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(57) Abstract:

FIELD: organic  chemistry, medicine,
pharmacy. SUBSTANCE: invention describes
heteroaryl-1-piperidines and piperazines of
the general formula ()]

Q1 wherein X

YD Iy

P M
represents oxygen, sulfur atom, NH or N{R2),
Ro is taken among the group: benzoyl,
{C »-Cyg)-alkanoyl and alkoxycarbonyl, p =
1, Y means hydrogen, chlorine, fluorine

atom; Q means piperidinyl or piperazinyl
substituted with Yo at position 1; Yo is taken
among 21 group. Invention describes also
pharmaceutical composition based on these
compounds, method for pain relief and
treatment of psychosis using compounds and
1-[4-(3-chloropropoxy)-3-methoxyphenyl]-2-hyd
roxyethanone as the parent compound for
synthesis of compounds of the formula (I).
Antipsychotic and analgetic properties of
compounds allow their using for pain relief
and for treatment of psychosis. EFFECT:
valuable medicinal properties of compounds.
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TekcT onucaHus B hakCUMUINEHOM BUZE (CM.
rpapuyeckyto YacTe)r
®opmyna I/I306peTeHI/IF|:
1. MeTepoapun-1-NUNepuanHel 1 nNUNepasvHel
chopmynsl (1)
Qy

YD)
P N
roe X npegcraengaetr cobol -O-, -S-, -NH-
unu -N(Rg)-;
Ro BblibpaH W3 rpynnbl, BKAKOYaoLWer

BeHaoun, (C5-C1g) arnkaHoun [
ankokcukapGoHun;
p=1,

Y npepcraenaer cobol Bogopod, XNop,
prop;
Qy npefcTtapnaeT coboi

—Z -y
O z

roe Z npeactaenaet cobon -CH- unu -N-;
Yo BoIOpaH W3 rpynnbl, BKAKYAKLWEHA
u

€7y —(R_»—H ¢ (R}
EIN AR
¥

roe R4 npegcrasnaet cobok
-CR 24Ro7-(CR23Ro4)n-CR24Ro7-, e n = Q,
1, 2 vin 3; unn -CHRp4-CH= CH-CHRpy4-,
cBA3b -CH= CH- ABnfetcd UWC WNK TPaHC;
R o3 npeacrtaenger coboi Bogoped, (C 1-Cqg)
NUHERHbIA  ankun,  rmgpoken  unn - (Co-Cog)
ankaHownokcy, Rosg4 npegcraenaetr  coboi
Bogopo WM (Cq-Cqg) TNMHEWHbIA  ankun,
R o7 npegctraengetr coboi Bogcpod, WM
R 24 W Ro7, B3aTble BMeCTe ¢ aTOMOM Yrnepoaa,
K KOTOpPOMY OHU NpucoeauHeHbl, obpasyT C= 0;

A npeacraenger cobol -C(= 0)-, -C{= S)-,
-C(= CHy)-, -C(= O)CHj-, -CRog= N- wunmu
-CR 25R26-; Ros npepgcraenaer cobol soaopod,
rMOPCOKCH N (Co-C1g) ankKaHoWIMoKCH,
Ros nNpedctaenser cobol Bogopod WU
{C 4-Cg) anKum;

OJWH K3 By n B, npegcraenaet cobod CH
unu N, a gpyroi obosHadaeTt CH;

U npegctasnseT coboid O unu S;

gqg=1unn2

R4 npegcraengeTt coboi Bogopod, HWALWWMA
ankun, HW3WWA ankokcw, rugpokci, Tpu(Cq-Ce)
ankKKUnNcUNUNoKkcK, amuHo, (Cos-Cqg) aunnammHo,
{Co-Cqg) ankaHowun, xnop, gtop, -O-C (= O) -
(C1-Cq1g MpaMOA UNWU  pa3BeTBNEHHbIA)ankus,

WUCKNKMasa coedMHeHuns, roge U npepcraBnser
coboih O, A npegcraesnaer coboi -C(= O)-, u
By 1 Bz 06a npeacrasnsiot coboi CH;

B R
Z .!'23
~
9 =(R_ =N | (Rq)
b q
/ Z
R R
Z8 28

rae Ry, R4 M q - Takne, Kak ykasaHo Bblle;
Rog npeacrtaengseT coboil Bogopon Wnu
heHuUn;
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17> —(Rl)—N

-]
-]
]

IR

I

M
w
Y‘m
=]

10> —(Rl)—ﬂ

TN

L
1T g

roe Ry, Rg 1 q - Takve, Kak ykazaHo Bblwwe;

Rog M Rzg npegcTtaBnawT coboi Bogopos,

R31 1 Rgo NpeacTaenakT cobor Bogopoa,
R

31
B 32

\

-]
=

R

Z9
{R_2
{11} —{Rl}—N 1 g

R

5
=}

Z8

rie Rq, R4, Rog, Rog. Rao, Rap, Rep 1 g -
TakKune, Kak yKasaHo Bbllle,

R

3
RZB l;ﬂl] 3z
31
127 —(Rl}—N

32

X

(R >
4 g~

rie Rq, R4, Rog, R3o, Ra1, Ra2 v g - Takue,
KaK yKa3aHO Bblle,;

O
O

(R >

(13> —(th—H

-
E

roe Rq 1 Ryq - Takne, Kak ykasaHo Bbile,
m - TaKOW, KaK ykazaHo Janee;

(16> —(Rl)—N

]

b]
4 m

roe Ry v Ry - Takue, kak ykazaHo Bbllle;
m - TAKOW, KaK ykazaHo ganee;

(R _>
L |

4

roe Ry 1 Ry - TakMe, Kak ykazaHo Bblwwe;

M - TAKOW, KaK ykasaHo janee;
(18) -R-O-R'1,

roe R'4s BbiOpaH W3 rpynnbl, BKIKOYAWOLWER:
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{C1-Cyg NMpAMOA WnKM pasBeTBMNEeHHLIA)ankun,
-C(= O)-(C4-Cqg NpaMoi nnu
pasgeTBneHHblWankun;, -C{(= O) -NRq3Rq4,
roe Rqz npeacraenger cobod (C 1-Cqg)
ankuneHyo rpynny U Rqq npeacraBngsetr coboli
Bogopod, (Cq-Cqg) ankun; u

o

o
roe Ry Takol, kak ykasaHo Bbille,
m - TaKo#, Kak ykasaHo ganee;
(19) -R1-NR1gR4g
roe Rig 1 Rqg HesaBuMcuUMO BulbpaHbl K3
rpynnbl, BKMOYalOWed BOAOPOA, MPU YCNOBMK,
4YTO TONbKO oAWH W3 Rqg U Rqg npefcraenser
cobol Bodopod, -C(= O)-nprgnn,
-(C 1-Cqg NPAMOKA WNK pa3BeTBNEHHbLIA)aNKAN,
-(C4-Cqgankmn) OC (= O) (C1-Cqgankun); n
< | (R )
R
zs
rae NRqgRqg, B3dTble BMecTe, obpasyloT

KOMBUEBYIO CTRYKTYPY, BLIOPAHHYIO W3 rpynnkl,
BKIIOYAOLLEl MANepUaMHAN U MORCDOMMHII, rae
nMnepugnHKWNbHOE KonbLO 3amMelleHo

Y 2
M »

hY
rae X, Y, p, Ry, R4 1 Rog - Takve, kak
YKa3aHo BEILLE;
m - Takol, KaK ykasaHo ganee;
(20) -R1-S-R'p2
rae Rq n R'42 - Takne, Kak ykasaHo BbIWe; W
]

(Z1» —R 2
1
(R )
q
R
zg8
L]

roe Rq, Rq n Rog - Takue, kak ykazaHo BbllLe;

m=1,2 wn 3;

BCE WX TreoMeTpuyeckMe, ONTUYecKWe U
CcTepeo W30Mepbl UNK KX dapmaleBTUYecKn
npueMnemMsle conu NpUCoeaMHEeHUs KUCMOoT.

2. CoegyHeHue no n. 1, npedcraBneHHoe

chopmMynon
O
z
Y 3 /H
e
’f
3. CoeanHeHne no mn. 2, roe
Y 2 npedctasnget coboi
u
—{R )—N 4 {R
NN
A

4. CoeguHeHne no n. 3, rge A npeacTtaensaer
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coboit -CH(OH)-, B, 1 B, npeactaenaioT coboi
CH u U npepctasnsaet cotoi O.

5. CoegnHerue no n. 4, rae X npedcraender
coboi -O-.

8. CoegmnHeHue no n. 5, npeacraensiolee
coboi
2-[2-[4-(6-bTOpR-1,2-68H3KM30KCa30MN-3-UN)-1-NKunN
epuanHKUn] sTKN)

-2,3-aMrnapo-3-rngpokci-1 H-M3o1MHa0N-1-0H Ui
2-[2-[4-(6-hbTOR-1,2-6eH3M30KCa30MN-3-1Un)-1-nun
epUanHKUN] 5TKN)
-3-0Kkco-2,3-aurngpoe-1H-uaouHgon-1-MnoBsIA
achump AeKaHOBOW KACMOTHI, nunm ero
chapmaLeBTUYECKA npuemnemMsle conu
NPEUCOSOUHEHWA KACNOT.

7. CoegmHenune no n. 4, rge X npeacraenaer
coboi -S-.

8. CoefuHeHne no n. 7, npeacTaenawllee
coOoWA
2-[2-[4-(6-pTOp-1,2-6eH3na0THaz0N-3-1N)-1-nun
epuanHun] sTun]
-2,.3-Anrngpo-3-rmapokcn-1H-naonHaon-1-oH,
WnW ero chapmaueBTUYECKK NpUeMneMele Comnu
NPUCOEONHEHUS KACHOT.

9. CoegnHeHue no n. 4, rae X npedcraender
coboid -NH-.

10. CoeanHeHne no n. 9, npeacrasnawLlee
coboi
2-[2-[4-(6-PpTop-1H-MHAa30n-3-1N)-1-nunepasuH
nun] sTnn)
-2,3-aurnapo-3-rnapokck-1H-uaonHaon-1-oH,
unu ero hapmaleBTUYEecKn NpUemMnemMele comnu
NEUCOSaUHEHUS KACMOT.

11. CoegwHeHMe no n. 3, roe A
npefctasnaet coGod -C(= 8), B ,
B . npeactaensoTt coboi CH u U npeacraenser
coboin O.

12. CoeguHeHne no n. 11, roe X
npeactasnaeT coboi -O-.

13. CoeanHeHne no n. 12, npeacraenswlee
coboi
N-[2-[4-(6-cbTop-1,2-6eH3maokcason-3-mn)-1-nun
epuanHun]  atvn]  TvadTanMMmng,  WnuM ero
chapmaLeBTUYECKM npremMnemole conu
NPUCOEONHEHUS KACIOT.

14. CoegnHeHMe no n. 3, roe A
npeactaenaet cobod  -Ci= 8y, B , n
B . npeacrtaenawT ceboi CH u U npeacraenser
coboit S.

156, CoeguvHenne no n. 14, roe X
npeacraesnaet cobol -O-.

16. CoeguHeHue no n. 15, npedcrtaengawwes
coGoi
N-[2-[4-(6-chbTOp-1,2-6eH3naoKeazon-3-un)-1-nun
epuanHun] atmn] -1,3-buc-tnacbtanumng, wnu
ero  apMaueBTUYECKKM NpUemMnemsie  ComM
NPEUCOSaUHEHUA KUCNOT.

17. CoegmHeHne no n. 3, r1roe A
npefctasnset cobod -C(CH 3)OH-, By #
B ; npeactaensaoTt coboid CH u U npeacraenser
coboit O.

18. CoegnHeHne no n. 17, roe X
npeacraesnaet coboi -O-.

19. CoegunHeHmne no n. 18, npegcraenswowee
coOoWA
2,3-gurngpo-2-[2-[4-(6-cbTop-1,2-6beH31n30Kcazon
-3-1m-1-nUNepuauHnn] aTiun]
-3-rmpapokcun-3-meTnn-1H-n3onHaon-1-oH, unm
ero  apMaueBTUYECKKM NpUemMnemsie  ComM
NpPUCcoeanHEHUS KACMOT.

20, CoegvHeHne no n. 3, roe A
npefcrasnset cobod -CH(CH 3)-, By,
B . npeactaenaloTt coboi CH u U npeactaenser
coboi O.
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21. CoeguHeHne no n. 20, roe X
npeactaesnaet coboi -O-.

22. CoefnHeHwne no n. 21, npeacraenswlee
coboiA
2-[2-[4-(6-bTOPR-1,2-6H3Mn30Kca30N-3-1U)-1-NKMnN
epuanHn] sTun)
-2,3-gurugpo-3-metun-1H-n3onHgon-1-oH, wnu
ero dapMaueBTUUECKA NpUeMnemele  CoMu
npucoeanHeHUs KCMoT.

23. CoefMHeHWe no n. 3, roe A
npeactaBnaer cobod -C{= CH 2)- By #
B ., npegctaenawTt cobod CH n U npeacraenser
coboi O.

24. CoeguHeHne no n. 23, roe X
npeacraenaeTt coboi -O-.

25. CoegunHeHWe no n. 24, npeacragnawwee
coboiA
2,3-gurngpo-2-[2-[4-(6-dbTop-1,2-6beHs1n3okcazon
-3-un)-1-nunepuanHnn] stun]
-3-meTuneH-1H-naonHaon-1-oH, Unu ero
chapMaLeBTUYECKM npuemnemMble conu
npuUcoeauHEeHNs KACMOT.

26. CoegvHeHme no n. 3, roe A
npeactasnaeT coboir -CH o, By "
B ; npegctaensawoTt cebold CH n U npeacraenser
coboi O.

27. CoeguHeHne no n. 26, roe X
npeacrasnaet cobol -O-.

28. CoefvHeHWe no n. 27, npeacrtaendwwes
coOoiA
2-[2-[4-(6-bTOP-1,2-6eH3Mn30Kca30N-3-1Un)-1-nun
epuanHun] aTun]
-2,3-aurngpo-1H-nsonnaon-1-ox, N ero
chapmaLeBTUYECKH npMemnemMble conu
npuUcoeauHEeHNs KACMOT.

29. CoegvHeHne no n. 3, roe A
npeactaenset cobod -C(= O)CH -, By n
B . npeacrasnawt coboid CH m U npeacraenget
coboi O.

30. CoegmHeHre no n. 29, roe X
npeactaenaet cobol -O-.

31. CoeguHeHre no n. 30, npegcraenawLwes
coboiA
N-[2-[4-(6-cbTOp-1,2-6eHanaoKkeazon-3-1n)-1-nun
epuanHUN] aTKN]
-1,2,3,4-TeTpa-rnapon3oxXmMHomnmH-1,3-0MoH,  1nu
ero  dapMaueBTUUECKA NpUeMnemele  COMu
npucoeauHEHNS KACMOT.

32. CoeolHeHWe no n. 3, roe A
npeAactaBnaeT coboi -C(= O)-, By npeacTasnser
cobold CH, B, npeacraenger cobod N n U
npeactasnaeTt coboi O.

33. CoeaomHeHne no n. 32, roe X
npeactaesnaet cobol -O-.

34. CoequnHeHne no n. 33, npencraenswlee
coboiA
N-[2-[4-(6-chbTOop-1,2-BeHanaokcason-3-1n)-1-nun
epuanHiAn] aTun| -6-nuppono[3,4-b]
MMPMANH-5,7-0M0H, UN ero dpapmMmaleBTUHECKN
npruemnemsble Conn npucoegnHeHna KWCnoT.

35. CoegvHeHne no n. 3, roe A
npedctaenaeT cobol -CR 2= N-, By M
B . npegcraenswot cobo CH n U npeactaenser
coboi O.

36. CceaumHeHne no n. 35 roe X
npeacraesnaet cobol -O-.

37. CoeaunHeHne no n. 36, npegcraenswwee
coboiA
3-[2-[4-(6-cbTOp-1,2-6eH3m30KCa30mn-3-un)-1-nun
epuanHun] aTun] -2-metun-3H-xMHa30NKH-4-0H,
Ny erc dapmaleBTUHeckn NpUemMneMsie comnu
npucoeanHeHUs KCNoT.

38. CoeAMHEHWE no mn. 2, roe
Y o npegctasnget coboi
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Z8 Z8

—{R_J»—N (R 2>
1

R
Z8 23

39. CoeguHeHne no n. 38, roe X
npegctaenaet cobo -O- W Z npegcrasnsaet
coboii -CH-.

40. CoegnHeHue no n. 39, BblbpaHHoe K3
rpynnbl, BKMOYaoLWel:

4-(8-bTop-1,2-6eH3uzokcazon-3-un)-1-[3-(2,
3-guruapo-IH-naonHaon-2-rnnnponun|
NANEPUANH,
4-(6-dbTOP-1,2-6eH3nzokcazon-3-un)-1-[(2,3-gur
nopo-1H-MaocnHOoMN-2-1N)aTun] NMNepUanH,
4-(8-cbTOp-1,2-6eH3M30KCaz30N-3-1n)-1-[2-(5-pTO
p-2,3-gurnapo-1H-n3oHOoN-2-1n)atun]
NANEPUANH,
4-(8-cbTOp-1,2-6eH3n3okcazon-3-un)-1-[2-(2,3-4
urngpc-1H-maouH4oN-2-1Mn)nponun] nunepuanH,
N-[3-[4-(6-bTop-1,2-6eHamaokcason-3-mn)-1-nun
epUanHKN] -2-rnapokcn-1-nponun]
-2,3-aurngpo-1H-naouHgon,
N-[2-[4-(6-cbTop-1,2-6eH3mnaokcason-3-1n)-1-nun
epUanHKUN] 9TKN)
-2,3-AUrngpo-5-(TRUM3oNPONUICUIN)OKCK-1 H-1
30MHAON,
N-[2-[4-(6-bTOp-1,2-6eHanaoKkcazon-3-1n)-1-nun
epuanHun] atvn)
-2,3-gurnapo-5-rugpoKkei-1H-n3onHaon n
[2-[4-(6-hbTop-1,2-6eHanz0Kcason-3-un)-1-nunep
nouHUN]
-1-(2,3-gurnapo-1H-n3onHaon-2-nn)aTaHoH,  Wnn
ero capMaueBTUYECKW NpUeMnemble  CoMu
NpUcoeauHEHUS KACMOT.

41, CoeguMHeHWe no n. 38, roe X
npedctaenaeT coboi -NH- n Z npegctaenser
coboii -CH-.

42 CoefunHeHwe no n. 41, npegcraenawlwee
coboiA
4-(6-cbTop-IH-mHaa3on-3-un)-1-[2-(2,3-anrnapo-
1H-nacuHgon-2-un)atun| NUNeEpPUAKH Wnu
4-(6-prop-1H-wHaason-3-un)-1-[2-(5-cbTop-2,3-4
Urnapo-1H-naouHgon-2-unatnn] NMnepuanH,
WUnyv ero capmaleBTUHEcKn NpUeMneMsie Comnu
npuUcoeanHEHUs KCMOT.

43, CoegmHeHnWe no n. 38, roe X
npegctaenaet coboi -NH- m Z npegcraenser
coboii -N-.

44 CoeguHeHwne no n. 43, npegcrasnswowee
coboiA
4-(1H-nHaason-3-un)-1-[2-(2,3-aurngpoe-5-prop-
1H-M30MHAON-2-UN)STUN] NUNEpasuH,
4-(6-prop-1H-nHaason-3-nm)-1-[2-(2,3-anrngpo-
4-metun-1H-nsonHgon-2-nn)atun] NunepasuH,
4-(6-cpTopR-1H-MHAa30n-3-1n)-1-[2-(2,3-gurngpo-
5-meTun-1H-uzonHgon-2-nn)atun] nunepaswH
Y
4-(6-prop-1H-wHaason-3-nn)-1-[2-(5-cpToR-2,3-4
nrngpo-1H-nsonHgon-2-un)stun] nunepasuH,
WNW ero apmaueBTUIecKH NPUeMneMble Conu
npuUcoeauHEHUS KACMOT.

45 CoeguHeHne no n. 43, npegcrasnswowee
coboi
4-(1H-wHpason-3-un)-1-[2-(2,3-aurngpo-1H-naom
HOON-2-UN)3TKN] NUNepasnH,
4-(6-prop-1H-nHaazon-3-nm-1-[2-(2,3-anrnapo-
1H-nacuHgon-2-un)atmn] nunepaanH WM
4-(6-prop-1H-mHaa3on-3-nn)-1-[3-(2,3-aurngpo-
1H-nacuHOon-2-unnponun] NUNepasmH, Unu ero
chapmMaLeBTU-ecKkr npvemMnemMble conu
nNpUcoeauHEHWS KWCNOT.

46 CoeguHenme no 0. 38, roe X

27216545 C2

RU



S¥YSs9t1L2dc N

[ARS)

npegctaesnaet coboi -N(Rs)-» Z npeacraenser
coboi -N-.

