopamn
LeHTpansHoro TMNAa (@ 1.00) %]

66H30,D,Ma3e|'ll/IHOBbIM peuenTopom
nepudepuyeckoro TMNa (mg) COOTBETCTBEHHO

(nanee no TekcTy wHorda obo3HadvaeMbIx
BZ w4-peuentop, BZ @o-pelentop "
BZ es-pelentop COOTBETCTBEHHO). Cpedu HuX,

BZ-pevenTtop nepucepuryeckoro TMna
HepaBHOMEpPHO paawvellaeTcs B
nepuhbepuyeckux TKAHAX WK opraHax, Takux Kak
MouYKK, NedYeHs, cepdue W T.4., Ho Haubonee
pacnpocTpaHeH ¢ BLICOKOW MNOTHOCTBICO B
KNeTkax SHAOKPWMHHLBIX OpraHoB, TakWX Kak
HAAMNOYMEYHMKN, CEeMEHHWKM W T4, Wik B
KneTkax, rnyboKo yuyacTeylolWMX B CUCTeMme
annepruyeckoro BocnaneHus BO BCEM Tene,
TAKMX KAaK KNeTKKW COCLEeBWAHLBIX — fueek,
NUMOLMTEI, Makpodari, TRoMOOUUTLI KPOBKU K
T.0., TAK YTO B NocrnejHee Bpems NpyBnekalT

BHMMaHWe dusmonornueckme ponu
BZ-peuentopa nepudhepuyeckoro Tuna. C
Opyroi CTOPOHbI, BZ-peventop

nepudeprIeckoro TMna B rpomagHom
KONMUYeCcTBe NPUCYTCTBYET B MUTOXOHAPWANEHOR
obonoyke rmuMansHbX KNeToK B rONCBHOM Mo3re
1, B YACTHOCTH, B XOMNECTEePOnsHOM MPUTOKE B
MUTOXOHAPWANEHOR Membpare, W,
crnegoeatensHo, npejnonaraeted, YTO  OH
Bo3fdelcTByeT Ha OGUOCMHTETWYECKUA MyTb
obMeHa XonecTepuHa B HedpocTeponaax, Takmx
KaK annonperHaHonoH,
annoTeTparnapoaeoKCUKOPTUKCCTEPOH

(THDOC) n T1.4., Yepea nperHaHonoH. Takum
obpaaom, cuMTaeTCHd, YTO CTUMYNMpPOBaHWe
BZ-peuenTtopa nepudepudeckoro Tna yckopseT
CUHTE3 HelpocTepounaoB B TOMOBHOM  MO3re,
KOTCpble BMWAKT Ha MpPOUEecc nepeKpbIThA
XNOPWA-UOHHOMO KaHana nyTem CBA3LIBAHMA C
HelpocTeponacnelndIeckKUM  MecToM

pacno3HaBaHWA Ha

A-peuenTtope -aMUHOMACNAHOW  KUCNOThI
¥

(HUXKe WHorga oboaHayaeMom Kak

GABA p-peuentop [cf. Romeo, et al, J.
Pharmacol. Exp. Ther., 262, 971-978 (1992)].

CoeguHeHue, wumelowee He-BZ-agpa wn
CeNeKTMBHO MNpoABnALles CpoacTBO K
BZ-peuenTopy nepudepu+eckoro Tuna, onucaHo
B NEPBUYHOA NaTeHTHOW aaaske AnoHuKn (Kokai)
N 201756/1983 (EP-A-94271), nocne 4dero BO
MHOMMX NUTEPATYPHBIX WCTOMHUMKAX, BKMHYas
naTeHTHLIe 3a8BKN, Cbinu onncaHbl
pasHoobpasHble coeguHeHus. OfHako Het
coeduHEeHMs, KOoTopoe peansHo Mormo 6.l
WMCNOMNBb30OBATECH B KadecTBe MedULUMHCKOro
cpedcTtea.

B pgononHeHwe K npuBedeHHLIM BhiLe B
KayecTee CoegWHEHWA, MMeroLWKMX He-BZ-aapa u
CeneKTMBHO MPOABMAIWMX CPOACTBO K
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BZ-pevenTtopam nepudpepnyeckoro TMna
YKa3aHkbl COEMHEHUS, ONUCAHHLIE B NEPBUYHEIX
nateHTHbIX nybnukaynax AnoHum (Kokai) N
5946/1987 n 32058/1990.

[aTeHTHaa nNepBUYHag NyGnukauna AnoHKUN
(Kokai) N 5946/1987 (EP-A-205375, USP
4788199) onuckiBaeT coefuHEHMA amuia
cnegylolwed  opMynbl,  CBf3AHHBIE C©
BZ-peuenTopom nepudbepudeckorc  tuna u
Mcnonb3yeMele B KayecTBe TPaHKBUIW3ATOPOB,
NPOTUBOCYAOPOKHLIX CPEACTB W CPEACTB NPOTUB
aHrMHBI W AN fedeHns cuHOopoma
UMMyHodeduumTa.

A1

v ={CH == CHY =T O
Z n mn

R
F
R

roe A oboaHavaeT atom asota unu =CH-; B
obosHavaeT atom aszota unn =CH-; V 1 W umetoT
OOMHAKOBEIE WMWY  pa3nUyHble 3HaYeHWd W
KaxOdbldl ©fo3HavaeT aroM BOAOPOOA, aTtoM
ranoreHa, anKWNbHYIO rpynny WM
anKoKCU-TpYNNy, Kakaas M3 KOTOPRLIX COASPMWT
1-3 yrnepodHeIX atomMa v 1.4, Z NPUCcoenHEH B
OpTO- WNK Napa-NonoXeHwe No OTHOLIEHWIO K B u
obo3Ha4aeT PeHUNEHYIo TPYNNyY, TUeHUNIPYNny,
MARPUONITRYNNY WK DeHWNBHYK  Tpynny,
3amMeLleHHYI 1-2 rpynnamMiM, KoTopble BeIOMpatoT
W3 aroMma ranoreHa, ankwibHOW pynnsl Wn
anKoKCUIpynmnbl, KaK4asa W3 KOTOPLIX COOePKMUT
1-4  yrnepofdHblXx artoma, TpUTOPMETUNEHCH
rpynnsl " HUATPOrPYNMb, Lenb
-X-(CH 2),-(CHR),-CONR Ry nmpucoegmnHeHa B
OPTO- UNK Napa-NoNoXeHWK oTHocKuTensHo B; R
obo3HavaeT atom BoOoPOo4A WUNK ANKUMBHYH
rpynny, copepKally 1-3 yrnepoaHbIX
atoMa; Ry U Ro WMeloT OAWMHAKOBbIE WK
pasnuuHbIe 3HAYSHWA W KaXOBIA npeacraBnaeT
NMHERHYIO UMK PA3BETBNEHHYID  anKUMbHYO
rpynny ¢ 1-6  yrnepogHsiMKM  aToMamu,
LUKNoankuneHyo rpynny ¢ 3-6 yrnepogHbiMu
aromamu, PEHUNEHY D rpynny,
theHUNanKUNbHYO MW LMKNoankKuneHY rpynny,
B KOTOPLIX anKWNbHBIA pagukan coaspxur 1-3
YIMepoaHbIX atomMa U LUKNoankuibHbA pagukan
nveeT 3-6 yrnepoaHbIX aTOMOB, nnu
ankeHWneHylo  rpynny ¢ 3-6  yrnepoaHbiMuy
aroMami, [OBOMHAA CBA3b KOTOPOA He
NnoKanuaopaHa B NonoXeHun 1, 2 oTHOCUTEnNEHO
aroma a3oTa, U Ry 1 Ry MOryT BMecTe ¢ aTOMOM
a30Ta, K KOTOPOMY OHM  MPUCOSdUHEHE,
obpasoBblBaTE LWKN NUppOnuguHa, nunepuguHa,
mMopchonvHa mnu ThoMepdoniHa; X oboaHavaet
-CHR3-, -NR4-, -SO-, -80Oo-, atoM KWCHOpoda
unu atom cepbl; Rz oboaHavaeT aTom Bogopoaa
WNK ankuneHyw rpynny ¢ 1-3  yrnepogHbiMu
atoMmami, Ry oBo3Haqaer ankunbHyw rpynny c
1-3 yrnepodHeiMi atomamMu; m paseH 0 unm 1 u
n paeeH O, 1 WK 2, NpK YCNOBKUK, YTO Korga X
obosHavaer -SO-, -80» unn -NR4-, obuwee
4Ucno m + n 4omkHO BbITb HEe MeHee efuHULbLI, W
Koraa kaxobslid 13 A U B o6oaHayvyaeT aToMm asoTa,
a Z Haxogutcsa B napa-nonoXeHuu
oTHocuTensHo B, X He moweT Obitb -CHR3-, 1
korga A oboaHadaeT =CH-, B obo3HavaeT atom
Bodopoda, Z HaxcauTcd B OpPTO-NOMOXEeHUU
OoTHocuTenbHO B, X obosHavaeT aToM Kucnopoda
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n R obosHauvaeT aToMm Bogopoda, obulee vncno
m + N OOMKHO OTNWYaTLCH OT e4WMHULULI, U 3a
WCKMOMEHNEM
2-tpeHun-4-xuHonun-N,N-aumetunkaptamara.
[laTeHTHaA nNepeUYHaa Nyenukauus AnoHUK
(Kokai) N 32058/1990 (EP-A-346208, US P
5026711) onuceiBaeT, 4TO COEOWHEHMS
4-aMUHO-3-kapOOKCUXMHONNHA NPUBEAEHHOR
HKe dOopMynbl MPOSABNAIOT GPOACTBO K
BZ-peuenTtopy nepudepuyeckoro TUNa Kak in
vivo, Tak MW in vitro u wmoryT OGbiTb
MCNCNB30BaHLI ANA NPOUNAKTUKA UMK NeYeHns
3aboneBaHUil cepdeYHO-COCYANCTOR  CUCTEMBI
Jenoeeka, nunu B KadvecTtee
npoTUBOANNEprMYeckoro cpencTea, WNW Ans
NpPChHUNAKTUKA UNK  NeveHUs WMHADPEKUMOHHBIX
3aboneBaHViA, UMK 4NA NeYeHnsa cTpaxa.

R
i >

R —-H-CH —-{CH_?» —-CO-N
Zn

Rs\{. * coz \Rz
RE—‘F | N
Cx, o
l_ Rio
<0y
P

roe kaxasii ma Ry n Ry obosHavaer atom
Bogopoda, Cq-Cg-ankunoHy  rpynny Wi
C o-Cg-ankeHunrpynny, PeHUNEBHY O Wnu
BeHauneHy rpynny, unMm Ry n Ro BMecTe C
aTOMOM a30Ta, K KOTOPOMY OHW NPUCOeANHEHBI,
moryT obpasoBbiBate  Cs-Cg  HACLILWEHHYIO
reTepoumknnveckylo rpynny; Rs oboanauqaet
aToM Boaopoda, C4-Cg ankuneHylo rpynmny,
hEeHUMLHYIO rpynmny unu
C+-Cy PeHUNanKUNeEHY o rpynny;
R4 obo3HaqvaeT aToM Bodopoda N
C 1-C4 ankuneHyto rpynny; Kawasid M3 Rz W
R ¢ obosHadaeT aTom BOAOpOAa, aToM ranorewa,
C1-C3 ankuneHyto unu ankokcurpynmy,
HATPOIPYNMY WKW TPUDTOPMETUNEHYIO TRYNNY,
1Ny BMecTe 0BpaayloT MeTUneHOWoKeurpynny,; Z
oboaHavaer OR; (R; npegctaeBngetr arom
sogopoda unn  Cq-Cg  ankunsHyw  rpynny),
NR gRg (kaxabih n3 Rg n Rg obosHavaeT atom
BOAOpOAa, Cq-Cy ArnKUNLHYHO rpynny,
DEeHUNBHYIO TPYNNY WMWK BOeH3UNBHYHO TPYNNY),
C 1-C4 ankunbHyo rpynny, GeHaunbHyo rpynny,
Cy4-Cg aApPUNBHYIO rpynny, KoTopas
HeoBA3aTeNbHO MOXET COAepKaTh reTepoaTom,;
Rio obosHavaeT aTtom BOJOpPOAA,
C 1-C4 ankunbHyro rpynny unu  eHUnsHyo
rpynny (MpwW ycrnoBuW, YTo ecnu Z He ABMAeTCA
BEeH3NUNBHOW MN apuNEHOR TpYNNoi, To Rz He
MOXeT GbITb aTOMOM BOAOPOLA, U heHUNbHAsA U
BeHauneHasa rpynnsl MOryT HeobAaaTensHO ObITh
3amMelleHbl atomoM ranoreHa, Cq-Cz ankoKow-,
ankuneHCOA — MAKM - TUOANKUNBHOW  TPYNNOW,
HUTROrPYNNOR, TPUPTOPMETUNEHOR rPYNNoR UK
TMAPOKCUNEHORA PYMNCHA, W 3TU ankunbHas U
ankokcurpynna  ABNAKTCA  NUHERHbIMK,
pa3BeTBNEHHEIMW " LUKITYECKMIA
COOTBETCTBEHHO); n paseH 0, 1 unKn 2; p paBeH
0 wvnn 1; oavH 3 A, B, C v D obozHavaeT N, a
KaxabliA M3 ocTaBlUMXcA obosHavaeT CH, vnu
kKaxaplid M3 A, B, C u D oboaHauyaer CH. C
JpyroA  CTOPOHBI,  W3BECTHbI  HEeKoTopble
NpPOU3BoAHLIE auetaMmuia, cogepxallyme
2-heHUN-4-NUpPUMULUHUIAMUHOTPY MY
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Hanpumep, nareHt CLUA 36310368 onucoiBaet
HeKoTopble COoedUHEHUA, NpedcTaBNeHHbIe
2-(5-unaHo-2-peHnn-4-nnpuMUaUHUIaMUHo)aLe
TAaMWAOM, SABMAOWMMCH MNPOMEXYTOYHBIM
coednHeHneMm ang CUHTE3a
5-aMUHO-2,6-AusameLleHHblx-7H-nnppono[2,3-d]
NMAPUMUOMHOB. [MaTeHT CLA 3631045
ONUCLIBAET HekoTophle coeguHeHus,
npedcTaBneHHble
2-(5-unaHo-6-MeTUNamMnHo-2-eHnn-4-nuprumung,
WHHUNaAMWHO)aLueTaMrnaoM,  ABMAKLWMMCS
NPOMEXKYTOYHBIM COSOMHEHWEM AN CUHTE3a
4, 5-gnamuHo-7H-nnppono[2,3-d]  -NMPUMKULUHOB.
OpHako chapmakonorAdYeckie akTMBHOCTK 3THX
CoedVHEHUI elle HWUKOr4a He WccrnegoBaruchb.

Kpome Ttoro, B Pharmazie, 43537-538
(1988) onMcaHbl HeKoTOpble COedMHEHWS,
npedcTaBneHHble
2-(5-aleTuUn-6-metun-2-peHun-4-
NMAPUMMUAUMHUNTO)-N-(4-xnopdeHnn)auetamuao
M U
2-(5-aueTun-6-meTun-2-peHnn-4-npPUMUaHUNT
1o)-N-(4-meTundeHnnayetTammaom,
ABMNAIOWMECH MPOMENKYTOYHBIMU NPOOYKTAMMU
ans CUHTE3a NPOM3BOAHBLIX
TveHo[2 3-dlnmpummuanHa. Kpome  Torc, B
YKa33HHOM nureparype onwcaHo, uTO
2-(5-aueTun-6-metun-2-PeHnun-4-nMpUMUONHUNT
no)-N-(4-xnopdeHnn)auetamng npoasnseT
npoTueocBakTepuancHylo  akTUBHOCTE  MPOTUB
Bacillus subtilis.

OnucaHve n3obpeTeHud

3aaBuTenm npoBenu WHTEHCKBHOE
WNCCMNefoBaHWE, HanpaBNeHHOE Ha NonyveHue
coeguHeHus, CeneKTMBHO 4 CUIMbHO
OelicTeyollero Ha BZgpg-peuentop, W HaLlu

NPOWM3BOOHbIE aueTaMuia crefyloweiln  HuKe
chopmynel (1), oKoH4YaTensHe 3aBepwme paboTy
Had AaHHbIM M3obpeTeHrem.

Llensio paHHoro wmaocOpeTteHwsa aBnsetcs
nonyYyeHWe HOBOMO NPOW3BOAHOTO aleTamwia,
CEMNeKTUBHO W CUMbHO  AEeWCTBYKLIEro Ha
BZ w3 -pelentop, 6onee KOHKpeTHO, NoNnydYeHne

NpPoU3BOOHOTO aletamniaa, cofepallero
2-heHUN-4-NNPUMUGUHUNIAMUHOTPYNNY UMK
2-theHUN-4-NUPUMAAWHWUNOKCUTPYNNY. [NaBHBIM
obpazom, faHHoe n3obperteHune aaet
BO3MOMXHOCTb nonyyeHusa noneaHoro
coefuHeHWs, obnagaroLlero aHKCUONUTUYECKOR
aKTUBHOCTBIO M WCMOMb3yeMoro B MeveHuK
WMMYHHBIX HapylweHuwid. [pyraq uens AaHHOro
n3obpeteHna cocToWT B pa3paboTke cnocoba
nonyyeHWa  ykasaHHoro  coefuHeHus.
HJanbHelwelh uensld AaHHOTO KM3o0bpeTeHns
ABNAeTCA nonyyeHwe dapmaleBTHYecKor
KOMMO3ULIUK, cofepxalle yKasaHHoe
coefMHeHne. 3T Uenn WU NpeuMyllecTsa
JaHHOro unaobpeteHns OyayT odeBWAHLI AnA
nmoboro  cneynanucTa B COOTBETCTBYIOLLEH
obnacth 13 nprBeeHHOro HMXe OnucaHMA.

DaHHoe naobpeTteHue OnuUCchLIBAET
npouaBodHoe aueTamuaa cregyloleld  Hwke
hopMynbl N, ero hapmMaleBTUYSCKA
NPUEMNEMYI0  KUCNOTHO-aAaAUTUBHYIO — COfb,

cnoco® WX nNoMydYeHWs KW cogepi@uue Knx
hapmMaueBTUYeCcKHe KOMMO3ULMK,
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roe X obosHavaeT -O- unn -NRy-,

R1 obosHavaeT aroMm BoAOPOAA, HW3LWYH
ANKUMBHYK  TRYNNY, HU3LWYHK  anKeHWUNbHYH
TRYNNY  UNW  LUKNOANKATHU3LWYIO  anKUnbHYyHo
rpynny,

Ro 0603HavaeT HU3LY ankuibHYK rpynny,
LMKNOANKUMBHYKD  TPYNNy, 3aMelleHHY  WnK
HesaMmelleHHY0  eHWNBHYKO  Tpynny,  WNn
3aMeLLEeHHYIo WK HesameleHHYo
hEeHUTHU3WYID ankunbHyo rpynny, wnu Ry wu
R 2 MmoryT, HeobasaTenbHO, BMECTE C aTOMOM
a3oTa, K  KOTOPOMY  OHW  MpUcoeduHEeHkl,
obpa3oBLiBaTL rpynny OpMyIbI:

R
AN
_N\_|_/
R
b

roe A obosHaudaeT npocTy cBA3b, -CH s-,
-O- v -NH-, kawasid 3 R, 1 R, wumeer
OLWHAKOBLIE WM pasfUyHbIe 3HAYEeHUd U
npedctaBngeT arcoMm BOAOPOOA WNK HU3LLYIO
ankuneHylo rpynny uMnv, ecnu A oBosHadaer
NpoCTy CBA3L U R 5, U Ry nokanuaoBaHsl B
NOMNOXEHUM 2 N NONOKEHUM 3 COOTBETCTBEHHO,
yrnepodHele atoMbl NONOKEHWA 2 KU NONOMKEHKUA
3 n Ry, n R, moryT, HeobazaTensHo, BMecTe
0bpasoBbiBaTb PEHWUMNbHbLIA LMK,

Rz o06o3HavaeT atoMm BCAOPOAA, HWU3LLYIO
ankuneHyo  TRYNNY WKW TMOPOKCUHW3LWY 0
ankuneHyro rpynny,

R4 06o3HaqaeT aToM BogopCaa WU HUSLLYH
ankuneHyo  rpynny mnn Rz M Rg  moryT,
HeobA3aTensHO, BMECcTe ¢ aTOMOM yrnepoaa U
aToMOM a30Ta, K KOTOPOMY OHW NPUCOEUHEHbI,
06pa3oBkLiBaTE LMK NUpponnauHa, nunepuauHa
unu 2,3-gurngpo-1H-nHgona,

Rs 0603HauaeT atoMm BCAOPOAA, HWU3LLYIO
ankWnbeHYo  rpynny, HWSLWYIO  ankeHWnrpynny,

MMOPCKCUHA3LWYH0 ankuUnLHylo rpynny,
AamelleHHYIo nnu He3aMELLEHHYHO
BEH3UNOKCUHUALLY IO anKUMNBHYHO rpynny,
ALUMOKCUHUBLLYIO anKUMEHYH TPYMMY, HW3Lero
AnKoKcK HU3LLYIO anKUIbHYHo rpynny,
TPUTORPMETUNIEYNMY, aTtom ranoreHa,
aMUHOTPYNY, MOHO- unu AVHA3LWYH0

ankunamMuHorpynmy, auunamMuHorpynny,
AMUHOHU3LLYIO anNKUMEHYIO TPYNNY, HATPOrpynny,
kapbamounrpynny, MOHO- WY OWHW3LLYIO
ankunkapbaMounrpynny, KapboKCUMsHYIo
rpynny, 3aWueHHy KapOoKCKUBHYIO Tpynny,
KapOOKCWHUALLYIO  anKWMMBHYIO  TRYNAY  MNn
3aWULLEHHYID  KapOOKCUHWALWYIO  ankuUnbHYo
rpynny,

Rs ofo3HavyaeT aTtoM BOAOPOAA, HWBLLYIO
ankunbHy rpynny, TPUOTOPMETUNEHYID TRYNMY
WM 3aMelleHHYlo WK He3aMeleHHYIo
heHUnbHyD  pynny, wMnu Rs U Rg  MOryT,
HeobGssaTensHo, BmecTe  obpasoBbiBaTh
-(CH 2)n- (n paeeH 3, 4, 5 nnu 6),
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R; o6o3Havaer artom Bogopoda, aTtoMm
ranoreHa, HU3LWYK ankunbHY TPYNNY, HW3LLIYIo
ankoKeurpynny,  TpUdpTOPMETUNBHYIO  TRYNMY,
TMAPOKCUIPYNMY,  aMUHOTPYNMY, MOHO-  WUNU
OVHW3LLYIO  ankunaMmuHOrpynny,  LuaHorpynny
UMW HATPRC-TRYNMY,

Rg oboaHavaeT atoMm Bodopoda, arToMm
ranoreHa, HWALWYK ankuneHYw  rRYNny Wi
HU3LLYO anKOKCUIpynny.

[MoHATMe dhapMaleBTUYecKn MNpHeMNemMon
KWCNOTHO-8AOUTUBHOW — COMW  COEAUHEHWA
chopmynbl (I} BKkNtouaeT  dhapmaueBTUHECKN
nEUeMneMyo  KACNOTHO-aOANTUBHYK — COMb
coedunHeHMa copmynel (1), obnagawwero
OCHOBHOCTEIO, ACCTATOMHOW Ana obpasoBaHus
COMW  Takoro TWMa, HanpuMmep conmv ¢
HeopraHUYecKon KNCNOTOM, TaKkow KaK
XnopuctoBofopodHasn, GpoMucToBOAOPOOHAS,
MOOUCTOBOACPOARAA conuy, cynbdar, docdhar u
T. A, WM CONM C OPraHWYecKoW KNCHOTOR,
TaKOW Kak maneart, coymapaT, okcanar, LuTpar,
TapTpar, nakrat, 6eHsoar, MeTaHcynshoHaT W
1.4. CoeanHeHne dopmynel (1) wn  ero
KWCNOTHO-3A0UTUBHASA conb MOryT
cyllecTBoBate B dopme rugpara  Wumu
conbBaTta, W gaHHoe M3obpeTeHue BKIOYAET 3TH
rMapaTel, PABHO KaK W COMbBAaThI.

CoegunHeHne dopmynsl (I) MOXET MMeTb
OAWMH unu Gonee acCMMMETPUYHEIX YIMEepOaHbIX
aToMoB, Gnarogapa  Yemy BO3MOXHbI  €ro
CTEPEeOU3oMepLl, U coeduHeHue dopMynbl (1)
MOXET CYLUeCTBOBATbL B BUAS CMECH [BYX WNA
bonee crepeonsomepoB. [aHHoe w3obpeTeHue
BKMIOYAET TaKKe 3TU CTEPEOU3OMEpPELI, MX CMech
¥ UX paLeMNYEcKylr CMECh.

Hwxe npwBoamutca oGbsAcHEHWE TEPMWHOB,
MCMonb3yemelX B JAHHOM  CMNWCAHWKW U
NPUNOMEHHBIX MYHKTaX.

Hualag ankuneHas W HU3WAasN
anKoKCUrpynnsl  BKIIOYAKT  MUHERAHYID WK
pPa3BeTBMNEHHYK), COOTBETCTBEHHO AIKWUIEHYIO
uwnw  ankokcurpynny ¢ 1-6  yrnepoAHsIMU
aToMamMu, 3a UCKNYeHWeM 0coBo OroBOPEHHEIX
cnyyaeB. HM3WeR ankunbHOW rpynnoi CAy»; T,
Hanpumep, MeTWn, 3TUM, NPOMNWM, W3onponun,
OyTnn, M30ByTWN, NEHTWI KM rekcun. Huawumm
ankuneHeiMn rpynnamin ana R 3, R4, Rs, Rs,
R 7 n Rg crnyxar npeanoydTuTensHo rpynnst ¢ 1-4
yrnepoaHbiMmM aroMamm. Hwnawer
ankoKCUrpynnoi aensetcs, HanpuMep, MeTOKCH,
3TOKCKH, nNponokcu W ByTokcK.  Huawagq
ankeHWnrpynna BKM-AeT rPyNnkl, cojepxalyne
ABOMHYIO CBA3b, 34 UCKNIOYeHWEM NONoXeHWA 1
U 2, ¢ 3-6 yrmepodHeiMM atomami, Hanpumep
annun 1 2-6yteHun. LiMknoankuneHas rpynna
BKMKOYAST rpynnel ¢ 3-8 yrnepogHsIM1 aToMamu,
Hanpumep UMKnonponun, UMKIOGY TN,
LUKNONEHTHN,  UWMKMOreKcun, LWKnorentun W
LWKNOOKTUAN. LinKnoankunHualwas ankunsHas
rpynna BkNMaeT ankunisHyto rpynny ¢ 1-4
yrnepoOHeIMKM aToOMaMy, 3aMelLeHHYo OOHOR 13
BbILLEYNOMAHYTEIX  LUKNOANKANLHEIX TPy,
Hanpumep LMKNonponunMeTn,
LUKNONeHTUNMeTHn ] LWKMOreKCUnmMeTur.
ATOMOM rarnoreHa cnyxuT crtop, xnop, 6pom n
noz.

3amelleHHaa WM HelamelleHHas
deHunbHaa  rpynna  BKMOYaeT  eHUNbHYo
rpynny, kotopas, Heoba3aTensHo, MOXeT OblTb
3aMelleHa OfHOW WnWv  ABYyMA  rpynnamu,

BbIBpaHHEIMK 13 atoma ranorexa,
C4-Cs ankureHOR rpynnol,
C 1-C3  ankoKcurpynnel,  TPUDTOPMETUNEHOR
rpynnel, amMUHorpynnel, MOHO- unu
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an-C 4-Cq ankunamuHerpynnsl, UMaHorpynnsl 1
HUTPOrpPYNnbl, Hanpumep deHnn, 2-, 3- unu
4-BpomdpeHun, 2-, 3- unu 4-GpomdpeHun; 2-, 3-
MK A-pTOphEHNN; 2. 4-auxnopceHnn;
2,4-pubpomdperHnn; 2 4-gudpropdpeHun; 2-, 3-
nnn 4-metundennn, 2-, 3- unn 4-meTokcugeHun,
2-, 3- UK 4-TpudptopMeTndeHnn; 2-, 3- WUin

4-aMuHOEeHUN; 2-, 3- N
4-MeTnamMuHoOgpeHun, 2-, 3- Unu
4-gMeTNamMIUHOEHNN, 2-, 3- Wnu

4-unaHoeHun 1 2-, 3- nnn 4-HUTpodeHnn.
Mpumepsl rpynnel opMynbI:

R
7

8

BKIKOHAIOT rpynnbl, NPMBEASHHLIE B KAYeCTBe
NPUMepoB A5 3amMeLleHHOW WM HezamelleHHON
heHUNBEHOR rpynnbl, W Hawbonee
npeaAnCyTUTENbHEIMK  TRYNNaMKM  ABMNSKTCS:
theHun, 4- v 3-xnopdpeHun,  4-  unu
3-6pomcbeHnn, 4- wunu 3-cbtopdeHun M
4-MeTOoKCUDEeHWUI. BameuweHHas nnn
HeaaMelleHHan eHWNHWAWAA ankunibHasn
rpynna BKMYAeT ankvnbHylo rpynny c  1-4
yrmepogHelMM  aToMaMu, KoTopas 3amelleHa
OOHOW W Bonee BbILLEYKa3aHHbLIMK
3aMeLleHHbIMA iy HezameLlleHHbIMA
theHUNbHEIMU TRpYNNaMK, HanpuMep SeHawn, 2-,
3- unk 4-xnopbeHaun, 4-6pombeHann, 3- Wnu
4-cbTopBeH3un, 4-meTunbeHsun,
A-MeTOoKCHBeHaun, theHeTun "
2-(4-xnopdeHnn)aTIn.

TMOpPOKCUHW3LWLAsA  ankunbHas — rpynna
BKNOYaeT anKKUNbHYO rpynny c 1-4
yrnepoaHbIMn aTomamu, 3ameLleHHyo
TMOPOKCUTPYNMNOW, HampUMep rMOpoOKCUMEeTWM,
2-TMOPOKCUITIN ] 3-rapoKeHnponin.
3awmelleHHasn Wm HeaamelleHHas
BeHaWNoKCWHKUALWAR  ankuneHas  rpynna
BKMKYaeT HA3LWYIKD  anKWNEBHYH rpynny,
3aMeLleHHyl0 OAHOW WK AByMs Tpynnamu,
KOTopble BblIOUpatoT M3 BeHaUNoKCUrpynnel, rae
heHUNBbHBIA pagukan HeoBA3zaTenbHO MOMKET

BeITh 3amelleH aTOMOM ranorexa,
C1-Cs ankuneHoR rpynnei "
C4-Cy anKoKCUIpynnowm, Hanpumep
BeHannoKkcuMeTmn, 2-, 3- N

4-xnopbeH3NNOKCUMETIN,
3-BpombeHannokcumeTn,
4-pTOPOEHIUNOKCUMETHN, 2.4- W
3,4-ouxnopbeH3nnoKcUMeTn,
4-MeTUNOEeH3UNOKCUMETIN,
4-MeTOKCUOEH3NNOKCUMETUN W«
2-6eH3nnoKenaTun. ALMnsHas rpynna BrnoMaeT
ankaHounrpynny ¢ 2-4 yrnepoiHsiMi aTtoMamiu
uni BeH3onnrpynny, Kotopasd, HeobasaTernksHo,
MoXKeT OhbITb 3amelleHa AaroOMOM  rarorexHa,
C1-Cy anKuneHeon rpYNno nunu
C 1-C3  ankokcurpynnoW, Hanpumep auetun,
NPOMNUCHKUN, GeHaoun, 2-, 3- N
4-xnopbeHsoun, 2-, 3- WM 4-6pombeHaoun, 2-,
3- unu 4-cpropbeHaonn, 4-metunbeHsonn M

2-, 3- N

4-MeTOKCWBeH3aowun. AUMMNOKCUHM3LWAgA
ankunbHas  rpynna  BKMKYaeT  HU3LWYKO
anKkUnNeHyo rpynmny, 3aMeLLeHHYHo

auWnoKCUrpynnoi,  Kotopasa  COCTOMT K3
YKa3aHHbLIX BbllEe auunbHBIX TRYNMA, Hanpumep
aueToKCcUMeTWn, GeH30UNOKCUMETHN,
4-xnopOeH30UNOKCUMETII,
3-6pomMBEeH30UNOKCMETIIM,
4-chTopOEH30UNOKCUMETI,
2-METUNBEH30UNOKCUMETU 1
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4-meTokcWbeH30oUNoKCMMeTn.  HUswni
ankoKGWHKW3LWAasa ankunsHaa rpynna BKOlOYaeT
ankuneHyto  rpynny ¢ 1-4  yrmepofgHsIMU
aroMami, 3amelleHHYIO arKokcurpynnoi ¢ 1-4
yrnepoAHbIMA aTtoMamu, Hanpumep
METOKCUMETUII, STOKCUMETWI, 2-MEeTOKCHU3TUI K
3-MeTOoKCHMponun.