47. CoegnHeHWe no n. 46, npefcraensiollee
coboi
4-(1-pekaHonn-6-prop-1H-nHaason-3-mn)-1-[2-(2
3-gurngpo-1H-nzonHgon-2-un)atun] nunepasuH,
WnNK ero chapmaueBTUYECK NPUEMNEMEIE COMnK
npucoeguHeHUs KWCNOT.

48.
6-PTOP-3-[4-[2-(2,3-anrngpo-1H-nacnuHgon-2-mun)
3TUN] -1-nunepasrHnn]
-N-cpeHun-1H-nHga3on-1-kapbokcammng, unuv ero
chapmaLeBTUYECKM npyemnemMsie conu
npucoeguHeHUs KUCNoT.

49, CoeMHEHWE no mn. 2, rae
Y o npegctasnget coboi

R R
31 3z
!
R
20 (R >
R
29

—<{R_ 2
1

50. CceanHeHne no n. 49, roe X
npeactaesnaet coboi -O- w Z npegcrasnsaer
coboit -CH-.

51. CoeavHeHue no n. 50, npeacraenswes
coOoiA
2-[4-(6-bTOp-1,2-6eH3unaoKkcaszon-3-un)-1-nunepu
AnHnn] -1-(2,3-aurngporHaon-1-un)ataHoH, Wnn
ero apMaueBTUYECKM MNpUeMnemble  Comu
npUcoeguHeHUs KWCMOT.

52. CoeauHeHne no mn. 2, rae
Y 2 npegcrasnset coboi
R
31
R 3z
3n.‘.
R
Za
(R >
- Rl ) —ty 4 g
R
28 28

53. CoeguHeHne no n. 52, roe X
npegctaenaet cobo -O- v Z npegcraeBnsaer
coboi -CH-.

54. CoefnHeHue no n. 53, npeacragnswlee
coboiA
1-(1,2,3,4-TeTparngpo-1H-n3oxXmHonuH-2-1umn)-2-|
4-(6-hTOp-1,2-6€H3U30KCa30M-3-UN)-1-NUNepuam
HWN] 3TaHoH,
N-[2-[4-(6-bTOp-1,2-6eHanaoKkeason-3-1n)-1-nun
epuanHAN] TN
-1,2,3,4-TeTparngpon3oXMHOMNKH,
2-(1,2,3,4-TeTparngpo-1H-n3oxXnHONWUH-2-un)-1-[
4-(8-cbTOp-1,2-6eH3uU30kcazon-3-un)-1-nunepuam
HWM] STaHOH,
N-[3-[4-(6-cpTOP-1,2-OeH3Mn30Kca3oNn-3-1n)-1-nun
epuanHn] -2-rnapokcu-1-nponun]
-1,2,3,4-TeTparngpon3oXHONMMH - MK
6, 7-onmeToKeK-2-[3-[4-(6-hTop-1,2-6eH3n3okcas
on-3-1un)-1-nunepnanHun]
-2-rnapokcu-1-nponunn)
-1,2,3,4-TeTparnapon3cxXmMHONNH, Mnu ero
chapmaLeBTUYECKA npuemnemMsle conu
NPUCOSOUHEHWA KACNOT.

55, CoegureHne no n. 52, roe X
npedctaenaet coboi -NH- 1 Z npedcraenser
cobol -CH-.

56. CoeavHerne no n. 55, npeacraenswlee
cobo
N-[2-[4-(6-bTOp-1H-MHAa3on-3-nn)-1-nunepuamnH
un] atnn] -1,2,3,4-1eTparnapon3cXMHOMNUH, WUnn
ero  chapmaueBTUHECKKM NpUemMnemMble  conuv
NPUCOEONHEHUS KACHOT.
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57. CoeguHeHme no n. 52, roe X
npedcraenaet coboid -NH- 1 Z npedctaenger
co0oi -N-.

58. CoegunHeHue no n. 57, npegcraenswlee
coboi
N-[2-[4-(B8-cpTop-1H-nHAa30n-3-un)-1-nnunepasuH
un] stun] -1,2,3,4-1eTparnapon3oxXMHONMH KN
2-[4-(6-bTop-1H-nHgason-3-un)-1-nunepasuHin]
-1-(1,2,3,4-TeTparnapo-1H-n3oxnHonNMH-2-1un)sta
HOH, WNK ero capmaleBTUYecKH NpueMnemMsle
COMNKW MPUCOEOMHEHUS KACMOT.

59. CoeaMHeHve no mn. 2, roe
Y o npedctasnaet coboi

R
3
R R
29 l,311! 3z
31
—(R >—N
1
3z
(R 2
3

60. CoeMHeHnMe no n. 59, roe X
npegctaesnaet cobo -O- W Z npegcrasnsaet
coboi -CH-.

61. CoeanHeHuWe no n. 60, npedcTaenswes
coboiA
1-(1,2,3,4-TeTparngpo-1H-xuHonuH-1-un)-2-[4-(
6-cpTOpR-1,2-68H3M30KCa30MN-3-UN)-1-NMNEpPUAUHA
n] aTaHoH,
N-[2-[4-(6-chbTOp-1,2-6eH3naoKeazon-3-un)-1-nun
epwanHun] atun] -1,2,3,4-TeTparnpoxXmHONUH
unm
N-[3-[4-(6-cpTOpP-1,2-O2H3Mn30KCa30N-3-1Un)-1-nnn
epuanHun] -2-rugpokcn-1-nponun]
-1,2,3,4-TeTparngpoxXnHONKUH, M ero
chapmaLeBTUYECKM npuemMnemole conv
NPUCOEONHEHUS KACHOT.

62. CoeAMHEHKWE no m. 2, roe
Y 5 npedctasnget coboi

(R 2

-
>

83. CoeamHeHne no n. 62, npencraensioLLee
coGoi
N-[2-[4-(6-chbTOp-1,2-6eH3naoKeazon-3-un)-1-nun
epuanHUn] aueTun]
-10,11-gurngpe-5H-aubena(b, f] asenwH, wnM
ero  apMaueBTHUYECKKM MpUeMnemsle  COMM
npucoegnHeEHUs KCMOT.

64. CoefMHEHWE no m. 2, roe
Y o npeactasnaeTt coboi

0 O
=(R_J=-HN
1
bt

(R )
4

=—{R =N
1

65. CoefMHEHWME nMNO 1. 64, rae
R 1 npencraenset cobor -CHaCHo-.

86. CoeamHeHne no n. 65, npeacraensioLlee
coboH
6-xnop-2-[2-[4-(6-pTop-1,2-6eH3u30Kcason-3-un
) 1-nunepuguHnn] aTKUN] -1H-6eHa[d, el
W30OXWHONKH-1,3(2H)-aM0H, unm ero
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chapMaLeBTU-ecKkr
npucoeguHeHUs KWCNOT.
67. CoeauHeHne no mn. 2, rae
Y 5 npegctasnset coboi
0

npueMnemMblie conn

—{R_ »—N (R 2
1 4 m

[}

68. CoeguHeHne no . 67, rae
R 1 npeacraenset cobor -CHyCHo-.

69. CoegunHeHue no n. 68, npegcraensowee
coboiA
N-2-[2-[4-(6-cbTop-1,2-6eH3m30Kca3on-3-un)-1-n
unepuavHun] atun] -2,3-Hadpranumug, 1unu ero
chapMaLeBTU4ecK1 npvemnemMsie conu
npucoeanHeHUs KCNoT.

70. CoeAMHEHWE no mn. 2, roe
Y 5 npegctasnget coboi -R4-O-R'ys.

71. CoeamnHeHue no mn. 70, roe
R' 12 npedctaenget cobol

]

O

72. CoegnHeHue no n. 71, npeacraenswlee
coboi
N-[2-[4-(6-cbTop-1,2-6eH3maokcason-3-1n)-1-nun
epuanHun]  atoken]  dTanumua,  wunu o ero
hapMaLeBTHUYECKA npuemnemMblie conu
npucoeauHeHUs KCMoT.

73. CoeAMHEHWE no mn. 2, roe
Y 5 npeactasnset cobol -R4NR1gR4g.

4. CoeguHeHne no . 73, rae
R 1g npegcrasnger coboi  Bogoped M
R 1g Npeactaenaet coboit -(C= O)-nupuann.

75. CoegunHeHuWe no n. 74, npegcraensowee
coboi
N-[2-[4-(6-cbTOP-1,2-0eH3M30Kkca3on-3-1n)-1-nmn
epuanHKn] stun] -3-nupuanHKapbokcamig, U
ero capMaueBTUUECKW NpUeMnemele  COMu
npucoeguHeHNs KACMOT.

76. CoenHeHWe no mn. 73, roe
NR 1gR1g ©Opasyer KONbUEBYIO  CTPYKTYRY,
BbIEpaHHy0 na rpynnel, BKMKYaKOLWEH
AMNePUAVHAN, TAe MUNepUOMHUITBHOE KOMbLO
3ameLleHo

(Y >
N\x P

rae X, Y U p - Takne, Kak yKasaHo Bbllwe.

77. CoegunHeHue no n. 76, npeacrasnswlee
coboiA
1,2-6uc-[4-(6-pTop-1,2-DeH3usokcason-3-un)-1-
nMnepUanHAN] aTaH unu
1,2-6uc-[4-(6-pTop-1,2-DeH3unaokcason-3-un)-1-
NMNEPUONHUN]  -2-TMOPOKCUNPONaH, W  ero
thapmMaLleBTUYEeCKM npuemnemMsle conu
NPUCOSONHEHWA KACNOT.

78. CoeaunHeHue no mn. 72, roe
R1g npegcrasngder cobol BogopcA WM
R 19 npegcraenaet coboi
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79. CoeanHeHWe no N. 78, npencraensiollee
coboi
N-[2-[4-(6-bTop-1H-nHaazon-3-un)-1-nunepasmH
un] atuN] -3-heHUN-2-XMHOKCANMHaMUH, UK ero
thapmMaLeBTUYeCcKU npvemMnemMble conu
npucoeguHeHUs KWCNoT.

80. CoefMHEHWE no m. 2, roe
Y o npegactasnget coboi

o

s
—(R_3 (R 3
1

R
28
o]

81. CoegurHeHue no n. 80, npeacraensowee
cobor
2-[2-[4-(6-cbTOp-1,2-6eH3m3oKcason-3-um)-1-nun
epuanHun] stun] -2-peHnun-1,3-MHgaHanoH, U
ero capMaueBTUYECKM NpUEMMeMble  COMU
npucoeguHEHUs KWCNoT.

82. ['eTepoapun-1-nunepuaonHb W
nunepasnHsl hopmynsl A
2y
Y >

P A
roe X npedcraenger cobod -O-, -S-, -NH-
unu -N(Rsz)-;
R, BoibpaH W3 rpynnel, BKIKYaKOLWER
GeHaounn 1 (Co-Cqg) ankaHoun;
p=1,
Y npepgcraBnaetr cofoW BOAOPOA, XIIOP,

hTOP WIW HUBLLUIA aIKOKCH;
Qq npepcraBnaet cobom:

_ZO_EZ

roe Z npeactaenget cobol -CH- unm -N-;
Y5 BbIBpaH U3 rpynnsl, cogepxaller

(R)
m

1> —{R »0
1

roe Ry npeacraenser cobod -CR 24Ro7-
(CR 23R24)n-CR24R27-, rae n =201, 2 unm 3;
unK -CHRp4-CH= CH-CHRjy4-, cBA3b -CH= CH-
ABNASTCH UMC WNK TpaHe, R o3 npegcraeBnser
cobod Bogopon, (C1-Cqg) NWHERHBIA ankun,
rMOPoKCH N (Co-C1g) anKaHoWMoKCH,
R o4 npeactaenser cobol Bogopod WU
(C 4-Cqg) NUHerHbIR ankun; Rpy npeacraeBnaet
cobold Bogopon, WK Rog M Rpz, B3ATHIE BMecTe
C aToMOM  yrnepoga, K KOTOPOMY — OHW
npucoenuHeHsl, obpasyoT C= O;

R 1 m - Takue, Kak ykasaHo ganee;

npv ycnoeuwu, uto Roz He npeacrtaBsnger
cobold Bogopod UnKn (Cq-Ce) NMHERHBIA ankun,
korga Roy npepcraenset cobod Bogopod U
R o4 nNpeactaenser cobol Bodopod WU
(C 4-Cg)MMHERHBIA  ankun, npu  ycroBUK, uTO
R »4 He npepcraBnser coboOl BOAOPOL WM
(C 1-Cg)niUHERHbIRA ankvn, Korga
R o7 npegcraenaet cobol Bogopoq U n = 0, UK
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korgja Roy npeacrtaBnser coboid Bogopod M
R o3 npeactaenser cobol Bodopon WU
{C 1-Cg) NUHERHLIA ankunn;

i
CZ)
R
3
roe Rq - Takol, kak ykasaHo BeIWwe;

R3z npegcraenaetr cobel Bodopohd WMK
-OCH 3;

P

€32 —(R 20
1 -_—
roe R1 - Takol, Kak ykasaHo BhllWwe;

R"4 npeactaengseT cobol BOAOPOA, HUALLIWMA
ankun, HW3WWA ankokcu, TMAPOKCHM, aMWUHO,
{C 2-C7) ayunammnHo, (Cx-Cqg) ankaHown, xnop,
trop, 6pom nnm -O-C(= O)-(C1-Cqg NpsaMoi nnu
pa3BETBINEHHLIA ankuny,

o
—(R )-( -
C4) 1 @-}2
4
o

roe R1 n R"4 - Takve, kak ykasaHo Bblle;

—<R 20
a2 4

) A
R
5 ¥

roe oaWH 1a Xy Mnu X; npefdctasnset coboi
-C(= O)-, a opyrol npedctasnaet cobol -CHz-;

R's npegcTaBnaeT coboi HU3LIKWA anKoKeH,

R - Takol, KaK ykasaHo Bbille,

(43 [}

—{R 2
1

roe Rq - Takol, kak ykasaHo BhllWwe;

R"4 npencraenaet coboi (C1-Cg) ankaHoun;
u

-

A
¥

€7y =(R_¥»-H
1
A

roe A npegcrtasnget cobol -C(= O)-,

oba By 1 B; npeacraensior coboi CH;

U npeactasnaet coboit O;

g =1un1 2, Ry - Takoi, Kak ykasaHo Bbllle,

R4 npegcraengeTt coboi Bogopod, HWALWWMA
ankun, HW3WWA ankokcu, rugpokcl, Tpu(Cq-Ce)
ankKUneUNUNoKcK, amuHo, (Co-Cqg) aunnammHo,
{Cx-Cqg) ankaHown, xrnop, dTop, Bpom Wnn

-O-C(= 0)- (C1-C1sg NPAMOA nunu
pa3BETBMNEHHLIA)anKun;
o
H
J
8y —(R_>—N
1
H
o

re Rq - TakoW, Kak yKasaHo Bhille;
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(R>
m
c14) =-{R )

roe Rq - Takol, Kak ykasaHo BbllLe;
Qp npepctaenaet coboi -S-, -NH- unu -CHyp-;
R ¥ m - Takue, KaK ykazaHo fanee;

0
€18> —(R )—< :>
1

o

roe Rq - Takon, Kak yKkazaHo BhILWE;

(18) -R4-O-R"12

roe R'"4o BblbpaH W3 rpynnbl, BKAKYaKLWER
gogopod, -C(= O)}(Cq-Cio npamoi wnm
pasgeTBneHHblA)ankun, u -C(= O)-NRy3R44,
roe Rqz BbiBpaH w©3 rpynnsl, BKIOYawLWen
sogopod W (C4-Cqp) ankun, Rjs BbIOpaH U3
rpynnel, BKMuYawwer Bogopoa U (Cq-Cqo)
ankun,

R - Takol, kak ykasaHo Bbille;

(19) -R4-NRgR19

rie Rqg M Ryg HesaBuvcumo BbIGpaHbl K3
rpynnel, BKMouatoLeld BOLOPOL, -
(C 4-Cqg NpaMoR MNKU pasBeTBNEeHHLIR)anKun, K
-(C4-C4g ankun) OC(= O) (C4-Cqg ankun);

NR1gR1g, BasTble BMecTe, obpaayor
KONBLUEBYIO CTPYKTYPY, BbiGpaHHylo W3 rpynnkl,
cofepxalen nMUNepuanHun 1 MopdONUHUI;

R - Takol, kak ykasaHo Bbille;

(20) -R4-S-R"42

roe Ry n R"2 - Takne, kak ykazaHbl Bblile,;

R npegcraenser coCoiA Bodopod, HW3WWA
ankun, HW3WWA ankokcW, TMOpPoKcun, Bpom,
aMUHO, HW3WKWA MOHO- WNKM  AWanKunamuHo,
HA3LWWEA  anKKUNTHO, uKaHo,  ayunaMuHo,
ThUTOpaUeTn, amuHokapboHun,
MOHOEU'IKI/IJ'IaMMHOKapﬁOHMJ‘I,
AnankanaMmuHokapboHun, dopmun, -C(=
O)-ankun, -C(= O)ceHnn, -CH(ORy7) -ankwn,
unu -C(= Wh-ankun, ankun asngetca (C 4-Cqg)
ankunom; W npegcraesnger cobod CH 5 unu
N-R ¢; R7 npegcraesnaet cobeolh BOJOPOL, ankun
unu (C2-Cqg) ankaHoun; Rg npegcrtasnsger cobor
rMOPOKCH, AnKoOKCKH N -NHRq;
R 40 NpepcTaensaeTt cobol Boaopos;,

m=1,2uUn 3;

n mwoban  rmgpokcunsHaa  rpynna,
npucoegvHeHHass K anudaTUYecKoMy WK
apoMaTtUYeckoMy aTtoMy yrnepoga, vunu nobok
NepBUYHBIA MM BTOPWYHBIA aToM a3oTa MOoryT
OuITe  auunupoBaHbl  (Cs-Cig)ankaHounsHoOM
rPYNNoR; KpoMe Toro, nbol atoM asoTa MOXKET
OblTb, anbTepHaTUBHO, auwnupoBaH (Cs-Cqg)

anKOKCHMKapOOHWNBHOR  TPYMMOW;

BCE €ero reoMeTpudeckme, ONTUYEeCKWE W
CTEPEeOU3oMepbl WM  ero  hapMaueBTNYSCKA
npremnemMas conb NPUCOSAVHEHUA KNCMOTbI.

83. CoeguHeHue no n. 82 dpopMynbl

D
v >

84. CoefMHeEHWE no m. 83, roe
Y o npeactasnsaet cobol
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CR>
m

=-{R 20
1

85. CoeguHeHne no . 84, rae
R 1 npegcraenger cobod -CH 2CH(OH)CHo-
N -CH2CH[OC(= O){C4-Cg)ankmnn] CHo-.

86. CoeaunHeHne no n. 85, roe R HezaBUCHMMO
BblBpaH M3 Becaopoda, (Cqi-Cglankokcl Wnn
(C 4-CqgankaHouna, um = 1 unu 2.

87. CceaunHeHne no n. 86, roe X
npegctaenaet cobo -O- n Z npegcrasBnaer
coboli -CH-.

88. CoegunHeHne no n. 87, npeacragnawlwee
cobolk
4-[3-[4-(6-dTOP-1,2-6eH3n30KCazoN-3-Un)-1-nun
epuanHUAN] -2-rnapoKCeKn-1-NponoKkcu]
theHVNMeTUNOBLIA adhup,
4-[3-[4-(6-tbTOp-1,2-6eH3nzoKkcazon-3-un)-1-nun
epuanHAN] -2-rnapoKeKn-1-NponoKkcu]
-3-MeToKCUEHNITMETAHOH MK
1-[(4-aueTo-2-meTokcK)heHoKeK]
-3-[4-(6-cpbTOp-1,2-6eH3m30KCa30n-3-1n)-1-nunep
MOKHKN] -2-nponungekaHoar, nunu ero
chapmaLeBTUYECKU npuemnemMele comnm
NpUCOeaNHEHUS KACHOT.

89. CoenHeHWe no mn. 83, roe
Y 5 npegctasnget coboi

u

7’ (R >
Ya Yo

¥

roe A npegctaengaet coboi -C(= O)-;

By 1 B, oba npegcraenatoT coboid CH;

U npeactaenseT coboid O;

R¢ npeactaenger coboi -CH ,CH(OH)CH»-
N -CH2CH[OC(= O){C1-Cg)ankmnn] CHo-.

90. CoceanHeHne no n. 89, roe X
npegctaenaet cobo -O- v Z npegcraeBnsaer
coboi -CH-.

91. CoeguHeHre no n. 90, npegcrasnswwes
coboiA
N-[3-[4-(6-bTOp-1,2-6eHanaoKkcason-3-1n)-1-nun
epuanHun]  -2-rugpokeu-1-nponun]  ranuMmng
nnu
1-[4-(6-cbTop-1,2-6eHsnzokcazon-3-wn)-1-nunepu
OAHUN] -3-TannmMuao-2-nponvnaekaHoaT, Wnn
ero  dapMaueBTUUECKA NpUeMnemele  conu
npUcoeguHeHUs KWCMOT.

92. CoeaHeHwe no n. 82, npeacragnswlee
coboiA
N-[2-[4-(6-cpTOpP-1,2-OeH3n30oKkca3on-3-1n)-1-nun
epuanHun] atun)
-4-(1-gekaHonnyaMUHOMpTANUMKUL, NI
N-[2-[4-(6-cbTop-1,2-6eHa3n30Kcazon-3-1n)
-1-nunepuanHun] aTun]
-4-(1-gekaHonn)okcupTanumMua, N X
chapMaLeBTU4ECKA npvemMnemMsie conu
npucoeanHeHUs KCNoT.

93. CoenHeHWe no mn. 83, roe
Y 5 npegctasnget coboi -R4-0O-R"4s.

94 CoeguHeHne no . 93, rae
R" 12 npeActaendet coboii BOOOPOL.

95. CoceonHeHnWe no n. 94, roe X
npedctasnaeTt cobol -O-.

96.
1-[2-[4-(6-tbTop-1,2-6eHaunsokcazon-3-1n)-1-nun
epUaMHKN]  3TWUM]  UWKMIOrekcaHon WM ero
chapmMaLeBTHUYeCcKU npuemnemMslie COMnM
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NPUCOEONHEHUS KACIOT.

7.
1-[2-[4-(6-cbTOp-1,2-BeH3n3oKcazon-3-un)-1-nun
epuanHun]  3TWN]  UWKIONEHTAHOMN WM ero
thapmMaLeBTUYECKA npuemnemMsle conu
NPUCOEONHEHUS KACHOT.

28, CoeguHeHne no  n. 83, roe
Y o npegactasnsaet cobol -R1INR1gR1g.

99. CoeguHeHWe no n. 98, rae Rqg n Rqg 0ba
npedctasnawTt cobor Bogopoa.

100. CoegmMHeHNe no n. 99,
npegcraensoes cobol
3-[4-(6-bTop-1,2-6eH3n30Kcason-3-un)-1-nunepu
AAHUN]  -2-TMOPoKCK-1-NponunammnH, unu - ero

hapmaLeBTUYEeCKM npuemnemMele Conm
npUcosanHeHUa KCNor.

101. 3tun
3-[4-(6-bTOp-1,2-6eHanzoTnason-3-un)-1-nunepmn
AHKN] nponuoHar, aTun
3-[4-(6-bTOp-1H-MHpa3on-3-un)-1-nunepasnHun]
nponueoHar,

2-[4-(6-bTOp-1,2-6eH3un30Kcason-3-un)-1-nunepu
AWHAN] aueToHUTPKUI,
3-[4-(6-bTOp-1,2-CeH3nzoKcason-3-mun)
-1-nunepuanHWn]  NPONUOHKUTRKI,
[4-(6-cbTOp-1H-MHaazon-3-un)-1-nunepasuHun]
aUeTOHWTPUN WUNK
1-[4-(3-xnopnponokcn)-3-MeToKcudeHun]
-2-MMOPOKCUSTAHOH, UMK KX apMaLeBTUYECKM
NpUEMIemMsIe CONMU NMPUCOSAWHEHUA KWCMOT.

102. CoefMHeHWe no n. 82,
npegcraenawllee coboi
(8)-8-cbTop-3-[1-(3-MeToOKCUeHUN-2-MeTUNPON
un)-4-nunepuanHKn]  -1,2-6eH3M3okcason  Unu
ero apmaueBTUYECKKM NpUemnemsie ComM
NpUCoeanHEHUS KACHOT.

103.
N-(2 3-anokcunponun)-4-(6-cbtop-1,2-6eH3n3cKe
as3on-3-unnunepuamnH nunu ero
hapmMaLeBTUYECKA npuemMnemMble COMM
NpUcoeauHEHNS KACMOT.

104,

1-[4-(6-bTop-1,2-CeHanzokcazon-3-un)-1-nunepu
AWHUN] -2-NPONaHoH WMk ero apmaleBTUYeCcKU
npuemMnemele Conu NPUCOSANHEHUS KNCAOT.

108.
1-cheHokcnkapboHun-3-(1-heHokcrkapboHun-4-n

wnepuauHun)-1H-nHgasen N ero
chapmMaLeBTU4ecKkm npvemMnemMsie conu
npuUcoeanHEHUs KCMOT.

106. CoefMHEHWe no n. 82,
npedcraesnqawee cobolk

1-[4-[3-[4-(6-bTOp-1,2-OeH3M30KCa30M-3-1m)-1-
nMNepuanHKN] - NponokcK]  -3-meTokcudbeHun]
-2-TMAPOKCHITAHOH WUNK ero grapmaueBTUYEecKn
npremnemele Conu NpPUCoedUHEeHUS KNGNOT.

107. CoegnHeHne no n. 82,
npeacraensiowee  cobol rMapoxnopua,
N-[2-[4-(6-bTOp-1,2-6eHanaoKkcason-3-1n)-1-nun
epuanHW] aTun] dTanumuaa.

108. leTepoapun-1-nnepuanHsl 4
nunepasnHel popmynkbl

2y

Y 2
v A
roe X npencraengser  coboi  -N(R )
R o npencraenset (C4-C4g)ankokcrkapboHun,
p=1;
Y npegcTaendeT coboi BOQoOpo4 MNnU dTopR;
Qy npepcraesnaeTt cobon
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z
roe Z npegcraenaer cobor -CH- mnu -N-;
Yo BoIOpaH W3 rpynnel, BKAKYAKLWEHA

(N u

{7y —={R_>—H (R 3
EINAP T
¥

roe A npegcraengdet coboi -C(= O)-;

U npeactaenaet coboit O;

By 1 B, npeacraenaoT cobor CH;

q="1

Ry npeacraenger coboih  -CR  94Rs7-
(CR 23R24)n-CR24R27-, rae n = 0, 1, 2 unn 3;
R 95 npeacraenger coboi Bogoped, (C 1-Cqg)
NWHERHbBIA ankun, apun, rMapokcKu UK (Co-Cqg)
ankaHouwnoken;, Rpgq npepctaBnaer  cobonr
sogopod wnu  (C4-Cqg) nNWHErHBIA an  Kkun,
R o7 npepoctaensetr coboid Bogcpon, WM
R 24 W Ro7, B3gTHIe BMeCTe C aTOMOM YInepoa,
K KOTOPOMY OHUW NpucoeguHeHdbl, obpasyiT C= O;

R4 npefcraenseTr coboid BoOgopoL, HWU3LMIA
ankun, HW3WKWIA ankokew, rugpoken, Tpu (C41-Cg)
anknuncununokcK, amumHo, (Coe-Cqg) aunnammHo,
{C2-Cqg) ankaHown, xnop, crop unn -O-C(= O)
- (C1-C1g NpsMOA UnW pasBeTBREHHbIR)anKMn,

BCE WX TreomMeTpuyeckue, OnThYeckne W
CTEPeOUaoMepbl, WKW KX dapmaueBTUYECKN
npremnemsbie connu npucoeavHeHWUA KWCNOT.

109. CoeaumHennve no n. 108, roe X
npegctaesnaer cobod  -N(R 2 w©n Z
npedctaesnaet cobolh -N-, rde Ro npeacraenser
coboit (C1-Cqg) anKokcukapboHWn.

110. CoegunHeHWe no n. 109,
npedcrasnsawLee coboi
N-[2-[4-(1-pekaHokcukapboHun-6-dpTop-1H-nHaa
30n-3-un)-1-nunepaanHun] atun] dTanMMmug unu
N-[2-[4-(1-sTokcukapboHun-6-cpTop-1H-nHaason-
3-um-1-nnepasmMHun] aTun] dTanuMmug, Unn ero
chapMaLeBTU4ECKA npvemMnemMsie conu
npucoeanHeHUs KCNoT.

111. dapmaueBTUYecKas KOMMO3WLKMS,
cofepxallas B KadecTBe  aKTWUBHOrO
WHrpegmneHTa adpcpeKTMBHOE KCNM4ecTBO
coednHeHWa no nwéGomy 13 nn. 1, 82 1 108 n
thapmaLeBTUYecKky NpUeMneMbli HOCKTenb.

112. dapmaueBTHUYECKAd KOMMNO3WLKA NO n.
111, apnawwascq aHTUNCUXOTUYECKOR
thapmaLeBTUYecKon KOMMNO3WMUWER.

113. CoegnHeHue no nwbomy M3 nn. 1, 82,
106, 107 u 108 gna npouaBoacTea
NekapcTBEHHLIX CPeAcTB Ans NeYeHrs NCUXC30B
1 ocnabneHuns donu.

114. ¢apmaueBTUHEcKas KOMNO3WLMA No .
111, aBnalowaacq  aHanretudecKor
hapMaueBTVYECKOR KOMMOZULHNEN.

115. ¢apmayeBTUHecKas KOMNO3nLMa no .
111, apnswowascs dapMaleBTUYECKCr
Jeno-kemMnoauuuer, rie coeguHeHne no notomy
w3 nn. 1, 82 unw 108, coaepXuT aLunupoBaHHbIe
TMOPCKCUIPYNMY, aMUHOrpynny WM a3cT B
NONMKeHWN 1 UHAZ30MbHOrO Konbua.

116. ®apmaueBTMHeckan Aeno-KOMNO3nLMa
no n. 115, roe rgpokcKu WNW amMuHorpynna
auunupoBaHsl  {C4-Cqg)arikaHOUNBHOW rpynnoi
nnu (C4-CglankokcukapboHUNbHOW  rpynnoi.

117. Komnosmuma no n. 115 wnn 116,
cofepxallas dapMaleBTUUeckn npuemnemos
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Macno.

118. Komnoauums no n. 117, rge ykasaHHoe
Macno BeIbpaHo M3 RYNNbl,  BKIKOMaKLWeR
KOKOCOBOE Macno, apaxmcoBoe Macno,
cesamMoBoe Macno, XMOMKoOBOS Macno,
KYKypy3HOEe Macro, COeBOE MAacno, ONMBKOBOE
MAcno W CNOXHble SMPbl MKUPHLIX KMCNOT U
MHOMOaTOMHbIX CMWPTOB.

119. dapmaleBTUYEecKan Aeno-Komnosnyunsa
no n. 115, roe coeguHeHWe BLIGPAHO U3 rPyNMLl,
BKIKOYUAIOLLER:
2-[2-[4-(6-cbTOp-1,2-6eH3m30KCa30mn-3-un)-1-nun
epUanHKUN] 9TKN)
-2,3-AMrngpo-3-rnapokceK-1H-naonHaon-1-oH,
2-[2-[4-(6-cbTOp-1,2-6eH3m3oKcason-3-um)-1-nun
epuanHKUN] 5TKN)
-3-0Kco-2,3-aurnapo-1H-naonHaon-1-mnoesii
schup OeKaHoBOW KCNOTHI,
4-[3-[4-(6-cbTop-1,2-6eH3un3oKcazon-3-un)-1-nun
epuanHUN] -2-rnapoKCen-1-NponoKkcu]

P EeHUTMETUMNOBBIA 3CMP,
4-[3-[4-(6-cbTOp-1,2-OeH3n30oKcas3on-3-un)-1-nun
epuanHUN] -2-rnapoKCen-1-NponoKkcu]
-3-MeTOKCUPEHUTMETAHOH,
1-[(4-aueTo-2-MeToKcn)PeHOKCH]
-3-[4-(6-cpTOp-1,2-6eH3uM30Kcason-3-un)-1-nunep
WauHWN] -2-nponungekaHoar,
N-[3-[4-(6-cbTrop-1,2-6eH3maokcason-3-mn)-1-nun
epuanHun]  -2-rmapokcu-1-nponun]  ranummng,
1-[4-(6-cbTop-1,2-CeHanzokcazon-3-un)-1-nunepu
AWHWN]  -3-cbTanumuao-2-nponunaekaHoar,
N-[2-[4-(6-bTOpP-1,2-6eH3mnaoKkeason-3-1n)-1-nun
epuanHun] sTun]
-4-(1-gekaHonn ) aMmuHOMTaNMMIA,
N-[2-[4-(6-cbTOp-1,2-6eHanaoKkcason-3-un)-1-nun
epuanHun] sTun]
-4-(1-gekaHonn)okcudTanumMmna,
N-[2-[4-(1-gekaHokcrkapBoHun-6-cbTop-1H-nHga
30n-3-un)-1-nunepasmnHun] stun] ranummug
N-[2-[4-(1-sTOKCUKaApPBOHUN-6-pTOP-1H-MHOa3on-
3-Un)-1-nunepasuHUn] aTun] pTanMmua, Wnu mx
chapmaLeBTUYECKM npuemnemMsle conu
NEUCOSaUHEHUA KACMOT.

120. Cnocob ocnabneHusa ©onuv w/unu
NnevyeHWa NCKMXO30B, BKMNOYAOWMA BBedeHWE
MneKonuTawLwemy achchekTUBHOMO ans
ocrnabneHna 6onn UNK Ana NeYeHnsa nNeuxosa
KOnvyecTBa coeduHeHusa no nwbdomy ma nn. 1, 82
unu 108,

121, Cnoco6 no n. 120, rae Aand
obecneyeHUs onNUTENbBHOC aHTUNCUXOTUYECKOro
achchexra MrekenuTarowemy UHBELMPYOT
Komnoauuuio no nwbomy na nn. 115-119, Baartyo
B KOMWYeCcTBe, AOCTATOYHOM N8 CO3OaHus
ANUTENbHOTO aHTUNCUXOTUYECKoro addekTa.

122. Komnosmumsa no nobomy ma nn. 115119
B KavecTee aKTMBHOIO UHrpedveHTa
NekapcTBEHHOMo cpencTea, cosjarLlero
ANUTENbHBIA aHTUMNCUXOTUYECKUA adhdekT.

123.
1-[4-(3-xnopnponokcu)-3-meTokcudeHun1-2-rng
POKCWU3TaHOH.

124 Komnoanuma no n. 119, cogepwallas
thapmaueBTUYecKky npuemMnemMoe Macno.

125. KoMmnoaunyusa no n. 124, rge ykasaHHoe
Macno BoibpaHo W3 RYNNbl,  BKIKMaLWEeR
KOKOCOBOE Macno, apaxmcoBoe Macno,
ceaamMoBoe Macno, XMOMKoBoe Macno,
KYKypy3HOEe Macro, COeBOE MAacno, ONMBKOBROE
MACNo W CNOXHele 3PMPbl KUPHLIX KACNOT U
MHOMCaTOMHbBIX CMUPTOB.

MpropyvTeT NO MyHKTaM:

28.10.1993 no nn. 1-81 n 108-110;

25.10.1994 no nn. 82-107,

28.10.1993 1 25.10.1994 no nn. 111-125 -
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llepekpecTHAasA CCHIKA HA PONCTBEHHYK 23aSBKY.

Lannast 3aABXa sABNAETCS YaCTHUHBIM NPOAOMKEHMEM 3aIBKH
¥ 08/144265, nonanHo# 28 OKTs6pa 1993 r., KoTOopasa sABndercs
HaCTUYHBIM MPpOOCTKEeHHeM 3asaABkKKM N 07/969383, nomauHoi 30 okTsH6-—

pa 1992 r., Koropaa ABNSETCS YACTHUYHEIM NPOOOJIKEHHEM 3a9BKH

12-
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¥ 788269, nogaumoit 5 HOs6psA 1991 r. (B macToamee BpeMss aHHY-
AKPOBAHA) , KOTOPAs ABNASTCHE UACTHUHLIM NPOnONXeHHEeM 3asBKHU
M 944704, noparuo#r 5 cenTabpa 1991 r. (B HacTosmee BpeMd
AHHYJNHPOBAHA) , KOTOpas HBNAeTcCH NMpoOo/IKeHneM 3aABXH F 619825,
nonarHOA 29 HosA6pa 1990 r. (B HacTosmee BpeMsa AaHHYNIHpoOBasa) ,
KOTOpasa sBNseTcA IPOOONXEeHHEeM 3agBKu 456790, nonanHoH 29
Dexabpsa 1989 r. (B Hacrosmee BpeMA AHHYNHPOBAaHA), XOTopas
ABNACTCS YACTHYHLM INPONOJIXEHHEM SasdgBKH N 354411, nonaHvO®
19 mas 1989 r. (B HacTosmee BpeMA aHHYNHpoBaHa), OnHcaHus
STHX 347ABOK ABJAKNTCI OCHOBOR OMNHCAHHSI NAHHOW 3aXBKH M BKJIRUE -

HBEl B HEro nNyTeM CCBIIKH.

llpennocunku CO3-aHHA M306peTeHus .

HacTrosmee H3IO6peTeHHe OTHOCHTCH X FreTepOapHINHNIEpHOHHEAM,
NUPPONHUAMHAM H NHUMIEPA3HHAM. B YACTHOCTH, H306peTeHHe KacaeTcs
PETEPOAPDHNNTHNEPHONHOB, MHPPOIUOHHOB H [IHNEepPA3HHOB, IIPOSABIAK-
MHX AHTUINCHXOTHUYECKYHW AXKTHBHOCTbL, ¥ HX NMpHMEHEHHsI B XaueCcTBe
AHTHNCHXOTHYECKHX Je€KapCTBEeHHBIX cpencrs.

[IHPOKO pacnpocTpa’HeHo TepalleBTHYECKOE JiIeUeHHe 60bHBIX
mH30¢peHHel MNyTeM BBeIeHHHA HeHpONEeNTHUYECKHX NeKapCTBEHHBIX
CPENCTB, TAKHX KAaK XJIOPIPOMAa3HH, TaANCNepuaon, CYNbIUPHN H XH-
MHYECKH POLOCTBEHHbHIE COEOHHEHHSA. XOTH TMonapBieHHe CHMIITOMOR
WH30¢PPEHHUH 6LINTO YCIEmHRIM, 3TH JEKAPCTBEHHBE CpelcTBa He Houe-
AT GONBHOI'O INICHMXO30M, IOYTH CIIpE€NeJIeHHO MEePEeHOCAmero pelH-
AHB IIPH [peKpaNeHHH MeIHKAMESHTOSHOTO JeuYeHMT. [Ipononxaer
CYmeCcTBOBATE B JAaHHOH O6IAacCTH NMOTPeBHOCTE B AHTHNCHXOTHUSCKHX
TERAPCTBEHHBIX CPeNCTBAX NONA JedeHHUs OCHX0O3a.

KpoMe TOro, HeKOoTOpHE H3I H3BECTHBIX HEHPONETITHKOB HAlT
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HeXenaTenbHble TMOGOUYHBIE PPeKTH. Hanpumep, mno6ousme 5¢HpeKTH
MHOI'HX aHTHICHXOTHUYECKHX CPeOCTB BKINYAKWT TAK HAa3HBAEMEE
IKCTpanHpaMuaanbHble CHMITOMB, TakxMe KAaK PHUCHOHOCTE H TpeMop,
HelpepblBHAA 6eCnNOKOHHAA XOonb6a MU MO3QHSS OHCKHHE3HA, KOTOopas
BEISEIBAST I'DHMACBE H HENPOH3BOJBHbBIE IOBUXEHHS NHIa H KOHEUHOC-
TeH. O6bYHA TaKKe OPTOCTATHYECKAS IHIOTEH3IUA. [TozTOoMy B pmau-
HOH OGNACTH MENWUHHE CYMeCTBYEeT TaKke NOTPe6HOCTL B AHTHIICH-
XOTHYECKHX JNEKAPCTBEHHBIX CpeACcTBaxX, KOTOpbE NAaWT MEHBNE HIIH
MeHee CHIbHble [POABJIEHHA 3THX O6GLIYHBX ITO6OYHBIX 30PexTOR.

KpoMe TOro, vacTHE H NPOOONKHUTENbHEI TpHUeM HeHPONENTHEKOB
4 NpobNeMsl ¢ COBNNOCHUEM GOINEHBIM PeXHMa H CXeMbl JEUEHHS Takxe
BRISEIBAKNT TIIOTPeBHOCTE B HeHPONElTHKAaX ONPOCANEHHOI'O HOeHCTBHSA,
KOTOpEle MOT'YT O6BITE NPHI'OTOBJIEHH B dopMe pneno IpenapaToB C
OMHTENBHEIM BRICBOGOXOEHHEM, 6e3 VKA3aHHBIX BbHNE IMTO60YHBIX 3dpdex-
TOB.

W eme, HyxHB JeKapCTBeHHBEE CpPenCcTBa, KOTOpble MOTYT BHISBEI-
BATb IpyrHe CHOJOrMUYECKHe 3¢pekTsl. Halpumep, H36ABISHHE OT
G6ONY BBUIO NABHHM CTpPeMISHHEeM, 4YTO IPHBeJIO K CTKPHITHHR TPHPON-
HBEIX H CHHTETHUYECKHX aHalreTukoB. TeM He MeHee, NMoTpe6HOCTD
B 0e30MacHBX H 30PeKTHBHEIX aHANCSTHKAX IpoACcnXaeT CcymecTBO-

BaTh OO CHX IIOp.