MoHo- W AWHM3LA&a  ankunamuHorpynna
BKIMKOYAET amWHOrpynny, 3amelleHHylo OOHOR
Wnu  OBYMS  ankunbHeIMA - rpynnamu ¢ 1-4
yrnepogHbIMn aTomMamu, Hanpumep
METUMNaMUHO, 3TUNaAMUHO, nponunam1Ho,
AUMeTUNaMuHO, AUSTUNaMUHO, AUNPONUNaMUHO
7 3TUNMETUNAMUHO. AuMnamuHorpynna
BKMOYaeT amMuHorpynny, 3aMeLLeHHYo
YKa3aHHOR BhIWeE aluneHOR rpynnoi, Hanpumep
aueTunaMuHo, MNPONUOHUNAMUHO,
BeHsoMnamMmHo, 4-xnop6GeHaounammHo 7]
4-pTopbeH3cunamMmHo. AMWHOHK3LWAA
ankunesHas rpynna BKIKYaeT ankubHYo rpynny
¢ 1-4 ymepoiHbIMKA aToOMaMu, 3aMeLLeHHYHo
aMUHOrpynnow, Hanpumep aMUHOMETWM,
2-aMmmMHOITUN M 3-amuHonpenun.  MoHo- 1
AWHW3WWA  ankunkapbamounrpynna BkNwyaeT
kapBamMounrpynny, 3amelleHHyl OfHOW unu
ABYMSl  ankunbHeIMKW - rpynnamu ¢ 1-4
yrnepogHbIMA aTomMamu, Hanpumep
meTunkapbamoun, gumeTunkapbamonrn,
avatunkapbamonn 1M gunponunkapSamounn.
BawuweHHas kapbokeunsHas rpynna BriodaeT
kapBOKCUMbHYIO TPYNMY, 3alULLEHHYI0 3alliWMTHON
rpynnoi, Kotopan nerko moxert GbiTh yaaneHa
rMMApPoIM3oM WNKM raporeHonUMaomM, Hanpumep
kapbokcuneHas  rpynna,  3aluuieHHas
C 1-C4 ankunsHOW rpynnor wWnn ©GeHannsHon
rpynnoi, HeobasatenbHO 3aMelleHHOR OAHOR
WnW ABYMA rpynnami, KoTopble BblOMpaloT K3
atoMa ranoreHa, Cq-Cq ankunbHOW rpynnel M
C1-Cs anNKoKGWUIPYMnbl. MprMmepami
3alUMLLEeHHOR KapboKCUNBHOR pynnel  cryxar
METOKCUKapOOHUM, STOKCMKApBOHWUR,
nponokcukap®oHun, ©OyTokcukapboHun,
OeHannokcukapboHuUn,
4-xnopbeH3nnoKckapboHUn,
4-chTopBEeH3nNOKCUKapBoOHNN,
4-meTnBeH3nNoKCMKapboHU “
4-meTokcubeHannokeukapboHun.  Cpegn  HUX
NpeaAnoYTUTENbHBI  MeTOKCHKapGoHuU,
aTOKCUKapboHMn 7] GeHannoKkcHkapboHWn.
3alMUeHHBIR  KapboKkCUHW3WAaA ankunbHas
rpynna BrNOMaeT ankuneHyto rpynny ¢ 1-4
yrnepoAHbIMA aromamu, 3ameLleHHyo
BbllLUeYKa3aHHOW 3allUeHHOR KapOoKCUNbHOR
rpynnoi, Hanpumep MeToKCHKapBOHWNMEeTAN,
3TOKCUKaPBOHUIMETIR,
BeHaunokcukapboHUNMeTn ©
2-3TOKCUKAPGOHUNATIM.

Cpeamn coeMHEHWIA no OaHHOMY
n3o0peTeHio NpefnodTUTENBHO  CcoeauHeHne
chopmynsl (1), roe kaxasid U3 Ry 1 Rz nmeer
OfMHaKOBble WNW  pasnuyHble 3Ha4YeHWus U
of03Ha4aeT HU3WYI ankKunbHY TPynny, Wi
R 1 obosHayaeT HU3WYIO anknmbHy rpynny,

HU3LLY1O ankeHunrpynny nnu
LUKNOAnKUnHWaLLyo  ankunbHyl  rpynny,  a
R obosHavaeT 3aMeLLEHHYI0 nnu

He3aMelleHHYl0  OeHWNbHY  Tpynny,  unu
R1 1 Rz MOryT BMecTe ¢ arOMOM a30Ta, K
KOTOPOMY OHW NpUcoeguHeHbl, o6pa3oBLIBATL
rpynny chopmynbl:
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(rae A' obosHavaet -CHy- vnn -O-, R;' U Ry
MMeloT OOUHAKOBEIE UMK PA3MWYHBIE 3HAYEHUSA K
Kaxabld  0B03HaqYaeT  HUALWYK  ankunbHY
rpynny), Rs obosHawaer atom Boaopoa,
HW3LLYK ankunbHyw Tpynny, rMApOKCUHU3LLYIO
ankuneHyto rpynny, arcm ranoreHa,
aMUHOIPYNMy, auunamuHorpynny, HUTPOrpynny
WMNK 3alUUWEHHYIO KapBOKCKUNBHYO Tpynny, U X,
Rs, Rg, R7 U Rg WUMelOT MNpUHATHIE BhiWe
3HaueHWs, KNk ero  hapMmaleBTUYECKK
npuemMremMasi Cofb KUCNOTHOMO NMPUCOSAUHEHMS.

bBonee npednoyTUTENbHEIM CCeANHEHHEM NO
JaHHOMY M30bpeTeHWio ABMNAeTCH coedMHeHne
chopmynsl (1), toe Ry 1 Rp umeoT ogunHakoBble
UMM pasnuyHble 3HAYeHUS U Kaxablh obosHaqaeT
MeTKn, 3TWM, MNPOoNnWn, K3onponun wunu 6yTun,
unu Ry oboaHaqaeT MeTWun, 3TN, nNponun,
n3onponun, ByTun, annun nnu
LuknonponunmMeTtian, Ro obosHaqaeT deHWnbHY0
TRYNNY WM PEHWNBHYIO TRYNNY, 3aMeLleHHYIo
aroMoM  ranoreHa  WNKU - METOKCUIPYTMNoM,
R 4 o6os3HavaeT atom Bogopoda, Rs obosHavaet
arom Bodopoaa, MeTun, aTHN nunu
rmgpokcumeTun, Rg ofosHavaeT MeTun Wnu
theHun unn Rs n Rg moryT HeobaszarensHo
BMmecTe obpasoBbiBaTh -(CHa)s-, R7 obo3Havaet
arom BOAOPOAA, arom ranorena,
C1-Cy anKoKCurpynny, TpUdTOPMETIN,
aMUHOrpynny unK Hutporpynny, Rg cBoaHavaer
artoM Bogopoda U X U Rs WMET NPpUHATHIE
Bbille 3HaYeHWs, WNKM ero apmaueBTYSCKA
npuemMremMasi Cofb KUCNOTHOMO NMPUCOSAUHEHMS.

Kpome Toro, npeanodTUTENEHLIM
coedMHeHWeM NO  OAaHHOMY  W3obpeTeHuto
aBnAetca coeduHenune dopmynel (1), rae X
oboaHavaer -O- unn -NR4-, Ry 1 Ro wmetor
OOWMHAKOBLIE WMNW  pasfidHbIe 3HAYEHWA U
Kaxadblid 0Bo3HaYaeT 3T, Nponun Wnu ByTtun,
uni Ry ofosHaqaeT MeTWn, 3TWM, Nponnn,
annun nnu LNKNONPOMNMUIMETIN, a
R o oboaHavaeTr deHUn, ranonadeHun KUnu
mMeToKcudbeHun, Ry oboaHavaeT aTom BOOOPOAA,
R4' obo3HadaeT atoMm BOAOPCAA, METUN WNK
atun, unn Rz 1 Ry MoryT HeobBazatensHo
BMECTEe ¢ aToMOM Yrrnepoda M aToMoM asoTta, ¢
KOTOPLIMA OHW CBHA3aHLI, 06pa3oBLIBATE LMK
nupponuaMHa nnn LK
2,3-gurngpo-1H-nHgona, Ry obosHavaeT atom
Bodopoda, AaToM ranoreHa, MeTOoKCUrpynny,
TPUTOPMETIN, aMUHOTRYNMY UMK HUTROrPYNny,
Rg o©€o3aHavaeT artoMm Bodopoda, Rs u
R ¢ oOWHakoBble W KMMEIOT NPUHATLIE BbIWe
3HaYeHWa, unKu  ero  dpapMaueBTUYECKK
npuemMnemas cofb KUCNOTHOrO NPUCOSANHEHWS.

OcobeHHO npeanoYTUTEnNbHbIM
coeduHeHWeM NOo  OJaHHOMY  KM3oBpeTeHuto
ABNASTCA NPOU3BOAHOE aueTaMuaa cneayloued
chopmynel (1IN wnw cdopmynsl (1), vnn ero
chapmaLeBTUYECKM npuemnemas
KMCNOTHO-aAOUTUBHAA COMb.
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7
roe X' oboanavaetr -O- mnn -NR4"- Rq' u
R " oba ofo3HaqaloT aTun WnNKu Nponun, Wnm
R ' obo3HauaeT MeTWn, 3TWM, NpOonun, anmnun
unK  uMknonponunMmetTkn, a Ry' oboaHavdaer
theHnn, 4-ranonadeHnn unu 4-metokcudeHun,
Rs' ofc3Havaer  atom Bodopoaa, R4"

of0o3Ha4YaeT aToM BOAOPOAA, MeTWn  Wnu
atun, Ry obo3aHadvaeT atoMm BOZoOpoAa, aTom
ranoreHa, MeTOKCM  WNW  TpudTopmeTunn,
amuvHOrpynny wunu Huatporpynny. Kpowme Toro,
cpedn coedMHeHWR dopmynel (1) Hawnbonee
NpeanoYTUTENbHLl CoefMHeHns dopmynsl (1), B
koTepbix X' o6osHadaeT -O- unu X' obosHavaeT

-NH-.
A1

HH-CH —-CO-H
R, 2 \‘né
| “H I
Y

b

7
roe Rs' obosHadaeT aToOM BoAopoAa, MeTun
unu atun, a Ry, Ry’ n Ry MMmeloT npuHATLIe
BbllUE 3HAYEHWSA.
Huxe npuBefAeHsl npumepbl Hawbonee
npeanouTUTENEHEIX COSAMHEHWA No  gaHHOMY

n3obpeTeHnio W UX  drapmaleBTUYecku
NpYeMIIEMbIX conet KUCINGTHOrO
NPUCCBaUHEHKS.

2-[2-(4-XnopdeHnn)-5,6-aumeTn-4-nuprmn
AnHunamuHol-N N-gunponunagetammng,
2-[2-4-(XnopcheHnn)-5,6-aumMeTin-4-nprmm
AnHunamuHol-N N-anstunaderammng;
2-[2-(4-XnopeHnn)-5,6-aumMeTn-4-nprmi
AvHnamMuHo] -N-MeTun-N-cbeHunaueTamua,;
N-(4-XnopdeHun)-N-metun-2-(5,6-gumeTin-
2-hbeHun-4- nNUpUMUONHUNIaMWHO)aueTaMmng,;
2-[2-(4-XnoppeHun)-5,6-aumMeTnn-4-nuprmm
ANHUNAMKUHO] -N-
(4-propdheHun)-N-meTunaueramua,
2-[2-(4-XnopdheHun)-5,6-aumeTin-4-nuprmm
ANHUNaMUHO] -N-
4-MmeToKCUpeHUN)-N-MeTunayeTamua,
2-(5,6-AumeTun-2-heHun-4-nupuMmanHuIam
WHO)-N-dpeHnn-N-nponunavetTammnz,
2-[2-(4-XnopcheHnn)-5,6-auMeTn-4-nuprmu
AWHUNamMuHo] -N-aTun-N-cheHunavletTamug;
2-(5,6-OumeTnn-2-heHun-4-nupUMnanHUNOK
cu)-N,N-gunponunauetammng,
2-(2,6-OucheHnn-4-nnpumugnHnnammuo)-N N
-aunponunauetamii,
2-[5,6-AnumeTnn-2-(4-TpuhTopMETUNDEHUN)-
4-nnpuMmmgnHunammHo]-N,N-gunponunadetammng,
2-[2-(4-AmuHodeHun)-5, 6-aumeTun-4-nuprm
UavHUNokeK] -N-atun-N-cheHnaueTamua,
N-(4-XnopcbeHun)-N-metun-2-(5, 6-gumeTn-
2-cheHun-  4-NMpUMUAWHWIOKCKH)aueTaMua,;
2-(5,6-OnmeTnn-2-heHnn-4-nupuMnanHUNOK
cu)-N-thbeHnn-N-nponvnayeramua.
XapakTepHbIMX COEOUHEHUAMK NO JaHHOMY
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naobpeTteHuio, Kpome COEANHEHWIA,
NpeAcTaBnNeHHBIX HWMKe B MpUMepax, Cchnyxar
TaKKe COSdWHEHWA, NpuMBedeHHble B Tabnuuax
1-4 1 Mx hapmaLeBTUYECKW NPUEMNEMbIE COMK
KWCINOTHOMO NpUCo8dnHEeHMS.

B T1abnuuax 1-4, npuBedeHHbIX [Oanee
CTaHOAPTHLIX NpUMepax W B npumepax Ans
NPOCTOTEl ONUCAHWA MCNOML30BAHLI credytowmne
obo3HaveHua

Ac: auetun

Me: metun

Et: atvn

Pr: nponun

i-Pr: naonpenun

Bu: Bytin

i-Bu: maobytun

L WUKNonponunmMeTin
CH
Z

Ph: cbeHun

Tak, HanpumMep, Ph-4-Cl
A-xnopceHun, a Ph-4-F
4-propcheHun.

CoeduMHeHUA No JaHHOMY M30BpeTeHnto
MOTYT BbITb NOMyYeHsl, HANPUMER, CreayoLLrMMiA
cnocobamm.

Cnocob (a)

CoeaWHeHWe dopmynbl (1), rae X obos3HavaeT
-NR4-, nonyyawoT no peakuMm coeduHeHus

obosHavaeT
obosHavaeT

chopmynsl (I1):

Z
Ro1
| N (I
ry
R
6 R
7

8

roe Z obosHadaer yxoddawwidA atom KK
yxogsawyw rpynny, R 54 WMMeeT 3HaueHwe,
NpWHATOE Bhille AN R, 3a TeM UCKTHYeHUEM,
4TO TMAPOKCUMHMALLIAS ankunbHas rpynna,
amMUHorpynna, aMUHOHW3LWas ankMneHas rpynna,
kapboKkcuneHaa rpynna WM kapboKcUHW3Was
rpynna €BNAlTCA 3alUEHHBIMA TRYNNamMA,
n Res Ry U Rg WMewT npuHATBIE BbilWe
3Ha4yeHus, ¢ coegmHeHnem copmynel (I11):

R
|31 /Rl

Rq—HH—CH—CO—H CIXII>

Z

roe  Rgq oboaHadaeT artoMm Bogopoda,
HU3LLIYIO ankuIbHYy rpynny Mnv 3allyuleHHyo
TMOPOKCUMHM3LLYIO  ankunbHylo rpynny, a Ry,
R 2 1 R4 UMEIOT NpUHATLIE BhILLE 3HAYEHWs, NpK
HeoBXxcAUMMOCTY, © Nocrneaylownm yaaneHvem
3aLlUWTHOW rpyNnbl Ha NpoaykTe.

YXoaaWwniA atoM Wnv yxoaawasa rpynna,
oboaHaveHHag Z B MpWUBEOESHHOW Bhlle
chopmyne (1), obosaHauyaetr atom WMnK rpynny,
KoTopad MOxXeT ObiTb yganeHa B dopme HZ
BMecTe ¢ aTtoMom Bojopoda NH  rpynnbl
coennHeHna  (llII) B yCroBMAX peakuuu,
HanpuMmep aToM ranoreHa (Hanpumep, Xnop,
Bpom, nona), HW3LWLYHO
anKUNCcyNbEOHUNOKCUIPY NNy (Hanpumep,
MeTaHCyNbMOHWNNOKCK),

TpUranongMeTaHcy NbPOHUNOKCUrpy NNy
{Hanpumep, TpUdTOPMETAHCYNEMOHUNOKCH) ©
apuncyneoHUNOKCHIpyNny (Hanpumep,
BeH3oNCyNbOHUMOKCH,
N-TOMNYONCYNL(OHUNOKCHK).
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BawmweHHas rnapokcurpynna R ogq wMnu
R 51 B npuBedeHHbX Bobiwe dopmynax (1) w
(I BkNtoYaeT rMAPOKCUIpYNny, 3allMWEHHY
3alUUTHOM TPynnon, KoTopas MoXeT OkiTe
yaaneHa rMOporeHonaom, HanpumMep
©eHaunokeK, 4-xnopbeH3nNoKCH,
3-6pombeHannokcH, 4-bTopbeH3MNoKCH,
4-MeTUNGeH3UNOKCU U 4-MEeTOKCUBEH3NNOKSH.
BalmieHHas aMMHorpynna unm 3awMiueHHbIR
no amuHorpynne pagwkan Rsq B copmyne (I1)
BKNKOYAET aMWHOrpynny Wnv amMuHopagukan,
3alUULLEeHHbIe  3alUTHOW Tpynnoi, kotopas
MoxeT  ObITb  yaaneHa  rMaporeHoNn3oMm,
Hanpumep OeH3UNoKcUkapOoHUNaAMUHO, 3- WUnK
4-xnopbeH3UNoKcUKapboHWNaMUHO,
4-BpombeH3nnokckapOoHUTaMKHO,
4-chbTopbeH3nNoKCUKapboHUNaMUHO,
4-meTUNBeH3UNOKCUKapOoHUTaMWHO 1
4-meTokcnbeH3nnokckapboHNMamMrHo.
BawumileHHas kapbokcuneHaa rpynna  uiu
3allnleHHsId no  KapbOoKCUNbBHOW  rpynne
pagukan Rsq1 B8 opmyne (ll) Bknovaer
KapBOKCUNBHYIK  rpyrnny WnK - KapBoKCUMBHYO
YacTb pagvkanoB, 3alWWEeHHY 3allUTHOR
rpynnon, kotopas MoxeT O6blTb yaaneHa
rMOPCOMM3oM WNKU TMOPOreHoNM3oM, Hanpumep
TPYNNbl, NPUBEAEHHbIE BLIWE B KAYecTBe
npumepos  nNpu OOBACHEHWW  TEPMUHOB,
ucnonb3yemMblx B JaHHOM  ONWCaHWM U
NPUMNOKEHHBIX MYHKTAX.

Peakuno coeguHeHuia (11} u (I1l) npoeooar
npyv  aTMochepHOM  JaBfAeHWW  Wnk - nej
JaBrneHneM B Nogxoadaliem pacTBopuUTene unm B
OTCYTCTBMM pacTBOpUTENS.

PacTeopuTenb BKMIOYAeT, Hanpuvep,
apomaTMJeckne  Yrmeeoaopodpl  (Hanpumep,
TONYyon, KChnon), KETOHbI (Hanpumep,

MeTWUN3TUNKEeTOH, MeTI/IJ'II/IaOGyTI/IJ‘IKeTOH),
npocTele sdupel (HANPUMepP, OUOKCaH, OUIMUM),
cnUpTel  (HANpUMep, STaHoM, W3onponaHon,
OyTaHon), aueToHUTPWN, OUMeTUndopmMamMng, 1
AAMeTUNCYNeoKcHuad. Peakumio
NpeanCcyYTUTENLHO BLIMOMHATE B MPUCYTCTBUM
OCHOBAHWS, OCHOBRAHWA BKIIOYAOT, HanNpuMep,
kapBoHaTbl LUeMoYHLIX MeTannoB (Hanpumep,

kapboHaT HaTpus, kapboHar  kanus),
rmapoKapGoHaThl WenoYHbIX MeTannoB
(Hanpumep, rnapokapboHar HaTpus,

rmopokapboHar Kanus) U TpeTWYHble aMWUHBI
(HanpuMmep,  TpWsTUNamuH), nmbo  BMecTo
OCHOBAHWA MOXKET WCNOMb30BaTLCH U3BEITOUHOS
konudecTeo coeguHeHua (lI). PeaxkunoHHas

TeMneparypa WIMeHseTCs B 3aBUCUMOCTU OT
BMAa WCNONE3yeMbIX COBANHEHWA unu
peakUMOHHBIX YCNOBUWHA, HO OBLIYHO
WCNONB3yeTcs B UHTepBane npubnuantensHo oT
40 po 200°C, Oonee npegnouTUTENbBHO B
uHTepeane oT 100 go 170°C.

Ecnu Rz w/unn Rsq NOMYyYEHHOTO Takum
obpazom npogykTa MMeloT 3alWMTHYIO rpynny, TO
3TW 3aliuTHBIe Tpynnbl MOryT 6blTe yaaneHkl
rmaporeHon1aom wunn rMaponni3om.

MaporeHonMa BEINONHAKT OOLWEenpUHATLIM
cnocoboM, HanpUMep peakuvel ¢ BOAOPOLOM B
noaxoAdlleM pacTBopuTene B MNPUCYTCTBUM
KaTanuaaTtopa, TaKoOro kak nannaguii  Ha
yrnepofde, HUKene PeHea W T.4. PacTBOpUTENb
BKMOYAET, HanpuMep, GnupTbl  (HanpuMmep,
sTaHoM, MeTaHomn), BOLY, YKCYCHYID KWCNOTY,
ONOKcaH W TeTparngpodypaH. Peakynio 0ObMHO
BLIMOMNHAT NpKY TemnepaType NpubnuamMTensHo
ot 0 oo 80°C npu aTMochepHOM AABNEHAN UMK
nod SasneHuem.

MMAaponua BeINONHAKT OBbIYHBIM cNOcoBoM,
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Hanpumep, OCYLLEGTBMAA KOHTaKT ¢ BOAOW B
noAxoAdleM pacTBopuTene B KACMOTHOW WMNK
LwenovyHoid cpepe. PacTBopuUTEenb  BKMKOYAET,
HanpuMmep, CNUPTbl  (Hanpumep,  MeTaHor,
STaHoOM, U3oMponaHon), AUMOKGaH, BoAY W CMECHK
STUX  pacTBopuTenei. KucnoTbl  BKNKOYaKT,
Hanpumep, HeopraHnyeck1e KMCMOTE
(HanpUMep, CoNAHYIO KUCNOTY, CePHYIO KMCNOTY)
" opraHuyeckune KMGMoTEl (Hanpumep,
MYpPaBbWUHY!IO, YKCYCHY10, NPOMMOHOBY IO,
LwaBenesyld KUcnoThl). OCHOBaHWe BKMOYaeT,
HanpuMep, TMOPOOKUCK LWENOYHBIX MeTannoB
(HanpWMmep, TMAPOOKUCL HAaTpKUHA, TMOPOOKUCH
Kanusa) W kapboHaTbl LWENoYHbIX MeTannos
{HanpumMmep, kapboHaT HaTpK4, KapBoHaT Kanus).
Peakuuio 0BblMHO BLINOIHAKOT NPWU TeMnepartype
oT 20 go 100°C.

WcxopoHoe  coeguHenue (I} nonyyatoT,
noasepras coeguHeHwe dopmMynsl (1V):

¥
R
51

H (IV)

8

roe Y ofosHavaeT aToMm Kucrnopoda Wnu
cepel U Rs1, Rs, R7 1 Rg UMeloT NpUHATLIE BhIWe

3HaveHus, ranouanpoBRaHMIo unu
CYNbPOHUMTMPORAHNIO obLenpuHATEIM
cnocobom.

lanonaupoBaHWe BLINCAHAKT  peakuMeir
coegnHeHnsa (V) ¢ ranomgmpylowum areHTom
(Hanpumep, oKcKUXnopruaom hoccpopa,
TprBpomuacm docchopa). CynshoHUNMpoBaHne
BLIMOMNHAIOT, HanpuMep, peakuueil coeguHeHUs
{IV), rae Y obosHavyaeT aToMm KWcnopoda, ¢
CyNbOOHUPY LM areHTom (Hanpumep,
MeTaHCYyNbPOHWMXNOPUOOM,
N-TONYONCYNEOHUNXIOPUAOM,
TPUDTOPMETaHCYNbOHUNTXTOPUAOM,
aHrmapuaom TpudTopMeTaHCyNbOKNCNOTEI).

McxopHoe coeguHeHue (IV) moxer nubo
BbINyCKATLCA MPOMBILLNEHHOCTEIO, NGO BbiTh
nonyyeHo obWenpuHATEIM cnocoboM, Hanpumep
cnocobom, onucaHHelm B J. Am. Chem. Soc. |
74 842 (1952) Chem, Ber., 95, 937 (1962),
J. Org. Chem., 29, 2887 (1964), wnu
cnocobamu, ONUCAHHEIMU HKKE B CTaHAAPTHLIX
npumepax 1, 20 wn  41-(1), -(3), wm

moaudbmkaumer  sTux  cnocoboe.  [pyroe
ncxogHoe coenHeHue (1 nony-arT
oBLWEeNPUHATEIM cnocotom, Hanpumep

cnocofoM, ONMcaHHbIM B NePBUYHOW NaTeHTHOM
nyGnukauum AncHum (Kokai) N 32058/1990, nnn
cnocofamu, ONUCaHHbIMU B NPUBEOSHHBIX HUXKe
CTaHOapTHbIX npumepax 45, 59 un 70, unu
Moandmkalmned sTux cnocobos.

Cnocob (b)

CoegunHenve dopmynbl (1), rae X obozHaqaeT
-O- 1 Rg oBosHavaeT aToM BOLOPOAA, NOMyYaoT

peakunen coegWHeHua dopmMynbl (11Y:

z
1
R51
| N
“ (II” >
R
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roe Z4 obosHavaeT atoMm Bofopoda M Rsq,
R 6. R7 1 Rg UMeIOT NpuHSTbIE BbILE 3HAYEHUS, C
coegnHeHnem copmynsl (V):

P

HOCHZ—CO—H L)

g

z

rie Ry ¥ Ro WMeT npuWHATLIE Bbile
3HAYEHUA W, €CM HeoOXO4MMO, G NOCMeaY oM
yhaneHueM 3alWTHBIX rPyNn ¢ NpoaykTa.

Peakuuo coeguHeHni (11 1 (V) nposoadar B
NPUCYTCTBUA  OCHOBaHWA B NOAXOAALLEM
pacTBOpWTENE UMK B OTCYTCTBUM PacTBOPUTENS
nog JdaeneHWeM unu  npu  aTtMocdepHoM
[JaBrneHnn. PacTBopuUTENb BKNIOYAET, HANPUMER,

TOMyon, KGUnon, JAMETOKCHATAH,
1,2-0MXNopaTaH,  aUeToH,  MeTWN3TUMAKETOH,
JWOKcaH, OUTTIAM, sTUnauerar,

AvuMeTtundopMmaMiag, U OUMETUNCYNbgOoKCHA,
OcHOBaHWe BKMIOYMAeT, Hanpuwmep, rmapufg
HaTpus, TPUaTUNAMWUH, KapboHatT kanus ©
kapBoHaT HaTpua. Peakynio obbIMHO NpoBOAAT
npv TemnepaTtype okono -10 - 150°C,
npeanoYTUTEnbHO Npu Temnepartype 10 - 70°C.

Ecnn Rsq B nonmydYeHHOM Takum oBpa3om
NpoAyKTe UMEeT 3alUMTHYIO rpynny, 3awmrHas
rpynna moxer ObiTs yaaneHa rmaporeHonn3aom
Wn¥ rMaponnacm, cnocobom, onUcaHHbLIM Bolille
B cnocobe (a).

WMcxogHoe  coegmHenwe (V) nonydaior,
BbIMONHAA BOCCTAHOBNEHWE COSAMHEeHWA
chopmynel (V1)

1
ROQC—-CO-N {¥I>

z
rie R ofo3HavaeT HM3LWYID ankunsHylo
rpynny, a Ry U Rz WUMEIT MNpWHATbIE Bhiwe
3Ha4eHW4d, OGLLLerIpIAHHTbIM crnocobom.
BoccTtaHoeneHue coeguHeHus (VI) npoeogat
B CNMpTe (Hanpumep, MeTaHone, 3TaHone),

NpoCTOM acpupe (Hanpumep,
TeTparmgpodypaHe)  uWnu B CMECH  3TKX
pacTBOpUTENEH, UenoneLaya

BOCCTAHABNWBAOWME  areHTel, TakMe  Kak

Bopruaprg NUTUL, NpK Temnepartype oT -5 Ao
0 °C.

WMcxopgHoe  coegmHeHre (V) nonyudator
obLWenpuHATEIM -~ CNocobOM  MNK- CNOCODOM,
OMNUCAHHLIM B NPUBEAEHHOM HMKE CTaHOAPTHOM
npumepe  81-(1), wnu moguduKaumven aTux
cnocoboB.

Cnocob ()

CoeguHeHve dopmynel (1), rae X obosHavaeT
-O-, nonyyarT peakuneid coegmHeHns hopmMynksi
(IVa):

0

Re1
| “MH

/ CIVa)

R
5 R
7
8

rie Rsq1, Rg, R7 M Rg UMEIOT NPUHATLIE BEIWLE
3HaveHus, ¢ coeguHeHnem dopmynel (VII):
R
2!
Zl—CH—CO—H (WIL}»
pod
roe Z1, Ry, Ro 1 R3¢ MMEIOT NpuHATBIE BhIWE
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HeoBXoaMMOGTY, c
yoaneHsveMm ¢ MnpopykTa

3HauveHus, npw
nocnegyoLwmm
3aLUMTHOW rpyNMbl.

Peakumio coeguHeHua (IVa) n coefmHeHns
(VII) npoBogaT, MCNoOnNbayd Te Xe YCrnoBus,
pacTBOPUTENb, OCHOBaHWE W TEMMNEPaTypy, 4YTO 1
B NpMBEAEHHOM Bbille crnocobe (b).

Ecnn Rz1 wwunn Rsq1 npoaykra  UMeoT
3alUMTHBIE TPYNMLI, TO 3aLKWTHEIE TPYNALl MOMYT
BbiTe  yAaneHsl rMaporeHonM3om nunu
rMOpPonM3oM no cnocoby npuBeOEHHOro Bbille
npumepa (a).