KpaTkoe H3NO¥eHHEe CYMHOCTH HM30GDEeTeHHS .

3ajavyell HaACTOAMEroO H306PETEHHS ABISAETCSH YOOBIETBOPEHHE
YKA3AaHHBIX TMOTpeBHOCTEN B NAHHOH O6JACTH MenOHUIIHUHB IIYTeM co3ga-

HHUS COeOHHEHHS (GOPMYyNb:
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roe X

r'ne

npepcrasnsier -0-, - $ -, - AH- wunu - MRy -;
BEIGPAH H3 TpPYNNH, COCTOAmMER M3 HUzmel SNKHUIBHOH,
apun (EM3meR) anKUNbHOA, ApHNbLHOM, UHKNOANKHNEHON, APOHNb-—

HOH, AIKaAHOHNLHOH, ANKHNOKRCHRAPBOHHUNIBHON H PEeHUINCYNbHO-

HHNBHEOHR Tpynm ;

paBro 1 umu 2;

[IpelcTaBnAET BOOOPON, HHU3WHME ANKHI, TCHOPOKCH, XIOp,
¢TOop, 6pOM, HOO, HUIDHHE ANKOKCH, TPHOTOPMETHII, HHUTPO
HITH aMHHO;

BEI6GpAaH H3 CPYNIE, COCTOAmMEH H3:

14
) N—Y,
| }
Z npegctaBsngeT —-CH- unu - AN-; H

Y o BeIGpaH H3 CpPyINb, COCTOSmed H3:

15-
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roe

D R

—®;0

(Ry) npencrasaser C Ry Ry7- (CRy3R4), ~CRo 4R 7~
roe n npencraeasger 0, 1, 2 unu 3; HId

-CHR5 4 ~CH=CH-CHR, 4 -,

—-CHR; 4~C=C-CHRo 4~

~CHBj 4 -CH=CH-CBy 3R 4~CHRo 4~
—-CHRy 4 -CRp 3Ry 4-CH=CH-CHRy -,
~CHR4-C=C-CRy3Rp4-CHRy 4~ uam
—CHRy4~CR23R24-C=C-CHRy 4 -, mnpuueMm

cBa3b —-CHTCH- sBnsdeTCs LHC HMAH TPAHC;

R ¥ m yrasza”Hw jganee;

RQ3 npeAcTaBlsAeT BOAOPOA, ANKHI, apwn, THOPOKCH,
AJKOKCH, APHIOKCH, APHIANKHIOKCH, ANIKAHOHI-
oxcn; TUOPOKCH (HU23MKHK) AnNKUA, ANKOKCH (HH3MUHA) -
AnKuN, APHUIOKCH (HH3MHHA) aNKHI, apUJalkHIi-

OKCH (HUZMHA) aNKHI, AJKAaHOMNOKCH (HU3mHiL) ~

- =\ (Z2)p
HU3MHUE ANKHIESHHI
@

rpe '21 nNpencTaBndeT HU3MMA anxun, —OH-, HHIDHA

SanNKHII HIH

ANKOKCH, —CF3, - N0y, —A/H2 HJIH rano-
TeH; H
Ry, NpencTaBnsgeT BOOOPOA, ANKHMI, APWI, THOPOK-—

CH (HM3MWHA) aNKHJ, ANKOKCH (HH3WHE)anxum,

16-
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rge

e

R1

B3

Ry

R4

APHNOKCH (HU3WHA) ANKHUI, APHITANKOKCH (HEBMMA) —

ANKHII, AJKAHOWI (BEU3mUHA)angun HITH

(Z.)p

HH3WOHHA anKHJIeHHJ

roe 21 - TakOH, Kakx YyKa3aH Bmme;

Ry7 TpencTaBnsAeT BOIOPON; MM

Ry4 ¥ Ry7, BMecTe C aToMom yraepona, K KOTOPOMY
OHH MNPHCOEeOHHEHH, o6pasywT C=0 HIu C==5; H

Rum — TaKHe, KaK YyKa3zaHb pjanee;

@) — @0

TaKOH, Kakx YKa3aH BRIOE; H

npencTasnseT Bopmopon Hum -0CHi;

(3}

N
Ry
"(R1}O—</
N-=—

- T&KOH, KaK YXasaH BuDe; ¢

NpenCTAaBJIA€T BOAOPON, HHU3MHE ANKUN, HU3IWUE AJKOKCH,
Tunpokcu, Tpu(Cy-Cg)ankuncununokcw, CHOPOKCH (HH3mMU#A) -
ANKHI, aNnKaHCUNOKCH (HH3MNHA)ANKHI, aMHEO, MOHO~ HIH

nHanxunamMuio, (C1-Cqg)aunnaMuso, (C1-Cig)anxanoun,

A7-
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rne

TpH$TOPMETHN, XJIOop, $TOp, BpPOM, HHTPO, —O—C(=O)-—(C1—C18
HepasBeTBNEHHEHA MNM pPasBeTBNEHHB)ankun unu -C(=0) -
APHI;

B KOTOPBIX APHIOM ABNAeTCA $eHHIT UIH

Rs

rge Rg nmnpencTasnseT BOOOPON, HH3MMHA ANKHN, HH3MHA
ANTKOKCH, THOPOKCH, XJIop, $TOp, S5pOM, HOX,
HH3MNA MOHOANKHUIAMMEO, HUIMHH OHANKHIAMHHEO,

HUTPO, LUMAHO, TPUPTOPMETHN, TPHPTOPMETOKCH;

—R))
(4) Ry

Ri u R4 YKa3aHw BHIE;

'ne OOWH HZ CHMBQJOR XY HIH Xz npenctabndger -C(=0)-, a OpYyToH

npencraenaeT —-CHy—; H

Rrg mpencrasBniseT BOOOPOL, HH3MMA ANKMI, HUSIDHR ANKOKCH, XNnop,
5

Ry

¢TOp HNH 6poM; H

YKa3aH BHOme;
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@]
) o=< @'&
N

—R)”
rne R1 ¥ Ry YKasaHel Belme;
)] U
=
—®))—N Ry
\ q
A \\B/Bz
y
roe A npencragnger -C(=0}-, -C{=§)-, -C(=CHjp)-, -C(=0)CH5-,
-CH3CHp—, -CRpg=AN~ uau -CRycRyp-;

Rz5 NPencTaBiseT BOOOPON, HUSMHH ankul, THOPOKCH HIH
ANKAHOHUIOKCH ;

Ry NpPencTasBnseT BOAOPOO HIH HH3MHA AJKHI;

OOHH H3 CHMBOJIOR BY H Bz npeacrasnsaer CH uam A , a pgpyro#
-CH;

YU npencrasnser 0 unu S :

% pasECc 1, 2, 3 unm 4, #u

R H R4 YK&34aHb BRIIE;

(8)

Q H
—(Rp)—N
O H
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27216545 C2

RU



S¥YSs9t1L2dc N

[ARS)

Toe Ry YKa3aH BhIEe;

©

Rz, Ras
VA
—®y—N___ || Ra)q
SN
Rzg Ry

roe Ri, Ry © @ YKasaHs BLlOe; H
Rpg mpexpcrasnaer Bomopon, (Cj-Cg)ankun, apun({Cy-Cg)ankun,

$eHUN HIX 3aMemeHHBNH ¢deHHUT;

Ryp Ry

(10 Rao
Rip

—®R)—N

Re)g

roe Ri, Rg % YXa3aHKel BblIE;

Rpg ¥ Ry mpencrtaBaswT Bopopon, (Cq-Cg)ankum, apun (C1-Cg) -
ankxun, ¢eHHn HIH 3aMeNeHHBI deHHN;

K31 ¥4 R3p MPencTaBIsnT BOOOPOX, CHUOPOKCH, (C1-Cg)ankun,
apnn{Cl—Cﬁ)anKHn, denun, saMemeHHLl ¢eHHN, CHOPOKCH-
meTHn HAH CHOR33, rme R3y3 mpencTasnseT (C1-Cjg)anKaHOWN;
HIH

nu6O Rog M R3zg BMecTe, nH60 R3; H Ry BMeCTe C yrneponHoOM
Cpynno#, X KOTOpPOH OHH MNPHCOEenHHEeHBl, Ofpa3ywT DpYyINy

C=0 unu C=5 ;
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rge

r'ne

(11) R3 R!z

Ry K3t
(12) Rz Rz
Ra
—@®;—N
: Riz
Ra)q

B1, Bygsr Rog: Rog: R30, R31, Ry ® i VKa3aHpl BhlE;

4

—R)—N

()

Kedm

roe Ry, Ry yYXasaHs Bome W M YRasa® nanee;
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(14)

Rhm

roe R yxasanH Beme;
Q, npencrasnger 9, NH unn -CHy-; H

Ry M yxazauw nanee;

_m.)‘{D

(15)

roe R1 ykazan Bhme;
(16)
handd),
— R —N. Q
0 Rodm

Thoe Ry v R KasaHel Bhime, H
1 4 Y

M YKasaH nanee;
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Iroe

rne

rne

a7 g

O
Ry # R4 YkasaHb Bome, H
m  yXasaH pjanee;
(18} -R1-0-Rq,

Rz

R13

Rig

BEIGPAH K3 CIPYHONE, COCTOAmMeH H3:
Bofopona, ankuna, -C(=0)-(C1-Cyg HEepasBeTBIEHHOI'C HIH
pPa3BeTBIeHHOI'O) ankuna, -C(=0)- ARy 3Ry 4, —C(=O]—/VR15P16,

= 5(=0)3-Ry7 =

—N (Radm

BEGPaH H3 TPYINel, cocToAmed U3 Bogopoma M (Cy-Cqyg)-
ANKHILHBIX CPYIN;
BRHIGpaH W3 CPYNNbl, COCTOSANEA H3 BOOOpoda H (C1-Cq1g)-

ANKMNBHBIX CPYIN;

?E NR15R16 BMecTe OBpa3s’sywT KONbUEBYW CTPYKTYPY, BEGPAHHYE

H3 TpPYONel, COCTOSAMEeH H3 MNUNSPUIHHHNA, MOPPONHHHNA H

IIHTEpA3HHEANE ;

zge R17 BHGpPAH M3 TPYNMe, COCTOSAMEN U3 HU3MEN AIKHIBHOH M

23
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ApPENBHOH TPYINN;
rae R4 yxasad Bome, u
m YKas3aH ganee;

(19) -Bp- /VR]_BR,lg

roe R1jg ¥ Rig HesaBUCHMO BHOBpaHE H3 TIpPyNIb, COCTOsmMER W3
Bomopona (Cq-Cjo HEPA3BETEBISHHOTO HIH PA3BETBJISHHOTO) —
anxkuna, -C(=0)-0-(Cq-Cyg)ankuna, -C(=0)-(C;-Cqg)ankuna,

-C({=0) -nepununa; 39 9%1

/N ;HHM
| (Re)m
>
N
28

roe AfRiBng BMecTe O6pa3yWT KOJNbUEBYHW CTPYKTYPY, BHOGPaHHYK
H3 DpYNOOBl, COCTOALEed K3 IHIEePHAHHHIA, MOPJOJIHHUIA H
THIIEpA3KHNNE, [Oe NHOSPHOHHHIBHOE HIH NUMISPAZHEUIBHOS

KOJIBUO HeQ6A3aATeNbHO 3aMENMEHO Ha

roe Ry, X, Y , p, By M Ryg YRA3EHH BRHEDE, ¥

m YKazal manee;
(20) ~Ry- ¥ ~R12

rge Ry u Rj; YKasaHe BhIE;

24~
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roe

e

(21) o)

—(R Rydm

Ry, Ry ¥ Rpg YKasaHm BemE; H

R npencrasnser BoOopon, HU3MHE AlKKHI, HH3MOHIA ANKOKCH,
THOPOKCHII, KapbOorcHi, XJop, $Top, 6pOM, HOO, AMHHO,
HA3MHA MOHO- HIH NUATTKUINAMHHO, HHTPO, HHM3MHA AnKHITHO,
TPEPTCOpPMETOKCH, UHAHO, AUHNIAMHHO, TPHOTOPMETHI, TpHOTOP—
aueTHN, AMHHOKAPOOHHN, MOHOANKHIAMHHOKAPSOHHN, OUANKHN-
aMHHORap&oHHn, ¢opmun, -C(=0)-anxkun, -C(=0)-O-anxwum,
-C(=0)-apun, -C(=0)~rerepoapun, —-CH (ORy) ~anxun,
—C(=VV)—anKnn, -C(=W) -apun u ~C(=VJ)—PETepoapHn;

ankun asnsercs (Cy-Cqig)ankunom;

apHI YKA33H BHIE;

reTepoapHs NIpeOcTaBngerT CO60H

>

Qﬁ npencrasnaer -0-, -8 -, - #H-, -CH=A -;

W  npencrasnser CHy unu CHRg unu A-Rg;

R7 nmnpexncTtasnsieT BOOOPOM, ANKHI HAM alKaHOHN;

Rg npencTasnsieT HH3MHA ANKHI;

Rg npencrasnfeT IHOPOKCH, ANKOKRCH HNH - AHR|g; #

Rip mpemcTaBnsgeT BONOPOH, A&NKHI, (Cl—C3)aan, apun,

~C(=0) ~apun unu -C(=0)-rerepoapun, rae apuil H LeTepo-

dpHIl — TaxdHe, XaK YKa34HH BLIIE; H

-25-
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fri mnpepncraBnsieT 1,2 un® 3;

]

Np¥ YCNOBHH, 4YTO B ¢opmyne (1l4) Z He sBnsgercsa - -, korma
X npezcraBnseTr -9 -, 92 npexncrasnseTr -CHo—, Y npencraenser
BONOPCH, HMUBWHA anNKHI, HUIMNHE ANKOKCH, FajoreH, THOPOKCH HIH
TpUPTOPMETHI H p paBHO 1 unu 2;

pH YCHOBHM, 4TO B dopMyne (4) R, He apnserca H, xorna
By npencrasnser -(CH2)2_5—, 2 ne npencTaBiseT —;&—, X npen-
craBnsier -8 -, Y mNpencTaBiseT BOOOPON, TanoreHd, HA3NHHA aAnKul,
HUBWHA AJKOKCH, IHOPOKCH HIH TPHPTOPMETHN M p pPaBHO 1 uam 2;

TIPH YCNOBHHM, UTo B dopmyne (1l4) £ He aBnsgercs —éH—, Kor-
na X npencraenger - NH- unw - A(Rp)-, Y npencraenseT BoOo-
pon, TranoreH, HHUBOHH aNKWI, HH3OHA AJKOKCH, PHOPOKCH MINH TpH-
dTOpMEeTHN H 92 npepcrasnser —CHp-;

Ip¥ YCNOBHH, uTOo B ¢opmyne (14} F He agBnaeTca —éH—, Korga
X npepncrasnger -0-, Qz npencrasaset -CH,p-, Y unpencrasnser
BCHOOPOH, HHAMHHE AJKHI, HH3OUHE aNKOKCH, CHOPOKCH HIM ralnorex
U p paBao 1 une 2;

!
npy yCJHOBHH, 4UTO B dopmyne (14) Z ye Asnaerca —-CH-, xorpa
X npencraBnger - S -, Qz npepcraenser -CHy-, Y npencraenser
BOOOPOL, Canor'eH, HUSNHH ankKui, HHSMHHA AaNKOKCH HIH IHOPOKCH,
P paBHC 1 und 2, R npencrasiasfeT BOOCPOO H /MM PpasBHoO 1;
!

NpH yclOoBWH, 4uTO B dopmyne (14) Z He sBaserca -A -, korga
X npepcrasnsier - A (Ry) -, Qz npepcTaBnser -CH,—, R mpencTab-
ndgeT xnop, ¢TOpR, 6POM, HOO, HHSWHH ANKHN, HHE3IMNHA ANKOKCH, HEHINHA
ANKHITHO, HU3MHM MOHO- HJIH AOMANKUIAMMHO, AMHMHO, HHMAaHO, IHOPO-—
KCH, TpudTOopMeTHN, Ry NpencTaslieT aApHI, Y npencrasnser sopno-
pPOn, ranoreH, HASOHA AIKHME, HH3OHHE AJIKOKCH HIM CUIDOKCH, P

paBHO 1 unu 2;
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!
NpH YCJNOBHHM, 4YTO B Qopmyne (14) Z =He saepaerca -A -,

rorga X mpemcraBnder - NH- amu A (Ry) rge R, npeacrasasier nuswuuii
anKun, apui (HMSOHH)ANKHI UNMH (eHANCYNbOOHUI, Y NpencTaBngeT
BOOOpPOH, ranoreH, HHU3MHHA alKH], HH3MOHMH ANKOKCH HAM DHOPOKCH,
P paBHO 1 HIn Z H Q2 npepncrasnseT -CHy—;

NMPpH YCIOBHH, UTO YZ He ABNAeTcA ¢parMmexHtToMm dopmyne (8) ,
Korga Z npencrasBiser -éH—, X mpencrasnser - { , P pasmO
1 u Y npencrasnsder BOOOPOX, HH3MHMA anKun, HU3MHD aNKOKCH,

Xnop, $Top, 6poM, HOO HIH DHAPOKCHABHYKR CpPYINY;
i

IIPH YCNOBHH, 4YTC B dopmyne (1) Z He sBaserca - -, xornoa
X npencrasngeTr O HIH O, Y MpencTaBnAaeT BOOOPOIN, R HNpencraBias-
eT BOIOOROX, (Cl—c4)anxnn, xnop, ¢rop, GpoM, uoO, HHAHO, (Cl-C4)—
anxoxcu, apun, -COO0Rpg, rme Ryg OpencraBnaser (Cl—C4)anKHn;

OpH YCIOBHHM, 4YTO B ¢opmyne (1) £ He sasnsercs —:;—, Korna
X mpegcraBnsger - S-, Ry npencraepnsert —(CH2)2_5~, B nMpencTaBagerT
Hum = 1;

TpPH YCJIOBHH, 4YTO B dopmyne (7} By Ha oBo3HavaeT BOOOpOL,
xorga 1 npencraeiaier 6- F , X npegcrasnger -0-, £ npeacTaBna-
er —éH— H pn paBHC 2, 3 Unu 4;

IpM YyCNOBHM, UTC B ¢opmyne (18) Ry, He oBoszauaeT H, Kor-
oa £ [IpencTasnseT -:&-, X mpencraensger - AH- unun - M(Ry)-, rne
R, npencraBaseT HH3MHE anKHI, ApHn (HU3MuA)ankunl HIM $eHUNCYNb-
GOHHUI, Y IpencTaBAsdeT BOAOPOIN, HH3MHUA ANKHUI, HH3IMHA AankKoxcH,
Xnop, ¢TOpP, OPOM, HCOI HIH THOPOKCHIBPHYK CPYNNYy ¥ p paBHO 1 unu
2;

NpH YCNOBHH, 4TO B dopmyne (18) Ry, He oBosmavaer H, xorma
X npencrasaser - /(Ry)-, rme Ry npenctaBasgeT $eHHN, Z npencras-

1
nser -N-u Y [[PeOCTABNAST BOOOPOO, HH3MMA aNlKHUI, HUIMUA ank-
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ORCM, XNOp, $TOp, 6POM, HOA HNIH THOPOKCHIbHYW [DYINY;

NpH yCNOBHK, 4YTO B ¢opmyne {19) Rjg ¥ Rjg He oBo3HAYAWT
HU3MHA ankun, Xorna Z MNpencTaBiserT -,&-, X npencraBnser
- A{R3)-, roe R, mpegcTaenaeT apun, U Y NpPencTaBiAeT BOOmOpOX,
HHSWHA AJIKKHJl, HW3NMHA anKoOKCH, XJ0p, $Top, 6pOM, HOO HIH CHOPOK-
CHIbLHYW CPYINY;

NpH YCNOBHH, 4TO B ¢opmyne (19) Ryg ¥ Ryg He 0603HAUAKHT
HU3MHUA anxun, korma X npencrasiger -0-, 2 IpencTaBnsaeT —éH— 178
Y rmnpencraBnsger BOONOPON, HH3MMHA aNKHN, HHIOHE ANKOKCH, Xnop,
¢rop, 6pPOM, HOO HIH CHOPOKCHIBLHYW TPYINY;

py yCHOBHH, uTO B ¢opmyne (19) Ryg u Rjg He 0603HAYAWT
BOOCPON, Xorna R NpenCTaslseT —(CH2)2_5—, Z IpeacTasndeT —éH-,
X mpencrasnser -0- ¥ Y npencrasnseTr 6-F ;

BCcexX ero recMeTpPHUYECKHX, OINTHYECKHX H CTEepPEeOH30MEepPOB HIH

ero ¢apMaleBTHUESCKH aneMnemoﬂ COJH NPHCOedHHEHHA KHCIQTHI.