CoeguHeHue (V) nonyyaoT oblwenpuHaTsIMm
cnocofom, HanpumMep, Kak onicaHo B NepBUYHOR
nateHTHoOW nybnukaumm  HAnoHum  (Kokai) N
84/1987, nnm cnocobom, NpvBedeHHbIM HWXKE B
CTaHOAPTHOM npumepe 83, Uni mogudukaumnein
3TUX CcrnocoboB.

Cnoco® (d)

CoefuHeHne chopmynel (1) nonyyat no
peakuwn coeduHeHnsa cdopmynsl (V)

R
|31
- CH-COOH
51
N
| CVITI)
/
R
6 R
7

g8
rae X, Raq, Rsq, Rg, Ry n Rg wmeror
MPUHATBIE  BhbIllE  3HAYEHWs, WK ero
peakyMoHHo-cnocoBHoro NpEOW3BOAHOO G
coefuHeHrem hopmynbl (1X):

ar

HHM (IX>

2
rae Ry v Ry UMelT MNpuWHATLIE Bhiwe
3HaYeHWA © NocnefylowuM yaaneHWeM, npu
HEeoDXOAWMOCTW, 3alUTHbLIX TPYNN C NPOAYKTA.
PeaKLI,I/IOHHO—CI'IOCOGHoe nponssojgHoe
coeduHeHna (Vi) BknwdaeTt, Hanpumep,
CMNOXHBLIA 3hUp C HW3LWER anKUNEHOR rpynnoi
(Hanpumep, METUNOBLIA acpup),
AKTUBUPCBAHHLIA CNOXHBIA  3ChKp, aHrnapug
KACMOTEL W ranounjaHrnapua  (Hanpumep,
XNOpaHruapua). AKTMBUPOBAHHLIE  CMNOXHbIS
achupsl BKIKOYAHOT, HanpumMep,
N-HATPOOEHUNOBLIA 3dMp,
2,4 5-TpuxnopdeHUNOBLIA - 3COUP 11 CNOKHLIA
achmp  N-rugpokcucykuHuMKaa.  AHrnapuabl
KACNOT BKMOYAIOT, Hafnpumep, CUMMeTPUYHbLIRA
aHrMapua ¥ cMellaHHbll aHrngpna. CMellaHHble
KACMNOTHbIE aHrMapuabl BKAKYAKT, HanNpumep,

CMELLIAHHbIRA aHrMapuL, KWUCNOThI c
ankunxnopkapboHaToM, Takum Kak
aTunxnopkapboHat, K300yTUNXNopkapboHaToOM,

CMELLIAHHbIRA aHrnapug c
apankunxnopkapooHaTtom, TaknUm Kak
BeHannxnopkapboHaT, cMellaHHbIA aHrMapua ¢
apunxnopkapboHaTom, Takum Kak
theHVNXNopKkapboHaT, W CMellaHHbIR aHruapua ¢
ankaHoBROW KUCNOTOR, Taxkon Kak

na3oBanepuaHoBas KWcnota W nNMBanoeas
KMcnoTa.

Ecnu nenonesyetca camo coeguHeHue (VI),
peakumna MoXeT BbITb NpoBeAeHa B NPUCYTCTBUM
KOHAEHCHPYIOLIETO areHTa, Takoro Kak
N,N'-guuuknorekcunkapboguumMmua, rmapoxnopus
1-8TUN-3-(3-4MMeTUNnamMrHonponun)kapbognmMm
a, N,N'-kap6oHungnmMmmgason, N,
N'-kap6OHUNOUCY KUMHUMKA,
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1-sTOKCUKAPBOHUN-2-3TOKCK-1,2-aUTrMAPOXMHON
H, AncbeHundochopunasmna, aHrnapug,
nponaHcyneMoKMCNoTEl U rekcadpropdocdar
BeHzoTpMason-1-unokeu-Tpuc(aumMmeTunaMmmnHo)
OChOHKMA.

Peakumo coegunHeHus (V) wnm  ero
peaku1OHHO-CNOCcoBHOro NpPCU3BOAHOTO c
coedWHeHreM (IX) NpoBOAAT B pacTBoOpUTENe
wnu ©Ge3 pacTBopuTens. PacTBopuTtens
BapbUpYOT B 3aBUCMMOCTH OT BMOA WCXOAHLIX
coefUHEHWA 7] T.0., 7] MOryT 6biTb
WCMONb30BaHLI,  HanpuMep, apomMaTUYeckue
yrneBodopodbl (Hanpumep, 6eH3on, Tonyon,
Kcunon), npocThle aorpbl (Hanpumep,
ANSTNOBLIRA achup, TeTparngpodypaH,
AWoKcaH), ranouanpoBaHHble  YrNeBoAopodbl
(HanNpuMep,  MeTUNeHXnopua,  XNopodopm),
CNUpTEl (3TaHON, W3oMponaHon), aSTunaueTar,
aueToH,  aueToHWTPWN,  AuMeTundopMmamii,
OUMEeTUNCYNboKeKUa, 3TUNEHIMUKONbL, Boda WU
T.40., ] 3TH pacTBopUTENN MOryT
WCNONB30BaTECA MO OTAENBHOCTU UNK B chopMe
cmecn aByx wnu Gonee pacrteoputened. [pu
HeoBXCOUMMOCTWM  peakuuio  NpoBodAT B
NPUCYTCTBMW  OCHOBAHWA, WM  OCHOBAHWUSA
BKMIOYAIOT, Hanpumep, FMAPOOKMCH LLENOYHBIX
MeTannoe, (Hanpumep, rMAPOOKUCE HaTpUS,
rMOpPOCKACE  Kanud), kapboHaTbl  LenoYHbIX
meTannoe (Hanpumep, kapboHaT HaTpws,
kapboHaT Kanus), ruapokapboHaThl WenoYHbIX
MeTannoe (Hanpumep, ruapokapboHaTt HaTpus,
rmopokapboHaT  Kanua) U opraHudeckue
OCHOBAHWA, TakMe Kak  TpUITUMaMUH,
TpUGYTUNAMKH, AWU30MNPONUNATUNIAMUH,
N-MeTUNMOoponKH, a TakKe BMECTO OCHOBaHUS
MoxeT OblTb  MCNoMbL3oBaHO — M3GLITOYHOE
KonudecTBo coedmHeHna (IX). PeakynoHHyo
TeMnepatypy BapbUpyloT B 33aBMCUMOCTU OT
BMAA WCMNONbayeMblX CoefMHeHUl, Ho obblMHO ee
WCMOMb3yloT B WHTepBane ot -30 gc 200°C,
npeancyYTUTENEHO B WHTepBane ot -10 ao
150 °C.

Ecnn Rz wwnu Rsq npogykra cogepxut
3AWWTHYIO rpYNny, STW 3allWTHLIS rPYNnel MOryT
ObiTb  yhaneHsbl rMOPOreHonM3acM nnnm
rMOPONM3OM TEM Ke MyTeM, YTO ONUCaH Bhille B
cnocobe (a).

CoegunHeHre copmynel  (VIII), roe X
oboaHa4yaeT artom kucnopoda, MoxeT 6biTb
nonyyeHo, HanpuMep, No NPUBEAEHHOMY Bhillle
cnocofy (C), T.e. peakuMei BbILLEYNOMAHYTOM
coegvHeHusa (IVa) ¢ coegnHeHnem cdopmynbl (X):

R
|31
Zl—CH—COOR [ ]

rie Z1, R 1 Rz umelT npuHATble Bbille
3Ha4YeHUqa, No TOW Xe MeToguKe, Yto B cnocobe
(c), c nocnegyloWMM TMAOPOMM3OM  MNPOAYKTa
oBLWEeNPUHATEIM CNOCOBOM.

CoefuHeHne dopmynsl (X) BbinyckaeTcHd B
NPOMBLILLNEHHOCTU, HO MOXeT ObiTb NOMy4YeHo
oBULEenpPUHATEIM CNocoBoM.

CoegunHeHre copmynel  (VIII), roe X
obosHavaer -NRs- nonydarwT, HanpuMep, no
BbllleykasaHHOMY cnocoby (a), T. €. peakuyuen
coegnHenunsa (1) ¢ coeauHerHnem chopmynel (XI):

E_ R
|2 31

HN—CH-COOR” (XL}

roe R' obcaHayaeT HWEWYHK ankUBHYH
rpynny, GeHawnbHylo rpynny wnmM GeH3unbHylo
rpynmy,  3amelleHHyl  artoMoM  ranorexa,
METUMBHOW TPYNMOW MMM METOKCUIPYNNon, U
R 31 W Ry UMeIoT NpUHATLIE BbllLe 3HaYeHKs, no
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TOA XKe MeToauke, 41O B cnocobe (a), ¢
nocneayoLwmm rMAPONN3oM Wnu
rMMOPOreHoNM3acM  Npoaykta obWwenpuHATHIM
cnocobom.

CoeguHeHue (XN BbINYCKaeTcA B
MPCMBILLUNEHHOCTM, HO MOXeT ObiTb NoMny4YeHo
oBLWenpPUHATEIM CNOCOGOM.

Cnocob (e)
CoegnHeHne chopMy bl (N, rae
R 1 cbosHauaeT HW3LYO anbKUMbBHYO rpynny,
HW3LLY'HO ankeHunrpynny WK
LKNOanKUNHU3LLY o ankuneHyto rpynny,
nonyvatT No peakuun gopmynbl (XI):
R R
I3 12
H—CH-CO-HH
R
5
N
| CKII?
o
R
[ R
7
e

rae X, Ro, Ra, Rs, Rg, Ry u Rg wmeror
MPUHATLIE BbIlLE 3HAYEHWH, C CoeaMHEHWEM
chopmynsl (XIII):

Riq- - - - Z1 (XN

roe Rqq oBO3Ha4aeT HU3LWYID ankunbHyo
rpynny, HU3LLY10 ankeHunrpynny unu
LUVKNOAnKUMHW3LLYI0  ankunbHyl  rpynny, a
Z 1 UMeeT NPUHATHIE BEIWLE 3HAYEHWs, npu
HeOBXOOUMOCTH, ¢ NocneayloWwuM yaaneHuem
3aLMTHBIX IPYNN C NpoaykTa.

Peakumio coegumHeHns (XII) n coegnHeHud
(XI) ©obbMHO nNpPoOBOOAT B NOOXOOALEM

pacTBopuTENe. PacteopuTenb BKIHOYAET,
HanpuMmep, apomartudeckuMe  yrneBoaopoLbl
(Hanpumep, GeHaon, Kcunon), KeTOHbI

{HanpUMep, METUNATUIKETOH), NpocTele sdunpbl
(HanpUMmep, AWOKCaH) W AWUMETUNopMaMuA.
Peakuuto KenartensHo NpoBCAUTE B
NPUCYTCTBHAKM OCHOBaHWA KM OCHOBaHWA BKIKOHYakOT
B cebs Te, 4To NpWBedeHbl Bblle B KauecTBe
npumMepoB Ana cnoccta (a), v rmopua HaTRpKs.
PeakuWoHHYIO  TemnepaTypy BapbUpyloT B
33BUCUMOGTH OT BMOA WCMNONB3YEeMbIX WCXOOHBLIX
CoeqMHEHWA W peakUMOHHLIX  YCMOBWA, HO
oBbMHO  OHAa  HAaxXoAMTCH B WMHTepBane
npubnuantensHo ot O go 200°C, W korga B
Ka4YecTBe OCHOBaHWA WCMONL3YIT  rvmapug
HaTpus, TO MHTepBan TeMnepaTtypbl cocTaBnaeT
0-50°C.

Ecn Rz1 wunn Rsq npodykra cogepaTr
3aWWTHYIO TPYNMy, 3allWTHas rpynna Moxer
ObITb yaaneHa rMAapOreHCnMaoM n/mnu
MMOPOIM30M.

CoeguHeHne (XII) nonydalT, WUcnonbaya
coegnHeHue (VIII) n coepunHeHne (IX), roe
R 1 oboaHavaeTt aTom BOdOPOAA, B
npuBedeHHOM Bbiwe crnocobe (d).

CoeguHeHue (XIII) MoxeT BeINycKaTbeHd
MPCMBILLUNEHHOCTE, a8 MoXeT BbiTb NonyyYeHo
obLenpUHATLIM CNocoBoM.

B npveegeHHbIX BbilWe cnocobax (a)-(e),
eCn  UCMOMbL3YIOT UCXOAHbIE COSAWHEHWS,
cofepxalne cnocobHble NPUHAMATE yYyacTue B
peakuuyn rpynnsl, obWenpuHATO 3awuaTth
yKa3aHHble Tpynnbl 3aWUTHLIMKA rpynnaMn uim
cHauana npeBpawaTts WX B Tpynnbl, KOTOpble
nocrne peakuMy nerko NpeBpaTMTh B YKa3aHHble
rpynnel. Hanpumep, salMulieHHOe coefuHeHue
{I) nonyyaoT cregylownmu cnocobamu.

CoeguHeHue chopmMynbl D, roe

10

15

20

25

30

35

40

45

50

56

60

13-

Rs ofosHavaer amuHorpynny, nony.aor,
BOCGTaHaBnuMeasa obuenpuHaTeim  cnocobom
coednHeHne (1), B KkoTopoM Rg obosHavaer
HuTporpynny. 3T1oT cnoco® o6bACHEH HUXKEe B
npuMepax 122 un 124.

CoefnHeHne chopMynbl n, rae
R 5 obosHavaeT auunamuHorpynny, nonyudarot
peakyner coeguHeHwa (1), roe Ry oboanavaer
AMUHOTPYNMY, ¢ COOTBETCTBYOWEHR KapboHOROH
KACMNOTOW  UNK  ee  peaKkuMOHHO-CNOCOBHBIM
Npou3BodHbIM. 3TOT cnoco® onucaH HuKe B
npnmMmepe 125.

CoefMHeHne chopmMy bl D, roe
R s obo3HauaeT rMApPOKCUHUILLYIO anKMMbHYHO
rpynny, nony4vator, BOGCTaHaBNKMeag
obLWenpuHATLIM cnocobom coedrHeHue (1), roe
Rs oBo3HavaeT ankoKcuKapOOHWUNBHYW rpynny
WKW anKkoKcUKapBOHWMHUAWYID  ankunNbHYo
rpynmy, B KOTOPOW KOMWYEeCTBO YrnepoiHblX
aTOMOB COCTaBMNAeT Ha OAWMH MeHblue. IJTOT
cnoco® onucaH HWxe B nNpuMepe 127.

CoefuHeHne chopmMynbl D, roe
R g obBo3Hav4aeT rMapoKCUrpynny, nony.aior,
obpabaTeiBad BPOMUCTLIM BOOOPOLACM
coegnHeHne (1), B kotopom Rg obosHaqaer
METOKCUIpYMny.

MonyyeHHele B MPWBEASHHBIX  Bbllle
cnocobax 3agaHHble COSOUHEHUS MOryT ObiTb
BblAEMeHsl KW OuMLieHbl  OBLenprHATBIM
cnocobom, TakMM  Kak  xpomatorpacus,
nepekpucTannuaauns Wnu nepeocaxieHve, U
T.0. CoefMHeEHWE n, obrnagalolee
OCHOBHOCTbIO, A0CTATOMHOMW AnsA 0bpal3oBaHKUA
COMK KNUCTIOTHOTO NPUCOeAUHEHWA, NpeBpaLlalT
B €ro CcofMb KACMOTHOrO MpUCOSIUHEHUs,
obpabarbiBas  pasnNM4YHbIMKA - KUCNOTaMK
oBLWEeNPUHATEIM CNOCOBOM.

PaanuyHble ctepeon3omMepsl coeguHeHus (1)
MoryT BuiTh BblAeneHbl " OYMLLEHbI
OBLWEeNpPUHATEIM -~ CNOCoBOM,  TakuM  Kak
XpomaTorpaduna v T.4.

Papmakonornyeckas akTMBHOCTb HACTOALLMX
coefMHeHWA noATBepXKAaeTca cneyiolnMm
hapMaKkonorM4eckMMy  sKCNepUMEeHTaMM  Ha
NpeACTaBNeHHbLIX COSAMHEeHUSX Mo JaHHOMY
N300peTeHUID.

OKCNEPUMEHT 1:

McnelTaHusa No CBA3bIBAHUIO
LeHTPaneHoro ( mq.mp) W NEpPUDEPUIECKOro

( m5) GeHzogmnasennrosoro (BZ) peuentopa.
Weneiranua no BZw g v BZw, peuentopHomy

CBA3LIBAHWIO MNPOBOAAT COMACHC MEeTOAMKE
Stephens, D. N. et al. [cf. J. Pharmacol.
Exp. Ther. 253, 334-343 (1990)] , a
McnblITaHMs no BZ w3 peuentopHomy

CBA3LIBAHMIO BLIMNOMHAKT COMMAacHO MeToguke
Schoemaker, H. [cf. J. Pharmacol. Exp. Ther.

225, 61-89 (1983)] c  He3HaYUTENLHOR
MogndrKaLuern Kakoon ua3 HuX.
Ppakynu pelenToRHbIX MembpaH

ANl @q,05 U oz NOAYYaOT NpHUBEaeHHBIM HUXKe
cnocoboM M3 MO3KEYKa (w4), CMMHHOMO Mo3ra
(©q) AN NOYKKM (w3) 7-8 HeAenbHbIX camLUoB
Kpbic Wistar-nuHun.

Mocne romoreHWaaLdld  Moaxedka  Wnu
CMWHHOMO Mo3ra ¢ 20 obbemamn OXNaKASHHOro
nbaom 50 MM Tpuc-unTpaTHore Bydepa (pH 7,1)
romoreHar ueHTpudyrupytor 15 MWHYT npu
40,000 ob/MUH. MonydYeHHBIR ocagok B Npobupke
nocre LeHTpudyrmpoBaHua npoMsisateT 4 pasa
TEeM e CnocobomM, 3aMopakMBaloT U XpaHAaT 24
yaca npu -60°C. lMonyyeHHbIW OCafoK nocne
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LUeHTpUYTMpoBaHWs, nocne  oTTavBaHug,
npoMelBaHWA Bydepom U LeHTpUgyrpoBaHus
cycneHgupyoT B Oydpepe | AnA ucnbiTaHWg Ha
ceasviBaHve (50 MM Tpuc-HCI-8ydbep,
codepxawmnia 120 mM NacCl, 5 mM KCI, 2 MM
CaCly, 1 MM MgCly, pH 7,4) 1 nonyyYeHHyo
TakMm obpa3oM cycneHauw (cogepxawyw 1 1
MOKPOA  TkaHW/40  MN)  UCNoNnb3yloT  Angd
MCNbITaHUA No BZwmy U BZe, peUenTopHoOMy

cBA3bIBAHMIO. C  [pYyrod CTOPOHbI, NOYKY

rOMOreHmM3npytoT ¢ 20 oGbemamm oxnaxgasmoro
negoMm  Oycdbepa Il gng  WCnbITaHWa  Ha

ceA3biBaHMe (50 MM Na-K-cbocchatHein Bychep,
copgepawmia 100 mM NaCl; pH 7.4), dunbTpytoT
Jepea 4 crnog Mapnv WU UeHTpudyrmpyrot 20
MUHYT npu 40,000 ob/mMuH. MonyYeHHbIR ocagok
B npobupke nocrne UeHTpudyrMpoBaHusa

cycneHavpytoT B Oydepe Il K cycneHauwo
{cogepxawyw 1 T MoOKpoA TrkaHW/100 mn)
MCNCNB3YOT A5 UCMBITAHWA HAa CBA3bIBaHWe B
KkavecTse  UcTodHMKA BZwmg  peuenTopHo#

membpaHsl. [na wenbitaHnid Ha BZ wq wnn
BZ w, peuentopHoe CBA3bIBAHWE WCMOMb3YHT

[ 3H] nyMaseHun (KoHeYHasa KoHueHTpaums: 0,3
HM ana oq v 1 HM AnAa e, ) 1 pnyHuTpasenam
{koHevHas koHueHTpauusa: 10 mkM) B KadecTBe
MEUEeHHOro M3cTONOM M HEeMEUEHHOro NUraHacs
COOTBETCTBEHHO. [NA  WCMbITaHWA  Ha

BZ w3 pelenTopHoe CBA3bIBAHWE WCMOMNbL3YoT

[ ®H}4'-xnoparazenam
{7-xnop-1,3-aurnapo-1-metun-5-(4-xnopdeHunn)-
2H-1,4-6eHaognasennH-2-oH) (koHe4Has
koHueHTpauus: 0,5 HM) u guasenam (KoHeqHasd
koHueHTpauunsa: 100 MkM) B KavecTBe MEYEHHOIo
M30TOMNOM ] HeMeYeHHoro nuraHace
COOTBETCTBEHHO. WHkyGaumio BLINOMHAKT B
TeueHne 30 MUHYT npu 37° Npy MCMbITAHWUKA Ha
BZwq1 UK BZw, pelenTopHOe CBA3bIBAHWE W B

TeveHre 150 muHyT npmu 0°C npu ncneiTaHum Ha
BZay pelenTopHoe cBA3biBaHWe. MGNbiTaHna Ha

BZws WM BZw, pelenTOpHOe CBA3bIBAHWE

NPOBOAAT B MPUCYTCTBUAK  BUKYKYNNWHa
(koHe4Hasn KoHueHTpauua: 100 MKM).

VcnbiTaHe Ha CBA3blBAHWE BLINOMHAOT
cnegyowum cnocobom. Mocne pgobasneHnsa B
NpOBKUPKY KaXO0oro U3 UCrbITyemMslX coefnHeHNA
NpPW HEKOTOPOA W3BECTHOW KOHUEHTpauuK, [3H]
nuranga w  ©ycepa | w1,  kaxpoe
nccnefoBaHve  HauvHawT ¢ gobaBneHus
memOpaHHoroe npenapara (obwwnid obvem 1 mn).
Mocne wHKyGaLWW WCMbITaHWE  NpepblBaloT,
hunNeTpya C© oTcackbiBaHWem uepes Whatman
GF/B-cTeknaHHbIA NOPMUCTLIA huUneTP,
ncnonbsys cbopHuk knetok (Brandel, USA).
PunbTpel BBICTPO TPYXALI NO 5 MN NPOMbIBAIOT
oXNaxKaeHHbIM NbAoM 50 MM
Tpwc-HCI-6ydpepom (pH 7.7) Ana o4 U oy UMK
Bydepom Il AnNa @g M COAEPKUMOE NEPEHOCAT B

CUMHTUNNAUMCHHEIE NpobupkK, cogepxame 10
MIT KWAKOMS  CLUMHTUNNALMOHHOTO  KOKTERNA

{ACS-Il, Amersham, USR). Yepes Heckonkbko
4acoB YAEPKaHHYIO paJnocakTMBHOCTb M3MEPSIOT
C NOMOLLBID KWAKOCTHOTO CLUMHTUNNALMOHHOMO
cnektpomeTpa. Cneuudrudeckoe CBA3LIBAHWE
[3H]-J'|V|raH,qoe pPacCYMTLIBAKOT KaK pPa3HOCTb

MeAay Kon4ecTBOM PagnoakTUBHOCTH,
CBA3AHHOW B NPUCYTCTBUKN U OTCYTCTBUU U3BbITKa
HeMeYeHHbIX nraHaoB. KOHLI,eHTpaLI,VI}O

WCMbITyeMbIX coefWHeHWHA, Bbi3biBalowWwylo S0%

WHrMBUPOBaHKE CneungUYecKoro cBA3LIBaHWA
[ 3H] nuranpa (ICsg), onpeAensloT W3 aHanuaa
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eNHULbI BEPOATHOCTU. Pe3ynbTaTbl aHanvsa Ha
CBA3blBaHWE
ﬁeHBO,EI,VIaaeI'IVIHOBOI'O 3 peyentopa

npuveeneHsl B Tatnuue 5. CrnefyeT OTMETWUTS,
4yTC BCE COEOMHEHWA, NepedncneHHble B
Tabnuue 5, obnapgawT cpoActeom K BZmy u

BZ w, peuentopam npu 1Csy 3HaYEHUAX Bbllle,

yem 1000 1M.
CoefduHeHWa, nepevncrneHHsle B Tabnuye 5,
CUNbHO cBfA3aHbl ¢ BZ wz pelenTopoM, Ho

obnagaioT CpOoACTBOM K BZw, "
BZ @, peuentopam npu sHadeHuW ICgy Bhile,

dem 1000 HM. Kpome TOro, OYEBMAHO, 4TO
COSOMHEHMA N0 JaHHOMY  M300peTeHuo
obnafaT CUNBHBIM K BLICOKO CENeKTUBHbLIM
CPOACTBOM K BZm 4 peuentopy.

JKCNEPUMEHT 2: UCNbITaHWe B OCBELLEHHOM U
3aTeMHeHHOM Dokcax (3pdhekT CHATUA TpeBoru)

HelicTtBre MCMbBITYEMbIX coeguHEeHnA,
HanpaBNeHHOe Ha CHATUE TPEBOMW, UCCNeayoT B
OoKCe CO CBeTNbIM WM TeMHbIM OTCeKamKn Mo
cnocoy Crawley, J. and Goodwin, F. K. [cf.
Pharmacol. Biochem. Behav. 13, 167-170
(1980)] ¢ He3Ha4YUTENBHLIMA U3MEHEHUSAMMA.

KMcneiTaHWe B OCBELIEHHOM W 3aTEMHEHHOM
DOKCe CNYKWUT MNOMEe3HbIM, NPOCTHIM U yOOOHBIM
cnocofoM ANnd UCCnegoBaHWA MNoBedeHus U
thapmMakonorMyeckoro UayyYyeHns HanpaeneHHoro
Ha CHATWE TpeBOrW OEWCTBUA NEKApPCTBEHHLIX
CPpedcTB, OCHOBAHHLIM HA MPUBLINKE MPBI3YHOB,
TAKMX KaKk MoK WMNW KpbICkl, W T.4,
NpeancyUTaWLMX OCTaBaTbCa B TEMHOM MeCTe,
NEM KOTOPOM 3a NONOXWTENbHOE BO3delcTBHE
NEeKapcTBEHHOMO  CPeAcTBa  NPMHUMAaETCA
yBEMNUUeHHe OTHOCKTENbHOro npebbiBaHuA
HKBOTHLIX B OCBELUEHHOM OTCEeKe, ABNSoWeMSsH
HEKOMPOPTHBIM MECTOM NS XKWMBOTHbIX. Paj
NeKapCTBEHHBLIX CPeACTB, TakMX KaK aHTaroHNWCThbI
B-tuna  peuenTOopoB  XCNEeuuCTOKMHWHA W
BZ-aHKCHMONWUTKUKKA, W T.[. OKasblBaloT MO3UTUBHOE
AeNCTBME B 9TOM WCMbITAHWM.

cnbiTaHWe B OcBelleHHOM K 3aTeMHEeHHOM
BoKce nNpoBCAAT, Mcnonsaya ©Goke  Aang
meneiTaHMA (35 x 15 x 17 CM), KOTOpPLIA
BKMOYaEeT: oceelleHHoe oTaeneHue (20 x 156 x
17 ©M), cofepxallee npoapadvHble akpunoBble
NAacTMHel W CWNEHO OCBELUEHHOe NamMnor
HakanueaHua (1700 MOKE); TeMHoe OTAeneHue
(15 x 15 x 17 cM), coenaHHoe K3 4YepHbIX
aKpUNoBLIX NNACTUH, coeguHeHHoe c
OCBELUEeHHEIM OTAEeNeHWeM, U B Neperopogke
Mexay otaeneHuamn otsepctme (4,4 X 5 cm),
Yepe3a KOTOpoe Mbllb  MOXKeT  cBoBogHO
nepemMeLlaTscs Mexay ABYyMSA OTASNEHNAMN.

WcnoneayioT rpynny na 10 camuoB MbIWeR
Std-ddY-nuHuK, Becawmx 25-30 r. Kaxgelid onsIT
HauUMHAIOT C pasmMelleHWUs MbIlWK B LUeHTpe
OCBELUSHHOrO oTAeneHna cnycta 30 MWuHyT
nocne nepopansHOro BBEASHWHA WCMBITYEMOro
coedUHEeHWs, 1 M3MEPAIOT Bpemsd, NpoBeaeHHoe
MBILLBK B OCBELUEHHOM OTAENEHUW B TeueHue
5-MuHYyTHOro  nepuopa  HabnwaeHws, U
paccyYMTBIBAKOT CTENEHb HaxXOMOAEeHWH MbIWK B
OCBELUEHHOM OTAENEHUK OTHOCUTENEHO obLero
BpeMeHu nposegeHus SKCNepUMeEHTA.
PaccuunTeiBatoT CcTeneHb BO3pacTaHua
OTHOCWTENBHOIC HAXOXKASHWA B OCBELEHHOM
OTAENeHW MbilK, 0bpaboTaHHOR UCNBITYEMbIM
coedUHEeHWeM MO CPaBHEHWIO € KOHTPOMLHOMR
rpynnoi, obpaboTaHHOW pacTBopuTEnEM, B
OTHOLIEHWW K ANUTENBHOCTU HAXOMXOeHUA MbILLA
B OCBELLEHHOM OTAEMNEHWN.

Oeiictere NCNBITYEeMbBIX
HanpasneHHoe Ha  CHATKe

coefuHeHHH,
TPEeBOrH,
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npedcTaBNeHo  MWHUMAanoHoW  adhdpekTMBHOK
foscih (MED), npu KOTOpCOW 3HadveHWe cTeneHu
BO3pacTaHns OTHOCUTENLHOMO  HaXOXASHWS
paccynTaHo GTaTUCTUYECKN (Tect
Williams-Wilcoxon, p<0,05). PesynbTtartsl
npuveedeHsl B Tabnuue 6.

Menelityemble  coeduHeHwa  Tabnuusl 6
obnajaloT AHKCUONMUTUYECKUM AelcTBUeM npK
nozax 1 Mmr/kr unu Hwxke. MHorve w13 sTux
coeduHeHWA adhbdekTUBHE Npyu Josax 0,3 Mr/Kr
UMn HUXeE.

3KCNepUMeHT 3:

WeenegosaHve KNOHUYECKUX cyAopor,
BbI3bIBAEMbIX M30OHWA3MA0M
{(NPOTUBOCY AOPOXKHLIA adbheKT)

MzoHnuasng wnHrubupyet
rmyTamatdexapborcunaay, KoTopas
Karanuampyer GABA-CKHTES, CHUXaeT

GABA-ypOBHWM MO3ra 1 Bbi3bIBAST KNOHUYECKY
cyaopory. CornacHo cnocoby Auta, J. et al
[cf. J. Pharmacol. Exp. Ther. 265, 648-656
(1993)], ¢ He3Ha4YUTEeNBHOR ero MoauduKaL e,
MCCNedyloT — aHTaroHUCTWYeckoe — AecTBMe
WCMBITYEMBIX COBOWMHEHWA Ha WHOYLWpYyeMy
N30HWa3ngomM KNOHUHEeCKYH Ccyaopory. VlaBeCTHO,
4TO MHOTWe NeKapCTBEeHHbIe CpeAcTBa NPSMO
WUNK KocBeHHO uameHAlT GABA a-pelenTopHyo
bYHKLMIO, OKa3kiRas NO3UTUBHOE BO3OeACTBKE B
JaHHOM WccrnefoBaHUW. TakuMy NekapCTBaMu
aBnsAoTcs BZ-aHKCMonWTWKK, NpeacTaBneHHsle
JuasenaMoM, HelpocTepoufel, TakMe  Kak
annonperHaHanoH,
annoteTparngpoaeoKCUKOPTUKOCTEePOH

(THDOC) 1 BZwg -pelienTopHble aHTaroHWCTE,

NOBbILIAKLNE CUHTE3 HEMPOCTEPOWUAOB.

WMenoneaytoT  rpynny, cocTodwyl ua 6
camuoB Mbllwer Std-ddY-nuHUK, Becdw X 22-24
r. Yepea TpuauaTe MUHYT MOCNe NepopansHoro
BBEAEHUS WCNEITYEMBIX COSOWHEHWHA Mblam
fenalT WHBbeKUMK  KWa3oHwasuga (200  mr/kr,
NOOKOXHO), M Cpasy e Nocne SToro pasmeLlarT
WHOMBUOYANEHO B aAKpPUNOBLIE KMeTKW Ang
HabnwaeHua, MamepawT Bpems Hadana
KMNOHWYECKOW Cyaoporn (Bpems npekpalleHns:
90 MUHYT). BpemMa NaTeHTHOro COCTOAHWA B
KOHTPONLHOW rpynne coctaendeT nopagka 40
MUHYT.

MpoTMBOW3CHMA3NAHOE AeHCTBHE
UCMbITYEMBIX COEAWMHEHWA BbipaxalwT B BUAE
Jo3bl, 3aMeansiolWeid BpemMsa Hadana cyaocporn
Ha 25% N0 CpaBHEHWO C COOTBETCTBYHOLLEH
BeNM4YMHOR And obpaboTaHHOR pacTBOPUTENEM
rpynnel (EDzs). EDgs-3HaveHWe pacCcHUTLIBAOT
no cnocoby Litchfield-Wilcoxon'a. Pesynbtartsl
npyveedeHsl B Tabnuue 7.

Meneityemble  coeduHeHwa  Tabnuuel 7
obrnagaoT NPOTUBOCYAOPOKHEIM SODEKTOM MNPK
noszax Hwxe 100 mr/xr.

3kcnepumMeHT 4: tect 1 Ha MHrMbUposaHWe
WHAYLMPYEMOro KOMMareHom apTpuTa.

WenbitaHne Ha WHrnéuposaHne
WHOYLUpYeMoro KonnareHom apTputa
npedctaBnsaeT cobor  IKCNepUMEHTAMBHYIO
Mofene peBMaToOMAHOrC apTpWTa, CMNUCaHHYHo
Trethan, D. E. et al [cf J Exp. Med,
146, 857 (1877)], ana koTtopcihi Kakimoto, K.
et al. nokasanW, 4TO  MUCMBEITAHWME  Ha
WHMMBUPOBaHKE  WHOYLMPYEMOrO  KONMareHom
apTputa MOXHO WCMONbL30BaTh Kak CPeACTBO
OUEHKA He TOoneKo NpPoTWBOBCCMNANUTENBHBIX
CpedcTB, HC Takke WMMYHOOENPECCUBHBIX
CpPeAcTB U MMMYHCMOZYNUPYIOLUX CPEACTB, YTO
OCHOBAHO Ha MexaHW3mMe Havana GoneaHn [cf. J.
Immunol., 140, 78-83 (1988)].

McnbiTaHre Ha WHrnéuposaHne
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WHAYLMpYyeMoro KonnareHom apTputa
BbINONHAKT cornacHo Kakimoto, K. et al. {cm.
NpMBeAeHHYK BhILWe cehinky Kakimoto, K. et al.
) C HesHauuTENsHOW Moaudukauned cnocoba.
ConbHUnManpoBaHHLIA KonnareH  ©Oblybero
xpAwa tuna Il (npogykt Elastin  Products,
CWA) smynerapytoT B MNOMHOM  adbloBaHTe
Freund'a (npogykt DIFCO Lab., CLUA). Camucs
Mmblleid DBA/j-nuHum (6 Hepfenb, nocraeBneHs
Nippon Charles River, AnoHWE) UMMYHUSKUPYIOT,
NpPOMU3Boas WHBbEKUWK 150 MK
SMyMbBrMPOBAHHOINO KoMnniareHa Yy OGHOBaHWA
XBocTa. Yepes fApafuaTe OOWH feHb nocne
WMMYHU3aLUW WHAYLUUPYIOT apTpuUT, WCMoNb3ya
AKTUBHYIO MMMYHU3ALKUIO 150 Mr
SMYIEMMPOBAHHOIO  KornareHa,
MPUrOTOBASHHOMO ONUCAHHLIM BhILLE crnocobom,
ONATE MYTEM BEeOeHWA Y OCHOBaHWA XBOCTA.
VenelTyemoe coegvHeHWe AT eXedHeBHO CO
OHA NEePBUYHOWA UMMYHU3ALWA NepopansHO Npu
aose 10 wmr/ikr. Yepes 5 gHeR nocne
UMMYHU3aLMK OycTepoM Mblllel HabnwgarT
exeAgHeBHO Ha nodAeneHve aptputa. OueHky
apTpyuTa NPOoW3BOART, OLEHWBAs Cepbe3HOCTh
COCTOAHUSA MO MNATU3HaYHOW Wkane (0-4) no
cnocoby Wood.,, F.D. et al [cf Int. Arch.
Allergy Appl. Immuncl., 35, 456-467 (1969)],
C He3Ha4YuTENbHOW ero mogudmkaumelt, Kak
nokasaHo B Tabnuue 8. TskecTb apTpurta
oUeHWBaKT, cymmupya 6annel Bcex 4 nan, U aa
Hadvano ©onesHW MpUHUMAaT NpOsIBNEHVe
cocTosaHuA 1.

Y MbIWER, KOTOpbIM BBENW CcosAuHeHWe
npumepa 93, HacTynneHue apTpura
3afepKuBaetca o 40 gHed ¢ MOMEHTa
aKkTUBHOW  UMMyHW3aUMWM, TOrga  Kak y
KOHTPOMNBHBIX MbIEl, KOTOPBIM  BMPLICKABANN
pacTBOpWUTENE, HaYano apTpuTa HabnwdaeTcs
Ha ABajLaTb BOCLMOW AeHb. Y MbILLER, KOTOPLIM
BBOAWNK coefnHeHKe npuMepa 136 K npumMepa
144, HaACTynneHWe apTputa Mnocrne akTUBHOR
WMMYHU3aLUM 3aMeansercs, COOTBETCTBEHHO,
Ao 34 gHeR n 37 gHel. TaxecTs apTpura B
0bpaboTaHHOW coeguHeHWeM rpynne (NpuMep
93, 136 Kn 144) HaAMHOMO HUXKe, 4YeMm B
KOHTPONBHOR Tpynne, NpW OUeHKe THXKEeCTU
apTpuTa no npeacTaBMeHHON LWkane.

JKCNepuMeHT 5: TecT 2 Ha WHrUBUposaHue
WHAYLWMPYEMOro KonnareHoM apTputa

MenbitTaHue Ha WHrMbMposaHue
WHAyLUMpyeMoro KonnareHom apTpuTta
BbINONMHAKT cornacHe Kakimoto, K. et al. (cwm.
neUBEAEHHYIO Bhille cehinky Kakimoto, K. et al)
C He3HauuTensHOW MogudukauuMerd cnocoba.
KonnareH Tuna |l 13 BbiMbux Xpawer (NpogykT
Collagen Research Center,  AnoHwua)
SMYNMBMMPYIOT B MOMHOM afbloBaHTe Freund'a
(npogykt DIFCO Lab., CLWLIA). CamuoB Mblleir
DBA/lj-nuHmn  (npoaykt Nippon Charles River,
ANoHUSA) UMMYHU3UPYIOT, NPOU3BOAA WHBEKL AN
160  MKr SMYNLrMpPOBAHHOMO  KonnareHa vy
OCHOBRAHWA XBocTa. Yepes AeaduaTe OOWH AeHb
nocre WMMyHM3aUWW  WHOYLUMPYT — apTpuT,
WCNOMb3Yys aKTUBHYK WMMyHM3auuio 150 wmr
3MYIEMMPOBAHHOIO  KornareHa,
MPUIOTORMAEHHOMO OMUCAHHLIM BhILLE CNocoboM,
ONATE NYyTEM BBEOEHWSA Y OCHOBAHWA XBOCTA.
MenelTyemble coeMHEeHWs BROAAT NepopansHo
npy nose 10 mr/kr B TeveHwe 8 Hepenb 5 aHel
NoApsA Ha KaXOOW Hefene, HauuHas co OHA,
npedWecTBYOWEro  UMMyHW3auuW.  Mblwen
KOHTPOMWPYIOT BU3yanbHO Ha apTpuT pas B
Hefeno, HayMHaa Cco  OHA  akTWUBHOW
UMMYHU3aLUM. Kaxkoywo  nany  OTASMBHO
OUeHWBAaloT No Wkane 0-3, cornacHo KpUTEpUaM,
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npuvBeaeHHeIM B Tabnuue 9.

TaecTb apTpWTa ycTaHaBNMBAKT, CYMMUPYSA
Bannbl Bcex 4 nan.

Y Mblller, KOTOpbIM BBENW COEOMHEHKWE
npumepa B, HacTynneHwe apTputa
3afepmuBaetca 0 21 OHA © MOMEHTA aKTWBHOW
MMMYHM3aLMK, MO CPABHEHWKO C KOHTPOILHOR
rPYNNoOA  MbllUer,  KOTORPbIM  BrpPbICKABANA
pacTBopuTENb, W TAXECTH apTputa C
obpaCoTaHHOW coeduHEeHWeM rpynne HamHoro
HUXKE, YeM B KOHTPOMBHOW rpynne, no KpanHer
Mepe BKMYas 34 [OeHs, nocnedHWA OeHb
IKCNepUMEHTA.

CoeguHeHne  npdmepa 165  3ameTHo
nodaeBnfeT  apTpUT N0 CPaBHEHWK C
KOHTPONLHOW rpynnon, no kpanHer mepe oo 34
OHA, NOcCNeaHero OHA SKenepuMeHTa. Y MbllWei,
KOTCpPLIM BBOAWMNK COEOWHEHWe npumepa 178,
apTpWT NoAaBneH No CPaBHEHWKD ¢ KOHTPOMEM.

Peaynbrarhl, NPEUBEAEHHLIE  Bhbille B
npumepax 4 W 5, ACHC MNOKA3bLIBAKWOT, YTO
coenvHeHna npuMepor 6, 93, 136, 144 n 165
obnagalT CUNbHBIM - AelACTBMEM B TecTe Ha

WUHMMOWMpOBaHWE  apTpWUTa,  WHOYLMPYEeMoro
KonnareHoM, Cry>KaLum MOZenbLIo
MMMYHOBOCTANUTENBHOM saboneBaHns

(peBMaTongHOrO aptputa W 1.4.). CoenHeHue
npumepa 178 TakKe okasbiBaeT OeWcTBME, HO
MEHee CWMNbHOE, YeM KawOoe W3 YKa3aHHbIX
Bbille COSAWMHEHWUH.

3kcnepuMeHT 6: OcTpasd TOKCUYHOCTb

Ang uccrnefoBaHWa OCTPOW TOKCWWHOCTM
UCNbITYeMbIX coeauHeHuid (Npumep 2, 10, 23, 36,
42 1 52) wcnonesyoT rpynny 13 10 camues
Mblwed  Std-ddY-nuHwn  Becom  24-31 T
CoepuHeHwe (1000 mr/kr) cycnengumpytot B 0,5%
TparakaHTe W BBOAAT NEPOPantHO WK
BHYTPUOPKOLWKWHHO. 3aTem  HabnwpawT 3a
rmbenbio MbIlLEA B TedeHwe 7 OHed nocne
obpatoTru.

MbILLK, obpaboTaHHbIe
COeAWVHEHUAMK, He norubatoT.

B npuvBedeHHbIX Bblle 3KCNEPUMEHTaX Ha
UBOTHEIX coeguHeHna dopmynel () U Kx
thapMaLleBTUYECKM NPUEMNEMblE  COMW  He
TOMbKO CENEKTUBHO M CUIMbHO CBA3LIBAKOTCH C
BZmg -peuentopoM, HoO ofnajalot TaKKe

BENMKONENHbIMWA hapMaKkonorm4ecknmmn
acbchekTamMK, TaKUMKW Kak CHATUE TPEeBOTU W
npoTMBoCcyAopoXHoe  AedcTBue, W T.40. W
ABNAKOTCA MNONesHsiMM B Tepanui  unu
npodunaktuke  3aboneeaHuid  UEHTpPansHOR
HepBHOA  cucTembl  (CNS)  [3aboneBaHWiA,
CBA3AHHLIX C MNpWCTynamm cTpaxa (HeBpos,
HapyLeHWe coMaTooOpPM, apyrue
AHKCUOIMTUYECKNE HapyLUeHWs), Oenpeccuu,
snunencun U T.4.] M Ccepae-HO-COCYAUCTLIX
3aboneBaHW (CTeHOKapOWA, TMNepTeH3uMa U
T.4.).

Huxe nepevncneHsl NpUMeps! CoeanHEHUA K1
X chapmaueBTUYECKM NpUeMneMblX Coned,
NPOSBRSIOWMX He TOMbKO GENEKTMBHOE W
CUMbHOE CPOACTBO K BZwm4-peLenTopy, HO Takwke

CUIbHBIA NPOTUBOAHKCHMONUTUYECKNA 3DdEKT.

(1)
2-[2-{4-XnopdheHnn)-5,6-gnmMeTun-4-nMpuMmnanH
UNaMKUHO] -N,N- aunpeonunaveraMug
(coeguHeHve Npumepa 2)

2)
2-[2-(4-XnopdheHnn)-5,6-auMeTUN-4-NUPUMAOUH
nnamuHo] -N-metun-N-peHunayeTammg,
(coeguHeHWe npumepa 23)

(3)
2-[2-{4-XnopdheHnn)-5,6-gnmMeTun-4-nMpuMmngnH
unamunHol]- N,N-guasturnauetamng (coegnHeHue
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npumepa 10)

(4)
N-(4-XnopcbeHun)-N-meTtun-2-(5,6-oumetn-2-¢
EHWN  -4-NNPUMMOUHUNIAMWHO)aLeTaMAg
(coegnHeHne npumepa 29)

(8)
2-[2-(4-XnopdeHwnn)-5,5-gumeTun-4-nupumMnamnH
mnammHo] -N-
(4-pTopheHmn)-N-meTunauetamna  (coefvHeHue
npumepa 36)

(6)
2-[2-(4-XnopdeHunn)-5,8-gumeTun-4-nupumnanH
MnammuHo]-N-
(4-meTokcucpeHUn)-N-MeTunayeTammnz,
(coeguHeHve npumepa 42)

()
2-(5,6-AumMeTun-2-peHnn-4-nMpyMuaMHUNaMmHo
)-N-tbeHun-  N-nponuvnauetamua (coeduHeHue
npumepa 52)

G
2-[2-{4-Xnopdhenunn)-5,6-gnMeTnn-4-nMpuMmnanH
UnaMunHo] -N-atun-N-cpeHunavetTammng,
(coeguHeHWe npumepa 45)

CoefouHeHWa dopmynel (1) obnapgawor
WHTMBMPY oM BO3elCTBUEM Ha
WHAYLMPYEMbIA KONMarsHoM apTpWT, KpoMe Toro,
nornesHsl B Tepanuk WnNK  nNpodunaktuke
UMMYHHBIX HapylleHWH (peBmMaToUaHBIR apTpuT
M T.4.) U UMMYHOHEBPRONOIMHYECKUX 3a6onesaHnia
(MHOXECTBEHHbIM CKNepos WU T.4.).

Hanpumep, HWxe nepeqncneHsl CoeauHeHMs
M WX dapMaUeBTUYECKN NPUEMNEMEIe COMK,
obnajawolimMe UHMMOUpYIOLWWM OeACTBUEM Ha
WHAYLMPYEMbIA KOMMareHoM apTpuT.

(1
2-(5,6-AumeTun-2-heHnn-4-nMpUMUINHNAIOKCH )-
N, N-gunponunagetamung, (coenHeHne npuMepa
136)

2)
2-(2,6-Andernn-4-nupumuanHnnamuHo)-N,N-gn
nponunadeTamug (coegnHeHwe npumepa 93)

)
2-[5,6-OnumeTnn-2-(4-TpupTopMeTUndeHnn)-4-nn
pUMAgMHKUNaMUHO]- N, N-gunponunaueTamung
(coeguHeHve npumepa B)

(4)
2-[2-(4-AMUHODEHWN)-5,6-auMeTUN-4-NNPUMUAN
HWUNOKCK] -N-3TUN-N-beHunaletTammng,
(coeguHeHne npumepa 165)

(5)
2-[2-{4-Xnopdhenunn)-5,6-gnMeTnn-4-nMpuMmnanH
unokcu] -N-meTun-N-hbeHunayetammug,
(coeguHeHne npumepa 144)

(6)
2-(5,6-AumMeTun-2-cheHnn-4-nupUMUINHNIOKCH )-
N-tpeHun-  N-nponunauetamng  (coefHeHne
neumepa 178)

CoefuHeHna [1] No SaHHOMY W30BpeTeHuto
nnK - MX  apmaueBTUHeCK  NpUeMIeMble
KACNOTHO-aAAUTUMBHEIE  conK MoryT  BbiTb
BBELEeHbl NepoparnbHO, nNapeHTeparnsHo  Uu
pektansHO. [osy coegMHEeHWA no  JaHHOMY
n3obpeTeHnlo BapbUpyKT B 3aBUCMMOCTW OT
BUOA COeOWHEeHWs, cnocoba BeBedeHus,
COCTOSIHMS, BO3pAacTa nauweHtTa W T.4., HO
0ObIMHO  MCMonbL3YT B WHTepeane 0,01-50
MI/KTICYT, NpegnoqTUTEensHO B WMHTepBane
0,03-5 mr/kricyT.

CoefMHEeHNA Mo JaHHOMY KW300peTeHuio
oBLIMHO BBOOAT B hopmMe hapmMaLleBTHUYECKOR
KOMMNO3KWLKK, KOTOPYHD NOMy4arT CMeLlMBaHWEM
CoedMHEHNA C (hapMaLeBTUHECKA NPUEMNEMbIM
HocuTenem wnKu paadbasuteneM. B kadecTee
thapmaLeBTUYECKU NPUeMNeMoro HOCKTENS WUNK
pasbaBuTensd MoxHO 6pate noboe ob6bIMHO
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noronb3yemoe B obnactu  chapmaueBTUKK
coedUHEHWE, HE pearupyloLlee ¢ coeUHEHUSIMU
no AaHHoMmy wuaobpeTeHwio. lMogxodswumMm

npMMepamMy  chapMaLeBTUHEcKU NPUEMIIEMOro
HOCWTENA UK pasbaBUTENs CryKaT, HanpuMmep:
NaKTo3a,  WMHO3WTOM,  [MIKo3a,  MaHHUTOM,
OeKcTpaH, LMKINCAEKCTPWH, copbuton, Kpaxmarl,
YACTUUHO MNpeKenaTeHW3WPOBaHHBIA Kpaxman,
Benblid caxap, anoMuHaT METacunkaTa MarHus,

CHUHTETUYECKMIA cuhnnkar antoMUHNA,
KpuctTannuieckas Luennonoaa,
KapGOKcmmeTmnu,enmonoaa HaTpKA,
rMApOKCHUNponMNKpaxmMan,
KapboKcUMeTUrLennneaa KanbUWA,

MOHOCOMEHHas cMmona, MeTWMUennionosa,
KenaTuH, ryMmpnapabik,
rMapoKcunponunuennonosa, cnato
3aMelleHHad  TMAPOKCUNPOMUILENTIONoaa,
TMAPOKCUNPONUNIMETUNLENNNo3a,
NONMBMHUNNMPPONWAOH, NOMUBUHWIOBLIA CKPT,
ansrMHoBas KUCMoTa, ansrvHaTt — HaTpuse,
ManoBsA3kaa 6e3BoaHaA KpeMHWEeBasa KACnoTa,
cTeapal MarHWs, Tanbk, KapGOKCWBMHWMOBGLIN
NONUMEP, OKWCb TUTaHA, CNOXHBLIA  Shup
cOpBUTaH-XMPHOW  KUCNOTLI,  Naypuncynsdar
HaTpWa, rMULEepWH, CNOXHBIA adup mMuueprHa n

KAPHOW  KUCMOTHI,  CYMLUEHHBIA  MAHOSMWH,
rmuuepoXenaTMd,  nonucopBart,  Makporon,
pacTUTENbHOE Macno, napadmH,
NPONWNEHTMAKCNE, BOZa, aTaHon,

NONUOKCUSTUNEeHIr’NapHpoBaHHOEe KacTopoBoe
macno (HCO), XNOpUCTbIA HATPWA, MMOPOOKUCH
HaTpus, consaHas KMCRoTa,
AuHaTpuiarnapodocdar, aurnapodocdat
HaTpUsl, NMUMOHHas KWCNoTa, rMyTaMmuHOBas

Kmcnora, OEeH3MMNOoBLIIA cnupr,
MeTun-n-okcnbeHsoaT, oSTUN-N-oKcubeHscaT U
T.4.

PapMaleBTUHYECKUE KOMNO3ULMKA MOTYT BbITh
npedctaBneHbl, Hanpumep, B Buae Tabnertok,
Kancyn, rpaHyn, NOPOLLKOB, CMPONOB,
CYCMNEH3WA, Cynno3nTopuveB, npenapaTtoB Ans
WHBEKUMA K T.4. OTWU npenapaTUBHbIE opMel
nofnydYalT no craHgapTtHoW MeToguke. [na
NonyYeHWa  XKMOKKWX NpenapatuBHbiX  popm
3a8BNEHHOE COoedMHeHWe pacTBOPAKT UMK
cycreHOMpYylOT B BOAe MMM B APYrom
nogxogsuem pacteoputene. TaGnetkn WnK
rpaHynel nokpeiBawT  OBOMOYKOW  TaKKe
CcTaHgapTHeIM - cnocobom. [Ona  nonyyYeHud
WHBEKUWIA XKenaTenbHO pacTBOPATL 3adBneHHbIe
coedWHeHWA B BOAE, HO, MpW HeoBXOOMMOCTH,
OHW MOTYT ObITb PACTBOPEHBI C UCMOMNbL30BAHNUEM
M3OTOHMYECKOrD WKW conubunuanpylollero
areHtTa € ACNONHUTENEHLIM BREASHWEM
perynsTopa pH, 6ydepa unu KoHcepBaHTa.

Komnoauumw — cogepxar  3adBNeHHoe
coeMHEHME MO KpalHeld Mepe B Konudectse
0,01%, npegnovtutensHo 0,1-70%. Kpome TOrO,
OHW MOTYT CoAepXaThe 1 gpyrie TepaneBTUYecK
athdekTUBHbIE coeUHEHUA.

HaunyuJwmni BapUaHT
naobpeTeHusn

HdaHHoe un3obpeTeHWe  UNNIOCTPUPYETCH
Bornee  nogpobHO  NPUBEAEHHBIMU  HUXe
CTaHOapTHBIMK - 11 pabounummn  NpuMepamu,
KOTOpLIE He chnegyeT paccMarpueatk  Kak
orpaHudeHve n3obpeTeHns.

Ansa WaeHTUUKaLMM coeJUHEeHWH
MCNONB3YHOT SNeMeHTaPHLIA aHanua,
macc-cnektp, MK-cnexktp, AMP-cnektp v T.4.

B npuBeaeHHbIX HWXe CTaHAapTHbIX pabounx
npumepax  ang  NPoCcToThl  WUANOXKEeHWs
“cnons3oBaHbl cnedylwmre obosHavYeHus:

[PacTeOprTENL 4N NepekpucTannuzagun]
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A OtaHon

AC:. AueToHuTpUN

E: OusTtunosbii achup

EA: 3tunauerar

HX: H-['ekcaH

IP: 3onponaHon

M: MeTtaHon

CTaHgapTHbIA npumep 1

MonydeHne
5,6-gumeTun-2-cbeHnn-4(3H)-nnpnMmuguHoHa:

K cmeck aTwnata Hatpua (31,3 N WM
besogHoro atadHona (200 mn) pobaenglor
OeHsamuauHrMapoxnopua (23,9 1) npu 0-5°C.
Cwmeck nepemeluveaoT npu 0°C B TedeHue 30
MWHYT 1 JobaBndlT Mo Kannam pacTeop
aTun-2-meTunaveTtoauetaTa (20 r) u 6eaogHoro
ataHona (60 mn) npu ToA XKe Temneparype.
Mocne dJero cMeck NEepemellnBaloT  NpW
KOMHaTHOW Temnepatype 30 MUHYT W HarpeBakT
A0  Temnepartypbl  KANeHWA ¢ obpaTHbiM
XONOOUNBHUKOM B TeYEeHWe LWecTM Yaceos.
PeakUWOHHYI0 CMECb  KCHUEHTPUPYIT  NpK
NMOHWKEHHOM JaBMIEHUWN U OCTAaTOK PacTBOPSAOT B
BCcde. 3HaudeHWe pH cMecHM goBodsaT 4o 4,
nobaBnasd  KOHUEHTPUPOBAHHYIO  CONAHYID
KACMOTY, KM CMeChb NepeMeLLMnBaloT NpKW STOM NPK
0-5°C.  Ocapok cobupawoT  unbTpayred,
NPEOMbIBAKOT BOAOW W AUSTUNOBBIM 9PUPOM K
NnepekpUcTanM3oBLIBAOT M3 3TaHONa, nonyyas
3aflaHHoe coefiMHeHwe (143 ), 1. nn
205-207 °C.

CTaHgapTHble nNpuMepbl 2-19

COOTBETCTBYIOWNE WCXOLHbIE COSOMHEHWUS
obpabaTeiBaloT TeM XKe cnocoboM, YTO B
CTaHOaApPTHOM NpuUuMepe 1, nonyyas coeuHeHns,
nepequncreHHble B Tabnuuye 10.

CTaHaapTHBIA npumeap 20

MonydeHne
5-HUTpo-2-heHnn-4(3H)-nnpumMrnanHoHa

K cmecu wmetunata Hatpus (8 1) W
besgogHoro atadHona (100 mn) pobaengor
GeHzamuauMHrnapoxnopua, (11,7 1) npu 0°C.
Cmect nepemMelwvBaioT npu 0°C B TedeHue 30
MWHYT 1 JobasndloT NC Kannam pacTeop
HeoUULLEHHOro 3TN
2-(N,N-gumeTrunaMmMHoMeTUNeH)HUTpoaLeTaTa
(14 r), nonyyeHHoro HarpeeaHwem 1o
TeMneparyphbl KAneHns ¢ obBpaTHbIM
XONOOUNBHUKOM CMECK aTUNHKTPoauertara (10 1)
U aumMmetunaudetans N,N-gumeTundopmMamuaa
(10,7 r) B TeueHMe Tpex 4YacoB, WM Nocneayower
KOHUeHTpaunern cMecr npu  NOHUKEHHOM
JaBneHun, B 6eapogHoM aTaHone (50 mn) npu
TOA xe TemnepaType. [locne 4ero CMechb
nepemMelLMBaloT NpU KOMHaTHoW TemnepaTtype 30
MUWHYT U HArpeBaKkT OO TeMNepaTypbl KUNEHWUs C
oBpaTHBIM XONOAWTEHUKCM B TEeYeHWe 12 YacoB.
PeaKUuMOHHYID CMECb  KCHUEHTPUPYKT  NpK
NOHWXEHHOM JaBNEHUA KU K ocTaTky nobasnawT
Bogy (150 mn). 3HaveHwe pH cmecw JoBOAAT OO
4, pobaBnAs KOHUEHTPUPOBAHHYK GCOMSAHYIO
KUCMOTY, U CMeCb NepeMelLMnBaloT NPy STOM NpK
0°C. Ocagok  cobupaloT  hunsTpaume,
NPCOMbIBAKOT BOAOA W NepeKkpUcTannM3oBLIBaAKOT
W3 aTaHona, nonydas sajaHHoe coefiHeHue (7
r), T. nn. 264-266°C.

CTaHgapTHbIA npumep 21

[MonyyeHne
4-xnop-5,6-anMeTUn-2-heHUNNNPUMULUHA.

Cmeck
5,6-aumMeTun-2-cbeHnn-4(3H)-nupnmugrHoHa (10
N wn okeuxnopuwpa  ¢occopa (23 1)
nepemellMBaloT npu  75°C  deTwipe daca.
PeakUWOHHYIO CMEeCb  KCHUEHTPUPYIT  NpK
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MOHWKEHHOM [J8BMNEHUW U OCTaTOK pPacTBOPSOT B
xnopodopme. K cmeck pobGapnsaioT negaHyro
BOQy M CMeCb nepemewwmsawt. CMech
HeATpanusyoTt 1H BOOHbLIM pacTBoOpoOM
rMOPCCKACK  Hatpua W cobupaloT  CNowr
xnopodopma, cywar Haj 6e3B0aHbIM
cynbartoMm HatpWAa WM KOHUEHTPUPYHT Mpu
NOHUAKEHHOM JaBneHun. OcraTtok
NnepekpUcTanMaoBLIBAOT U3 STAHONa, noryyas
3agaHHoe coeguHenune (10,7 ©), T.nn. 120-122°C.

CTaHgapTHble npumepbl 22-40

CoOTBETCTBYOWWME WCXOOHbIE coedMHeHWA
obpabaTbiBaloT nNo  cnocoly  cTaHOapTHOro
npumepa 21,  nonyyasg  coefWHEeHKs,
nepedncneHHole B Tabnuue 11.

CTaHaapTHbIA npumep 41

MonyyeHne
4-xnop-2-(4-cbTopdheHnn)-5,6,7, 8-TeTparugpoxuH
as3onuHa:

(1) Cmecb 4-cpropbeHaounxnopuga (50 ),
TuounaHata kanua (36,7 1) u 6easogHoro
Tonyona (100 mn) HarpeBaloT OO TemnepaTypsl
KWNeHUs ¢ obpaTHbIM XONOAWNEHUKOM B TeYeHWe
wecTr JacoB. lNocne oxnNaxaeHUa peakynoHHYIo
CMECh PUNLTPYIOT K PUNLTPAT KOHUEHTPUPRYOT
NpyM NOHUWXKEHHOM JasneHun. OcTaToK YWUCTAT
NEeperoHKoAW  NpKW  NOHWKEHHOM  J3BNEHWK,
nonyyas 4-propbeHsonnusoTHolaHar (55 r), T.
Kun. 92°C/3 mm Hg.

(2) K cmecn nonydeHHOro BbilLe MNpoaykra
(62 ) n xnopodopma (80 mn) goBaendloT no
Kannsm pacTeop  1-MOPMONMHUKMKNOreKcaHa
(28,6 ) wn xnopochopma (30 mn) npwu
nepeMellMBaHUM, nNogaepPXUBaa MNpu  3TOM
Temnepatypy cvecn 0-5°C. MNocne gobaenerus
PeaKLWOHHYI0 cMech nepemellnBaoT npu 0°C
OOWH Yac W, Kpowme TOro, nepemMellnBaloT Mpw
KOMHaTHOW Temnepatype OOMH 4Y4ac W npu
HarpeBaHWKM OO TemMnepatypbl KMNEHWs ¢
oBpaTHBIM XOMNOAWMBEHUKOM B TeudeHWe daca.
PeakUWOHHYI0 CMECb  KCHUEHTPUPYIOT — NpK
NOHWXEHHOM [aBneHUM | OCTaTOK YMCTAT
KOMOHOYHOW XpomaTtorpadmer Ha cunukarene
{3ntoeHT XnopodopM) 1
nepekpUcTanniM3oBLIBAOT M3 aTaHona, nonyyas
2-(4-cbTopdpenun)-b,6,7 8-teTparngpo-4H-1,3-6e
H30KCaaWH-4-TWOH (24 1), T. nn. 148-149°C.

(3) Cmechk nonyyeHHoro BeiWe npogykra (20
" wW wmMetaHona (300 wmn) npodyBawoT
razoobpasHbiM aMMOHWEM B TeqeHue 30 MWHYT K
nepemelLmBaoT  npuM  80°C 30  MUHYT.
PeakUWOHHYIO CMECb  KCHUEHTPUPYT  NpK
NOHWMEHHOM JaBneHuu " OCTaTOK
NnepekpUcTanMaoBLIBAOT U3 STAHONa, noryyas
2-(4-pbTopdennn)-5,6,7 8-teTparnapo-4(3H)-xunH
asonuHTUOHa (18 ), T. nn. 198-200°C.