Hacroamee W306peTeHHe TaKXe OTHOCHTCSI K COeNHHeHHUSAM,
BbISpaHHEIM ¥3 $OPMyJaBEl 1, KOTOpHE MNPHCOMOHE- OJIA AUUNTHPOBAHHSA
(C4-C1g) XKApEOHOBLEIMH KHCIOTAMH HIH WX pPeaxXxUHOHHOCIOCOG6HEBIMH
OYEKUHMOHANBHEIMH TTPOH3BOOHBIMH LN MONYYEeHHS BBICOKO JHIOPHUILHBIX
CHOXHBIX 3QHPOB, AMHOOB M KapfaMaTOB, SABJASKWMHXCH TakKe coemd-
HEHHAMH MO HaACTOANEeMy H306peTeHHH. TakKue BHISPAHHBIE COSOHUHEHMUS
UMEWT [HOPOKCHUNBHYK TPYNNy, NPHCOeAHHEHHYHW K AaJlHPATHUESCKOMY
HIIH apoOMaTHUECKOMY YLIepOOHOMY AaTOMY, CIOCOBHOMY K 06pasoBa-
HHI BBICOKO NHMOPHNBHEIX CIOXHEX 3$UPOB NO HACTOAmNEMYy H3o6peTe-
HHIK, [IePBHUYHCOMY HJIM BTOPHUHCMY AaTOMYy asora (Briawyasa as3orT
B TIONOXEHHMH 1 HHOAZONBHOH KONBUEBOH CHCTEMB), CIOCO6HOMY

K O6GPA30OBAHHK BEHCOKO JNHNOPHNBHBEIX aMHIOB IO HaCcTOoADeMYy H306-
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peTennw. ANIBTEPHATHBHO, TEPBHUHBIA HNM BTOPHYHBLE a30T MOXeT
6EITE ALMNIHPOBAaH (Cy-Cq1g) @aNKOKCHKAPBOHHAXTOPHAOM C Oo6pasoBaHU-
€M BBEICOKO JIHIOQHNBHOrC Kap6amaTta IIo HaCTOAMEeMY H306pPEeTEHHI.

HacTosimee u306peTeHHe Takke OTHOCUTCS K BEICOKO nHIodHIbL-
HBIM COGNWHCHHAM, KOTOPHE OBECNedYHBANT AONTONEACTBYHTHE dapma-—
HeBTHUCCKHEe 3¢PeKTh NpH BBEeOeHHH B Qopme Oeno-npenapaTros.

Hacroamee H306peTeHHEe TaxK¥e OTHOCHUTCH K dapManeB THURCXOH
KOMIQ3IHLUHH, KOTOpaA CONEPHKHT COeOHHEHHE MO HACTOAMEMY H306pe-
TeHH U JAPMANUEBTHUECKH IPHEMIEMEIl HOCHTENb. B OMHOM HS3 BApDH-
AHTOB OCYMEeCTBJI€HHA HACTOAMNEI'O H306peTeHHS ¢apMaleBTHUECKAH
KOMMO3MOAA SIBAACTCA AHTUNCHXOTHYECKOH KOMIIO3HLHEH, comepxamen
COenHHEeHHEe TIQ0 HacToAmeMy H306peTeHHH B KOJNHUECTBEe, NOCTATOU-
HOM OnA CO3OaHHA 4AHTHIICHXOTHUYEeCKoro sé¢pexrTa,

Kpome TOro, HacTOAmee H30BPETEHHE OTHOCHTCH X CIIOCOBYy
TeYeHHA ICUXO03a, KOTOPHH BKAKNUAST BBeJeHHe NalHUeHTY dapMalen-
THYECKE 2dPeKTHBHEOrO KOIHUYECTBa COedHHEeHHS IO HaACTOAUWEMY
H3CBpPEeTeHHN.

Hanee, HacTOosdmee H306PEeTEHHE OTHOCUTCA K CNoCco6y HOIHTe-
JIBHOT'O BHICBOBOXOEeHUA dapMalueBTHUECKH 30PEeXKTHBHOrO KOJHYECTEA
NUMNOOHINBHOID COeIWHEeHHS [0 HacTosmemy H306peTeHHw B d$opme
Oeno-nperapara.

H, HakKoHELU, HacCTosAmee H3IOBpPEeTEeHHe OTHOCHTCH K CHoCc0b8Yy
o6neryeHHs BONH TNYyTEeM BBeleHUS 6ONBHOMY OCHnatnAwmero 60Rb

KONHUeCTBRaA COeOHHEHHA I10 H306pPETEHHRK.

lloppo6HOe ONHMCAHHE NPENNOUTHTEeNbLHOTO BAPHAHTA.

CoenuneHns T©O HACTOAMEMY H30O6DETEHHN MCHONL3YHTCH B

KadeCcTBe AaHTHIICHXOTHMeCXHX JNEKAPCTBEHHEIX CPEeNCTB H B KadyecTBe
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aHANI'eTHYECKHX CpencrTsB. CoeIHHEeHHUA TIo HacCcTOsAMeMy HEOﬁpETe—
HHI0O MOI'YT COONEpX®ATL MHOXECTBO PAa3HBIX 3aMecTHTEeNel H XuMHUec-
KHX Ipynn. HcrnonksyeMmbld B HOAaHHOM OMNHCAHWH TepMHH "HH3ImHR",
YIIOMHHAEMBI! B CBSI3H C OMHCaHWeM KOHKPEeTHOH IpPYNIk, O3Haudaer,
YTO ONMHCHBaeMmas I'pylHlla COOEpXHT 0T 1 Oo 6 yraepoOHblX ATOMOEB.

Henonb3yeMeli B JaHHOM ONHCAHHU TepMUH "anxHn" OTHOCHTCH
K YTJEBONOPCOHOH TpyNne C HEPaABBETBJNeHHOH HIHW pPasBeTBIeHHOH
Lensrw, HMewmed 0o 18 yrinepoOHBIX aATOMOB H He HMEenme# HeHAack-
mMeHHOCTH, HanpHMep Tako#, KXakK MeTHN, 3THJI, H3IONpoIua, 2-
6YTHII, HEONeHTHN, H-CeKCHJ HIM TeHTalelHn.

TepMuE "ankokcu" IpH HCIONB30OBAHHH B JaHHOM OMUCAaHHH
OTHOCHTCH K OOHOBANEHTHOMY 3aMeCTHTeNn, colepXamemMy alKHIBHYH
IpyNnny, CBA3IAHHYIHD udepesz SOUDPHEHN KHCNOPOd, CO CBO6OAEOH BaleH—
THOH CBf3bW OT 3$HUPHOLO KHCIOpoOa, HAIpPHMEp METOKCH, 3TOKCH,
NMPONIOKCH, BYTOKCH HJIH [NEeHTOKCH.

TepMHUE "ankKuineH" OTHOCHTCS B OBYXBaJeHTHOMY palHXany
HU3TEeH Ppa3BEeTBJSHHOH HJIH HEepa3’BETBJIEHHOH AaRKHIBHOH T pYIIIH,

HMeKmeMy BAaleHTHBIe CBSA3H Y ONBYX €rQ KOHLUEeBEX ATOMOB yIrnepona,

~—

HanpuMep TakoMmy, Xak 3THned (-CH,CH,-), nponunen (-CH,CH,CH,-
uny uacnpenuned (-CH(CH3)CHy-).

TepMHE "OHRIOANKUNI" OTHOCHUTCH K HACBEHEHHCH YINeBOoOopod-
HOM rpynne, HMewmel [0 KpaHHeH Mepe OOHO XKAapO6CLUHKIHYecKoe
Konbuo, conepxamee OT 3 pgo 10 yriepolHelx aTOMCE, TakXo#d, Xax
LHKIJIOOPCINI, ULHRICBYTHIN, UHKIOIEHTH], UHKIOIeKCHN, UHKIOTel-
THI, HNHUKIOOEUHT ¥ T.I.

TepMHHE "anxaHoMn" OTHOCHTCHA X pajgukany, O6pasOBaHHOMY

nyTeM OTHATHA THIPOKCHNBHOH QYHKHNHOHANDHOH CPYINE Y AJKAHOBOH
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KHCJIOTBl. B 4YacTHOCTH, TepMHH "ankaHoun" TIMpH HCHIONE3OBAHHU
B NaHHOM ONHCAHMM OTHOCHTCHA X AaNKUIKAapG6OHHIbHOMY &parMeHTy,
conmepxameMy OT 2 no 18 aToMOB yrnepoma, HamnpHMeEp

CH3*C(=O)_r

CH3-CH,-C(=0)- u T.x.

[IpuMepaMy AAKAHOHNBHEIX TPYNN ABNAKTCA (GODPMHUN, alUeTHI,
NPONUOHUN, 2,2-OUMEeTHIAUeTHN, T[eKCAHOHI, OKTAHOHJ, INeKAaHOWI
H T.I.

TepMuH "anxawHoBas KHCJOTA" OTHOCHTCA K COENHHEHHW, o6pa-—
30BAHHOMY NYTEeM CQUETAHHS KAPOOKCHIbHOMK TPYIMIE C aTOMOM BOLO-
pPooa HIE anXHnbHO® rpynno#. [IpHMepaMH ankKaHOBEX KHCJIOT ABAS-
KNTCA MYpPaBbHHAA, YKCYCHaf, TMponaHoBas, 2,2-IHMETHIYKCYCHAadA,
CeKCaHOBasA, OKTAHOBAA, NeXKaHOoBag M T.II. KHCIOTH.

Tepmuy "apun (HU3mUH) ankun" OTHOCHUTCS K COeNUEEHUNAM,
B KOoTOphX "apun" ¢ "HUIMHA ajkKHA" yrKaszans Bhme.

TepMuH "HU3DHH aNKMITHO" OTHOCHTCS K ONHOBANCHTHOMY
3aMECTHTENN, HMeKmeMy (OpMyNy HHBMHE anKHi- > -.

TepMHH "$PeHHNCYNLOOHHN" OTHOCHTCH K OLNHOBANEHTHOMY 3a-
MECTHTENK, HMelmeMy dopmyny: o¢ernn- S0,-.

TepmMuH "auun" OTHOCHTCA K 3aMeCTHTENKN, HMENmeMy $OopMyny:
HM3MUA ankun-C(=0)- und CF3-C(=0)- wunu apun-C(=0)- wunm
rerepoapun-C(=0)-.

TepMHH "HH3WNHA MOHOAIKHIAMHHO" OTHOCHUTCH K OJHO3aMemeH-
HOMY MNpPOM3BOAHOMY &aMMHAKA, B KOTOPOM BOIAOPCH aMMHAKA 3aMeHEeH
HH3MeHd anKHJIBHOM CpYNNoH.

TepMHH "HH3MWA QOHANKHIAMHHO" OTHOCHTCS B LU3AMEULEHHOMY
NPOM3BONHOMY 4aMMHaKa, B KOTOPOM QOBA aToMa BOOOPOHNAa aMMHaKa

3aMeHCHL HH3MHMH anKHJIbHBIMHA I'PYIIIIaMH.
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TepMHH "anudnamuro" OTHOCHTCA K IIE€PBUYHOMY MM BTOPHUHO-
My AaMHHY, B KOTOPOM BOOOpPOZ AMHHA 3aMeHeH AalHNbHOW rpyrmnoi,
e anuil yKa3aH BhHIE.

TepMHH "IHANKHIAMHHOKAPGOHUN" OTHOCHTCHE K NPOH3IBOOHOMY
KHCJIOTEl, B KOTOPOM THOPOKCHIBbHAas TPyNlIa KHCIOTH 3aMeHeHa
HH3IeH OUaNKUHJIAMHHOTDPYIIIOH.

TepMur "apoun" OTHOCHTCA K OH3AMENMEHHOMY KapboHHINY,
B KOTOpPOM II0 KpaHHed Mepe OAMH 3aMeCTHTellb ABIASeTCS apHIbLHOM
rpynmnoi, rme "apun" yxaszaH Boloe.

Ecn# He yKasaHO HHOe, TO TpeMHH "ranorex" IpH HCOONbL30-
BAaHHA B [OAHHOM CIHCAHHH OTHOCHTCH K UNeHY CeMeHCTRBa CaloleHOo-
BbIX 3NIEeMEHTOB, BHIO6pPAaHHOMY H3 TpYNMNe, cocTosmeX #H3 ¢ropa,
Xnopa, 6poMa U Hona.

Bo BceM OnucCaHWH M B [IpHaraemMblx MyHKTax $opMynesl usobpe-
TeHHA NpPHBeIEHHAA XHMHYecCKad ¢opMyna HNIH HalBAHHEe COeOHHEeHUH
CXBATHBAET BCE er'0 IPeOoMEeTpPHUYESCKHEe, ONTHUYECKHE H CTEepeoH3OMe-—

pPel, XOrma TakHe H30Mepbl CYMEeCTBYHT.

A. CoenMHeHHs [0 HaCTOSMEMY H306pEeTEHH.

CoennHeHHsA NO HACTOAmMEMY H306peTeHHW MOTYT 6bITh HOpencTta-

BJI€HH Ccleldywmed (OpPMYIOH:

~N o)

roe X npencrasnaer -0-, -§ -, - ¥H- unu - N{(Ry) —;

-32-

27216545 C2

RU



S¥YSs9t1Ldc NA

¢O

Ry Bel6paH H3 TpPYNNH, COCTOSAMEeR H3 HHUIDEeR ANKHIbHOH,
ApHN (HH3mMeR) aNXKHABHOMN, APHIBEHOHK, HHKICANKHIBHOR,
ApPOHJBHOH, AIKAHOMNBHOM, alKOKCHKapBOHHUIBHOH M deHuI~
CYNBQOHHNBEHOH TPYIIN;

P paBHo 1 Ham 2;

Y NpencTaBnseT BOLOPON, HH3MUA ANKHN, THOPOKCH, XIOp,
¢TOop, O6PCM, HOO, HU3IMHH ANKOKCH, TPHPTOPMETHII, HUTPO

HIA aMHHO;

Ql BEIOPAH M3 TpPyNOne, COCTOSmMeH H3:

(2)
(b)
[ :M—n

rae Z npepcraBnser -CH- wunu -A-; #u

Y 5 BH6paH K3 CDYNMH, COCTOAmEH H3:

n Rm

—-®;}0

roe (El) npencrasngeT =CRypRy;-(CRy3Ry4),, ~CRygRo7-,
roe y. paBHO 0, 1, 2 wnu 3; M

~CHRy 4 —~CH=CH-~CHRy 4 —,
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~CHRy 4-CEC-CHR3 4,

~CHRj 4 -CH=CH-CRy 3R 4-CHRpy—,
—CHRQ4-CRQ3PQ4—CH=CH-CHRZH-,

~CHR 4-C=C-CRy3Ry4-CHRy 4~ HIH
-CHR24—CRQ3RQ4—C5C—CHR24—, npuueMm

cBs3b -CH=CH- mpencTaBfsieT UHC MIH TPAHC;

RQ3 NpencTaendaeT BOOOPOL, (Cl—Cla)nHHeﬁHmﬁ AJNKWN,

Ra4

R27
Rpg

R u

$eHHN, THOPOKCH, (Cl-Cls)aHKOKCH, apHIOKCH,
apnn(Cl—ClB)anKHnoxcn, (Cl—Cls)anKaHonnoxcn,
ruppokcH (C1-Cg) ankun, (Cl—Clg)anxoxcn[cl—cﬁ)anxnn,
@eHHn(Cl—CG)anKHHOKCH, apHH(Cl-C18)aHKHHOKCH—
(C1-Cglankun unu (Cl—Clg)anKaHonnoxcu(Cl—CG)anKHn

UNH (Z.L)P

HH3MHH anKWUJEHHI
roe Zl NpencTaBnfaeT HH3MHA ankun, -0H-, HH3ImHR
ankoxcu, -CF3, - ¥Oy, - NH, unu ranoren; u
npefAcTaBIseT BOOOpPOXO, (Cl—ClB)nHHeﬁHHﬁ anxun,
bemun, ruopoxrcu(Cy-Cg)ankun, (C1-C;g)ankorcu~
(Cl-Cs)anKHn, $berun (C1-Cg) AaNKHNOKCH, apHn(Cl—Clg)—
anxkunokcu (C1-Cg) ankun unu (C;-Cyg) ANKAHOMIOKCH-

(Cl—C6)anKHn MU

i (Z¢)p
HHA3OHH SNKHIEHHN

roe 'Zl - Tako#, Kax yKas3aHO Bhme;
NPEeOCTABNsAET BOJOPOH, HIH

¥ Ry7 BMECTEe C aTOMOM yINepoma, K KOTODPOMY OHH
npUcoenHHeHsl, O6pa3ywT C=0 unu C=5; u

M yKaazane ganee;
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roe

e

k1
R3

¥YKas3aH BHIIOE, H

npencTaBnsger BOROpon HaM -OCHjg;

(3)

N
R,
—(R:}O—</
N=

yKazaH Beme; H

IPEenCTaBnsgeT BONOPON, HU3MHA ANKHI, HHU3OHA ANKOKCH,

THOPOKCH, TpPH(C1-Cg)aNKUNCHIHIOKCH, THIPOKCH (HU3mMHMIL) -

ANKHI, ANKAHOMIOKCH (HM3WHN)aNKHN, AMHHO, MOHO- HIH

OHANKHUNIAMHHEG, [Cl—ClB)aanaMHHO, (Cl—Cla)anKaHonn,

TPHOTOPMETHI, XJOp, ¢TOpP, 6pOM, -O—C(=0)—(C1—C18Hepa3—

BeTBJICHHBIA HMJIM DasBeTBIEeHHHH)ankun HAH -C(=C)-apun,

B KOTODPBIX apHIOM ABnAeTcHda $eHHI HIH Pf

roe Rg mpencTaBnsieT BOOOPON, HH3NUH ANKHN, HHU3DHR
aAJKOKCH, T'HOPOKCcH, xnep, ¢érop, 6poMm, Hono,
HU3MHA MOHOAJKHIAMHHO, HH3IMNHH OHAJIXHIAMHHO,

HHTPpO, UHaHO, TpHdTOpMEeTH]N, TPHPTOPMETOKCH;
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@ o

"(Rl)-[ R,

o

roe Rj ¥ By YKasaHH BHIDES;

(5)

- R0

rge OLOHH U3 Xy HnH Xz npencrasnsier -C(=0)-, a opyroa npen-
craBaseT -CHp-; =
Rg' npencrasnseT BOOCPON, HUSINHHA ANKHI, HU3MHA ANKOKCH,
Xnop, ¢TOp HIH 6poM; H

Rl YkxasaH Bbme;

(6)

rge R; ¥ Ry yKas3aHbl BhlDe;
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7

rme A npegcraender ~C(=0)-, -C(=¢)-, -C(=CH2)-,

-C(=0)CHp, =-CHyCHy-, -CRBjpg=A - uam CR2sR26— i

Rog mpencrasnseT BOOOpPOX, (C1-Cglankun, I'EOPOKCH UK

(C1-Cjg)ankxanounorcy;

Rog mpencrasnser Bomopon uaM (Cq-Cg)ankun;

OOHH H3 CHMBOJIOB By ¥ Bz npencrasnger CH unn N , a opyro#

-CH;
U nopemcrasnser O HIH O ;
% pae#o 1, 2, 3 wne 4; H

U Ry YKa3aHB BHIOE;
1 4

O H
8
—(R;)—N
O H
roe R; yxasad Bome;

@ Ras,  Ras

S
—@®)—N__|l Ra)q
Rat Ry
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roe Ry, Rg ® q, - TaxKHe, Kax yXasdaHbl Bome; H
Rpg npencrasnsaeT Bonopon, (Cy-Cg)anxun, apun(Cp-Cg)ankun,

deHHNI UM 3aMelNeHHRH $eHHD;

10
(o Riyg R

2%j¥__ZL—Rn

rae Rl' R4 | c@ YEABAaHL BeIE ;

Rpg ¥ Ry mpemcTaBnawT Bopopon, (C1-Cglankun, apun(Cq-Cg)-
AnNKHN, $eHHUN HIH 3aMemeHHBIE deHHN;

R31 B Ry MNpPencTaBNAKT BOJOpon, ruapoxkcu, (Ci-Cg)anxunm,
apun (Cq-Cglankun, oeHUN, 3aMEMEHHEI! GEHHN, THIPOKCH-
meTun unu CHOR33, rme Ryy mpencramBaseTr (Cp-Cjg)anxkanoun;
unH

nH60 Rpyg H RGO’ nudo R31 M R3p BMeCTe C YUNepOOHOH CpYNIOH,

K KOTOPOA OHH IPHCOEOHHEHH, 06pa3sywTr rpynny C=0 HIH

c=3S;

(11
Ry Ra; Rn
Rag ®
—®i}»—N R
Rll» Ru
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rne

'ne

rne

I'ne

Bi: Bas Rogr F29r R3gs R31s B3z ® ¢ Y®asaue peme;

(12)
R30 RJI
R, R3;
R3;
—(R)—N
Rs2
(Ra)g

Ry, Ra- RQB' Rog. R30- K31~ Rio u ti YKa3aHb BhIle;

(4

—@®p)—N

()

Re)m

(13)

R ¥ Ry VKasausl Bume, M

yy YKaszaH panee;

(14)

'“(Rﬂ——Cb-—“<i::E§5’anm

R1 yYXasaH srme;
Qz npencraesngeT < , NH unm -CHp-; w

R m yraszaue panee;
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(15)

roe RI YKAa3aH BeIDES;

" O Q
—({®—N

roe By m Ry yXasaHn Beme, H

n YKasaH pJanee;

(17 0

0

roe E; u Ry yrasaxo Beme, u

N YKa3aHel ganee,
(18) _P\l—O_P‘lZ

roe Rj o BeI6paH M3 CPYINH, COCTOANER U3 BOOOPONA, anKuna,
—C(=O)—(Cl—CIBHepaSBeTBneHHoro MM PasBETBIIEHHOTO) alKHia,

-C(=0)-¥ R13R14f -C(=0) -« RlSRlG' - $[=0)2—R17 28

-40-

27216545 C2

RU



S¥YSs9t1L2dc N

[ARS)

e

rge

roe

roe

roe

roe

rae

Ry13 BEHIBpaH H3
AJIKXKHIbHBIX
Ry 4 BEIBpaAH us

AN KHIIBHBIX

—N (Radm

TPYMNIEl, COCTOAMEN M3 BONOPOMA M {C1-Cqg)-

rpynmn;

TPYIIel, COCTOAMEX H3I BOINOPOOA H (Cl'cle)'

Tpynn;

/VFESPiG' B3ATHE BMecTe, O6pa3ywT KONLLUEBYH CTPYKTYPY .