(4) Cmecb nony4eHHoro Beilwe npogykra (10
r) n ckcrxnopwaa cdocdopa (30 r) HarpesatloT Ao
TeMneparyphbi KuneHuwss ¢ obpaTHbIM
XONoOUNBHUKOM Ba Jaca. PeakuMOHHY CMEech
KOHLEHTPUPYIOT NPK NOHWMEHHOM JaBneHWM W
OCTaTOK pacTBOPAKT B xnopodopme. K cMecu
nobaBnawT  neidHyw  Body W CMECh
nepemelreawnT. CobUpaloT cnoi xnopodopma,
cywar Hap 6e3aBoiHbIM CyrbgaroM HaTpud K
KOHLUEHTPUPYIOT NPK MNOHWKEHHOM JABMeHWN.
OcTartok nepekprUcTanMaoBLIBakoT na
n3onponadona, nonyvas 3afaHHoe coeuHeHe
(8,51, T. nn. 96-97°C.

CTaHgapTHble npumepbl 42-44

MoeTopAlT cnocod craHgapTHCre npumMepa
41 33 TeM WCKMK4YEHUMEM, 4YTO BMECTO
4-chbTopbeHzounxnopmnga WCnonbayoT
COOTBETCTBYIOLUME WCXOOHbIE COedUHEHNS.
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{CTaHaapTHBIA Npumep 42)

4-Xnop-2-(2-xnopdeHnn)-5,6,7,8-teTparngpo
XWHazonuH; T. nn. 79-80°C.

(CTaHgapTHBIA npumep 43)

4-Xnop-2-(3-xnopceHnn)-5,6,7 8-teTparnapo
XWHa30MuH; T. nn. 94-95°C.

(CTaHgapTHeIR npumep 44)

4-Xnop-2-(2,4-andTopdpenun)-5,6,7,8-teTpar
WAPOXUHA30NWH; T. Nn. 57-58°C.

{CTaHaapTHeIA npumep 45)

[MonyyeHwne
2-amunHo-N N-aunponunaderamuaa:

(1) K owmecn agunponunammHa (5 ),
TpuaTunamuHa (5 1) n metuneHxnopuaa (50 mn)
JobasnawT no Kannam pacTBop
N-cbTancunrnuyMnxnopuia (11 r B
MeTuneHxnopuae (50 mMn), nogaepxuneas npu
aToM TemnepaTypy cmecn 0-5°C.  [locne
agobaBneHns CMeCb NepemeluBaoT  npu
KOMHaTHOW TemnepaType wWwecTb 4YacoB. K
peakyMoHHORW cMmeck JobaBnaloT Body M
cobupaloT crnod MeTuneHxnopuda, cywar Hag

6e3BO4HLIM cynechatom HaTpus "
KOHLEHTPUPYIOT NPU  MOHWKEHHOM  JaBMeHUA.
OcTaToK NnepekpucTanM3oBLIBaloT K]
W3onponaHona, nonyyas

2-cpranummna-N N-gunponunagetamug (12,51, 1.
nn. 99-100°C.

{2) Cmecb nonyyeHHoro BelWe npodykra
(12,5), rugpaavHMoHorMgpata (4.3 1N M
ataHona (150 mn) HarpeeaT A0 TemnepaTypbl
KWNeHWs ¢ oBpaTHBIM XONCANUNEHUKOM OWH Yac.
PeakunoHHylo CMecb  KCOHUEHTpUpYIKT — npu
NOHWEHHOM AaBneHnn U K ocTatky nobaBnsioT
xnopodopm. CMechb UILTRYIOT U K ounbTparty
JobaenawT Body. CobupaloT cnoi xnopodopma,
cywart Hag Ge3aBocAHbIM cynbaToM HaTpua K
KOHUESHTPUPYIOT NPKU NOHWKEHHOM  JaBneHuu,
nony4vasa 3agaHHoe coefuHeHuwe (6,7 1) B BUZe
MAaCNAHWUCTOrO NPOaYKTA.

CTaHpapTHble npumepbl 46-58

COOTBETCTBYOLWWE WCXOOHLIE GOSAUHEHWS
aMuHa obpabaTbiBalOT no crnocoby
cTaHfapTHoro  npumepa 45,  nonydasn
nepe4quncrieHHble B Tabnuue 12 coegWHeHKUs.

CTaHgapTHbIA npuvep 59

MonydeHne
2-aMuHO-N-{(4-bTopdheHunn)-N-meTunaueTamuga:

(1) TloeTopatoT crnoco®  CcTaHaapTHOMO
npumepa 45-(1) 3a TeM WCKIKYMEHWEM, YTO
nenonesyoT  4-pTopaHnnuH (15 1) BMecTo
aunponunamuHa. MonyyYeHHBIn TakuM obpa3om
NPCOYKT YACTAT KOMOHOYHOW Xpomartorpacueit
Ha  cunuKkarene  (SMNeHT.XnopodopM) W
NepeKpUCTannM3oBLIBAKOT M3 STaHONa, nonyyas
N-(4-chTopdeHun)-2-pTanummua-auetammug (19 r),
T.MM. 212-214°C.

(2) TlonyyYeHHbld Bbiwe npoaykr (18 )
nobapnawT K cMeck ruapuaa Hatpua (60%
macno, 3 ry n aumeTtundopmammnga (100 mn) npu
0-5°C » cMmeck nepemelwmBaoT npy 0°C ogwmH
yac. K cmeck fo6aendaoT No kannam npy ToW xe
Temneparype Metunuogma (10 ). lMocne
JobaBneHUs cMecb NepemellvBaloT  MpK
KOMHaTHOW  TemnepaType 8  4acos. K
peakuMOHHOW cmecu JdobaensioT Bogy W
xnopodopM KM crnolr xnopodopma  cobupaloT,
cywart Hag 6e3aBocAHbIM cynbhaToM HaTpua K
KOHUSHTPURYIOT NPKU NOHWKEHHOM JaBneHWK.
OCTaTOK YWCTAT KOMOHOYHOR XpomaTtorpadpuend
Ha cunukarene (3MEeHT.  XNopodopM) W
NepeKpPUCTannMU3oBLIBAKOT W3 STaHona, nonyyas
N-(4-hTopdeHun)-N-meTun-2-pranmmuaaletam
ua (15 0, T. nn. 182-183°C.
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(3) MMonydyeHHbld Bbile npogykr (14 1)
obpabarTeiBaloT MO cnocoby  cTaHgapTHOro
npumMepa 45-(2), nony4yaa 3agaHHoe coeWHeHWe
(9,0 1) B BUAE MacnsHUCTOro nNpogaykra.

CTaHpapTHeIA npumep 60

MonyyeHne
N-annun-2-ammHo-N-cbeHunayetTaMmaa;

MoeTopakT cnoco® craHgapTHCro npumMepa
59 33 TeM WCKIIYEHUEM, YTO WCNONbL3YHT
aHWNWH 1 annunépommng BMecTo 4-dpTopaHUInHA
B CTAHZAPTHOM npumepe 59-(1) 1 MeTunuogug B
cTaHgapTHOM npumepe 58-(2), cOOTBETCTBEHHO,
nonyvaq 3agjaHHoe coeduMHeHWe B BUAe
MACMAHWCTOrO NPOOYKTA.

CraHgapTHbeIA npumep 671

MonyyeHne
2-amnHo-N-LuknonponunmeTnn-N-cbeHmnayeTa
mMuaa:

MoeTopAlT cnocod craHgapTHCre npumMepa
59 33 TeM WCKIKYEHWEM, YTO WCNONL3YHT
aHWNUH K LMKnenponunMeTundpoMmMa BMecTo
4-cpTOpaHWIMHA B CTaHOAPTHOM npuMepe 59-(1)
N METUNWOAWA B CTaHOAPTHOM npumepe 59-(2)
COOTBETCTBEHHO, nony4as 3ajaHHoe
CoeflHeHWe B BMAE MACMSHUCTOrO NPoayKTa.

CTaHaapTHble npumepbl 62-66

CooTBeTCTBYOWWME WCXOOHbIe coedMHeHWA
obpabaTeiBaoT nNo  cnocoby  cTaHOapTHOro
npumepa 59, nonyvas crneayolimMe COequHEHNS.

(CTaHaapTHbIl nprmep 62)

2-AMUHO-N-(4-6pomcheHnn)-N-MeTunadetam
na.
(CTaHaapTHbIll npumep 63)
2-AMUHO-N-(2-xnopdeHnn)-N-meTunaleTamu
a.

(CTaHaapTHbIli npumep 64)

2-AMMHO-N-(3-xnopdeHunn)-N-metTunageTamu
a.

(CtaHaapTHbIli npumep 65)

2-AMUHO-N-{4-xnopdeHun)-N-sTunauetaMni

(CtaHaapTHbIli npumep 66)
2-AMUHO-N-{4-xnopdeHun)-N-nponunauetam
wa.
CTaHgapTHele npumepbl 67-69
COOTBETCTBYIOWME WCXOOHbIE COSAMHEHWA
obpabaToiBaoT N0 cnocoby  cTaHOapTHOro
nprvmMepa 45, nonyyas crnegylowmne coeguHeHns.
{(CTaHaapTHbIA npumep 67)
1-AMWHOaLeTUN-3,5-AUMEeTUNNUNEPUAH.
(CTaHaapTHbIA npumep 68)
4-AMWHOaLEeTUN-2,6-0MMeTUNIMOPGOMNNH.
(CTaHaapTHbIli npumep 69)
1-AMWHOaLeTUN-UMC-3, 5-aUMeTUNNnunepasnH

CtaHpaapTHIR npumep 70

MonyyeHwe
N-(4-xnopdeHunn)-N-meTun-2-meTnnaMmmHaLeTam
noa:

(1) K CMECH
N-(TpeT-6yToKCHKapBoHUN)-N-meTunrnuumuHa (10
r), 4-xnopaHunuHa (8,8 r), rexcadpropdocdara
BeH3oTpUason-1-unokcu-Tpuc-(aumMeTnnamuH)dp
octhoHmA  (peareHT BOP, 257 o) wu
MeTuneHxnopuga (150 mn) goBaenawT Mo
Kannam TpustTunamMuH (5,9 1), nogaepxmMeas npu
aToM TemnepaTypy cMecu 0-5°C. Tlocne
poGaBneHns cMeck nNepeMellnBaloT  Mpu
KOMHAaTHOW TemnepaType 8 yacoB K JobaBngaioT
Boay. CobupaloT Cnol MeTuneHxnopnaa, cywar
Han ©e3BOAHEIM  cynbdpaToM  HaTpUa W
KOHLEHTPUPYIOT NPU  MOHWKEHHOM  AaBMeHWuM.
OcTaToK YMCTAT KONOHOYHOWM Xpomartorpaduei
Ha  cunuKkarene  (SMNeHT.XnopodopM) W
NepeKpuCTann3oBLIBAOT U3 JUSTUNOBOIO
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achupa, nony4as
2-[N'-(TpeT-6yTOKCMKAPBOHWUM)-N'-MeTUNaMUHO]-
N-(4-xnopdennnauetamng, T.nn. 126-128°C.

{2) TlonyyeHHbld BeiWe npodykt (12 1)
nobaBnawT K cMecHw ruapwaa Hatpus (60%
macno, 3,2 r) u guMetundopmamiga (100 mn)
npn 0-5°C W cMeck NepemellMeatoT npu 0°C
OOMH Yac, 3ateM JoGaBnAwT npv TOR Ke
TemMnepaType meTunuoaug (17 r).

Mocne fgofaBneHWs CMeChb NepeMellnBaoT
npyM KOMHATHOKA TemnepaType 8 4YacoB W
AoBaensawT  BoAy W xnopodopm.  Cnoi
xnopodopma cobupaloT, cywar Had 6e3pogHbIM
cynbhaTtoM HaATpPUa W KCHLUEHTPUPYIOT Mpu
NOHWeHHOM  faBnerHuu. OcTaTtok  YKCTAT
KOMOHOYMHOR XpomaTorpadmMel Ha cunukarene
(antoeHT xnopocdopm), nonyyas
2-[N"-(TpeT-6yToKCcHKkapOOHW)-N'-MeTUNaMmuHo]
-N-(4-xnopcpernn)-N-meTunaverammug (11,4 1) B
BMAE MacMNAHUYHOIO NpoayKTa.

(3) K cMecH nonyyeHHOro Bbile MpoaykTa
(8,4 1) n metuneHxnopuga (100 mn) gobaengakoT
no KannaMm TPUGTOPYKCYCHYD kucreTy (20 mn)
npu 0-5°C. TMocne poGaBneHns  cMech
nepemellMBaloT NPpW KOMHATHOW Temneparype
TpK Yaca. PeakuymoHHy0 CMeck KOHUEHTPUPYOT
npyM NOHUXEHHOM JaBNeHWW W K ocTaTKy
JobaenawT Bogy. Cmeck noguwenaduparor 1H
BOAHBIM PacTBOPCM TMAPOOKACK HATpWa MpK
nepemMellMBaHUU U OXNaXAeHWW NbOOM, 3aTem
AoBasnawTt xnopocgopm. Cnol xnepochopma
cobupaloT, cywar Hag Ge3BoAHLIM CyNbdaToMm
HaTPUS W KOHUESHTPUPYOT MNPU  NOHUNKEHHOM
JaBneHWKy, nonydYas 3afjaHHoe coefuHeHve (4,7
r) B BWde MacnsaHUCTCro Npodykra.

CTaHgapTHble npumepbl 71-73

COOTBETCTByIOLLI,ME NCXOOHble
TpeT-0yToKcKapOoHNTMpOBaHHbIE
amuHokucnoTtel  ofpabaTbiBaloT  nNo  cnocoby

cTaHfapTHoro  npuMepa 70, nonydas
CNepyoWwmne coeauHEHUs B BUOE MACIAHUCTOrO
npoaykTa.

{CTaHgapTHeIA npumep 71)

N-(4-XnopceHnn)-N-MeTun-2-nMpponianHka
pbokcmammng,

{CTaHgapTHeIR Npumep 72)

N-(4-XnopchbeHunn)-N-MeTun-2-nunepuanHkap
bokcrammg,

(CTaHgapTHBIA npumMep 73)

N-(4-XnopcheHnn)-2,3-guruapo-N-metin-1H-
nHaoon-2-kaptokcuamma,

CTaHgapTHble npumepbl 74-80

CoOTBETCTBYHOLNE UCXOLHbIE
TpeT-6yTOoKCMKapOOHWNMPOBAaHHbIE
aMUHoKUcnoTel  obpabartbiealoT no  cnocoby
craHgapTHoro npumepa 70-(1), -(3), nony4asn
cnegyowne coeWHEeHUs B BUOE MACNAHWCTOrO
npoayKkra.

{CTaHgapTHeIA Npumep 74)

2-AMUHO-3-6eHaunoken-N,N-gunponunnpona
HamKna.

{CTaHgapTHeIA npumep 75)

2-MetunamuHo-N,N-gunponuvnauetaMmua.

{CTaHaapTHbIR Npumep 76)

2-2tunamiuHo-N,N-gunponuvnayetaMug.

(CTaHgapTHLIA npumep 77)

2-MetunamunHo-N-meTun-N-heHunaletTamuna.

(CTaHgapTHBIA npumep 78)

2-21unamuHo-N-meTun-N-cbeHvnaueTamua.

{CTaHaapTHeIA npumep 79)

N,N-Aunponun-2-nuppenuanHkapbokcammng,

{CTaHaapTHbIA npumep 80)

2,3-Ourngpo-N, N-gunponun-1H-nraon-2-kap
dokcamMn,.

CTaHaapTHbIA npyumep 81
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MonydeHne
2-rngpokei-N N-aunponunauetamuaa:

(1) K cmecn punponunamuHa (50 1),
TpuaTnamuHa (5.5 1 n Metunenxnopuoa (70
Mn)  gobaBnAawT MO Kannam  pacTBoOp
aTvnokcanunxnopuaa (7,4 r) n metuneHxnopuaa
{30 Mn) npu nepemMellnBaHWK, NOAOEPKWBAS
TeMmnepatypy cmecu -20°C. [o  OKOHYaHWK
noGapneHus cMmeck nepemeluveatoT npu 0 °C
JeTbipe Yaca. K peakunoHHOR cmeck gobasnawT
BOOY W CNORW MeTuneHxnopuia cobupaloTt, cywar
Han ©6e3BoAHLIM  CcyNbdaToM  HaTpUa W
KOHLUEHTPUPYT NPK MNOHWKEHHOM JaBneHWn,
nony4as 3TWN
2-oKkco-2-(N,N-gunponunaMuHc)adertar (9.5 1 B
BUE MacNaHWCTOrO NPOLyKTa.

(2) Cmecb nonyyYeHHoro Bbille MNpoaykTa,
Bopruaprga  Hatpuda, xnopwga nMTUA M
BesBogHoro TeTparngpodypaHa nepemMellneaoT
30 MUHYT NpWM KOMHATHOW Temneparype W
nobaenalT No KannaAM 0e3roAHbIA 3TaHon,
NoAdepKUBas Temnepartypy cMeck npu 0-5°C.
Mocne pgofaBneHus cMechb NepeMellnBaleT npm
KOMHAaTHOMR Temneparype 12 Yyacoe.
PeakUWOHHYIO cMeck oxnmaxgawT ac  0°C,
3HaveHWe pH gosogdr go pH 5 ¢ nomolblo 1H
COMAHOM KUCMOTHI W KOHUEHTPURYKOT  NPW
NOHWXEHHOM JaeneHuM. K octaTky doGaengwor
HacbIWeHHLIA pacTBop conv U XnopodopM U
cnoi xnopodopma  cobupalwT, cywat  Hag
Be3BodHbEIM cynechatom HaTpug "
KOHLUEHTPUPYOT NPK MNOHWKEeHHOM JaBneHun,
nonyvas 3agaHHoe coeguHenue (7,7 1) B BUZe
MACMAHWCTOrO NPOOYKTa.

CTaHaapTHbIR npumep 82

MonydveHne
N,N-anbytun-2-rugpekcraletammia:

MoeTopAlT cnoco® craHgapTHOro npuMepa
81 3a TeM WCKMIOYEHUEM, YTO WCNONL3YIOT
anbyTunammH  BMECTO  QUNponunamuHa, U
nonyvawT 3afaHHoe CoefdWMHEeHWEe B BUAS
MACMAHWUCTOrO NPOOYKTA.

CTaHaapTHbIR npumep 83

MonydeHne
2-6pom-N,N-gunponunageramuaa:

K omecn aunponuvnamuHa (10,1 r),
TpusTMnamuHa (101 1) K BGeaBogHoro
amsTunoeoro adupa (80 mn) JobaendlTr no
Kannam pacteop xnopuctoro 6pomauetuna (15,8
ry B 6e3BogHOM AWMSTMNOBOM adbupe (40 M),
noLAaepKvBas Temnepatypy cMmeck npu -40 °C.
[Mocne pnobBaeneHWa Temnepartypy MOCTeNeHHo
NoBLILAIOT M CMeCb MNepemMellnBaloT  npu
KOMHAaTHOMR Temneparype OAduH vac.
PeakuyWoHHyo cmect pUNbTRYT U huneTpar
KOHLEHTPUPYIOT NPK NOHMMEHHOM JaBneHWM W
YUCTAT NEPEroHKOM Mpu NOHWMEHHOM OABMNEHWHK,
nonydvas 3agaHHoe coeduHeHue (14 1), 1. k4n.
100-103°C/1 mm Hg.

CTaHgapTHele npumepbl 84-87

CoOTBeTCTRYIOWME WCXOAHLIE COSAMHEeHWS
obpabaToiBaloT no  cnocoby  cTaHOoapTHOro
npumepa 83, nony4as crnegylolme CoeguHeHns.

(CTaHaapTHbIli npumep 84)

2-Bpom-N,N-gunponunnponaHammng, T.kun.
85-87°C/1 mm Hg.

(CTaHaapTHbIA npumep 85)

2-Bpom-N-{4-xnopdeHnn)-N-meTunadterammng,
. T. kan. 52-53°C (nepekpuctannusauma M3
1n3onponaHona).

{(CTaHaapTHbIA npumep 86)

2-Bpom-N-meTun-N-cheHunnponaHammng; .
kun. 135-145°C/1 mm Hg.

(CTaHaapTHbIA npumep 87)

10

15

20

25

30

35

40

45

50

56

60

-20-

2-Bpom-N-atun-N-theHmnnponaHamuna,
MACMAHWCTLIA NPOAYKT.

CTaHaapTHbIA npumep 88

MonydeHne
2-(5,6-AnMMeTUN-2-heHN-4-NUPUMHUONHAN-OKCK)
YKCYCHOW KMCNOThI:

(1) K cmecn ruapuga Hatpua (80% macno,
1,0 0 v aumetuncdopmammuda (80 mMn)
oobaBnaloT
5,6-gumeTun-2-ceHnn-4(3H)-nnpnMmuguHon (5,0
r), ncAdepKuBasa Temnepatypy cMmecn npu
0-5°C, 1 cmecht nepemewuealoT npu 0°C 30
MUHYT. K cmeck pobaenawT no  Kannam
atunbpomageratr (42 1) npu  TOA  XKe
Temneparype. [ocne pobaeneHuWs cCMech
nepeMelimsaoT npu 80°C B TedeHMe Tpex
“acoB W JobaBnAlT  neaHylo Body M
xnopodpopm.  Criod  xnopodopma  cobupatoT
chunsTpauuen, NpoMbIBAKOT BOLOW, cyllaT Hag
0e3BO4HLIM cynehatom HaTpus "
KOHUEHTPUPYIOT NPK MNOHWKEHHOM JABneHWuK.
OCTaToOK YWCTAT KOMNOHOYHCH XpomaTorpaduei
Ha cunukarene  (3MEHT.  XNopodopM) W
NnepekpUcTannMaoBLIBAOT M3 KM3onponaHona,
nony4as
2-(5,6-AMMeTUN-2-heHnN-4-NUpUMUANHIUNOKCK)a
uetar (6,2 r), T.nn. 90-91°C.

(2) Cmeck nonyyeHHoro Beile npogykra (6,0
r), 1H BOOHOro pacTeopa MOPCCKACK HAaTpus
(100 mn) 1 sTaHona (50 Mn) nepemeLLMBaoT NpK
KOMHAaTHOR TemnepaType 8 4acoB. PeaKUWOHHYK
CMEeCb  KOHUEHTPWPYT  NpW  NMOHUKEHHOM
JABMeHWWM W OCTaTOK PacTBOPAKT B negdHoR
Boae. 3HadeHMe pH cveck goBogdatr oo pH 1 ¢
NOMOLLEKD KOHLL. COMAHOM KWCMOTHI M OCamoK
cobupaloT unbTpaluMer, NPoMbIBaKT BOACH U
NepekpUcTannaoBLIBAKOT W3 3TaHONAa, nornyyas
3agaHHoe coeauHenune (3,5 1), T. nn. 175-177°C.

CraHgapTHble npumepbl 89-90

COOTBETCTBYOLWNE WUCXOOHLIE COEAMHEHWUSA
obpabarTeiBaloT nNo  cnocoby  cTaHOapTHOro
npumepa 88 W nNoMydyeHHble TakKum obpaszom
NPOOYKTEI NEePEeKpUCTaNNM30BLIBAKOT U3 3TaHoNa,
nony4as cnegylowme coeguHeHus.

(CTaHgapTHBIA npumvep 89)

2-(5,6,7,8-TeTparngpo-2-peHnn-4-xmHasonum
HWMOKCK)YKeycHas kuenoTa; T. nn. 155-157°C.

(CTangapTHeIA npumep 90)

2-[2-(4-XnopgpeHun)-5,6,7 8-TeTparugpo-4-xu
Ha30NMHUINOKCK)YKCYCHAs  kucnoTa, T. .
195-197°C.

CTrangapTHble npumepsl 91-92

CooTBeTCTBYOLWNE UCXO4HbIE
TpeT-6yTOKCMKapOOHWNMPOBAaHHbIS
aMuUHoKucnoTel  obpabartbiealoT no  cnocoby

cTaHgapTHoro  npuwmepa 70,  nonydast
crnefylolue CoeavHeHWs B BUOE MACTAHUCTOrO
NpoOyKTa.

{CTaHaapTHbIA npumep 91)
2-MetunammHo-N-deHnn-N-nponunauetramm

{CTaHaapTHeIA npumep 92)
N-Annun-2-metunamuHo-N-cpeHunaueTaMua.
CTaHpapTHble npumepbl 93-94
COOTBETCTBerIJ_I,MG WNCXOOHble
TpeT-OyToKCU-KapBoHUNMPOBaHHbIE
aMuHokucnotel  obpabartbiBaloT  no  cnocoby
cTaHgapTHoro npumMepa 70-(1) n -(3), nonydas
crnegywwmne coeHeHUs B BUOE MACNAHWCTOrO
npoaykra.
(CTangapTHBIA npumMep 93)
N,N-Anatun-2-metrunamMmuHoauetTaMma.
{CTaHgapTHeIA Npumep 94)
N-OTKNn-2-meTnnaMmuHo-N-cheHrnaueTaMma,
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Mpumep 1

MonyJeHune
2-(5,6-gumMeTun-2-peHrnn-4-nupuMuaMHUNaMmUHO
) -N,N-annponunagerammnoa:

Cmech
4-xnop-5,6-gumeTun-2-peHnnnupumugnuHa (1,0
r), 2-amuHo-N,N-aunponunauverammga (0,87 1) n
TpuaTMnamuHa (0,55 1) HarpepawTt Ao
Temneparyphbl KaneHns ¢ obpaTHbIM
XONOOWNBHUKOM  NPK  NepemellrBaHui  npn
150 °C B TeueHWe Tpex yacoe. K peaKyWoHHONR
cmecKk fdoCaBnalT BO4y W Xnopodopm W
cobupaloT  cnoid  xnopodpopma,  cylwat  Hag
Be3Bo4HEIM cynehatom HaTpug "
KOHLUEHTPUPYT NPK MNOHWKEHHOM JaBneHWu.
OcTaToK YMCTAT KONOHOYHOW Xpomartorpadueit
Ha  cunuKkarene  (SMNeHT.XnopodopM) W
nepekpUcTanMaoBLIBAKOT na CMEeCH
ONSTUNOBOMO 3hUpa W H-TekcaHa, nory-as
3anaHHbIR npoaykT (1,3 1), T. nn. 79-80°C.

MNpuMepsl 2-63

COOTBETCTBRYOLWME WCXOOHbIE COSAMHEHWA
obpabaTeiBatoT no cnocoby npumepa 1, nonyvas
coeguHeHus, nepedncneHdHole B Tabnuue 13.

Mpumepsl 64-68

COOTBETCTBYIOWME WCXOOHBIE COeAMHEeHWA
obpabaTeiBaloT No cnocoby npumepa 1, nonyyas
crnegyowmne coequHeHUs .

(Mpumep 64)

N-Uuknorekcun-N-metun-2-(5,8-gumetin-2-
theHUN-4-NMpUMHUOUHUNaMUHO)-aleTammng, T. .
112-114°C (nepekpvcTannuasaumsa Us H-rekcaHa).

(Mpumep 65)

3,5-AumeTnn-1-(5,6-gumeTn-2-heHun-4-nup
WMWUOWHHUNAMWHO)-aLeTUNNUNepuanH; 1. N,
97-98°C (nepekpucTannuaaunsa 13 H-rekcaHa).

(Mpumep 66)

(@)
2,6-AnmeTtnn-4-(5,6-gnmeTnn-2-peHun-4-nupum
WOMHWUNAMUHO)  -aueTUNMOpPCOnKH, T. NN,
151-162°C {nepekpuctannuaauns na
na3onponaHona).

(b)
unc-2,6-Oumetun-4-(5,6-gumetnn-2-heHnn-4-nm
PUMUONHUIAMUHO)  aueTUIMOPdONMH.

CoeguHeHWe, nonydyeHHoe B nNpumepe 29a,
YUCTAT  PNSLI-KONOHOYHOR  XpomMarorpadueii
(3MOEHT, H-rekcaH:sTMnauvetar = 3:1), MeHee
nonspHele pakym OBOBLEeOMHAIDT,
KOHLEHTPUPYIOT NPK NOHWMEHHOM AaBrneHWn W
nepekpucTann1aoBLIBAOT M3 KM3onponaHona,
nornyvaa 3agaHHoe CcoefuHeHwe, T. nn.
162-163 °C.

(©
TpaHc-2,6-AumeTnn-4-(5,6-gumeTn-2-heHun-4-
MNMPUMUOVHUNAMUWHO)  aLeTUNIMOPdONUH.

CoeauHeHue, nonydeHHoe B npumepe 29a,
HUCTAT  PrSW-KONOHOYHOR  Xpomarorpachuein
{anoeHT, H-rekcaH:sTUnaverar - 3:1), Gonee
nonsipHole thpakym oBbegunHSAIoT,
KOHLUEHTPUPYIOT NPK NOHMMEHHOM JaBrneHun W
NnepekpucTannMaoBLIBAlOT M3 AWMSTUNOBOMO
athupa KW H-rekcaHa, nonyyas 3agaHHoe
coegvHeHue, T. nn. 112-113°C.

(Mpumep 67)

ymne-3,5-Oumetnn-1-(5,6-gumeTun-2-dpeHmnn-4
-MUPUMUANHUNAMUHO)-aUETUNNUNEPA3KMH; T. NN.
134-137°C  (nepekpucTannuaayns U3 cMecK
OWUBTUNOBOrO acbupa W H-rekcaHa).

(Mpumep 68)

4-[2-(4-XnopdeHun)-5,6-aumeTun-4-nupumi
OUHUNaMUHO] aueTun-2,6-0UMeTUIMOPDONKUH; T.
nn.  212-214°C  (nepekpuctannuaayus w3
n3onponaHona,).
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{Mpumep 69)

[MonydeHwne
3-rugpoken-2-(5,6-gumetun-2-heHnn-4-nupummng,
nHrnammHo)-N, N-gunponunnponaHaMmaa:

(1) Cmeckb
4-xnop-5,6-auMmeTun-2-heHunnnpumMmugnuHa (1,8
r), 2-amnHo-3-6eHannoken-N,
N-gunponunnponaHamuga (4,6 r), nonyyeHHoro
13 N-(TpeT-6yTokcukapboHun)-O-BeH3uncepuHa,
W TprsTUNamuHa (1,7 ) nepemeLllnBaoT npu

180 °C & uacoe. PeakUMOHHYIO  OMech
obpabarTbiBatoT no cnocoby npumepa 1, nonyyas
3-6eH3nnoken-2-(5,6-guMeTn-2-cheHun-4-nupum
nouHunamuHo)-N N-gunponmnnponadammg (3,5
r) B BUe MacnsHUCTOro Npoaykra.

(2) Cmeck nonyyeHHoro Boilwe npoaykra (3,4
r), ykcycHoih kucnotel (50 mn), sogsl (10 mm),
staHona (10 mn) n 10% nannagna Ha yrnepoge
(0,5 1) nepemelmBaloT npWM 60°C NATL Yacoe B
aTMocchepe Bofopoda W peakuMOHHYH CMech
dUneTpyloT.  PUNbeTpaT  KOHUEHTPUPYOT — Npuy
NOHWMEHHOM JaBneHuK " OCTaTOK
NepeKkpUCTannMa3oBLIBAKDT U3 AUSTUMNOBOrO
schmpa W H-TekcaHa, nonyvas 3agaHHoe
coeauHeHue (2,5 1), T. nn. 132-133°C.