BEIGPAHHYI H3 TDPYNME, COCTOAWEN H3 MUIEPUNNAHAAQ, MOpHO-

JJHHHJIa H TIHICPA3ZHHHIA;

R17 BBI6pPAaH M3 TDYMNNBE, COCTOSme# u3 (C1-Cqg)anxunbuoh u

APHNBHOH C'pPYION;

R4 YEK43aHE BHIE, H

(19)

YKaz3zaH [fgalee;

“R3~ #R1gRyg

Rig ¥ Ryg He2aBUCHMO BLIGDAHE H3 TPYINE, COCTOSIWEH H3

Bonopona,

{C1-C1g HEpPAa3BeTBJEHHOTC HIH Pa3BETBISHHOL'O) -

ankuna, -C(=0)-0-(C{-Cyglanxuna,

~C (=0) -nuprouna;

N H
e ;
(Rdm
a
N
28

-C(=O)-(Cl—C18)aanna,

A/R18R19r B3sTEHE BMECTe, 06pasyNT KONLBLUEBYK CTPYKTYPRY,
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roe

rne

rnoe

BEIBPAHHYK H3 CPYINb, COCTOSmMeH H3 NIHNEPHOHHKUNA, MOpdo-

JTAHHNEZ ¥ TTHNEepa3HHHNA;

I'Je TTHNEPHIHHUIBHOR HIH NMHUIEepa3HHHIBbHOE XONbBLO HeO6s-—

3aTeXbHO 3aMemMeHO HAa:

! Y
N (Ylp

rge Ri. X, Y ., p. A4 ¥ Rog yKazaHe Brme, u

m YKazaH pganee;

(20} -Ry~ S-Rq>

Ri H R12 YyKa3aHel BBIOE;

Rir

R

21

R4 H EQB VKA3AHEI BRME; H

NpencTaBnsieT BOZOPONL, HHU3MUHA ANKHJ, HH3OHA ANKOKCH,
PHOPOKCHI, XapGOKCHI, Xnop, $TOop, 6pPOM, HOO, aMHHO,
HH3MUH MOHO- HIH IOUANKHNAMHHCO, HHTPO, HHU3NHA ankui-
THO, TPHOTOPMETOKCH, NHMAHO, ALHINAMHHO, TPHOTOPMETHI,

TPH@TOpaHeTHH, AMHHOKAPOBOKHHT, MOHOAQNKMJIAMHEOKAPBOHHKT,

AdanxKunaMUHoKap6orHun, ¢opmun, -C(=0)-anxun, -C(=0)-0-

anxun, -C(=0)-apun, -C(=0)-rerepoapwun, -CH(ORy}-an-
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kun, -C{=W)-anxun, -C(=W)-apun u -C(=W)-rerepo-
apun;

ANKHI ABIAKTCHA (Cl—cls)anxnnom;

[@;
@}z npencraBnser -0-, - §-, - NH-, CH=A -;

APHN YyKasaH BbuIe;

TeTepCapHl NPEenCcTaBIAeT COB0OH

W npencraenier CH; unu CHRg unu N -Rg;
R7 OpencraBnAeT BOAOPON, &NKUI HAH ANKAHOHUIN;
Rg nmnpencrTaBnfAeT HUSMHUE ANKHI;
Rg npencTaBndeT CHAOPOKCH, AAKOKCH HIH "VHRIOF b
Rip npeacTaBaseT BOOOPOQ, HHUIMWH ANKHA, (Cl-Clslaan,
apun, -C(=0)-apun unn -C(=0)-rerepoapusn, rae apun
H TeTepoapHNl YKa3aHB BhIENE; H
m  npepgcrasnaszetr 1, 2 unu 3;
[IpH YCNOBHHM, 4TO B dopmyne (14) Z He sBnseTcs —z&—, Korga
X npencrasnget -5 -, Q2 npencraenger -CH;-, Y mnOpejcTasnsert
BOOOPOO, HH3OHE ANKHN, HHM3OUHR ANKOKCH, TalloreH, THAPOKCH HIH
TpUOTOPMETHN, W P paBHo 1 Hjau 2 ;
npu yCACBHH, uTO B dopmyne (4) Ry He aApnAercs H, xorna
Ri npefnctaender -(CHpy)lo_5—, Z He sABageTcs ~A/—, X npencraBngeT
- $-, Y npencraenseTr BONOPOR, TaioreH, HUSMMHA anKHI, HASOHH
ANKOKCH, CHOAPOKCH HIH TPUPTOPMETHA, U p pPaBHo 1 HnH 2;
npu YCHNOBHH, 4YTO B dopMmyne (14) Z 4e sensercs —éH—, rKorna
¥ npemncrasnser -AH- unu - A (Ry)-, Y mpencrasnsieT BOOOPOX,
ranored, HASDUA AAKHN, HU3LHMA ANKOKCH, THIPOKCH HIH TpHOTOD-

MeTHNn, u & -, npencrasnser ~CH,-.
2 1P 2
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NpPpH YCIOBHH, uTo B dopmyne (1l4)ZHe sBnsercs —éH—,
korna X mupepncrasaser -0-, Qz npeacraenget -CHy-, Y npen-
CTaBNAET BOOOPOA, HHBHWHH ANKHI, HUSOHA aNKOKCH, TUEPOKCH MW
ranores, H p paBHO 1 HIp 2;

Ip¥ yYCJAOBHH, 4YTO B dopmyne (14) Z wHe sBnseTcs —éH—, Kor-
na X npencraenser -9 -, &, mpencrasnder -CHp,-, Y nmnpencrasna-
€T BOOCpon, TanoreH, HUSIHH ANKHJI, HHIOHE ANKOKCH HNH THAPOKCH,
p paeHc 1 unw 2, R npencrasnseT BOOOROO, H N paBHO 1;

IpH YCJOBHH, 410 B ¢opmyne (14) Z He sBnsercs —A“u EOT -
na X npencraenseT - A(Rp)-, Qz npencraendger -CHo-, R npencras-
ndeT xnop, ¢rop, BpoM, HOM, HH3MUH ANKUI, HU3IMUPE ANKOKCH, HH3I-
MHA ANKHJITHO, HH3IHA MOHO- HIH OHANKHANAMHHO, AMHHO, LHaHO,
PHAPOKCH, TpudTOpMEeTHN, R; NpeOcTaBNSET apHI, Y npencrasnser
BCOOPON, TajloTeH, HH3MHH aJKHJ, HHIONHH AJKOKCH HJIH THOPOKCH, P
paBHO 1 unm 2;

J

npe ycnosuu, uto B dopmyne (14) Z He senaserca - N-, kxor-
na X npencrasnfer - ANH- #au - N(Rz)—, rge Ry NpencTaBisAeT HH3-
OmUH ANKWI, apun (HU3WHA)anxui Hiog ¢eHHncynspoHHMN, Y npencras-
ndeT BOOOPOL, FAaNoreH, HUSOHUR ANKWN, HUZOHHA ANKOKCH HIH THAPOK-
cu, p paBHo 1 munu 2, u & o npencraeasger -CHo—;

npy ycjoBuu, 4TO Y, He sABnNdeTcAa ¢parMenToMm dopmyns (8),

I
rorpga 2 npencraensgeTr -CH-, X npegcraBngeT C?, P P&BHC

1, n» Y npencraBnseT BOOOPOH, HHU3MHA ANKMN, HHUSMHR AnKOKCH, XIOpP,

$TOop, 6GPOM, HOO HIH IUGPOKCHIBHYH TPYINY;
]
npe ycnoBuM, 4To B dopmyne (1) £ wme sensercs -A -, Korma
X npemcTaBnser O waM o , Y TNpencrasiseT BOOOPOX, R. lpencraBaseT

Bonopon, (Cy1-Cu)ankun, xnop, ¢rop, 6pom, uon, uHaHo, (Ci1-Cy)-
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anKXoKCcH, apun, -COORy5, rze Rog NpencTaBiseT (Cl—c4)anxun;

OpH yCcnoBHM, 4TC B $opmyne (1) Z He sasagercs —J’—, KOor -
na X npepcrasnser - 5 -, R Npencrasnser —{CHj3) y_5-, R mpencrae-
aaer H 1 m paBHO 1;

NpH YCJOBHH, 4YTO B dopmyrne (7) R4 He o603HauaeT BOOOPOX,
xorna ¥ npencrasnsger 6-F , X npencraeBnser -0-, & NpencTaBiferT
~CH-, ¥ n paBHo 2, 3 unmu 4;

npu ycnosuu, 4Tto B dopmyne (18) Ry, He mmnserca H, xorga
2 npepcrasnser -N -, X npencrasnsaerT - /H- unu - A (Ry)~, rgoe
B> npencraBndeT HH3MHE ankun, apun (HHSOHA)anKHl UIH QeHHICYNb-
¢orHn, Y mUpencraBifdeT BONOPOHA, HH3WHA ankKdl, HH3OHHA AIKOKCH,
xnop, ¢Top, €6poM, HOO MIH CHOPOKCHJIBHYW CPYNNY, H P PABHC 1 HIH
2;

OpH YCNOBHH, 4YTC B dopmyne (18) Ry, He sABisgerca H, xorpa
X npencrasaseT - AN (Ry)-, rme Ry mpepcraenser ¢eHHa, Z npen-
cTaBaser —A}—, u Y nmnpencraBnser BOOOPOHO, HH3WHA ANKHUN, HHSMHA
aJlkOKCH, xnop, $Top, O6pPOM, HON HIH THIOPOKCHIBHYK CpYINYy;

NPH YCNOBHH, 4TC B ¢opmyne (19) Rgg M Ryg He OBO3HAYAWT
HHM3MHMH ankKua, Korga 2 npencTaBnsieT —/¢-, X npepcraBagerT
- Aﬂgz)-, R, rmpencrasffeT apHi H Y npencraenser BOOOPOL, HH3-
MHA anKHN, HU3OHA ANKOKCH, XJOop, ¢TOop, B6POM, HOO HIH CHAPOKCHIL-
HY®0 TPYNIY;

NMp# YCNOBHE, 4TO B Qopmyne {19) RBjg M Rjg He 0603HaAYAWT
HH3MMH anxkun, xKorma X npepncraensaeT -0-, Z TIpencTaBIseT —éH—,

H Y nOpexncrasnseT BONOPOX, HH3WHA &JKUI, HU3MHHE AIKOKCH, XJOpP,
¢TOp, 6PpOM, HOO HIH THOPOKCHNBHYK I'DYINY;

MpH YCNOBHH, UTO B JopMyne (19) Rjg H Ryg He 0603HAUANT
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Bomopon, RKorma R; NpencTaeBnser -(CH2)2_5—, Z npencrasnder -CH-,

X npencrasnger -O-, u ¥ npepgcrasnser 6-F ;

BCE HX T'@OMETpHUECKHEe, ONTHUYSCKHE H CTEDPEOH3OMepPH HJIH HX
fapMaUeBTHUECKH MPUEMNIEMas CONb NPUCOEOHHOHHS KHCNOTH .

Korpga coemuHeHHs IO HacTOAmMEMY H3OOPETLHHW NpeldcTaBJEHb

cnenywme#d dopMynoHn:

N 0]

roe Ql BBIGpPAH M3 TpPYNIB, COCTOAmMEeR H3:

(a) / \
N—

\_/
N—Y,

-7
) i
()

samecTuTenr X B Qopmyne (1} Be6paH W3 TpPYINE, COCTOSmEed H3

Y

“

-0-, -=8-, -NH- uan - A (Ry)-. Korpa samecTuTens X npencrTasns-

eT -0-, coenuHeHHUSA N[O HACTOAMEMY H3O6PETEHHI COOepXarT 1,2-6eH3—
UBOKCAa30JNIbHOE AOpO, a Korna X npencrasnsgeT - S—, TO COSNMHEHHSA

Mo HacToANeMy H306peTeHHW comep#aT 1,2-6eH3M30THA30JLHOE SOPO.

Korna X mnpeapcrasaser - AH- unm - A/ (Ry) -, coemuHenus no HacTos-

meMy HMSCOpeTeHHWw CONSDPXAaT HHOA30NbHOe SANpo.

Korpna p 8 ¢opmyne (1) npencraBnser 1, saMecTurens Y Boif-
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PaH M3 I'pynnd, COCTOAmMeHd W3 BONOPORa, HH3MEro anxuia, THOPpOK-
CHNIAa, ranoreHa, HA3DEeIO alKOKCH, —CF3, —,UOz H —IVHZ. 3aMmecTH-
Tens Y TIpenmnouTHTENbHO HAXOOHTCA B TNOJIOXKEHHH 5 HIH 6 Konbla.
KpoMme Toro, B TNpennouTHTEeNbHBIX BAPHAHTAX COCYMECTBIEHHS HaCTO-
Allero M306peTeHHs 3aMecTHTent Y npencrasngeT BOOOPOHN, IHOPOK-
CH, xnop, 6poM HIH $TOP, @ B OCOGBEHHO MNPEANOUYTHTEJbLHBX COEMH—

HeHHAX 1O HAcToAmeMy H306peTeHuw Y mpeacTaenser $T0p, B yacT-

HOCTH B IIOJNOXeHHH § KoOnbua.

Korpna p B ¢opmyne (1) pasmo 2 u X npencrasnaer -0-, To

Kax®nweil saMecTHTens Y Moxer 6BITE HEe3aBHCHMO BBI6pAH M3 HH3MEro

ANIKOKCH, THOPOKCH HIH rajiocreHa, NIPeflNOUYTHTEINRHO H3 METOKCH-

Cpymnl.

Korpa samMecTuTens ‘{2 uMeeT dpopmyny (b) (1) :

R)m

— R0

M R) MMEET HeHACHMEeHHOCTb, TO Ry MPenNoOyYTHTENbLHO HMeeT dopmyny
~CH,-CH=CH-CH,-

Korgpa zamecTHTenb Y’2 umeeT dopmyny (b) (3):

N
Ry
-4CHﬁﬂ%—%{
=
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TO 3aMeCTHTenb R, MNPEeOlOYTHTENBHO MNPEencTaBAseT BOAOPON HIH
(C1-Cg)ankunkrap6oHUN H N npemcrasngeT 3.

Korma saMecTHTens Y , umeer dopmyny (b) (4):

0]
—(mm‘( GR’
0]

TO 3aMECTHTells R, TPEANOUTHTENbHO MPencTaBndAeT BOOOPON HIH
—C(=O)CH3, H h NpennodYTHTENbHO, PABHO 1 unu 2.

Korna saMecturens Y 5 umeer ¢opmyny (b) (5):

— (CHpn

TO 3aMECTHTeN: Rr’ NIpeOnodTHTEeNbHO, npencraBaseT =QCH4,, B n
5 3 1 3 5

IpeAnouYTUTeNlbHO, PABHO 3.

Korpa samecTuTens R, uMmeeT gopmyny (b) (6):

<1

— (CHr”

TO 3AMECTHTEND R4,npennouTHTeano)npeHCTaBnHeT -C(=0)CHy u .,

48
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NpenrnoYTHTEeNbHC, PABHO 3.

Korpna samecTurens Y , umeeT dopmyny (b) (7):

TO Z2I2MECTHTeEIlb M’HPEHHO‘ITHTEHBHO,HpeHCTaBHHET BOOOPOO HJIH

MEeTHII, ¥ N , OPeONOUYTHTENbHO, paBHO 2.

Korpa =zamecTuTens Y’z uMeeT dopmyny (b) (8):

O §
— (CHy}y —N
o0 H

TO 3HAYEeHHe N, NPenmnouTHUTEeNBHO, paBHO 3 unu 4.

Korna samectuTens Y , umeer ¢opmyny (b) (9):

(Rdm

TO 3aMeCTHTEeNb Rs,ﬂpeHHOQTHTeHBHO’HPEHCTaBﬂHET —CHZ-CH=C%?CH2-

Korna RE HMeeT HeHACHIMeHHCCTD.

-40-
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Koropa samecTuTens R opengcrasnaeT

TO 3aMeCTHTeNb ()3 MPedrnodTHTenbHO,npepcrasnder —CH=A ; u
3aMecTHTenb W, IpennodTHTeNnbHO, pefcTasnseT CH,, 3aMecTHTENb
Rg B CHRg MpelnouTHTENbHO NPeACTAaBNAeT CH3, BaMecTHTens Rg B
N ~Rg, MPeanouTHTENbHO, IPeSCTaBIsAeT THIPOKCH, HH3IMHA anKOKCH HJIH
A[H2 H 3aMecTHTedb Rjg B N’HRlO’HpeunhoﬂTeanO,HpeHCTaBHHET
BOOOPOL.

3HaueHHEe N B NpPeJlecCTBYWOHX (OpMYynax MOXeT COCTaBJATL 2,
3, 4 unu 5 M NpPenno4YTHTENsHO, paBHO 2,3 Hnu 4. B OCOGeHHO mnpen-
MIOUTHTEeNbHEIX COeNHHEHHAX MO HACTCAmeMY H306peTeHHK # pPaBHO 2
HIH 3.

Korpga 3HaueHHe X B COeIMHeHHSAX MO HACTOAMEMY H306pPEeTEHHK
npencrasnser - & (Ry) -, To 3amecTHTens Ry BHEpAH M3 Tpynmsl, CoO-
cTofme# W3 HUSDEerc alkKHia, AapHI (HH3Mero)ankujaa, apuna, UUKIO-
anKUia, apouna, ankKaHOHIa, ANKAHOHJIOKCH H $eHUNCYyNbPOHHUNA.

SamecTUTens Z MOXET MpPeAcTaBNATH —éH—, H B 3TOM clyuae
COENHHEHHUS MO HACTOAMEMY H3I0OGPEeTEeHHK SABASKTCS TIPOH3BOOHBIMH Ie-
TepPOAPHNIHIEPHAXHA, HIH —,J-, ¥ B 3TOM Clydyae COeOHHEeHHA IIO
HACTOALEMY H300pDETEHHN SABIANTICA [MPOHIBONHBIMY TeTEe€pOoapHINHNe-

pa3suHa. Korpma saMecTHTENb Ql HMeeT dopMyny
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TO COSOHHEHHA IO HACTOAMEMY H306DETEeHHK ABNAKNTCA TeTepOapHhii-
[MUIIEPHOHHAMYE, T.€. COSIHHEeHHSMH, B KOTOPBIX £ TIMpedcTaBiseT —&H—.
CoeOHHEHHA IO HACTOAMEMY H306PETEHHI MOTYT comep¥aThb OIWH,
OBA HJIH TpH 3aMECTHTens R. 3aMecTHTeNs R MOXeT NpedcCTaBlIATb BO-
nopon, HHsmHA anxun, (Cy~Cjg)anKOKCH, THOPOKCHA, Xap6okcun, Cl,
F, Br, I , amumo, (C1-Cyg)MoHO- mnu puankunamuuo, - AO,, HHU3mHH

ANKHIITHO, —OCP3, UHAHO, AaUHJIaMHHO, —CF3r TpHdTOpaueTun (T.e.