Mpmep 70

Mony4eHne
2-[meTun-(5,6-gumMeTun-2-cheHun-4-nUpUMnanHm1
n] amurHo)- N,N-gunponuvnauetramuaa;

MoeTOpstoT cnoco® npumepa 1 3a Tem

WCKIHOYEHKEM, yTO WCNonbLayoT
2-MeTunaMrHo-N, N-aunponunayetammni BMeCTo
2-amumHo-N N-gunponunadetammnaa, ] K
nonyyeHHoOMY  TakMiM  ofpa3om  NpoayKTy
Jo6asnawT CONAHOKUCNLIA pacTeop

n3onponaHona. BrinaBwive KpucTannsl
cobupatoT  uneTpaulerd M MPOMbIBAKOT
JA3TUNOBLIM achmpom, nony4as

rmgpoxnopmng-1/10 rmapar 3a3aHHOro

coegvHenus, T. nn. 162-165°C.

MNprmepbl 71-78

CoOTBETCTBYOLWNE UCXOOHLIE GOSAUHEHWA
obpabaTbeiBatoT no cnocoby npumepa 1, nonydvas
coedWHeHWs, nepedncneHHole B Tabnuue 14.

Mpumep 79

[MonyyeHne
N-(4-xnopdpeHun)-N-meTtun-1-(5,6-anmeTnn-2-@
eHun
-4-NTUPUMUONHUN)-2-NUpponUauHKapbokcaMmuaa:

MoeTOpsOT cnoco® npumepa 1 3a Tem
WCKMIOYEeHHEM, 4yTO WCNoNbayoT
N-{4-xnopdeHun)-N-meTun-2-nupponnanHkapbo
KCamMui BMeCTO

2-amnHo-N N-gunponunagetamuaa, ] K
NoayYeHHoOMY  TakMm  oBpa3oMm  MpoayKTy
JoBasnawT CONAHOKUCILIA pacTBop

AusTunoBoro  scoupa. Bbinasluve  KpucTannbl
cobupaloT  unbTpauned U NPOMbIBAKOT
OWSTUNOBBIM  SOMPOM, MONyYas rMaopoxnopus,
3ajaHHoro coeduHenns, T.nn. 119-121°C.

[Mprmep 80

MonyyeHne
N-{4-xnopdpeHunn)-N-metun-1-(5,6-gumeTn-2-d
eHun-
4-NMpUMUaNHAN)-2-NnepuanHkapbokcammnaa:

[NoBTopstoT crnoco®d npumepa 1 23a TeM
WCKIIOYEHNEM, yTO WCMNOMNbL3YOT
N-(4-XnopeHnn)-N-metun-2-nunepuamHkapbok
caminf, BMecTo
2-amunHo-N N-aunponunageramuaa.
MonyJeHHbIA Takum obpasom NpoAyKT
NepeKpUCTann3oBbIBaOT 13 cMecu
AN3TUNOBOTO admpa K H-rekcaHa, nonyqas 1/10
rMMOPOXNOpPWUA, 3ajaHHoro coefWHeHWs, T. nn.
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148-151°C.

Mpumep 81

MonyyeHne
2,3-gurngpo-1-(5,6-gumeTinn-2-cpeHun-4-npumm
AnHAN)-N,
N-gunponun-1H-nHgon-2-kapbokcammuaa:

MNoeTopArT cnoco® npumepa 1 3a TeEM
WCKMIOMEHWEM, YTO WUCMOMbayoT 2,3-aurnapo-N,
N-gunponun-1H-nHgon-2-kapbokcamia BMecTo
2-aMrHO-N,N-gunponunademuga. MonyYeHHbIA
Taknum obpasom NpOoAyKT 70
nepekpUcTannM3oBLIBAOT K] H-rekcaHa,
nonydvasa 1/4 rmgpart 3aflaHHOIO COedMHEHUA, T.
nn. 167-168°C.

Mpumep 82

MonyyeHne
N-(4-xnopderun)-2,3-aurngpo-N-metun-1-(5,6-1 15
UMeTrN-2-cheHn-4-nUpUMUanHAN)-1H-mHaon-2-
kapbokcamuaa:

MoetopsaoT cnocob npumepa 1 3a Tem
WCKIMHOYEHWEM, 4TO WUCMOmNB3yoT
N-(4-xnopdeHun)-2,3-gurngpo-N-metun-1H-uHg
on-2-kapbokcammng BMECTO 2-aMUHO-N,
N-gunponunadetamirga.  [lonydYeHHBId  Takum
obpa3om NpoayKT NepekpucTaniMa3cBLIBAOT U3
meTaHona, nonyyad 1/10 rmgpoxnopua-1/4
rmgpat  3adaHHOro  CoeWHeHWd, T. M.
236-238 °C. 25

Mpumep 83

MonyyeHne
2-(5-9T1N-6-MeTUN-2-heHNN-4-NMPUMUEUHANAMA
Ho)-N, N-gunponunauetramMuia:

MoetopawT cnocob npumepa 1 3a Tem
WCKITHOYEHKEM, uTO WCMNONbL3yIoT 30
4-xnop-5-aTKUN-6-MeTUN-2-peHnnnUpUMUEUH
BMECTO
4-xnop-5,6-AnMeTUn-2-peHnNNMpUMULIHA.

[MonyJeHHbIA Takum obpasom NpPOAyKT
nepeKkpucTaniMaoBLIBaOT ua cMecH
OMSTUNOBOTO sdhpa W H-TekcaHa, nory4as 35
3afaHHoe coeduWHeHue, T. nn. 83-84°C.

Mpumep 84

MonyyeHne
N-(4-xnopdpeHunn)-2-(5-stun-6-meTunn-2-peHun-
A-ANPUMUANHKUIAMWHO)-N-MeTHUnaueTammaa: 40

MoetopsaoT cnocob npumepa 1 3a Tem
WCKIIOYEHWEM, 4TO WcnoneayoT
4-Xnop-5-aTUN-6-MeTUN-2-OeHUNMUPUMUANH K
2-amnHo-N-(4-xnopteHnn)-N-metunaveramms,

BMeCTO

4-xnop-5,6-ouMeTun-2-heHnnnnpUMUanHa  « 45
2-amnHo-N N-gunponunagetammnaa,

COOTBETCTBEHHO. [onyyYeHHbIR TakuMm obpasom

NpPOAYKT nepekpucTanMaoBLIBaT )
1n3onponadona, nonyyas sagaHHoe coejuHeHne,

T.Nn. 142-143°C.

20

Mpumep 85. 50

MonydeHne
2-(6-aTUN-5-MeTUN-2-heHUN-4-NMPUMHUOUHANAMA
HO)-N, N-gunponunauetamuia:

MoeTOpAlT cnoco® npumepa 1 3a Tem
WUCKTHOYEHHEM, 47O WMCnone3yoT 55
4-xnop-6-aTKUN-5-MeTUn-2-heHnnnUpUMUanH
BMECTO
4-xnop-5,6-4uMeTUN-2-peHUNNUPUMULNHA.

MonyJYeHHbIA TakMm obpaaom NpoAyKT
nepekpUcTann3oBLIBAKOT 13 CMECH
OuaTunoBoro aduvpa WM H-rekcaHa, nonydas 60
3ajaHHoe coeguHeHuwe, T. nn. 83-84°C.

Mpumep 86

MonyyeHne

2-(6-naonponun-5-MeTun-2-peHnn-4-nnpruMuouH
mnamuHo)-N, N-gunponunaueraMmia:
MoetopatoT cnocob npuMmepa 1 3a TeM

22

WCKITHOHMEHNEM, 47O WMCNONL3YHOT
4-xnop-6-M3onponin-5-MeTun-2-peHnnnupuMmng
WH BMECTO
4-xnop-5,6-guMeTun-2-cheHUNNMUPUMUAMHA .
[Nony4YeHHLIR Takum obpazom NPOAYKT
NepekpUcTannaoBLIBAKOT n3 CMECH
ANSTUNOBOMO 3dKWpa W H-rekcaHa, nonyyas
3ajaHHoe coeduHeHue, T. nn. 98-99°C.

Mpumep 87

MonyveHwne
2-(6-MeTuUn-2-heHnn-4-nupuMmnanHunamMmHo)-N,
N-gunponunauetramuia:

MoeTOpsoT cnoco® npumepa 1 3a Tem
WCKMOYMEHHEM, yTO WMCNoNL3yoT
4-xnop-6-MeTUnN-2-peHUNNUPUMHUANH  BMECTO
4-xnop-5,6-anMeTUN-2-heHUNNnpUMULUHA.
[MonyJeHHbIA Takum obpasom NpPoOAyKT
NnepekpUucTannnaoBLIBalOT M3 AWMSTUNOBOMO
achupa, nonyyas 3ajaHHoe coefWHeHWe, T. nn.
107-108°C.

[Nprmep 88

MonyyeHne
2-(6-meTun-2-peHnn-4-nMpuMuanH1NamMmHo)-N-
MeTUn-N-cheHunaueTammaa:

MoBTopstoT cnocoG npumepa 1 3a Tem
WCKMIOYEHNEM, 47O MCNone3yoT
4-xnop-6-MeTUN-2-PpeHUNNUPUMUANH W
2-amnHo-N-meTun-N-beHnnauetammz, BMECTO
4-xnop-5,6-gumMeTnn-2-heHnNNMpUMUGUHa |
2-amunHo-N, N-ounponunauetrammzia
COOTBETCTBEHHO. onyyYeHHbId Takum obpasom
NPOAYKT nepekprucTanaoBsLIBaoT 13
n3onponadona, nonyyas 3agaHHoe CoeUHEHNE,
7. nn. 134-136°C.

Mpumep 89

[TonydeHwre
2-(6-xnop-6-meTnn-2-heHnn-4-nnpuMnamHunamM
WHO)- N-meTun-N-cbeHunauetTaMmaa;

Cmech
2-{6-meTrn-2-cheHnn-4-NMpUMMUANHUNAMUHO )-N-
meTun-N-pbeHunaletamuaa (1,0 r), nonyyeHHoro
B npumepe 88, N-xnopcykymHumunaa (0,44 1y n
YKCYCHOW Kkucnotel (15 mMn) HarpesawTt npu
nepemellmeaHMm 1M 90°C  TpM uaca M
KOHUESHTPUPYIOT  PEeakUMOHHYO CMect  Mpu
NOHWXEHHOM faeneHun. K ocratky goGaeBnsawt
npyv nepeMellnBaHuM nejaHyo eeay (30 mn) K
ocafoKk coBUMpalT OUNbTpauMeRr, NpoMbIBaKOT
BOJOW n NepekpUCcTannaoBLIBAKOT n3
Kn3onponadona, nonyyas sagaHHoe coeguHeHve
(1,10, 7. nn. 154-155°C.

[Mpumep 90

MonyyeHne
2-(5-6pom-6-meTnn-2-cbeHun-4-nupUMnauHUNam
uHO)- N-metun-N-deHnaueTamuga:

[MoBTOpstoT crnocob npumepa 89 3a Tem

WCKIIOYEHNEM, yTO UCMonL3yLoT
N-BpomMcyKLMHUMNO BMECTO
N-xnopcyKurMHUMKaA. MonyyeHHbIA Takum

06pa3oM NpPoayKT NepekpUcTannM3cBLIBAKOT K3
naonponaHona, nonyyas 3afaHHoe CoeUHEHNE,
7. nn. 160-162°C.

Mprmep 91

MonyyeHne
2-(2-cheHnn-6-Tpndh TopMeTUN-4-NMpUMINIMHIUNA
MWHC)-N, N-gunponunayetTaMmaa:

MoBTopstoT cnocoG npumepa 1 3a Tem
WUCKITHOYEHWEM, uTO MCNonL3yoT
4-xnop-6-TpuhTopMeTUn-2-heHnINUpUMnanH
BMECTO
4-xnop-5,6-gumeTnn-2-hbeHNNMpUMMGUHa.
[Nony4YeHHLIR Takum obpazom NPOAYKT
NepekpUcTannM3oBLIBAOT M3 M30NponaHona,
nomyvaa 3ajaHHoe CcoefuHeHwe, T. nn.
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128-130 °C.

Mpumep 92

MonyyeHne
2-(5-xnop-2-heHnn-6-TpuchTopMeTUN-4-NMPUMIKG,
nHKUnammrHo)-N, N-gunponuvnaueramuia:

MNoBTOPAT METOOMKY U3 NpUMepa 89 3a Tem
WCKTHYEHNEM, 47O WCNonL3ayoT
2-(2-chbeHun-6-TpndTopMETUN-4-NMPUMUIMHIUNA
MWHC)-  N-meTun-N-cpeHMnauetamug BMECTO
2-(6-meTun-2-cheHnn-4-nMpUMUANHUNAMUHO)-N-
meTun-N-peHunaleTamuoa. MNonyyeHHbIR Taknum
06pa3om MNpoayKT nepekpucTannM3cBLIBAOT U3
n3onponaHona, nonyyas 3afaHHoe CoeUHEHNE,
7.Mn.115-117°C.

Mpumepsl 93-99

CoOTBeTCTRYIOWME WCXOAHLIE COSAMHEeHWS
obpabaTteiBatoT no cnocoby npumepa 1, nonyyvas
coedMHeHKs, nepeyvncneHHble B Tabnuye 15.

MonyyeHne
3,5-oumetnn-1-(2,6-gucheHnn-4-nupuMmuanHina
MUHO) aueTunnunepuauHa:

MoBTOPAKT METOOMKY U3 nNpumepa 1 3a Tem
WNCKITOHMEHNEM, 47O WCNonL3yoT
4-xnop-2,6-onPeHUNNUPpUMAGNH 1
1-aMmmMHoaueTun-3,5-4MMeTUNNMNepUanNH  BMECTO
4-xnop-5,6-guMeTn-2-peHnnnupuMuguHa  n
2-amuHO-N,N-gunpenunagetaming,
COOTBETCTBEHHO. [onyYeHHbId TakuMm obpasom
NPOAYKT nepekprcTannacBsLIBakoT 3
na3onponaHona, nonyyas 3afjaHHoe CoeUHEHNE,
7. nn. 134-135°C.

Mpumep 101

MonyyeHwe
2-(2-cbeHnn-4-nupummnguHunamMmunHo)-N, N-gmunpon
mnadetamuoa:

MoBTOPAKT METOOUKY W3 Npumepa 1 3a Tem
WCKITHMEHNEM, 47O WCNONb3yHT
4-xnop-2-gUPeHUNNMMPUMUONH, NOMYYeHHsIA No
cnocofy, onucaHHomy B Rec. Trav. Chim.
Pays-Bas, 86, 15 {1967), BMECTO
4-xnop-5,6-auMeTUN-2-peHUNNUPUMULNHA.
MonyJYeHHbIA TaKkMm obpasom NpoAyKT
NepekpUcTannM3oBLIBAOT M3 AWMSTUNOBOMO
athupa, nonyyas aafjaHHoOe COsAWHEeHWE, T. nn.
74-75°C.

Mpumep 102

MonyyeHne
2-(5,6,7,8-TeTparngpo-2-theHnn-4-xuHasonuHuna
MiHO)-N, N-gunpenunaveraMmuaa:

Cmech
4-xnop-5,6,7,8-TeTparngpo-2-peHNNXMHa30N1Ha
1,0 1), Z2Z-amuHo-N, N-gunponunauderamuia
(0,78 1) 1 TpruatunamiHa (0,5 r) HarpesawT 40
TemMneparyphbi kuneHuwss ¢ obpaTHbIM
XONMOOUNBHUKOM  NPWU  NepemellVBaHUM  NpK
150 °C B TeueHWe Tpex yacor. K peaKyWoHHOMR
cmecKk fdoCaBnalT BO4y W Xnopodopm W
cobupaloT  cnoid  xnopodpopma,  cylwat  Hag
Be3Bo4HEIM cynehatom HaTpug "
KOHLUEHTPUPYT NPK MNOHWKEHHOM JaBneHWu.
OcTaToK YMCTAT KONOHOYHOW Xpomartorpadueit
Ha cunuKarene  (SMeHT.  XNopPodopM) W
nepekpUcTanMaoBLIBAKOT na CMEeCH
ONSTUNOBOMO 3hUpa W H-TekcaHa, nory-as
3aganHblid npoaykT (1,3 1), 7. nn. 87-88°C.

Mpumepsl 103-112

COOTBETCTRYOWME WCXOOHLIE COSAMHEHWA
obpabaTeiBaoT no crnocoby npumepa 102,
nonyyas CcoefUHeHWs, nepeyvucreHHsle B
Tabnuue 16.

Mpumepsl 113-117

CoOTBETCTBYOWME WCXOOHbIE coeAMHeHWA
obpabaTeiBalor no  crnocoby npumepa 102,
nonyvyas CcoegUHeHWs, nepedvucreHHsle B
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Tabnuue 17.

Mpumep 118

MonydeHne
3-rnapokeu-2-(5,6,7 .8-TeTparnapo-2-deHun-
4-xuHazonnHunamuHo)-N,N-gunponunnponaHam
maa:

{1) MNoeTopaloT MeToauKky 13 npuMepa 102 3a

TEM WUCKIMIOYEHWEM, yTo WCNonbayoT
2-amnHo-3-6eHannoken-N,N-gunponunnponaHam
na 4.1 r BMECTO

2-amnHo-N N-gunponunaderamuaa, nonydas
3-6eHznnokcu-2-(5,6,7,8-
TeTparngpo-2-cbeHnn-4-xmHazonMHUNamMmHo)-N,
N-gunponunnponaHamyg (3.4 1) B BUAS
MACMAHWUCTOrO NPOOYKTA.

{2) CMeck nonyyYeHHoro BeiWe npeaykra (3,0
r), ykeycHol kucnotel (100 mn) v 10% nannagma
Ha yrnepoge (1,0 r) nepemelwnsainT npu 60°C B
Te4YeHue LWecTW YacoB B aTMocdepe

BOAOpOOa " peakuUOHHY cMech
DUNBTPYIOT.  PUNBETPAT  KOHUEHTPUPYKOT  MpK
NMOHWKEHHOM OaBneHnn [
NepekpucTaniMaoBLIiBalOT U3 AUSTUNOBOIO
achupa, nonyyas 3agaHHoe coeguHeHwe (2.0 ),
T.0m. 119-120°C.

Mpumepsl 119-120

BmecTto 2-amnHe-N,N-aunponunaletaMmuia
COOTBETCTBYIOLUME WMCXOOHbIE  COEfMHEHMUA
obpabarTeiBaoT no cnocoby npumepa 102,
nony4as cnefylolwme coegnHeHns.

{(Mpumep 119)

1-(5,6,7,8-TeTparngpo-2-peHnn-4-xuHasonu
HWN)-N, N-gnnponun-
2-nupponuauHkapGokcamua; 7. nn. 123-124°C
(NepekpncTannMsauna Uz guaTUoBoro adupa).

{(Mpumep 120)

N-(4-XnopdeHun)-1-(5,6,7,8-TeTparuapo-2-c
eHNN-4-XMHa30NMHMN)-N-MeTUN-2-NMpponnanHKa
pbokcamug-1/4  rugpat; T. nn.  80-82°C
(NepekpycTannnsauns U3 H-rekcaHa).

Mprmep 121

[MonyyeHne
2-(5-HUTPO-2-cheHUN-4-NNPUMUAUHUNAMUHO)-N
N-gunponunauetrammia:

Cmeckb  4-xnop-5-HUTpo-2-heHuNnupumMugnHa
(6,0 1), 2-amnHo-N,N-gunponuvnauetammaa (6,0
r, TpuwstunamuHa (5,2 1) W M3onponaHona
HarpeBalT OO0 Temnepatypbl KUANeHWs C
0BOpaTHBIM XONOOWINEHWUKOM B TEYEeHWEe LUECTM
4acos.

PeakuWOHHYKD CMeCb KOHLEHTPWPYKT npu
NOHWXEHHOM JaBNEHWA U K ocTaTky gotaenawt
xnopochopm U Bogy.  CobupalT  Cnor
xnopochopma, cywar Hag 6e3B0aHbIM
cynbatoMm HaTpUs W KOHUEHTPUPYHT Mpu
NMOHWMEHHOM  AaBneHun. OcCTartok  YWCTAT
KOMOHOYMHOR XpomaTtorpadmei Ha cunukarene
(antoeHT Xnopodopm) 1
nepekpUcTaniMaoBLIBAKDT U3 sTaHona, nonyyas
sajaHHoe coeguHeHune (8,8 M), T. nn. 142-143°C.

Mpumep 122

[MonyyeHwne
2-(5-aMUHO-2-hbeHnN-4-NUPUMUAUHUNEMUHO)-N,
N-gunponunauetammia:

Cmeck
2-(5-HUTpO-2-cheHUN-4-NNpUMUAUHUNAMUHO)-N N
-ounponunadetamrga (1,9 1), NonydYeHHoro B
npumepe 121, ataHona (60 mn) u 10% nannaaua
Ha yrepode (0,2 1) nepemelIvMBaldT nNpu
KOMHaTHOW TeMnepaTtype Tpu Yaca B atmocdepe
BOOOPOLA WM PEeaKUMOHHYK CMeCht DUNLTPYHOT.
PUnNbTpaT  KOHLUEHTPURYIOT NPWU  NOHMKEHHOM
JABNeHWU W OCTaToOK NepekpUcTanM3oBLIBaOT
N3 OM3TMNOBOrO shUpa W H-rekcaHa, nornyYas
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3agaHHoe coednHeHve (1,5 0, T. nn. 120-122°C.

Mpumep 123

MonyyeHne
N-meTun-2-(5-HUTpo-2-heHun-4-nnpuMuanHuna
MIWHO)-N-thbeHnnauetTammaa:

MoetopatoT cnoco® npumepa 121 3a Tem
WUCKNIOYEHHEM, yTO WCNONbL3yoT
2-amnHo-N-meTun-N-cpeHunavetammng (7,3 1)
BMecTO 2-amuHo-N,N-gunponunageramuaa.
[MonyYeHHLIA Takum obpazom npoaykT
NepeKpUCTannMaoBLIBAIOT W3 STaHoNa, nonyyas
3afjaHHoe coeguHeHwe (10,1 ), 1. nn
194-196 °C.

Mpumep 124

MonydeHne
2-(5-aMUHO-2-heHnN-4-NUPUMUENHUTaMUHO)-N-
meTun-N-peHmnayeTamnoa:

2-(5-HuTpo-2-dbeHnn-4-nMpruMUANHAIAMUHO)
-N-meTtun-N-cheHunauetTamms (5,5 r,
nonyyveHHsbIA B npuMepe 123, obpabarwiealoT no
cnocoby npuMmepa 122 WM NOMyYeHHbIA TakUM
obpazomM NpoAykT NepeKkpucTaniMacBLIBaT U3
araHona, u9te gaer 1/4 rugpart  3agaHHoro
coeguHeHrs (4.8 1), T. nn. 183-184°C.

Mpumep 125

MonydeHne
2-(5-aueTnnamMmmnHo-2-tbeHun-4-NMpUMUEMHUIaMmn
HO)- N-MeTun-N-beHunayetamuia;

Cmech
2-(5-aMnHO-2-beHnN-4-NMPUMUENHNTaMUHO)-N-
veTun-N-cbeHunauetamuaa (3,6 r), nony4YeHHoro
B npumMepe 124, ykeycHoro aHringpuaa (10 mn) u
nupuanHa (7 Mn)  nepemelivsBalor  NpW
KOMHATHOW Temnepatype deTbipe 4aca. K
peakyMoHHOR cMmeck JobaenaloT xnopodopm K
CMEeCh NPOMLIBaKT 1H CONAHORA KMCNOTOR, 3aTem
MPCMbIBAIOT HACHILWEHHBIM BOAHLIM PAaCTBOPOM
rngpokapboHata Hatpuda. Cnicid xnopodopma
cobupatoT, cywar Hag 6e3roaHLIM cynbdhaTom
HaTpUS W KOHUEHTPUPYOT MNpU  NOHWKEHHOM
JaeneHuvn. OcCTartok YWUCTAT  KOMOHOUHOM
Xpomatorpadueid Ha cunukarene  (SnieHT:
XnopodhopM) W NepeKpUcTannM3oBLIBAIOT K3
aTaHona, nonyvas sajaHHoe coeguHeHue (4.0
), T. nn. 200-201°C.

Mpumep 126

MonyyeHne
2-(5-aToKCcUKapBOHUN-2-heHUN-4-NMMPUMUEMHANE
MiHO)-N, N-gunpenunaveraMmuaa:

MoetopatoT cnocob npuMmepa 1 3a Tem
WUCKNIOYEHHEM, yTO UCNONbL3yoT
4-xNop-5-sToKCUKapOoHWM-2-heHUNMUPUMUG AH
(6,0 r) BMECTO
4-xnop-5,6-auMeTUN-2-peHnNNNPUMUGNHA.
[MonydeHHbIA Takum obpaaom NpOoAyKT
NepeKkpPUCTanniaoBLEIBAKOT 13 H-rekcaHa,
nony4yasa sagaHHoe coefWHeHwe, T. nn. 45-46°C.

Mpumep 127

MonyyeHne
2-(5-rnapOoKCUMETUN-2-heHnN-4-NTMpUMUaMHANA
MWHO)-N,N-gunponunauerammza:

K cmeck
2-(5-aTokcUKapboHUN-2-cheHUN-4-NMPUMUOUHUNE
muHO)- N N-gunponunauetammga (3.0 ),
nonyyeHHoro B npumepe 126, Goprugpuga
Hatpuga (0,6 1), xnopuga nutua (0,7 ) wn
TeTparngpodypaHa (20 mn) goCaensgwT Mo
kannam G6e3sofHeld sTaHon (30 mn) npw 0-5°C.
PeakUMOHHYIO CMeck NepeMellnBalT  Npu
KOMHATHOW TemnepaTtype NATb YacoB, aHadeHve
pH gosogAaTt go pH 5 ¢ nomolwkio 1H congHor
KACNOTEl U KOHUEHTPUPYIOT MNPU  NOHWKEHHOM
haeneHwn. K octatky AcGaBnsoT pacTBOp COMNM
1 xXnopodopmM, cobupaloT cnor xnopodgopma,
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cywar Hap 6e3aBoiHbIM CyrbgartoM HaTpua K
KOHUEHTPUPYIOT NPK MNOHWKEHHOM OABMeHUN.
OCTaTOK YWCTAT KONOHOYHCH XpomaTorpadueit
Ha  cwnukarene  (SNeHT.XnopodopM) W
nepekpUcTann13oBLIBAOT M3 KM3onponaHona,
nonydvasa 3agaHHoe coeguHeHuwe (2,0 ), T. nn.
167-168°C.

Mpmep 128

[MonyyeHne
2-[2-(4-bTopdenHnn)-5,6,7,8-TeTparngpo-
4-xuHasonuHunokeu]-N, N-gunponunauetamuga.

K cmecu
2-rmapoke-N N-aunponunauetammaa (1,8 1) n
anmetuncopmamiga (20 mn)  gobasngoT
rvopug Hatpus (60% macno, 0,5 ) npw 0-5°C,
M CMecb NepemMellnBaioT npu 0°C oguH Yac. K
peakLWOHHOW CMecK Npu TOW Xe TemnepaTtype
nobaBnaoT
4-xnop-2-(4-bTopdheHnn)-5,6,7,8-TeTparngpoxmH
asonuH (20 1) WU CMecCb nepeMellnBakeT Mnpu
KOMHAaTHOW TemMmneparype Yetbipe Jaca. K cMecu
JobaBnawT xnopodopM K NedsHyo Body U
cobupaloT  crnod  xnopodopMa,  NpPOMbIBAKOT
BOOOW, cywar Hag ©GeaBodHBIM CcyNbdhaToM
HaATPUS W KOHUEHTPUPYIOT MNPU MOHUKEHHOM
paeneHn.  OcTartok  “YWUCTAT  KOMNOHOYHOW

XpomaTorpadurei Ha cunukarene
(anOeHT XNopodopM) K
nepeKpuCTannn3oBbIBaloT n3 cMEecH

AuaTunoBoro adupa WM H-rekcaHa, nonyyas
sagaHHoe coeauHeHve (2,2 1), T. nn. 95-96°C.

Mpumepsl 129-135

COOTBETCTBYIOINE WCXOAHBIE COSAMHEHWS
obpabarteiBaloT no  crnocoby npumepa 128,
nonyyaa CoefdVHEeHWs, MepeqvucieHHbe B
Tabnuue 18.

Mpumep 136

MonydeHne
2-(5,6-AnMMeTUN-2-heHnN-4-NUPUMUANHNIOKCH )-
N, N-ounponunauetamuaa:

K cmecn
5,6-gumeTun-2-cbeHnn-4-(3H)-nupuMnanHoHa
(1,5 N n pgumerundopmamuga (20 mn)
JobaenawT rmgpug Hatpusa (60% macno, 0,3 1)
npu 0-5°C, M cMmeck nepemelwnBaloT npu 0°C
OOWH Jac. K peakUuWoHHOW CMecHu Mpu TOoR xe
Temneparype nobasnawT
2-6pom-N N-gunponunadetamug (1,67 1) w
CMEeChb nepeMeLlnBaoT  npu KOMHAaTHOR
Temnepartype Aga Yaca. K peakymoHHOW cmecu
JobapnawT xnopodopM K NejsHyo Body W
cobupaloT Cnold  XNepodhopma, NpPOMLIBAKOT
BOOOW, cywar Hag ©GeaBodHBIM CcyNbdhaToM
HaTPUS W KOHUESHTPUPYHT MNPU  NOHUNKEHHOM
aasneHKM.  OcTatok  YUCTAT  KOMOHOYHOW

XpomaTorpadurei Ha cunukarene
(aNKeHT Xnopodopm) 1
NepeKpuCTann3oBbIBaKOT n3 H-reKcaHa,

nonyyasa sagaHHoe coeguHeHwe (2,2 r), T. nn.
88-89°C.

Mpumepbl 137-163

COOTBETCTBYIOWNE WUCXOLAHLIE COSOMHEHWUS
obpabaTelBaloT no crnococly npumepa 136,
nornyvas CoOedUHEHWUH, MepeuUClieHHble B
Tabnuue 19.

MNprmep 164

MonydeHne
N-sTUN-2-[5,6-0UMeTUN-2-(4-HUT pocbeHnn)-
4-nupumMmanHunoken)-N-gpeHnnaueTamuga:

MoBTopstoT cnoco® npumepa 136 3a Tem
WUCKIIOYEHWEM, yTO MCNone3yoT
5,6-auMeTun-2-(4-HuTpodeHnn)-4-(3H)-nnpumug
WHOH 1 2-6pom-N-sTun-N-eHunagerammng,
BMECTO
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5,6-aumMeTun-2-cbeHnn-4-(3H)-nupuMuanHoHa W
2-6pom-N,N-gunponunauetammnia
COOTBETCTBEHHO. [onyYeHHbI TakuMm obpasom
NPoayKT nepekprcTaniin3oBLIBaOT "3
aueToHUTPUNAa, Nonyyas sagaHHoe coeguHeHWe,
T. nn. 189-190°C.

Mpumep 165

MonyJeHune
2-[2-(4-aMmnHOeHUN)-5,6-auMeTUN-4-nupuMmngm
HUNoKCK]-N-aTnn-N-chbeHunaueTammaa:

Cmech
2-[5,6-gumeTUN-2-(4-HUTpodeHUN)-4-NMMPUMKUANH
unoker] -N-atun-N-cbemmnavetamuga (2,3 1),
nonyyeHHoro B npumepe 164, 5% nannagua Ha
ymmepoge (04 1), sraHona (30 wmn) w
xnopocpopma (10 mn) nepemellnBaloT Npu
KOMHaTHOW TemnepaType TpW yaca B aTMmocdepe
BOOOPOAA WM PeaKLWOHHYID CMecCht DUNLTPYIOT.
PUNbTPAT  KOHLUEHTPUEYIOT NPWU  NOHWKEHHOM
JaBneHWM K OocTaToK MNepekpUcTan3oBLIBAKT
W3 auetoHuTpuna, nonyyas 1/10 ruppar
38aHHOro coeguHermns (2,1 ), T. nn. 183-185°C.

Mpumep 166

MNonyyeHre
2-(6-MeTun-2-heHnn-4-nupumnanHNokcun)-N, N-
JunponunayetaMuaa;

MNoeTopArT cnocob npumepa 136 3a Tem
WNCKMOHEHNEM, 47O WCMNonb3yoT

B-meTnn-2-cberHnn-4-(3H)-NMpUMUGMHOH BMECTO
5,6-aumeTun-2-cbeHnn-4-(3H)-nupuMnanHoHa.

MonyJeHHbIA Takum obpasom NpoAayKT
NepeKpUCTann3oBbIBaOT 13 H-rekcaHa,
nony4asa sagaHHoe coefWHeHwe, T. nn. 68-69°C.
Mpumep 167
MonyyeHne

2-(5-xnop-6-meTnn-2-heHnn-4-MMpUMUANMHUIOKS
1) -N,N-gunponunauerammza:
2-(6-MeTunn-2-cheHMN-4-NUPUMHUIONHAIOKCH )-
N, N-guvnponunaueTamug, MONYYeHHBIA Mo
cnocoby npumepa 166, obpabGatbiBaloT nNo
cnocoby npumepa 89 " NPOAYKT
NepekpUcTaniuaoBLIBaOT M3 U30NponaHona,
nony4yasa sagaHHoe coefuHeHwe, T. nn. 90-91°C.

Mpumep 168

MNonyyeHwre
2-(5-6pom-B-meTun-2-ceHnn-4-npUMUOUHUNOKC
)-N,N-gunpenunadetramMmuaa:

2-(6-MeTun-2-heHnn-4-nupUMUANHNIOKCH)
-N,N-gunponunauerammz, NOMyYeHHbIRA no
cnocofy npumepa 166, obpabartbiBaloT Mo
cnocody npumepa Q0 W npoayKT
nepekpucTanin3oBLIBAOT M3 M30MNponaHona,
nornyvaa 3ajaHHoe CcoefuHeHwe, T. nn.
107-108 °C.

Mpumep 169

MonyyeHne
2-(5,6,7,8-TeTparngpo-2-theHnn-4-xMHasonuHuNno
kcu) -N,N-gunponunnponaHamMmza:

MoeTopatoT cnoco® npumepa 136 3a Tem
WUCKIIOYEHWEM, 47O UCMONBayoT
5,6,7 8-TeTparngpo-2-peHun-4-(3H)-xuHasonuHo
H 1 2-6pomM-N, N-gunponunnponaHamig BMecTo
5,6-aumeTun-2-cbeHnn-4-(3H)-nupuMuanHoHa W
2-6pom-N N-gunponuvnauetamnia
COOTBETCTBEHHO. [MONyYeHHBIA TakuM obpasom
NPOOYKT NEPEKPUCTANTIM30BLIBAKOT U3 H-rekcaHa,
nony4aa sagaHHoe coefuHeHwe, T. nn. 73-74°C.

Mpumep 170

MNonyyeHre
3,5-gumetun-1-(5,6-aumeTn-2-peHnn-4-nnprum
WAMHWUIOKCK)  aueTunnunepuanHa;

K cmeck
2-(5,6-anmeTnn-2-cheHnn-4-npUMUONHNIOKCK Y
KCYCHOM KMCNoTHI (1,2 r),
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3,5-gumetunnunepuanHa 0,7 r,
rekcadptopcpocchara
DeH30TpUason-1-unokcu-Tpuc{auMeTUnaMuHo)d
occhoHmA  (peareHT BOP;, 226 1) u
anmetuncgopmammga (20 mn)  gobasngoT
TpUaTUNamMuH (0,52 )y npu 0-5°C, u cmech
nepemelLnMBaloT NpW KOMHATHOR Temneparype
WecTb YacoB. K peakunoHHOW cMeck aobasngoT
XnopochopM U NefaHyo scay U cobupakoT Cnon
xnopochopma, NPOMbIBAKT BOAOW, cyllat Hag
6e3BO4HLIM cynehaTtom HaTpua "
KOHUEHTPUPYOT NPK MNOHWKEHHOM OaBneHuW.
OcTaToK YUCTAT KONOHOYHOW Xpomartorpadueit
Ha  cuwnuKkarene  (SMNeHT.XnopodopM) W
nepekpUcTann3oBLIBAOT n3 H-rekcaHa,
nonyvasa 3agaHHoe coefuHenuwe (1.4 ), 1. nn.
100-101°C.

Mpumepsl 171-173

BmecTo 3,5-gumetunnunepuanHa
COOTBETCTBYIOLUME WCXOOHbIE  COEfMHEHWUA
obpabarTeiBatoT no cnocoby npumepa 170,
nony4as cnefylolme coenHeHns.

{(Mpumep 171)

2 6-Adumetun-4-(5,6-gumeTnn-2-peHun-4-nup
WMWUAWHNNOKCK)aLEeTUIMOPCONNH;, T. nn.
123-124°C {nepekpucTannmaauns 3
naonponaHona).

(Mpumep 172)

3,5-Oumetnn-1-(5,6-gumeTun-2-cbeHun-4-nup
MMWOWMHWNIOKCK) aueTunnunepaswH-1/4 rugpar; T.
nn. 107-110°C (nepekpUcTanivzanms M3 cMecK
OWUBTUNOBOMO achupa W H-rekcaHa).

{(Mpumep 173)

2,3-0urngpo-1-(5,6-gumeTtnn-2-peHnn-4-nup
UMUAOWHUNOKCK)-aueTun-1H-nHaon; T mnn.
210-212°C {nepekpuctannuaauns na
aueToHMTpUNa).

Mpumepbl 174-188

COOTBETCTBYIOWNE WUCXOLAHLIE COSOMHEHWUS
ob6pabaTeiBalor no crnocoby npumepa 170,
nonyvas CoOefUHEHWUH, MEepeuUclieHHble B
Tabnuue 20.

MNprmep 189

MonydeHne
2-(5,6-AMMeTUN-2-heHnN-4-NUPUMUANHNIOKCH )-
N-theHUnaueTammoa;

MoBTopstoT cnoco® npumepa 170 3a Tem
WCKMIOMEHWEM, YTO MCNOML3YIOT aHWUMNH BMECTO
3,.5-guMeTunnunepuanHa.  [onyyYeHHBIR Takum
06pa3om NpoayKT nepekpucTaniMa3cBLIBAOT M3
naonponaHona, nonyyas sagaHHoe coeJuHeHne,
T.nn. 212-213°C.

Mpumep 190

MonyveHne
N-uuknonponunmetTn-2-(5,6-aumeTrn-2-coeHnn-
A-nupuMmuanHunoken)-N-gpeHnnalLeTaMmuga:

K cmecu
2-(5,6-auMeTnn-2-cheHnn-4-nMpruMUanHUIOKCK )-
N-tpeHunagetammoa (1,5 1), nonydeHHoro B
npumepe 189, u gumetundopmammnga (30 mn)
aobaenawT rmgpug Hatpua (60% macno, 0,2 1)
npu 0-5°C, n cmect nepemellmsaT npu 0°C
oOWH Jac. K peakUWoHHOW cMecHu npw ToW xe
Temneparype JobasnawT
yuknonponunmetunépomug (0,67 1 u cmecs
nepeMeLLnBaoT MNPW KOMHATHOW Temnepartype
Aea vaca. K peakuWnoHHoMY — pacTBopy
nobaBnawT xnopodopM K NefsHyio Body MU
cobupaloT  crnod  xnopodopMa, NpPOMBIBAKOT
BCOOW, cywar Hag 6e3BodHBIM cynbdaTom
HaTpus. Cnol xnopodopma KOHLUEHTPUPYHOT Npu
NOHWXEHHOM [aBNeHUM | OCTaTOK YUCTAT
KOMOHOYHOR Xpomartorpader Ha cunukarene
(antoeHT XnopodopM) 1
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NepekpUcTaniu3oBLIBAOT M3 M3onponaHona,
nonyvasa sagaHHoe coefuHeHwne (1,56 r), 1. nn.
118-121°C.

Mpumep 191

MonyyeHne
N-annun-2-(5,6-gumetnn-2-peHnn-4-nupumMmnamnH
WMNOKCKH)-N-chbeHMnaueTammga:

MoetopatoT cnoco® npumepa 190 3a Tem
WCKMIOMEHWEM, 4YTO WMCMNOMb3yT annunépomug,
BMECTO nponunmeTundpommnaa. [onyyYeHHbIA
Takum obpasom NpOoAyKT
nepekpucTannuaoBLIBAOT U3 KM3onponaHona,
norny4as 3ajaHHoe CcoefWHeHWe, T. nn.
126-131 °C.

Mpumepel 192-196

CoOTBeTCTRYIOWME WCXOAHLIE COSAMHEeHWS
obpabaToiBawor no cnocoby npumepa 170,
nony4yas cnegylowme coeguHeHus.

(Mpumep 192)
1-(5,6,7,8-TeTparngpo-2-heHun-4-xuHasonu
HWNOKCK)-aueTun-  3,5-4MMeTUnnMnepuanH; T.
nn.  134-135°C  (nepekpucTannuzayus M3

ONSTUNOBOTO 3hMpa).

(Mpumep 193)
4-(5,6,7,8-TeTparnapo-2-cpeHnn-4-xMHaz3onm
HWNOKCK)-aueTun- 2,8-AMMeTUNIMOPQOnUH; T. NN.
161-163°C {nepekpuctannuaauns na

n3onponaHona).

(Mpumep 194)

1-(5,6,7,8-TeTparuapo-2-peHun-4-xuHasonu
HWUNOKCKW)aueTun-unc-3,5-gumetTunnunepasnH-1/
4 rnopar; T. nn. 160-151°C
(NepekpyUcTannusauna n3 guaTunoBoro adupa).

(Mpumep 195)

4-[2-(4-Xnopdernn)-5,6,7,8-TeTparngpo-4-xu
Ha30MMHUNOKCH]
aueTtun-2,6-aumMeTnMopdONnH; T. nn.
171173 °C (nepekpucTannusaymnd 13
MaonponaHona).

(Mpumep 196)

1-[2-(4-XnopdeHnn)-5,6,7,8-TeTparngpo-4-xu

Ha30NMUHUNOKCK]
aueTtun-yunc-3,5-gumeTunnunepasmy-9/10
rMapPoXnopng; T. nn. 265-268°C
(NepekpucTannsauna 1z ataHona).

Mpumep 197

MonyyeHne

uue-3,5-gumetun-1-[5,6-aumMeTn-2-peHun-4-nu
PUMUOWNHUM)-2-NUPPONUANHKUIKapboHUN]NMnepa
3nHa:

(1) MNoeTOopakT cnocod npumepa 1 3a Tem
WCKIMKOMEHWEM, HYTO UCMONL3YIOT TMOPOXIIOPUL
nponuvHbeHsunosoro scoupa (4,0 1) BMecTo
2-amunHo-N N-aunponunadetamuaa.
[MonyJeHHbIRA Taknum obpasom npoAayKT
nepekpucTannuaoBLIBAOT U3 KM3onponaHona,
nony4as
1-(5,6-anmeTun-2-dbeHnn-4-nnpuMUanMHAN)
-2-nupponuanHkapboHoBylo kucnoty (4.0 1), T.
nn. 90-92°C.

(2) Cmeck nonydeHHero Belle npogykra (3,8
r), stadHona (100 mn) W 10% nannagus Ha
yrnepoge (1,0 r) nepeMellMBakOT NpK KOMHATHOR
Temneparype 8 4yacoB B atMocdiepe BOAOPCAa U
DUNBETPYIOT.  PUNLTPAT  KOHUEHTPUPYIOT  MpK

NOHWMXESHHOM AaBneHnn 4l
nepekpucTannM3oBbiBalOT W3 KM3onponaHona,
nonyyas

N-(5,6-gumeTnn-2-peHnn-4-nupUMUanHWN)NPON
WH (2,5 1), T. nn. 228-231°C.

(3) K cmeck nonydeHHero Bbile Mpoaykra
(1,2 1), uumc-3,5-ammetunnunepaanHa (0,6 r),
peareHta BOP (1,97 1 n aumetundopmamuaa
{30 mn) gcbasngoT TpraTUnamuH (0,52 ) npu
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-26-

0-5°C 1 cMech NepeMellnBaloT Npr KOMHATHOM
TemnepaTtype naTb Yacor. K peakuMOHHOK cMecu
JobapnawT xnopodopM W NejsaHyo Body W

cobupaloT Cnoi  Xnepodopma, NPOMBIBAKOT
BOOOW, cywar Hazn ©Ge3BodHbIM  CyNbdhaTom
HaTpPUs W KOHUEHTPUPYOT MNPU NOHUNKEHHOM
JaesneHWK.  OcTaTtoK  “YWUCTAT  KOMOHOYHOR

XpomaTorpadureis Ha cunukarene
(antoeHT Xnopocopm) 1
NepekpucTanv3oBLIiBalOT M3 OUSTMINOBOIO

sthupa, nonydaa  1/2-rugpat  3agaHHoro
coeauHenua (1,4 0, T. nn. 160-162°C.

Mprmepsbl 198-204

COOTBETCTBYHOLWNE WUCXOLHLIE COSOUHEHWUSA
obpabaTeiBatoT no cnocoby npumepa 1, nonyvas
coedWHeHWsA, nepedncneHHole B Tabnuue 21.

Mpumep 205

MonyyeHne
1-[2-(4-xnopdeHnn)-5,6-AuMeTUn-4-NUpUMUIUHA
n
-N-{4-xnopdpeHnn)-N-meTun-2-n1pponnguHkapt
nKkcammaa:

COOTBETCTBYIOWMNE WCXOAHLIE COEOQMHEHUS
obpabaTeiBatoT no cnocoby npumepa 1 WM
NonyYeHHbIA TaKUMm obpasom NPOayKT
nepekpucTannM3oBLIBAOT M3 KM3onponaHona,
nony4yas yKkasaHHoe B 3arnaBuW COeUHEHKe, T.
nn. 131-133°C.

MpenapatueHas dopma 1. - [lonydeHue
TabneTok:

2-[2-(4-XnopcheHnn)-5,6-auMeTn-4-nuprmu
OUHUN-amuHo] -N-meTun-N-cbenunauetamug - 1 1

Nakroza - 84 r

KyKkypy3Hbld kKpaxman - 30 ©

Kpuctannuueckas Lennionosa - 25 r

['Mapokcunponunuennoneaa - 3 1

ManoBdA3skasd 6e3BogHas KpeMHEBAA KUCMNOTa
-07r

CTteapaT MarHua - 1,3 1

YKasaHHble BbIlLE KOMNOHEHTLI COBOUHAOT U
nepeMelLMBaloT Mo CTaHOAPTHOW MeToduKe,
CMECb T[paHyrnupyloT W 3aTem TabneTupylorT,
nony4asa 1000 tabnetok (no 145 Mr kaxaas).

MpenapatueHaa chopma 2. - [lonydeHue
Tabnetok:

2-[5,6-AnmeTun-2-(4-TpudpTopmeTUndpeHnn)-
A4-NUPUMUANHUNAMKUHO] -N,
N-ounponunauetammng, - 25

INakTosa - 70 r

Kykypy3aHblid kpaxman - 20 ©

Kpuctannuueckas Lennonosa - 25 r

[mapokcunponunuennwono3a - 3 r

ManoBsskasa 6e3BogHas KpeMHEBaA KMCNoTa
-07r

CTteapaT MarHua - 1,3 1

YKasaHHble BbllLE KOMNOHEHTLI COBOUHAOT U
nepeMelLnBaloT Mo CcTaHOAPTHOW MeToduKe,
CMeChb T[paHyrnuRyloT W 3aTem TabneTupyloT,
nony4asa 1000 Tabnetok (no 145 Mr kawgas)

[MpenapatueHas dopma 3. - [lonydeHue
Kancyn:

2-[2-(4-XnopeHnn)-5,6-aumMeTn-4-nprmi
AWHUN-aMUHO]-N-gunponunadetammng - 2 r

NakToza - 165 1

KykypyaHeIA kpaxman - 251

['mapokcunponunuennoneaa - 3,5

ManoBdA3skasd 6e3BogHas KpeMHEBAA KUCMNOTa
-18r

CTeapaT MarHua - 2,7 1

YKasaHHble BbIlLE KOMNOHEHTLI COBOUHAOT U
nepeMelLMBaloT Mo CTaHOAPTHOW MeToduKe,
CMECb TPaHyNMPYT W 3ancnHAKT B KaANCyrbl,
nonyyan 1000 kancyn (no 200 Mr kaxgas).

[MpenapatvBHasa dopma 4. - [lonydeHuwe
NOPOLLKA:
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N-{(4-Xnopdenun)-N-metnn-2-(5,6-gumeTnn-
2-tpeHun- 4-nuprUMuouHUNaMmHo)auetammg - 10
r

Naktosza - 960 r

Mmopokcunponinuennonosa - 25

Manosna3akas 6eaBofHas KpeMHeBas kucnoTta
-5r1

YKazaHHbIE BbILLE KOMMOHEHTEl CMEeLLUBAlOT,
nony4as nopollkoo6pazHblli npenapart.

MpenapatueHas opma 5. - [lonyveHue
npenapaTa ana UHbekuui

2-[2-(4-XnopdeHnn)-5,6-anmeTrn-4-nprmn
AUHUN-amMUHO] -N-meTun-N-dbeHunayetTamua - 10
r

SraHon - 200 r

HCO-60-2T1

IInmoHHas kucnota - 10T

Copburon - 50 r

TMAPOOKMCE HATRKA - 4.S.

OuctunnupoBaHHas Boga AN MHbLEKLMA -
q.s.
Beero - 2000 mn
2-[2-(4-XnopdeHnn)-5,6-aumeTrn-4-nuprmn
ouHunamMmuHo] -N-mMeTun-N-ceHunauetTamMug
pPacTBOPAKT B cMeck sTaHona M HCO-60 u
3aTem A06aBNAT HYKHOE KOMUYecTBO BOAb
ANA  WHBbekuuW, nocne udero [obasnawT
TNAMOHHYIO KMCNOTY K copbuton. Benuduny pH
cmecn poBoaat Ac pH 4.5 ¢ nomouwlblo
TMMOPOCOKACK HaTpWa W perynvpyoT oblee
KOMM-EecTBO CMecHK pobaeneHnem
ANCTUNNMPOBAHHOK BOAB  ANA  UHBEKLMWK.
MonyYeHHbIA Takum obpasom pacTeop
chuneTpyloT Ha mMembpaHHoM dunbTpe (0,22
MKM), UNbTPAT 3anonHAKT B amnynsl
{EMKOCTBIO 2 M) U amnynbl CTEPUMU3BYIOT Mpu
121°C B TedeHMe 20 MUHYT.

MpoMblIWneHHas NPUMEHMMOCTE

Kak ykaaaHO Bbllle, JaHHble coeguHEeHWs
cdopmynbl (1)  wnn  ux  dhapmaueBTUYSCKN
npueMneMble  KACNOTHO-aAOUTUBHEIE  CCMK
NPCSABNAIOT CEeMeKTUBHOEe W 3HAYUTENBHOS
cpoacteo K BZeg-peuentopy nepudeprdeckoro

TMna, a TaKKke obnapgatoT BbICOKOHW
hapMaKkonorMyeckon akTWBHOCTLID, TaKOW Kak
aHKcUonuTUdecKkas AKTUBHOCTb,
NPOTMBOSNMNENTHUYECKAA aKTUMBHOCTL U T.4., B
TECTaX Ha MWBOTHLIX, M NOSTOMY OHW MONE3HbI B
npochunakTuke WM - MedeHUn  HapylueHui
LUEeHTpanebHOi HEepBHOW CUCTEMLl, TaKMX Kak
BoneaHn, CBA3aHHbIe C NPOABMNEHWEM CTpaxa
(HeBpo3, HapyleHus comartodopM, Jpyrne
AHKCMOMNUTUYECKWE paccTpORCTBA), OeNpeccHu,
anunencuu 7 T.A. unu HapyLUeHWA
LMPKYNATOPHbBIX CpraHoB, TaKux Kak
CTEHoKapOWa, runepteHans KU T7.4. Kpome Toro,
npeancnaraeTcsl, 4TO JdaHHble GOeAuHEeHUs
cdhopmynel (1) W wMx  dapmaueBTUUSCKA
npUemMneMble COMn KACMOTHOrO NpMcoeauHeHns
MoOryT OblTe NonesHbl B NpoUNakThke Wnm
nevyeHu UMMYHOHEBRCOMOMMYECKUX HapYLLEHWHA,
TAKMX KaKk MHOMECTBEHHLIA  cknepos,
MMMYHOBOCMANMTENBHLIX HAPYLWLEeHWA, TaKnX Kak
peBMaTONAHbBIA apTpuT.

CDopmyna I/I306peTeHI/IFIZ
1. MpowsBoadHble aueTamuga popmynbl |
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roe X npegcraenget -O- unu -NRy-;

R4 npeactaendet aToM BOAOPOAA, HU3LLYIO
ankWneHYy  TRYNNY, HUW3WYK  alkeHWUNbHY
rpYyNy WM UUKNOANKUIHWALWYO — arnkubHyo
rpynny,

R, npepcrtaBnsfeT HU3WYWO  anKWbBHYIO
rpynny; C3-C7-UUKNoankuneHyo rpynny,
heHUNbHYID  rpynny,  heHWNBHY  rpynny,
3aMelleHHyl0 arcMOoM ranoreHa Wnu Huslen
anKoKCUrpynnoW, UNK heHUNHUALLYIO anKUbHYHO
rpynny, wnu, HeobasartensHo, R1 v Ry BMecTe ¢
aTOMOM a30Ta, K KOTOPOMY OHW NPUCOeanHEHb,
obpaaytoT rpynny hopmMynbl

R

AN
_N\L_/

rie A npenctaBnseT MNpoOCTyH CBA3b,
-CH 5-, -O- unun -NH-;

Ry, W Ry, ABnAwTCcHd OOMHAKOBBIMKA KINA
pasnUyHEIMA W KaObIA NpeacTtaBnsder atom
BOAOPOAA UMM HUALLYIO anKWUNBHYH TRYNny; Uiu,
Korga A npepctaeBngeTr NpOCTy CBHA3b, a
R, W Ry, Haxogatcd, GCOOTBETCTBEHHO, B
NONOMEHUM 2 U NONOKEHUA 3, aTOMbIl yriepoja
B MOMOXEHWA 2 W B NonoxeHun 3 n R,
Ry MmoryT, HeobBgasarensHo, o6bedUHATLCA C
obpaszoBaHMeM eHUNBHOro Konbua,

Rs npefcraenger aToM BOAOPOAA, HU3LLYIO
ankuneHylo  rpyNny — WNKW- TMOPOKCUHW3LLYI0
anKUnbHYo rpynny;

R4 npeacraBnser artoMm BOOOPOSA  MNK
HW3LLYO ankKUuibHYK rpynny un Rg U Rg MoryT,
Heoba3aTensHo, oObLeauHATLCA C aToMOM
yrmepoga WM artoMoM asoTa, K KOTOPbIM - OHW
NPEUCOSONHEHDI, c obpazoBaHnem
NAPPONMAMHOBOIO, nuNepUOMHOBOIO unu
2,3-ghrnapo-1H-nHgoneHore koneua,

Rs npeactaBnaet aToM BOAOPOAA, HU3LLYIO

anKunbHyH rpynny, FMAPOKCUHUBLLIYIO
anKk1MsHyo rpynny, artom ranoreHa,
aMUHOTPYNMY, HUSWY ankaHounaMmuHorpynny,
HWTporpynny Unu HU3LLYHO

anKoKCMKaPOOHWMBHYIO TRYNNY;

Rs npedctaBnseT aToM BCAOPOAA, HU3LLYHD
anKkUNEHY rpynny, TPUATOPMETUNEHYIO MPynny
WNK eHUnbHyo rpynny unn Rs M Rg MOryT,
HeobsazaTensHo, 06beauHATLCHA, 0bpaays
-(CH 2)n (n paBHO 3, 4, 5 unu 6);

R; npenctaBnseTr artom BOOOPOAA, aTtoM
ranoreHa, HW3LWYI0 ankWbHY TPYNANY, HU3LYIo
ankoKoUrpynny,  TPUTOPMETUNBHYIO — Fpynny,
aMUHOTPYNNy UM HATPOrpYNny;

Rg NpencTaenseT aToM Boopoda UMK atom
ranoreHa,

WnNW ero dpapmaueBTUHECKW nNpuemMnemas
KMCNOTHO-aAdUTUBHAS COMb.

2. CoeguHeHwe nc ni1, roae Ry M
R 2 ABNAKTCA OAWHAKOBEIMKA UMK Pa3nYHEIMKA K
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KaXablA M3 HUX NPeACTaBNAET  HU3LWYHO

ankuneHyo rpynny, wnu Rq npepcrasnser

HU3LLY10 anKUnsHyHo rpynny, HUALLIYIO
ankeHWNBHYK TRYNMY WK LMKNOANKUMHU3LLIYID
ankuneHywo  rpynny 1M Rs  npepctaBnset

heHWUNBHYO TPYNNY UMK heHUNBHYI  TRYNNY,
3aMelLeHHYO aTOMOM rafioreHa WNW HU3Len
ankoKcWUrpynnow, wnu, HeobazatenoHo, R 4 W
R > BMECTEe C aTOMOM a30Ta, K KOTOPOMY OHMK
npucoeauHeHbl, obpasyoT rpynny gpopmynsl

g

roe A' npegcraenset -CHs- unun -O-;
Ry ¥ Ry aBnawoTcd oOWHAKOBLIMKW  ANK

PA3NUUHBIMK, W KaxKObIA NPeacTaBNAeT HASLLYH
anKUnbHY rpynny;
Rs NpeacTaBnseT aToM BOAOPOAA, HU3LLYIO

anKkUnsHyo rpynny, MMOPCKCUHA3LLYH0
anKUMEHYHo rpynny, aTtom ranorexa,
aMUHOTPYNMY, HU3LY0 arkaHounaMmuHorpynny,
HUTpCrpynny unu HUALLYIO

ANKOKCHUKAPOOHWMIBLHYIO rpynny.

3. CoeanHenwe no ni1, rae Ry wm
R 2 ABMAOTCA OAMHAKOBEIMK M PA3NWYHEIMKA K1
Kaabld 13 HWx obocaHadaeT MeTUn, STWn,
nponun, nacnponun unu GyTun, unu
R 1 npeacraBngaer MeTWn, STWN, NpOMKN,
naonponun, GyTtun, annun unm
Uuknonponunmetan  w Ry  npegcraBnser
dbeHWUNBHYO TPYNMY WM dheHUNBHYID TRYNNY,
3aMeLLeHHY atoMom ranoreHa unu
MeTOKCUrpynnod, Rz npeactaBnsetr artom

Bopgopoda, Rs npefActaBnseT atcm BoAopoaa,
MEeTHM, aTUN unu rMAPOKCUMETH,
R NpegctaBnseT MeTun WNW peHun Wnu
R 5 1 Rg MoryT, HeobqasatensHo, o6benHATLES,
obpaaya -{CH 2)s-, Ry npeacraBnder atom

BOAOPOAA, aToMm ranorexa,
C 1-Cz-ankokeurpynny, TpUTOPMETUNEHYIO
rpynny, aMUHO- il HUTPOrPYNMy,

R g npeacTaBnseT atom BOAOpOAA.

4. CoepuHeHne no n.3, rae X npeacraesnget
-O- i -NRy'-, Ry 1 Ry aBnaloTesd oQMHAKoBBIMIA
WMWY Pa3nUUHBIMKY KU KaXablA 13 HUX oboaHavaeT
aTMn, Nponun, W3CNPonMn WKW  OyTWN, WM
R 1 npepctaBnAeT MeTWn, STWM, NPONWM, annun
nnM LuknonponunMeTnn 1 Ry npegctaBnser
deHWnbHylo  pynny,  ranoreHdeHun  unn
MeToKcudbeHwn, Rz nNpegctaenseT  aTtoM
Bodopofda, R4 nMpefcraBnser atom BoAcpoaa,
MeThn wunu  stin, unu Rz K R4 moryt,
HeobAsaTenbHo, oObedWMHATLCA BMecTe ¢
aToMOM YINepoja M aToOMOM a3oTa, K KOTOPbIM
OHW NpUcoceaMHeHbl, 06pasya NMPPONUMOMHOBOE
KOMbUo 1N 2,3-4urnapo-1H-mHaoneHoe Kenbuo,
Ry npepcraBnser arom BOACpOAA, aToMm
ranoreHa, MeTOKCUrpynny, TPUDTOPMETUNEHYH
rpynny, aMWHOrpynmy WnWv  HWTpOrpynny, a
R g o6osHa4aeT atom BOgoOpOaa.

5. MNponsBogHoe aueTaMuga dopmynbl |
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7

roe X' npencraesnget -O- unn NRy"-;

Ry n Ro' ofa npegctaBnalOr STUN UMK
npenun unun xe Rq' npepcraBngaet MeTun, stun,
npoenun, annun UM uMknonponunmetin, a Ro'
npedctaBnAeT  MeHWNbHYK  TRYNny,  WUnu
4-ranoreHheHun, unn 4-meTokcudeHun,

Rs' npegctasnsaeTt atoM BOAOpoaa,;

R4" npeicTaBnger atoMm BoAopoda, MeTWn
Wnw aTnn;

R;' npeacraBnser atom BoACpOAa, artom
ranoreHa, MeToKCUrpynny, TpUTOPMETUIEHYIO
rRYNNyY, aMUHOIRYNNY UAW HATpOrpynny,

WnNK ero capmaueBTUYECKKW MNpuemMnemMas
KMCNOTHO-a4aUTUBHAS COMb.

8. CoeguHeHWe no n.5, roe X' npegcrasnger
-NH-.

7. CoeguHeHWe no n.5, rge X' npegcrasnger
-O-.

8. MNpousBogHoe aueTamupga dopmynsl "

x

a
; =,
| M
Py

HH-CH_-CO-HN
Z

-

7

roe Rq' n Ry' oba npenctaBnaloT atun Wnu
nponin wnv R4' npefcraBnaer METWN, 3TWI,
npenn, annn WM LMKNonponuimMeTin;

Ro' npepcraBnaet oeHUNLHYO rpynny, Wnm
4-ranoreHceHun, unn 4-meToKcudeHun,

Rs' npeacTaBnser atoMm BOAopoda, MeTun
unw aTun;

R7' npedcrtaBnser atom Bodopoda, artom
ranoreHa, MeToKCUrpynny, TpUTOPMETUIEHYIO
rpynmy, aMUHOrRY NNy WK HATROrpYNny,

unu ero apmaLeBTUYECKN NpuemMnemMas
KMCNOTHO-a4aMTMBHAS COMb.

9. CoeguHeHWe no n.1, KoTopoe BblBUpakT
W3 Ccneayiowmnx coeauHeHnR:

2-[2-(4-xnopdeHnn)-5,6-4uMeTUN-4-NMprUMng,
nHunammHo]-N N-gustunaderammng;

N-(4-xnopdeHun)-N-metun-2-(5,6-gumetn-2
-tbeHnn-4-NMpUMUanHUNIamMmnHo)aueTaMmmng,;

2-[2-(4-xnopdeHnn)-5,6-ouMeTnn-4-nupuMmng,
MHHUNAMHO]
-N-(4-cbTopcheHnn)-N-MmeTunageTamug,

2-[2-(4-xnopdeHnn)-5,6-0umeTrn-4-nupumng,
WHHUNamrHo]-N,N-gunponunayetamug,

2-(5,6-guMmeTnN-2-heHUN-4-nMpUMUanuH1nam
WMHO)-N-deHnn-N-nponunavetammg 1

2-[2-(4-xnopdeHnn)-5,6-guMeTUN-4-NMprUMng,
WHUNamuHo] -N-aTun-N-cheHunaueTammng,

unK ero dapmaueBTHYeckn MNpuemMnemMasn
KMCNOTHO-a44MTUBHAS COJb.