-C(=0)-CF3), ammHokap6ouun (r.e. -C(=0)- A¥H,), AMANKHIAMHHOKAP-
6onun, dopMun, -C(=0)-anxun, -C(=0)-O-anxun, -C(=0)-apun,
-C(=0) -reTepoapun HIH —CH(OR7)—anKHn, -C(=W)-ankun, -C(=W)~-

apun unu ~C (=W )-retepoapun;
anxun npencrasnder (Cy-Cqig)ankumn;
apun npegcTraeBndeT $eHHI HIH Rs

rge Rs MpencraBiseT BONOPOXN, HU3MHH ankua, (Cy-Cg)ankorcH,

runpoxcu, Cl, F , Br, I , (Ci-Cyg)ankunamuno, -AH40,, -CH,
reTepoapun MpencTaBNAeT _Aéf_jﬁi
(2)
a3
(3 mpencrasaser -0-, -S§-, =~ANH-, -CH=N-;

W npencraesnser CHy unu CHRg unu AN ~Rg;

R'? NpencTaenseT BOOOPON, AJlKHI HJH AJKAaHOHI;
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Rg TpencTaBnAeT HHU3MHA aIKUI;

Rg TpencTaBnseT THOPOKCH, aNKOKCH unu - AHRjp; #

Ry NpencTasnseT BONOPON, HWA3mHA anxun, (C;-Cygl)auun, apun,
~C(=0)-apun un -C(=0)-rerepcapun, r'le apUl U TCeTepo-
ApPHN ~- TAKHEe, KaK yKas3aHu BRHIe; H

rm paBeo 1,2 ang 3.

Korga coenHHeHHA [0 HAacTosmeMy H306peTeHHN COoOepXaT OBa
HIH TPH 3aMaecTHTens R, Xaxnoo# H3 3aMecTHTeded R MOXeT 6HITh
HEe34aBHCHMO BhIGpAH M3 BEOSYKA3AHHBX 3aMecTHTened. [IpemnournTe-
NbHO, KaXOB ¥3 3aMecTHTene# R BHOpad M3 I'DYNIL, COCTOAMEHd H3
Bopopona, (Cl—Cls)anKHna, (Cl—Clg)anKOKCH, CHIOPOKCHIA, —COCF3,
{Cl—Clg)anKaHOHna, c1, £, Br, 1, (C1-C3) ankunamuHo, —JV02,
—CF3, —OCF3, -C(=0} -mu3merc anxuna ¥ -CH(ORy)-HUSmETO ankuna.

COeIHHEHHsI IO HACTOAMEMY H3O0O0peTeHHB [ONYyYawnT CIeOyImMHM
ofpazoM. 3amecTaTenn R, Ry, Ry, Bg nw r.m., X, Y B Z u

ueneie Ykciaa M , A H p YXKa3aHb BbHIe, €CJ/IH He OTOBOPEHO HHOE.

B. NonyyeHnHe CCeJHHEHHH MNQ HACTOoAMeMYy H306peTeHHW.

CoenHHEeHHA IO HacTOsAmMeMy H3IOGPeTEeHHKW MOTYT OHTE [ONyYe-
HEl, TJaBHHM ©6pazoM, [IyTEM B3aHMOOEHCTBHA I[MHIIEPHIOHHA HIH

MHNepasHHa ¢OopMymsl:

(T [ (3)
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UIIH NUpponuavuHa GopMyJbli

(3A) NH

B YVCIOBHAX alKHIMPOBAHHMS C COENMHEHUEeM QOpMyJibl:

roe HAL mnpencrasaser Cl, By unual .

Danee mnonpoBHO ONHCAHB CIOCOGH, KOTOPEE MOLYT OHTE HC-
[IONBb30BAHE ons NnonyJyeHus MHIIepPUOUHOB , [IHMIIEPa3HHOB ,
[IMPPONHOMHEOB H ANKHIUPYHOHX ATEHTOB, IPeOCTaBIEHHBIX YKAa3aHHbI-

MY Bblme QOPMYJIaMH.
1. NMonyuerue 3-(l-HesaMemeHHHA-4-NMKNePa3HHUNA)-1H-HHOA3ONOB

CoenuuHeHnHa Hopmya

/ N\
N NH
AL
N/N
H

(6)

/N
N NH
N/
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Ins WMCOONB3OBAHKHSI B CHHTE3e HWHOA3OHI-3aMENMeHHEX IUNepa3u-
HOB TIO HACTOSMEMY H3COO6PETEHHMI MOLYT G6LITh TOJAYUEHB CIeIYHmHM
o5pasoM.

Bel6HpaWT 2aMemMeHHbH CNOXHBHE apunoBwit 3¢up dopmyner (7}

roe Rj1 MpeAcTaBiseT HH3INMHA ankKul, H

Hal npencraBnseT CaAnOI'@H, BHOPAHHBIA M3 IpPYNNb, COCTOSAMEH

us Cl, Br v [ .

S¢up dopmynn (7) nogpeprawT B3aHMOOEHCTBHH C TCHAOpa3H-
HoM (H, ANH;) UpH O6BUHBIX YCHIOBHSX O6pAa3OBAHMA I'HIpasuna.
OBBEYHO peaKIHK OCYNMecTBIAKNT B HMHEPTHOM pPacTBOpPHTEeNe, HANpPHMep
3TAHOJe, MEeTaHOJNe HAH TConyone, IIPH TeMIepaTypax B Ipenenax
OT TeMIepaTyph OKpyxawmeH cpensl OO TeMNepaTypbl KHIIeHHS pacT-

BOpHTENs B TeueHHe 4-16 uacoB ¢ ob6pa3oBRaHHeM THIpasula ¢opMy-

0]
l
N
0%’ NH, (8)
Hal

Tunpasun ¢opmynesr (8) nonseprawT B3aUMOOESHCTBHI C QeHUN-
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CYNbPOHHNTANOTEHUAOM $OPMYNEI

wn=y_"

— Hal )

[ —

roge Hal mpepncTasnseT rajoreH, BHSpaHHBIE M3 TPYIb, COCTOAmMeMHR
U3 Cl u Bp,

C MOonyuyeHHeM COEOHHEeHHST QGOPMYJIb

0

L
(p \n

Hal

O—=8=0

(10)

OBEIYHO 3TY PeaKUHWw OCYMECTBASKNT B OCHOBHOM PACTBOPUTEIE,
TAKOM KaK IMHPHIOHH HIH KONIHUIOHH (3THIMETHINHPHOHE) IpPH TeMne-
parype 0-30°9C B Teuenue 2-16 uacos.

B cBOw ouepens coelMHeHHe ¢opmynel (10} nooBeprawT B3aH-
MOOEACTBHI C THOHHIXJIOPHOOM NpPH TeMnepaTtype 50°-79°C (remmne-
pPaTypa KHIeHMs C OGPATHBM XOINCOHNLHHKOM) B TeueHHe 2-16 yacos

C noay4deHHeM coenuHeHHa dopmynel (11)
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T
sz“{ an

Coemunenre (ll) noneeprawT B3aHMOOEACTBHI C COEOUHEHH-—

eM dopmynesl (12)

(12}

1LH\‘/—\W“
/

rone Ryq| NpencTaBisieT HUSMHA ANKHI,

B OOBYHBIX YCJIOBHAX HYKIEOQHIBLHOH peakunH, HAMNpPHUMep B HHEpPT-
HOM pacTBOpHTEJe, TaKoM Kak Terparunpodypas (TI'®), Tonyon
HIIH OUSTHNOBHEA 3¢up, IpH TeMmleparype 5°-50°9C B Teuenue 1-

16 uyacos ¢ nonyyeHHeM COeNHHEHHA, HMEKIero ¢$opMyny
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3areM coenuHeHHe ¢opMmynel (13) nomBeprawT B3aMMOmeHcCT-
BEWKW C KOHOEHCHPYHNHM areHTOM, TAKUM Kak Mens, Meab-OpoH3a HIH OKCHI
Menu(l), B pacTBOpHTesne, TaxCOM KaK OHMETHUNPODPMAMHUL, LOHUMETHI-—
aueTaMHa HIH TETPAMETHJIMOYEBHHA, MPH TeMneparype 120°0-177°9C
B TeueHHe 1-16 49acOB ¢ ROJyUYeHHEM IMHIIEPA3HH3IAMEMEeHHOTO $EeHHI-

CYynboOHHNHHIA3CNA GODPMYIIE

l
0=35=0 (14)

3aTeM IMONY4YawT UHAE-3aAMENEeHHHHA nUnepasHHbeHNnNCcynbdoHUN-—
HHOa30J, TINOoNOBepras coepguHeHHe HopMmynsl (1l4) B3auMOOEeHCTBHW
C OBBYHEIM LHAHHPYWOHM AareHTOM, TaKHMM KakK rajJoreHUHaHWI, Ha-
npuMep BrCA unu ClCA , B OGBHYHHEX YCHOBHAX HHAHMPOBAHHA, O6HBU-
HO B MHEPTHOM DPAacTBOpHTENES, HANPHUMEP OHMeTHICYnbdORKcume (IOMCO)
wnu CHCly, npH TeMmneparype OKpyXawmed cpenel B TeueHHe 2-

16 wacoB C HONyUYeHHEM COeIHHeHHA (GOPMYIIB

27216545 C2

RU



S¥YSs9t1L2dc N

[ARS)

3aTeM coenuHedue ¢opmynsl (l5) nomBeprawT BOCCTAHOBIE-
HHK TOCPeNCTBOM I'HAPHOA MeTajljla, HANMPHMEep NHTHRATIOMHHUATHIDH-
na | LIA1H4). OBHIUHO BOCCTAHOBIEHHE OCYWNECTBIAKNT [IPH cTaHga-
PTHBEIX YCIOBHAX BOCCTAHCBJNEHHA B DPACTBOPHTENE, TaKOM KakK TeT-
parunpodypaH HAH IOUSTHIOBLA 3¢up, NpH TeMmnepaType 359-67°C

B Te4YeHHe 6-16 4acoB ¢ MoONy4YeHHeM coenuHeHusa OGopmyne (16):

}{,» (16)

AnbTepHATHBHO COeOWHeHHe ¢opmMynsl (16) MOXeT GhITe mojyue-
HO CHavana B3aMMOoOeHcTBHeM coenuHeHUs odpopmynn (1l4) ¢ cunbHEM
OCHOBAHHEM, TAaKHM KakK aJKoUOJsAT MeTanna, HANPHMED MeTOKCHI
HATpHA, B3STOKCHIO HATPHSI HIK 6YTOKCHO HaTpHdA, HIH ¢ KOH B

TeTparuapodypaHe C TMOAYYEHHEeM COeOHHeHHS ¢opMyns (17):

58
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OTY peakUuHKw OGHYHO OCYMeCTBAAKNT B IMOJSAPHOM DPACTBOPHTE-
ne, TaroM Xak, Hanpemep, CH30H unu CyH5OH, mpH TeMmmnepatype
OT TeMINepaTyphl OKpy%awme# cpemel mo 50°C B rTevenue 1-16 uacos.

ANbTEepHATUBHO, coenuHeHHe ¢opmynsl (17} MOXeT 6BITH NONY-—
YeHO BOCCTAHOBJEHHeM coemHHeHHs (14) nocpencTeoM LIA1H4 B
YKa3aHHbIX Bblle YCIOBHAX.

CoennueHue (17), B CBOW ouepelb, MOXeT 6HTBH NOOBEPIHYTO
BSaMMOOeHCTBHI C LHAHHPYWOHM peareHToM, TakKHM, KakK YyKasasn

Boie, C [OJy4YeHHeM LHAH3aMeMeHHOI'O IHIePAa3HHHHIA307a (OpPMYIEI

(18)

N NCN
%‘m
Ir/

H

KOTOpBIE, B CBOW oOuepedk, MOXKET OBTE BOCCTAHOBJIEH THIPHICOM
MeTanjna, XaxKk OIHCaHQ BeIe, ¢ I[IONYUEHHEeM COSOHHeHHA QOPMYIE
(16) .

B anbTepHATHBHOM BapHaHTe coeanHeHue o¢opMynwn (18) moxer
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GBITL NOABEPrHYTC B3AHMOOENCTBHKN C BOJHEIM pPAacTBOPOM Heopra-
HUYECKOM KHCIOTH, Hampumep H5 SO0, wunm HCl, npum TremnepaType
or 50° mo 120°C B rTeucHme 2-16 UACOB C MONyYeHHEM COERHHEHHS

dopMyns (16).

2. NonyuyeHde 3-(l-He3aMemNeHHmHA-4-NUNepasHHudn)-1,2-

BEH3IU30OKCAa30NOB
CoenrnHeHUe GOPMYHRE
N NH

(19)

MOXeT G6BITE IMONYYEHO OO6bMHEIMH crnocofaMK. IllogxoOfAlHe CroCcHb
OTTHCaHb! B_]./”ea{ Chemn, 1986, 29:359. CoenuHeHHsT GOPMYNE
(19) mpuronsel OnsA CHHTe3a 6EH3H30KCA3ON3AMENEHHEX MHIepPa3HHOB

Mo HacTosAMeMY H306peTeHHH.

3. MNonyvenne 3-(l-HesaMemeHHHHE-4-TIHIEPA3ZHHHUN)-1,2-

6SH3U30THAZONOB

CoeuHeHHue POPMY K

(Yp

N (20)

oI HCIHIONBL30BAaHHA B CHHTe3e OGEeH3H3O0THa30J3aMeNeHHEBX nunepa-—
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3MHOB [0 HACTOAmEMY HM306PETEHHK MOXET B6HTL INONYUEHO CHOCO6a—
MU, OTIHCAHHBIMH B ]\ Med, Chem . 1986. 29:359, maTesTe
Benuko6purannun ( GB) M 21634322 u jefrqﬂedron 52‘63?5”4,

Vol .34, ®41, crp.6525-6528, 1993.
4. MNonyuenue 3-(l-HesaMemeHHBIA-4-NUMNEePHAHHHI)~-1H-HHIA30OB

CoenuHeHHe $OPMYNL

N @1
!
H

ONsA  HCHNONB3OBAEHA B CHHTE3& HHOA3OJN3AMEmMEeHHBIX IHIepHIWHOB
[I0 HACTOAmMeMY H3O0SpeTeHHW MOXeT 6BITh TMONYYEHO H3BeCTHBIMUH
criocobamu. Hamnpumep, NOOAXoOAMHe cHocobbl TOOPOGHO OIHCAHS

B IateHTe CIA ¥ 4710573.

5. Nonyvyerue 3-(l-nHeszamMemeHHbM-4-nunepunuuun)-1,2-

6eH3M30KCa3CI0B

CoenurexrHe OQOPMYJIIEI
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MOXET OBTh NOJIYYEHO CIOCOGAMH, ONHCAHHBIMH B HECKONBKHX HCTO-
YHHMKax. Hanpumep, B narewte CIOA W& 4355037 pamo noapo6uoe
OTHCAHHE COeAMHEHHH ¢opMynel (23) K CHOCOBOB MX MONYYEHHSA.
Hpyr#e cnoco6el IONYYeHHS COeNMHEHHH ¢opMyns (23) omnmHcassl
B naTeHTe CHA Kk 4327103 u y /Jﬁypq;ezyzwy e of,,
] Med. Chem . , 28:761~-769 (1985). CoenuHenusa ¢opMmyns (23)
MOT'YT OHTE HCTNONB3OBAHH B CHHTE3e 6EH3M3OKCA30N3aMemeHHbX
MHIIEPHOMHCE N0 HACTOAMEMY H3IO6PEeTSHHI.
6. Monyuyenue 3-(l-HesamMemeHHHA-4-MUOepHOMHEMUN) -1, 2-
6eH3H30THA30NOB

Hexoropsle 3-(4-nunepunuuun)-1,2-6eH3N30THAIONE MOTYT GHTH

MCNONBESOBaHE B CHHTe3e A - (apHNOKCHANKHI) FeTepoapHiIHIePHIUHOE

IO HACTOAMEMY H30CPETCHHW. B YACTHOCTH, G6EH3H30THA3ON GOPMYINE
(Y ) NH
(24)

MO¥ET O6BITh MNOABEPTHYT B3aHMONEHCTBHI C OIHCAHHBIM BhHIE ANKHIH-
PYWOUM a'@HTOM C NoJydYeHuem ﬁ/—{apnnoxcuanxun)reTepoapHnane-

PUOMHOB NO HACTOAMEMY H3o06peTeHHw. CoenuHeHHs ¢opMmynesl (24) u
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CHNOCOOB  HX TONYYeHHA NOAPOBHO OMHCAHH B IaTenTe ClIA

4458076.
7. TlonyyeHHe aANKMIHPYB®OMX aTeHTOB

Coepunenus, onucaxHHele B mnaparpadax 1-6, Moryr 6mTbL nog-
BEPI'HYTH B3aHMOOEHCTBHKO C ANKHIHDYHNMHME ATCEHTAMH, K3BeCTHHEIMH
B MN3HHOH O6HACTH TEeXHHKH. Hanpumep, xorpa Y2 = Taro#, Kax

OmHcad B ¢opmyne (1), HCNONB3YWT ANKHIMPYHMMA ATEHT dopmynel

(Rom
HAL—(CHy)q {4)

c INONYydYeHHEM N - (ApHIOKCHANKHUI ) T€TePOapPHITHIIEPRAKEOB ,

TIHIEPA3HHOB H INHPPOIHOWHOB N0 HACTOAMEMY H3IO6DEeTEHHW. ANKHIH-
pywmie areHTel ¢OopmMyns (4) H cOoco6sl WX [IONYYEHUs ONMCAHb
B mareHTe CHA B 4366162. OnucaHWe OPYPHX CIOCO60B MOXHO HaATH
B HAXHOAQPPHKAHCKOW myb6nuxaunu EA 86 14522. KpoMe TOrO, CHOCOBEH
[IONYYeHHT AJKHIHPYKMHX AU€HTOB OIHCAHB B CHEeNYKMHX HUKe TIpH-
Mepax. O3STH CIOCO6H MOTYT 6bITE HCHONB3OBAHB OIT NONyUYeHHst

APYTHX AnKMJIHPYHOHX AareHTOB 0OJd J[IpHMEHEHHA B HACTOSMEM H30-

BpeTeHHH,

8. ANKHIMPOBAHHME TeTEpPOADHIIHNEDHONHEOBR, MHIECPASHHOB

H NIHUPPONHIOUHOB

[eTepoapunnunepuOnsEel, NHIEPAZUHE M NHPPOJUIHHL, OMHCAH-
Hele BhlIe B naparpag¢ax 1-6, MOTYT GETH MONBEPLHYTH B YCIOBHAX

ANIKHIHPDOBAHHSA B3aHMOINSHCTBHI C ANKHIVMPDYHIEME areHTaMHK, OINHCAaH-—
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HbIMH B T[aparpade 7, C TIIOnyYeHHEeM BeIBpPAaHHHX COeIHHEHHHE 10
HacTosmeMy H306peTeHHKW. PeaklHus MOXeT ObTh OCYMeCcTBleHA NyTeM
PA2CTEOPEHHA pPeareHTOE B HHEPTHOM PACTBOPHTENE, TAKOM Kak
OUMeTUIPOPMaMUL, AUSTOHHTPHJI HIH 6YTaHON, M ObecrneuyeHHs pea-
CeHTaM BO3BMOXHOCTH B3aHMONENCTBHUSA MpPH TeMmnepaType ot 50°C
0O TeMNnepaTYphl KHIeHHA PACTBORHTENA, B MNPHCYTCTBHH KHCNIOTHOILO
penenropa, TAKOrD KaK OCHOBAaHHe. IIpHMepaMH TNOOXOOANUX OCHOBA-
HHH SBIARNTCHA XapOoHAaTH MejJOYHEIX MeTanyoB, TaKHe KaxX KapboHAT
Kanusa, KXap6COHAT HATPHA HIH O6HKApO6OHAT HATPHA. Peakuud MOXeT
6eITE OCYmMECTBJEHa B NPUCYTCTBHH HIH 6e3 KaTAlHTHUECKOT'O KONH-
YecTBa mMEeNCUYHCOro HoAMAa, TaKoro KAaK HOOHO KalHua HIH HOOHL
HAaTpHA, B TeUueHWe BpeMeHM, HOOCTATOUHOIO i O6pA30OBaAHHA Ccoe-
nuHeHHsa ¢opmynel (1) mo HacTosmeMy H3obGpeTeHHw. O6EYHO PEAKLHK
AIKMJIHPOBAHHA OCYOECTBNAKNT B TeUeHHe OT ORKONO 4 OO0 OKCIo
16 wacos, B 3aBUCHMOCTH OT PeAKLUAOHHOH CHOCOGHOCTH PEarSHTOEB.
TeMIepaTypy PeakKIHH MOXKHO H3IMEeHATh B Mpefenax oT oxono 50°C
no oxono 120°C. MPOOYETE MOTYT BBITE BHAENEHBE NYTeM O6pPa6OoTKH
IpopearUpOBaBmell peakKUMOHHOHR CMeCH BOOOH, 3KCTParHpOBaHHA
OpOoOyXKTa OpraHHUYeCKHM DPAaCTBOPHTENEeM, HeCMENHBAKMHMCH C BOAOH,
NpOMBIBKH, CYDKH H KOHIOEHTPHPOBAHMA OPIaHHYECKOI'O PaCTBODHTENS
C MnonydeHHeM CBCBOQJHOI'O OCHOBAHHA H 3aTeM, €CHIH YyKaszaHo,
OpeBpameBHR [IONIYUEHHOI'O COEeOUHEeHHS B CONb IIPHCOSOWHeHHR KHC—
NOTBE O6RIMHBIM O6pPA3OM.