10. CoeauHeHWe No n.1, KoTopble BuiBUpakoT
W3 CneayioWmnx cCoBgUHEHNR:

2-(5,6-gMMeTUN-2-heHnN-4-nMPUMUONHWUIOKS
m)-N N-gunpenunaueramuz,

2-(2,6-gndpeHnn-4-npummugruHUNamMuHo)-N, N-
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aunponunauetrammng,;
2-[5,6-anmeTun-2-(4-tpudpTopmeTUndpeHun)-
4-nnpummngnHunammHo]-N,N-gunponunauetammnz,

N-3TUN-2-[5,6-gumMeTUn-2-(4-aMUHODEH N)-4 -
MMPUMUAMHUNOKCKH]-N-theHnnalueTamna,

2-[2-(4-xnopdheHnn)-5,6-gumMeTun-4-nupruMmng
MHUNOKCK] -N-MeTun-N-cbeHMnaLetaMmg U

2-(5,8-aMmMeTUN-2-theHnn-4-NPUMUANHUNOKC
1)-N-cheHun-N-nponunaletammng,

Wnu eroc dapmMaleBTUYeckn npremnemas
KUCNOTHO-a4OUTUBHASA COrb.

11.
2-[2-(4-XnopdheHnn)-5,6-auMeTUN-4-NUPUMAOUH
MNamMUHO]-N-(4-MeToKeHbeHUN)-N-MeThnaueTam
ng Wnu ero dapmaueBTUYecKM npremnemas
KMCNOTHO-a4dUTUBHAs COrb.

12.
2-[2-(4-XnopdheHnn)-5,6-auMeTUN-4-NUPUMUONH
unaMmmHo]-N-metun-N-cheHmnaueTamua, Mnu ero
chapmaLeBTUYECKA npuemnemas
KMWCNOTHO-a4OUTUBHAS COrb.

13. Cnoco® nonyydeHMs MpouM3BOOHOMO
auetamuga  Qopmynsl | no n1, roe X
npeactasnaeT -NR 4 unu ero
hapmaLeBTUYecKn npuemMnemMoin
KWCNOTHO-aAOUTWUBHOW CONW, OTNMYaLWACA
TeMm, YTO coegnHeHne chopmynbl |l

z
Re1
| M
p
4
B 14
r
2

roe Z npefcTaBnseTr yxXodAwMiA aTom unm
YXOAAWYLO rpynny,

Rgi MMeeT Te Xe 3HaJYeHWs, KoTopbie
onpefeneHsl B .1 ang R, 3a McknodveHWem
TOMO, YTC MMAPOKCUHUALLAA ankuneHasa rpynna u
aMWHOrpynna AsnAaTCA 3allLEeHHBIMW,

Rg, R7 1 Rg UIMeloT Te e 3HaueHus, KoTopble
onpefeneHsl B .1,

B3aUMOASACTBYET ¢ coeanHeHneM hopMynkl
I

R
o

R_—-MH-CH-CO-HN
4 \‘R

2/

roe Raq nmpefctaenser artoM BOAOPOAA,
HW3LLYIO ankUNbHYo rpynny uMnW 3allMileHHyo
TMAPOKCUHKU3LLYIO anKWnBHYo rpynmny;

R1, Ro 1 Rz IMeloT Te e 3HaueHus, KoTopble
onpefeneHsl B n.1,

C nocregywolwim, npu HeobXooWMOCTH,
yoaneHWeM 3alUTHBLIX TPYNn U3 Npogykra u,
ecnn 970 HeobxoAumo,  npeBpalleHUemM
nonyyeHHoro coeauHeHWA B ero
thapMaLEeBTUHECKN NPUeMIIEMYI0
KWCMNOTHO-34ANTUBHYIO COnMb.

14. Cnoco® nonydeHna nNpoW3BOOHOMO
auetammoa dopmynel | no 0.1 wim  ero
hapmaLeBTHYecky NpUemMnemMon
KWCMNOTHO-aAANTUBHOMR  CONW, OTNUYaloLLMiAcA
TeM, 4To coeguHernue dopmynbl Vi
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B
|31
H_CH-COOH
Rﬁl
1 )
/
) 4
| B
7
g

roe X, Rg, R7 1 Rg UMeloT Te Ke 3HaueHus,
KOTOpble onpeaeneHsb! B n.1;

R31 ¥ Rsq UMelOT Te Ke 3HayeHus], KoTopkle
onpegeneHsl B n.13,

Wmnu ero peakyoHHoCNocobHoe
npouaBsoaHoe BaavMoaehcTBYeT ¢ coeguHeHNEM
chopmynsl IX

an

HM

&

Z
roe Rq v Ry nmetoT Te e 3HaveHus, KoTopble
onpegeneHsl B n.1,

C nocrefyowmrM, npKM HeobXoaUMOCTH,
yoaneHWeM 3alUTHBIX TPYNn W3 npogykra M,
ecnu aT0  Heobxoaumo, npespatlgHem
nonyyYeHHoro TakkuM obpa3oM CoeMHEeHUs B ero
chapMaLeBTUYECKM NPUEMIEMYIO
KMCNOTHO-aAdUTUBHYIO COMb.

15,  dapmaueBTHUEcKaAd  KOMNO3ULMS,
obnajawLllas aHKCUONWTUYECKOW akTUBHOCTLIO,
coAepxallas  axkTUBHbIA  WHIpeaueHT 1
chapmaLeBTUYECKM NPUEMNEMbIA HOCUTENE WK
pasbaBvTens, oTnUyalolascs TemM, 4YTo B
Ka4yecTBe aKkTMBHOIO WHIpeaMeHTa COAepKWUT
achbchekTUBHOE KONWYeCcTBO NPOW3IBOAHOMO
auetaMmaa wnM  ero  dapMaleBTU-ecK
NpUeMNeMor KWCNOTHO-agOWTUBHOW CcOMM  No
n1.

16. Cpencrteo, ofbnapawlee AsACTBUEM
cBA3biBaHUA (BZ)-peuenTtopa nepudeprieckoro
TMna, npurogHoe ans nedeHus
MMMYHOBOCHATUTETbHbBIX 3360ﬂeBaHMI7I,
cofepKallee AKTMBHbIA WHTpEeaneHT W
chapMaLleBTUYeckM NpuemMneMslid HocuTens U1
pasbaBuTens, oTNWYaloWescs Tem, 4YTO B
KauyecTBe AaKTWBHOMO WHrpeaueHTa COASpPKUT
achchekTMBHOE KONW4ecTBo NpoOW3BOAHOIO
aletaMuoa Wnu  ero  cbapMaLleBTHUYeCKU
npEUeMNeMoOn  KUCNOTHO-a0AUTUBHOW COMM MO
n.i.

17. Cpefgcteo No .16, oTnuuaLleacs TeM,
4TO B KadeCTBe aKTUBHOIMO  WMHIrpeaveHTa
NCnonb3vioT O4HO U3 CnedyoLnXx COQ,D,VIHEHI/II?IZ

2-(5,6-0MMeTun-2-cheHnn-4-nMpUMUANHUNCKC
n)-N N-gunpenunaueramuz,

2-(2,6-gndpeHnn-4-npUmrugruHUNamMuHo)-N, N-
annponunadetamng,;

2-[5,6-gumeTun-2-(4-TpucpTopmeTundpeHnn)-
A-NUPUMHUONHUNAMUHO)-N,
N-gunponunauetTamunz,

2-[2-(4-amnHObeHnn)-5,6-guMeTun-4-nnpummn
AnHunoker] -N-atun-N-beHunayetamug,

2-[2-(4-xnopodeHnn)-5,6-auMeTrn-4-nuprumm
AnHunokecwn] -N-metun-N-cbeHunauetTaMua,

2-(5,6-oMMeTUn-2-heHnn-4-nMpUMUANHUNOKC
n)-N-cheHun-N-nponunaverammg,

WM ero dapMaueBTUYECKA NPUeMIEeMYyHo
KWCMNOTHO-aAANTUBHYIO COlMb.
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Tabszaa 1

SRy
X~ CHy- CO-N_
H3C I TN RZ
-,
HiC™ "N R,
R, R, R, X R, R, R4 X
Me | Ph-2-F H NH | Bu Bu |4-OMe| NH
Me !Ph-2-Br| H NH | Me | Ph-3-F |4-OMe | NH
Et | Ph-4-F [4-OMe | NH
i-Pr i-Pr 4-Ci | NH | Pr Pr 4-OH | NH
Me | Ph-2-Cl| 4-C1 | NH | Me Ph 4-NH, | NH
Me | Ph-3-F | 4-Cl | NH
Et | Ph-4-Cl | 4-C1 | NH | Bu Bu H |NMe
Et | Ph-4-F | 4-Cl | NH | Me | Ph-4Cl | 4-F |NMe
Me | Ph-4-F | 4-C1 |NMe
Pr Pr 2-Br | NH
Pr Pr 4Br | NH | Pr Pr H NEt
Bu Bu 4-Br NH Pr Pr 4-F NEt
Me Ph 4-Br | NH | Me Ph 4-C1 | NPr
Me Ph 4-Br NH
Et |Ph-4-Cl| 4-Br | NH | pr Pr |4NH,| O
i-Pr i-Pr 4-Cl 0
Pr Pr 3.F | NH | Bu Bu 4-Cl 0
Me Ph 2-F | NH
Me | Ph-2-Cl| 4F | NH | Me Ph 4-NH, | O
Me |Ph-3-Cl| 4F | NH | Me |Ph4-Cl | 3-F 0
Me | Ph-22F | 4F | NH | Me | Ph-2-F | 4-C1 0
Et | Ph-4-F | 4F | NH | Et |Ph-4-Cl H 0
Et |Ph-4Cl| 4-F 0
Et | Ph-4-F | 4-Cl 0
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Tabmuua 2

R
X- CHy- CO-N,
R, | Ry Rs | Rq R, X
Et | Et H H | 4Cl | NH
Pr | Pr H | H 4F | NH
Pr Pr H | H 2F | NH
iPr | iPr H | H H NH
Bu | Bu H | H H NH
Bu | Bu H | H 4F | NH
Me | Ph H | H 4F | NH
Me | Ph H | H | 3C | NH
Me |Ph4Cl| H | H | 4C | NH
Me |Ph-2-Cl| H | H 4-F | NH
Me |Ph4F | H | H | 4C | NH
Me | Ph-2F | H | H 4F | NH
Et Ph H | H | 4C | NH
Et |Ph-4Cl| H | H H NH
Pr Pr | Me | H 4F | NH
iPr | iPr | Me | H | 4C1 | NH
Bu Bu Me H 4-F NH
Me Ph Me H 4-Cl NH
Me | Ph-4-Cl | Me ' H H NH
Me | Ph-4-C1 | Me | H 4-F | NH
Me | Ph-4F | Me | H | 4c1 | NH
Et Ph | Me | H H NH
Et Ph | Me | H | 41 | NH
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Tabmuuae 2(npoporme)

R R, Rs Rg R, X
Pr Pr H 4-Cl 4-F | NH
Bu | Bu H | 4NO, | 4F | NH
Me | Ph-4-Cl | H | 2-Me H NH
Pr | P Me | 4-Ci 4F | NH
Bu | Bu | Me | 4NO, | 4F | NH
Me | Ph-4-Cl | Me | 2-Me H NH
Et | Et H H 3-Cl 0
Pr | Pr H H 4-Cl 0
iPr | iPr H H 4-F 0
Bu ' Bu H H 4C1 | O
Me | Ph H H 4-Cl 0
Me | Ph-4-Cl| H H 4-F 0
Et Ph H H 2-Cl o}
Et | Ph-4-Cl | H H H 0
Et Et Me H 4-Cl O
Pr Pr Me H H 0
Pr Pr Me H 4-Cl 0
i-Pr i-Pr Me H 3-F O
Bu | Bu | Me H 2-Cl 0
Me | Ph-4-Cl | Me H 4-F 0
Et Ph Me H 4-Cl 0
Et | Ph-4-Cl | Me H H 0
Pr Pr H 4-Cl H 0
Me | Ph-4-Cl| H | 4NO, | 4-F o)
Pr Pr Me | 4-F 4-Cl 0
Me | Ph Me | 4-OMe | 4F 0
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Tabmina 3

R; R, n R+ X
Pr Pr 3 4-Cl NH
Pr Pr 5 2-F NH
Pr Pr 3 4-F 0 .
B o 5 o o X- CH,-CO-N_,
Me Ph 3 H NH | (cHy, | )
Me | Ph 5 4F NH NJ\@R7
Me |Ph4-Cl| 6 4-Cl NH
Me | Ph-d-Cl} 3 4-F 0
Me | Ph-a-F | 5 H o
Me | Ph-d-F | 6 4-Cl 0

Tamiia 4
R, | R, R; R¢ | R; | R, Rs Rg
Me | Ph |-CH,CH,OH | H | Pr | Pr |Pr Me
Pr | Pr |-CH,OCH,Ph| H | Pr | Pr |-CH,0H Me
Pr | Pr |-CH,OAc H | Pr | Pr |-CH,CH=CH, | Me
Pr | Pr |-CH,OCOPh | H |Me | Ph |Me Et
Me | Ph |-CH,0Me H |Me | Ph |Et Et
Me | Ph |-NHMe H |Me | Ph |Pr Pr
Me | Ph |-NEt, H | Me | Ph |Me CF;
Me | Ph | -CH,NH, H
Me | Ph |-CONH, ' H R,
Pr | Pr |-CONHMe | H HN- CH,- CO-N_
Pr | Pr |-CONE, H Rs Ay Rz
Me | Ph |-COOH H |
Me | Ph |-COOE: H R N i@
Me | Ph |-COOCH,Ph | H Cl
Pr | Pr |-CH,COOH | H
Pr | Pr  -CH,COOE: | H

.33
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Tadauua 5

NerieTyeMoe a’.’} HenuryeMoe a)3
coelMHeRnre coegmnHeHne
ICsp (HM) ICso (HM}
1* 3,10 6l 9,80
2 0,97 65 1,66
4 4,36 68 2,19
5 1,28 69 2,175
6 0,23 70 1,12
10 0,70 76 1,33
15 3,886 79 0,87
16 4,00 80 29,8
17 1,97 81 6,90
22 3,26 82 12,9
23 1,76 83 5,02
25 1,93 84 2,04
26 0,28 85 0,18
27 0,11 91 5,3
29 0,85 92 3,7
35 1,51 93 4,10
36 1,44 97 2,27
37 1,66 102 3,31
41 2,53 103 2,90
42 2,15 104 3,44
44 4,98 105 4,18
45 0,70 106 4,24
47 0,16 107 4,23
49 0,23 108 1,21
51 0,32 109 2,09
52 29,5 110 1,99
57 5,39 111 2,05
58 1,62 112 2,34
59 4,82 118 1,07
60 4,84 119 1,45
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Mpononxenme Tadn. 5

HenunryeMmoe

Heneryemoe

CcoeOMHEHMUE @s coellMHeHMe @3
ICs0 (HM) ICse (HM)

120 1,63 160 4,30
121 12,0 161 1,05
124 5,35 162 1,19
127 4,35 163 2,64
128 0,79 164 0,29
130 1,31 165 5,07
131 0,89 166 5,40
132 2,14 167 0,79
133 2,20 le8 0,99
134 3,07 169 1,15
135 3,17 170 0,99
136 0,34 171 1,56
137 0,93 173 16,8
138 0,53 175 1,90
139 0,38 178 0,57
141 0,11 179 4,30
142 0,08 180 1,65
143 1,40 181 1,61
144 0,31 182 4,57
145 1,60 183 8,75
147 0,52 184 0,82
149 1,14 186 2,39
151 0,58 187 9,71
155 0,76 188 5,24
156 4,96 150 4,00
158 4,07 195 2,00
159 2,00
* CoemHeHue npuMepa 1 (manee - CoeIMHEeHUHA

COOTBETCTBYUMX [IpUMepoR)
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Tabauua 6

HcnbiTyeMoe | AHKcuoautuvec | HMcmbiTyemoe | AHKCHOJIHTHYE
coeHHEHHE Koe feficTBHe coelMHeHHe | cKoe feiicTBUE
MED (Mr/xr) MED (Mr/kr)
1% 0.3 31 0.3 W
2 0.01 35 0.1
6 0.3 36 0.3
9 0.3 37 0.1
10 1.0 42 < 0.01
16 0.1 45 0.1
21 0.1 52 0.1
22 0.3 136 0.3
23 0.01 139 0.1
29 0.03 150 0.3

* CoeguHerue [Ipumepa 1 (gatee — coeIMHEHUS COOTBETCTBYIOUIMX

[IPpUMEPOB)
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Tabauia 7

UcnsiThiBaemMoe | NNpoTuso Hcaosityemoe [IporuBo
coeHHeHUe M30HMAa3uHOe coelHHeHHE H30HUA3HJHOE
neiictene ED s aedcTBHe
(Mr/xr) ED,s; (Mr/kr)
1* 82.2 44 22.4
2 65.6 45 9.60
4 51.2 47 7.62
5 15.1 48 7.67
5 25.5 50 27.3
10 36.9 52 23.5
11 47.5 53 113
12 31.8 58 11.8
17 45.7 59 14.8
21 72.1 60 2.14
22 50.3 61 17.7
23 40.8 65 31.1
25 62.1 66a 5t.2
29 67.5 66b 72.4
35 85.7 79 43.8
36 54.2 &3 70.2
37 61.9 171 76.4
42 58.7
*:  CoegnHenue llpumepa 1 (pa1ee  —  coeanHeHHd

COOTBETCTBYKWMX MPHMEPOB)
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Ta6auma 8

Baan CuHMnTOMBI i

0 Her uamenenut i

1 dputema u OIPUNYXAOCTh OJAHOTO MeX(dajJaHTOBOTO
CyCTaBa Ia/bleB YeThIpPEX Jan

2 JpuTeMa M NOPHIYXJI0CTh JABYVX HAIH  bojee
MexX®bajJaHTOBBIX  CYCTABOB  HJAM  OTHOCHUTEJBHO
YBeJIWYEHHDBIE CYCTaBbl 3ansACTbs, JOABIKKA M T.[J.

3 Boasmoe onyxaHHe M 3pHTeMa

4 JocTHXXeHHe MAKCHMAJAbBHOIO VPOBHA ONVXaHUA Beel
Aansl

Tabauna 9

Banna CuMuroMsr

0 HeT uaMenennit

1 JpuTeMa M DNPHOVXJOCTH OJHOTO HJIH G6oaee
MeX(aJaHIOBBIX CYCTaBOB JIAIIbi

2 JpHTeMa M OIyXaHHe JABYX HaH Gojee KpPYHHBIX
CYCTABOB, TMPOCTUPAMMHUAXCA N0 3afHeli YacTH
Janbl, B [JOlOJHeHHe K J3pHTeMeé H OIIYXaHHIO
O4HOro UAM 6oJiee CYCTAaBOB Jambl

3 CuabHas 3pHTeMa ¥ ONYXaHHe Bcel malbl

-38-
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Ta6bauna 10

0
Rs .
-~
R¢” "N
R;

Crangaprt P-rtean
HbIH aass  me—
bpnmep Rs Re Ry l\(d(l‘? PeKpHCT.

2 Me Me 4Cl [ 258260 M |

3 Me Me 3-Cl 251252 A

4 Me Me 4-F | 266-268 | M

5 Me Me | 4-OMe | 233-235 M

6 Me Me 4-CF; | 265-267 | M

7 Me Me 4-NO, | >300 M

g8 | Me Et H 195-197 | M

9 | Me i-Pr H 230-232 | M

10 | E Me H 159-161 | A

I H Me H 212214 | A

12 H CF; H 228-230 | A

13 H Ph H |281284 | A

14 H Ph 4-Cl >300 | M

15 Me Ph H 250-252 | M

16 Me Ph | 4-C1 [293-295| M

17 -(CH)4 H 223-225 A

18 ~(CHa)4- 4Cl 290292 | M

19 COOEt | H | H |237:238] A
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Tabauna 11

Cl
Ren Xy
l -~
R¢” "N R,
Crangapr |Rjs R 'R, T. nua. | P-Teas
HbLH (C*) aasa me—
apuMep : | pexpucr.
|

22 Me Me 4-Cl | 122-124 IP

23 Me Me 3-Cl | 96-97 A

24 Me Me 4-F | 138-139 P

25 Me Me 4-OMe | 106-108 P

26 Me Me 4-CFy | 70-71 P

27 Me Me 4-NO, | 157-158 A

28 Me Et H 87-88 IP

29 Me 1-Pr H 83-84 P

30 Et Me H 57-58 IP

31 | H Me H 62-63 P

32 H CF, H 45-46 [P

33 H Ph H 99-100 IP

34 | H Ph 4-Cl | 125-126 [P

35 Me Ph H 116-117 P

36 Me Ph 4-Cl | 127-128 P

37 ; -(CHy)s- H | 100-101 IP

38 | A(CHa)s- 4-Cl | 114-115 IP

39 NO, H H 160-161 A

40 , COOEt | H H | 39-40 HX

-40-

27160256 C2

RU



9620912 N

¢O

Ta6auma 12

R,
H,N— CH,— CO- N<
R;
CTangapTHBIIN
npuMep Ry Ry
46 g Me Me
47 Et Et
48 i-Pr iI-Pr
49 Bu Bu
50 Me i-Bu
51 Et Pr
52 H Ph
53 Me Ph
54 Et Ph
55 Bu Ph
56 Pr Ph
57 Me Ph-4-Cl
58 Me Ph-4-OMe
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Tabrmara §3

/Rl
HN— CHy= CO~N_
HiC ]N R,
H,C SN Q
R,
| Ip. 'I R, R, R, Q Tnn(C) | P-rems mminepesp.
2 Pr Pr 4-Cl 74-75 E-HX
3 Pr Pr 3-Cl 101-103 P
4 Pr Pr 4-F 70-71 E-HX
5 Pr Pr 4-OMe 83-85 IP
6 Pr Pr 4-CF; 83-85 HX-EA
7 Pr Pr 4-NO, 135-137 P
8 Me Me H 174-175 P
9 Et Et H 113-114 E-HX
10 Et Et 4-Cl 152-153 P
11 Et Et 4-F 139-140 P
12 Et Et 4-OMe 130-132 P
13 i-Pr i-Pr H 171-172 IP
14 Bu Bu H 46-47 HX
15 Bu Bu 4-Cl 52-53 HX
16 Bu Bu 4-F 45-46 HX
17 Et Pr H 69-71 E-HX
18 | Et Pr 4-Cl 103-104 HX
19 Et Pr 4-F 85-86 HX
20 Et Pr 4-OMe 89-90 HX
21 Me i-Bu H 100-102 E-HX
22 Me Ph H - 145-146 IP
23 Me Ph 4-Cl 150-152 P
24 Me Ph 3-Cl 149-151 i
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Tabmuta 13(mpoziom,)

4
P-tert, onn nepexp.

. R R, R, Q 1TaC’c) )

25 Me Ph 4-F 146-148 IP
26 Me Ph 4-OMe 173-174 IP
27 Me Ph 4-CF, 192-194 IP
28 Me Ph 4-NO, 199-201 AC
29 Me Ph-4-Cl H 165-166 IP
30 Me Ph-2-Cl H 137-138 P
31 Me Ph-3-Cl H 129-130 IP
32 Me Ph-4-Cl 4-C] 170-171 IP
33 Me Ph-4-Cl] 4-F 174-173 IP
34 Me Ph-4-Ci 4-OMe 157-158 IP
35 Me Ph-4-F H 1/4H,0 | 140-142 A
36 Me Ph-4-F 4-Cl 163-164 A
37 Me Ph-4-Br H 183-184 A
38 Me Ph-4-Br 4-Cl] 176-177 IP
39 Me Ph-4-Br 4-F 184-185 P
490 Me Ph-4-Br 4-OMe 168-169 IP
41 Me Ph-4-OMe H 166-167 A
42 Me Ph-4-OMe 4-Cl 173-174 A
43 Me Ph-4-OMe 4-F 172-173 1P
44 Et Ph H 138-139 E
45 Et Ph 4-Cl 142-143 IP
46 Et Ph 3-Cl 135-137 P
47 Et Ph 4-F 132-133 [P
48 Et Ph 4-OMe 133-134 Ip
49 Et Ph 4-CF, 166-167 P
50 Et Ph 4-NO, 180-182 AC
51 Et Ph-4-Cl] H 194-196 A
52 Pr Ph H 148-149 IP

43

27160256 C2

RU



Tabmauta 1 3(nponome )

'P-‘rm- A NIEpexp.

9620912 N

[ARS)

1 J
53 Pr | Ph 4-Cl 174-175 | A
54 Pr | Ph 4-F 164-165 | P
55 | Pr | Ph 4-OMe 125-126 | P
56 Pr | Ph-4-C H 167-169 | A
57 | Bu | ph | H 134-135 | P
s8 | -CH,CH=CH, | Ph | H 125-126 [P
59 |-CHCH=CH, | Ph | 4« 151-152 A
60 | -CH;CH=CH; | Ph 4-OMe 118-119 IP
61 | -CH,< Ph H 105106 | E-HX
62 | ~CH:< Ph 4-Cl 157-158 A
63 | H Ph H 155-156 | E
Tabnuna 14
134 R]
7
N— CH;—~ CO-N__
H3C | N R2
-~
H;C” TN
Rq
Ilpumep R, R, R, R, T.n1."C ; P-Tenn
A.15
1 l nepexp
71 Pr Pr Et Cl 85-86 HX
72 Pr Pr Et OMe | 111-112 HX
73 Me Ph Me H 117-119 IP
74 Me Ph Me F 140-141 IP
75 Me Ph Me OMe 151-152 IP
76 Me | Ph-4-Cl| Me H 114-115 IP
77 Me Ph Et H 107-108 HX
78 Me Ph Et Cl 100-101 HX
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Tabanua 15

R
HN~CH;~C0- N/
R
3 SN Rz
R,
pumep| R, R, R; R; Q T. nx. | P-tens
°C) ms
nepexp.
93 P | B H H 102-103 | E-HX
94 Pr | Pr H Cl 146-148 | IP
95 Me | Ph H Cl | I/IOHCI | 180-181 | A
96 Me |Ph4-Cl| H H | 1/4H,0 [157-158| IP
97 Pr | Pt | Me H 139-140 | P
98 Pr | Pr Me cl 129-130 | P
99 Me | Ph | Me H 146-147| P
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Tabauuma 16

1;24 /RI
N—=CH,— CO-N_
R;
B
N7 Q
R,
Mpumep R; R, R, R, Q T. na. | P-texasn
(°C) LIS
MepeKp.
103 Pr Pr H 88-89 |  HX
104 | Pr Pr H |« 98-99 | E-HX
105 Bu BRu H H 71-72 HX
106 Bu Bu H F 65-66 HX
107 Bu Bu H Cl 83-84 HX
108 225-
Me Ph-4-Cl H H 227 M
109 Me Ph-4-Cl H Cl 177-178 IP
110 Pr Pr Me H | HCL, 3/4 H50 | 154-156 IP
111 Me Ph-4-C1 | Me H 1/1Q HC! 176-177 P
112 Me Ph-4-C1 | Me F - mml’39-140 P
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Tabauua 17 CH,

HN-CH,—CO-N A

| CH,
-
N
R,
Hpusep P=reab qas
A R ?‘ 1.1.(°C) HepeKp.
113 0 H | 164-165 P
114 O F 212-214 A
115 0] Cl 225-227 A
116 NH H 178-179 Ip
117 NH F 195-197 P
Tabauua 18
R
O—CHZ——CO“N\
NN Ry
I -~
N
R,
Rg
Hpumep R, R, R; R; T.oa. P-Texs
(°C) ans
l mepexp.
129 | Pr Pr |2-Cl " H 75-76 HX
130 Pr Pr 3-Cl H 100-101 HX
131 Pr Pr 4-Cl H 119-120 IP
132 Pr Pr 2-F 4-F 93-94 HX
133 Bu Bu H H 84-85 HX
134 Bu Bu 4-F H 90-91 HX
135 | Bu ' Bu J4-Cl H 105-106 IP
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Tabaupa 19

/R]'
O~ CHy— CO-N(
R R
5 [ N 2
-~ Q
Rg” "N
R,
Ilp. Rs | Rg | Ry | Ry R; T. Po-
L1, TEeb
(°C) |aa=
ne—
pexp.
[ 137 Me[Me | Fr | Pr | 4l | 128-130  E-HX
138 Me [Me | Pr | B 4-F 131-13 A
139) Me |[Me | Pr | Pr |4-OMe 87-88 HX
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' T.
['I'ITl Rs | Rg |Ry | Ry | Ry Q | ..(O
140 | Me | Me | Pr Pr 3-Cl 82-84
141 | Me | Me | Pr Pr 4-CF, 109-111
142 | Me | Me | Pr Pr | 4-NO, 157-159
143 | Me | Me | Me | Ph H 138-139
144 | Me | Me | Me Ph 4-Cl 159-161
145 | Me | Me | Me | Ph 3-Cl 170-173
146 | Me | Me | Me Ph 4-OMe 157-159
147 | Me | Me | Me Ph 4-CF; 159-161
148 | Me | Me | Me | Ph 4-NO, 175-181
149 | Me | Me | Me | Ph-4-Cl H 168-170
150 | Me | Me | Me | Ph-4-Cl | 4-OMe 142-143
151 | Me | Me | Et Ph H 130-132
152 | Me | Me | Et Ph 4-Cl 170-171
153 | Me | Me | Et Ph 3-Cl 151-153
154 | Me | Me | Et Ph 4.F 156-158
155 | Me | Me | Et Ph | 4-CF; 148-150
156 | Et | Me | Me | Ph-4-C1 | H 100-101
157 | Me | Et | Pr Pr H 62-63
158 | H | Ph | Pr Pr H- 82-83
159 | Me | Ph | Pr Pr H 78-79
160 | H |CFy| Pr Pr H 109-110
161 | -(CHy)s | Pr Pr H 92-93
162 | -(CHy)s- | Me | Ph-4-C1 | H 140-141
163 | «(CHy)s- | Me | Ph-4-Cl | 4-C1 | 1/4H,0 | 200-202
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Tabauma 20

/Rl
0= CH,— CO-N_
Rs N R,
»
R;

T. P-tean

ﬂP“MeP | 111, A5
Rs [ Rg | Ry Rz R, “C) | Hlepexp.

174 | Me | Me | Me | Me H | 128-129 | TP
175 | Me | Me | Et Et H | 88-90 E-HX
176 | Me | Me | Et El Cl | 148-149 IP
177 | Me | Me | Bu | Bu H | 99-100 | EHX
178 | Me [ Me | Pr Ph H 151-152 [P
179 | -(CHps | Et Et | H | 100-101 E-HX
180 | -(CHp)4- | Me Ph H 135-137 IP
181 | «(CH,);- |Me | Ph Cl | 148-150 IP
182 | «(CHy)y- | Pr | Ph H | 158-160 P
183 | (CHyy- | H | Ph4-F | H | 178-179 M
184 | -(CHpy | Me | Phd-F | H | 164-165 | IP
185 | -(CHp;- | H |Ph-a-Cl| H | 179-180 A
186 | -(CHyy- | Me | Ph-2-Cl | H | 165-166 A

187 | -(CHpy- | Me | Ph-3-C1| H | 180-182 A

188 | -(CHp, | Me | CH:Ph | H - 91-92 E
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Ta6amuma 21

Ra R
N-CHT—CO"N\
Me XN R;
»
Me N
R,
IlpuMmep R, R, R, R; T.na. P-rensn
("C) aas
nepeKp.
198 . Et Et  Me a 13z P
159 Pr Pr Me Cl 84-86 HX
200* Me Ph Me Cl 139-140 IP
201 Et Ph Me Cl 102-103 HX
202 ' Pr Ph Me Cl 103-104 HX
203  -CH,CH=CH, Ph Me Cl 107-108 HX
204 | H Ph H Cl 205-206 A

=: 1/4 Tuapar
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