Kpome TOro, coenHHeHHs ¢opmynsl (19), rme Ryg u Rjg 06a
NpencTaBAsAKNT BOJOPOO, MOTYT 6BITE IIONYYeHB H3 (TanHMHOOCOEOHHEe-
HUA ¢opmynel (7) nyTeMm o6pabOTKM OCHOBAaHHeM, TAKHM KakX, HAIpH-

Mep, THOPa3HH, HIBECTHEIH B HNAHHOH O6NAcTH TE&XHHKH.
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B uacTHOCTH, HEeKOTOpelEe H3 CcOegHHeHHH TIo HACcTOsAMEMY H30-—

BpeTeHHr MODPYT 6BITH CHHTe3HPOBAaHbI CHNeYIIHMHK Crioco6amMiu.

A. CHHTe3 ¢TanHMHIOB.

¢ranumunel dopmynsl (25) 110 HacTOAmMEMY H3I0BpPETEeHMI0

(25

MOTYT GBITH CHHTE3HPOBAHB HECKONBKHMH IIYTSMHE.
1. AnxunupoBaHWe A -ranoreEankKundTaTUMHOOM

[eTepOapHNNHNEPHOWHE, THIEPA3HHE H [NHPPONHOHMHE, ONUCAH-
Hble Beme B Iaparpag¢ax l-6, aNKHAHDPYWT B H3IBECTHBIX YCIOBHSAX,
HCNIONB3ys IMMOOXONANHH TanoreHankundTamMMHL, NpennouYTHTENbHO

N ~6pomankundranumun (26)

0

BAL-(CH;)q—N (R-A)q (26)

0

B AQnNpOTOHHOM OPraEUYeCcKOM DPACTBOPHTENe, TAaKOM KAakK aleTOHHT-
pun, B NPHCYTCTBHH OCHOBAHEKA, TaRKOro Xak xap6oHAart Kanusa,
TpH TeMIlepaType OT OKOJO0 KOMHATHOH#H no okono 120°C, npeancurn-

TenbHO oT ckKono 80°C mo oromo 100°C.
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2. Peakuus Cc $TANEBHM aHTCHODPHOOM

PeTepOoapuNNMUNEpUOHHL, [IHIIEPA3HHE W IIHPPONHUNOHHB, OMUCAH-
Hele Bumme B naparpadax 1-6, cHauvana ROOBEepranT B3aUMOOeHCTBHI
C CaNCreHaNKHIHEHTPHIOM C MOoIy4dYeHHeM COOTBETCTBYWMEro 3aMemeH-—

HOr'o HHTpHna (27)

N—(CHR);m—CN

Z
/

rge R npepcraenxsgeT 3aMeCcTHTEN:., TaKOﬁ, KaX YKa33aH BbIIE LOIA Rl'

PeaRUHKW OCYHECTBIAKWT B NOJSPHOM AMPOTOHHOM OpPTAHHUYECKOM
PacTBOpHTENe, TAKOM KAX AUETOHHTPUN, B NPHCYTCTBHH OCHOBAHHUA,
TaKOr'O KAaK KapB6OHAT KAajHsi, NpH TEMIEpPaType OT OKONO KOMHATHOWN
no oxoje 120°9C, npenmnouTuTenbHo oT okono 80°C mo okomo 100°cC.
3aTeM HUTPHJ BOCCTAHABIHBAKT, HANPHMED NUTHRANKMHHHHATHODHOOM,
B OpraHHYecKOM pacTBODHTENEe, TaKOM Kak TeTparunpodypaH, IIpH
TeMneparype oT oxono 0°C pgo oxono 80°C, npenmouTHTENHHO MOPH
NPEMEPHO KOMHATHON TeMlepaType, C MONYUYeHHEM COOTBEeTCTBYHWeIo

MepBHYHOro amuga (28).

Z  N—=(CHR);~CH,NH,
4

()
P N (28)
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AvHH (28) noOBeprawT B3auUMOZeHCTBHN C (TANEBEM aHrug-
PHOOM HJH 3aMEeNeHHBIM ¢QTaleBLHM AHCHAOPHOOM HIM COOTBETCTBYHOEH
¢TaneBOf KUCIOTOA B H3BECTHHX YCIOBHAX, Hanp¥Mep B OHXJIOpMe-
TaHe HAM QOHMeTHA¢OpMaAMHIE, IMNpH TemlIeparypax oT okxono 10°C
nc oxkomno 150°9C, «c [IonyvueHHeM COOTBETCTBYHOEro o&TalkMunOa,
[lpennouyTHTensHEe YCIOBHSI peaxudH BRINYA0T OUXTOPMEeTaH I[IpH

KOMHATHO® TeMnepaType HIM OuMeTHndopMamun npu 135°C,

B. CHHTE3 H30QHHIONHHOE.

Haouapconuue dopmynel (29)

Z  N—(CHR) —NQ@ERA
— m 1 q
¥ ™ ! ; (29)

X/

MOT'YT GBBITH TIONYYEHB CNeAYIMHMH CHOCOGAMH.
'
1. Kounencauus ¢ @ , A -guépoM-opTo-rcunonom

AMHH (28) moneeprawT B3aHMOOEACTBHO C a(,d'inﬂﬁpDM—OpTO—
KCHNONOM, B PEe3yAbTATES UEr0o TMNOJNYYAWT HIOWHOONHH. Peaxlui
OCYMecCTBIAKNT B OPraHHYECKOM PACTBOPHTEINle, TAaKOM KaK aleTOHHT-
PHIl, B TPHCYTCTBHM OCHOBAHHM#A, TaKOroO Kak KapG6oHAT Kajluf,
NpH TeMnepaTypax OT OKOJNO KOMHATHOR go okono 150°C, npemgnou-

THTEeNbHO OT OXKojo 75°C mo okono 100°C.
2., BoccTaHoBneHHe $GTanuMuga

AJ’[bTepHaTHBHO dTanuMung o HACTOsImeMy H2306peTeHHHn BOCCcTAa-

HaBNHBAWT, HaNPHMEpP, JHTHAANHOMHHUATHOPUIOM B OpPTraHHUSCKOM
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PacTBOpHTene, TarROM KaK TeTparugpodypal, NPH TeMnepaType
oT oxono 0°C mo okono 100°C, NpednoYTHTeNbHO OT OKono 70°¢

OO0 oxono 90°C.

C. CHHTe3 TEeTPACHAPOXHMHONMHOB H TETPATHIPOHIOXKHHONHHOB .,

TeTparuOpOXHHONHEL ¥ TETPATHMOPOH3OXUHONIHHE IO HacToAameMmy
H306pPETEHH MOTYT GHITEH NOoNy4YeHEl AaJKHIHPCOBaHUEM reTepoapun-
MUIIepHIOHHA, NHIePA3HHE H NHPPONUOHHOB (3, 3A) NOOXOOATKHM
2—GPOMaHeTHﬂTETpaPHHpOXHHOHHHOM HITH 2—6pomaueTHnTETpaanpo—
H3OXHHONHHOM B TPHCYTCTEHHM IONAPHOTO OpPTaHMYECKOLO pacTeopu-
Tend, TaKOro KakK AUETOHHTPHIN, B NPHCYTCTBHM OCHCBaHHA, Tago-
PO Xax KapbOHAT Xanus, NpPKH TEeMIepaTypax OT OKOJO KOMHATHON
no oxono 1509C, mpennouTHTensHO OT 0XKONO 759°C HO OKONG 100°c,

C HCNyJYeHHeM COOTBETCTBYHmero amuza (30, 30a).

Z/_\q-{CHR) —(I(i")-—N (Ralq
Yp x/IN \__/ " (30)

/N ?
z N—(CHR),-C—N
‘“PJ@;I s o

(30a)

AMun (30, 30a) BOCCTAHABIMBAKT, HAnpHMep, NUTHHANIOMUHKD~
TALPHOOM B OPraHHUECKOM pacTBOPHTEAEe, TAKOM Kak TeTparugpo-

$ypaH, OpPH TeMnepaType oOT okono 0°C mo oxono 80°C, npennou-
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TUTENbLHO I[IPH OKOJO KOMHATHOH TeMIepaType, C IMOIy4YeHHEeM alKH-
JIBHOIO COEenHHEeHHA.
9. MNonyuyeHHe "peno"-CoenWHEeHHH IO HACTOAMEMY

H306peTEHHN

Bri6paHHEEe CCOEeNVHEeHHA [10 HacTOoAmeMy H300pEeTEeHHK HMENT
THOPOKCHNBHYK TCPYINY, I[IPHCOEOHHEHHYHW K AanMQaTHUYeCKOMY HIH
apoOMATHYECKOMY aTOMYy yrnepona, CIOCOBHOMY K 0©OBpa’loBaHHW
BBHICOKONHITOPHIBHEIX CIOXKHEIX 3(UPOB MO HACTOAMEMY H306peTeHH,
HI¥ HMEKT I[epBHYHEE MNIX BTOPHUHBA aToM asoTrTa (BRIWYAs aToM
a3oTa B TNOJOXeHWH 1 HHEOASONBHOR KOINbBUEBOH CHUCTEME), CIOcob-
HHIH X OB6pa30OBAaHKN BBICOKONHMIOPHNBHBX AaMHOOB IO HACTOAMEMY
H306peTeHHWw. [lepBHUHBIA HNIM BTOPHYHBEA aTOM asoTa anbTep-
HATHBHO MO¥eT OHTE auunupoBa® C,—C)ganKOKCHKAPSCHHAXNIOPH-
IOOM C TIONyYeHHEeM BBICOKOJNHNOGHIBHOTO KapfaMaTHOI'O IMPOM3-—
BOAHOrO. [IpencCTABHTENH TAKHX CHNHPTOB W AMHHOB M HMX BBICOKONH-
TTODHUNBbHEX IIPOM3BOOHBIX MOLYT BhITh OOGHAPYXEHE B IIPHMEpaxX HACTO-
Amero HM306peTeHHA.

W3BeCcTHO B OAHHOH OBNACTH, UYTO IyTeM Takroro npeoftpa-
30BAHHS MOTYT 6BTE IMOJYUYE€Hb NJHTENBHO OEeHCTBYHWOHEe [IPOH3IBOA-
Hble JIeKapCTBEHHEIX CpelOcTBE. B cSBPONeRCKOA MNAaTEeHTHOH nOY6THRA-
UM ¥ 260070 onucam 32¢Hp OeKaHOATrAJICTIEPHOOAA TIPOJIOHTH-
POBAHHOIO HEACTBHA. B MeXOYHAPOOHOH NyBnHKauuu B W o
92/06089 onHcaHe aMHIOHEE [NPOHM3IBOMAHBIE CEepPTHHIONA C OIHTENb-

HBIM BBICBOGOXIOSHHEM.
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Huxe pads THOMYHHE [IDUMEDH COEAHHEHHHA IO HACTOSmWeMy
H300peTeHHn s KOTOPHE MOTI'YT OKTEL MOJYYEHH OMNHCAHHHMH BHIlE CIIO-
cobamu:
1-[4-[3-[4-(1H-uHpa30n—-3-un)-1-TUIIEPaE3HHHUA JTPOTIOKCH] -3~
METOKCHPEHHT ] 3TAHOH;
1-[4-{3-[4-({1,2-6eH3H30KCcas0n-3-H1) - 1~-NHIEePHAHHHAN ]IPONOKCH] -
3-MeTOKCHPEeHH ] 3TaHOH;
1-[4-[3-[4-(B-dpTOpP-1,2-0cH3H30KCAZ0N-3~Un)}-1l-nNHNIepHAUHHUN] -
NpONCKCH ] -3-MeTOXCHBEHHN | 3TAHOH
1-[{4-[4-[4-(1,2-6eusnsoKkcascn—-3-un)-1-nunepHauHuA]ByTokcn] -3~
MEeTOKCH{)SHH ] 3TAaHOH ;
1-{4-[4-[4-(B-dTop-1,2-6eH3H30KCadCA-I~HA)-1-IHOEPHIOHHHN] -
6yTOKCH]-3~-ME8TOKCHOEHHI]2TaHOH ;
1-[4-[2-[4-(1,2-6en3u3okcason-3-un)-1-nmunepuausunlsroxcul-3-
mMeTokcHdpeHnn laTazosbyMapaT;
1-[4-[4-[4-(1H-n3pnason-3-ua)-1-nunepa3uHUA]GYTOKCH] -3~
MeToKcHdeHHR JoTaHORbYMapaT;
1-[4-[2-{4-(8-pTOp-1,2-6€H3N30KCA30N-3-11)-1-NHIEPHAHHHI] -
STOKCH]-3-MeTOKCHPEeHHU1] 3 TaHOH
4-[3-[4-(B-pTOp-1,2-6eH3anz0oKkcas0nN~3~HN)-1-NHNEPHAHHH ] -
nponoxcn]—3—M6TOKCH—JLMeTunﬁeHSonmeTaHon;
1-[4-[3-1{4-(1,2-0eu3Ho0THA30A-3 -/} -1 -IHNEPHAHHHI |IPOTOKCH ] -
3-MeTOKCHPEeHHI]3TaHOH;;
1-[4-[3~[4-(B-bTop-1,2-0€H3H30KCa30A-3-HA)~1-THNEPHOHHHKI] -
NpPONOKCH]-3-IHAPOKCHBEHHN ] 3TAKOH ;

1-[4-[3-[4-(8-prop-1H-uHpazon-3-un)-1-nunepasnHnalnponoxcul-
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3-MeTOKCHDEHHN]3TAaHOH;
1—[4—[4—[4—(B—mTop—lH—HHnaaon—3—Hn)-1—nﬁnepa3ﬂHHn]6yT0Kcm]—&
MeToxkcHbeHUA ]l 3 TanoOH ;
1-[4-[3-[4-(1H-uHpason-3-u1)-1-NHNEePHAHHKEI JIPOIOKCH | -3 -
METOKCHbEeHNI ]2TaKOoH;
1-{4-(3-[4-{6-xn0p~-1,2-6Gen3us30Kkcazon-3-un)-1-nunepunuuun] -
OPONOKCH]-3-MeToKCcHGEHUN ]9TAaHOH ;
1-[4-T4-[4-(6-xnop~1,2-6eHsusokcaszon—-3-ua1)-1-noUoepunuaunl]-
6¥YTOKCH]-3-MeToxcubeHHn ]3TaHoHdyMaPaT;
1-[4-[3-[4-(5-dTop-1,2-6eu3us30Kcas30n-3-ua)—1-NUNepUnHuHA ] -
MPONOKCH] -3-MeTOKCHPEHUNT ] 3TAHOH ;
6-pTop-3-[1-[3-(2-MeToxkCcHdEHOKCH )TIpONHA ] -4-nunepuoxuun]-1,2-
SensuszoKcazondyMapaT;
(4-[3~[4~-(6-dTOP-1,2-6eH3MB0OKCAB0N-3-1i)-1-TIHIEDPHAHHEN] ] IpOI-
okCcH]-3-MeToxcHdeHHu1 ] beHHIMETAHOH ;
1-[4-[4-[4-(1H-napason-3-4a)-1-NHOEPHIHHHA ] 6yTOoKCH ] ~3~-
METOKCHDEHHI ]2 TaHOH ;
1-[4-[2-[4-{6-xnop-1,2-6eH3n30KCaB0N—-3-HA)-1-~THTIEDPHOHHHI] -
3TOKCH]-3-MeTOKCHOEHH ] 9TAHOH ;
1-[3-[3-[4~-(B-pTOpP-1,2-6EHIUIOKCAIOA~3-HN)-1~IUNEePHOAHHHI] -
NPONOKCH Jdennun]aTaHoddyMapaT;
1-14-[{3-{4-(6-dbTOP~1,2-6eH3N30KCa30N-3-Hn)~1~THNEePHIHHHI] -
MPOMOKCH ] -2-METHNQEHHUN ]I TAHOH ;
1-[2-[3-[4-{8-dTop-1,2-06eH3uzokcason-3-un)-1-ounepHauunn] -
NPONOKCH ] -5-MeTUAQPEHH1 ] 3TAHOH ;
N-{4-[3-[{4-(6-prop-1,2-6eH3H30KCa301~3-1a)~-1-NHNEPUOUHKEA] -

TIPOMNOXCH]-3~-MeTOKCcHbedHA JaleTaMHONCNYOYMapaT:

71-

27216545 C2

RU



S¥YSs9t1L2dc N

[ARS)

6-xacp-3-(1-nunepasunun)-1H-uHga30n;
1“[4‘[3“[4-(8—@T0p“1H-HHnaGOH—3—HH]—l—HHHepHHHHHﬂ]HpOHOKCH]—
3-METOKCHYEeHHN]l3Ta®OH;
1-{4-[3-{4-(B8-@TOD-1,2-6eHsusoxcason-3-u1)~1l-TunepuaHHun ] -
IDOHNOKCH ] ~3-MeTHNDeHHUI ] 3TaHOHNOAYDYMAPaT;
1-[4-[3-[4-({6-bTop-1,2-68H3M30KCa30A~3-UN)-1l-nUnepHOnEHA ] -
IpOTOXCH ] dedHn ] aTau0oH
1-[4-[3-[4-(8-xnop~1H-unpason-3-un)-1l-nmunepasudnn]nponoxcu]-
3-MEeTOKCHYEeHHNn ]2TaHOoOH ;
1-[4-[4-74-(1,2-6en3u30THa30A-3-UN) -1 ~NTHIIEPA3HHHN ] 6YyTOKCH ] -3 -
MEeTOKCHGSHHN ] DTAaHOH ;
4-[3-[4-(B-dTOpP-1,2-58H3N30KCAB0A~3~HA)-1l-TIMIepuaRHKA I IpON-
OKCH]-3-METOKCHOGEHBOHUTPHI;
1-[4-[4-[4-(6-pTop-1H-MHpason-3-un)-1-nunepuauuun ] 6yTokcu ] -3-
METOKCHpEeHu1 ] 3TaH0H ;
1-[4-{3-[4-(1-6enzonn-8-pTtop-1H-vuHOa30N~3-HA)~1-IHIEPASHHHA] ~
NponokcH]-3-MeToKCHGeHuN ]3TaHOHCECKBHGYMapaT;
1-[4-[4-[4-(6-xnop-1H-uHaason-3-ua)-1-nunepa3uzunl}6yToxcul-3-
MeTOKCHbeHHN ] 3TaHoH ;
1-14-[3-[4-{1,2-6eususocrnazon-3-un)-1-nunepasuuun ] IpCIOKCH ] -
3-MeToKcHPeHuNn ]oTaHOHTIONYDYMaApAT;
1-[3,3-npu6pom—-4-{3-[4-(6-pT0op-1,2-BGersuzoxkcazson-3-un)-1-
[IHINEepPHIHHUA JOPOIIOKCH | hEHUN ] 3 TAHOH ;
1-{4-[2-[4~(1,2~6ed3uzoTHason-3-ua)-1-nunepaausunlsroxkcul -3~
METOKCHOEHHA ] 3TAHOH ;
8-dTop-3-[1-(3-dbeHorkcunponun)-4-nunepuauuun]-1,2~-S5euz-

H3OoOKCa30/1d,
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1—[4—[2-[4—(6—xnop—1H—anaaon—3-un)—1—nnnepa3HHHn]5T0Kcn]—3—
MEeTOKCHbeHUun]12TadoH;
1—[4—[3—{4—(6-¢Top—1,Z—Geﬂansoxcason-a—nn)—1—nnnepunnﬂnn]—
NPONOKCH]~3-MeTHAMEDPKANTODEHHU ] 3TAHOH ;
1*[4—[4—[4-(1,2-68H3H30TH830H—3—HH)—l—HHHepHﬂHHHH]GyTOKCH]—3-
METOKCHQEeHHUT 13 TaHOH ;
1-[4—[3—[4—(6—®Top—1,2—6eH3u30Kcaaon—3—Hn)—l—nnnepHuHHHn]—
IPONOKCH]-3-MeTOKCHOEHHUN ]heHHAMETAHOH ;
1—[3-6pom—4—[3—[4-(e-mTop—l,2—6eH3H30Kcaaon—3—Hn}—1—nnnepnnn—
HUn]noponoxcu ldeHnn 13TaHOH
3—[1—[3—[4—(1—3T0K0H3Tnn)—2—M3T0KCH®eH0KCH]nponﬁn]—4—nnnepu—
nnHHn]—B—mTop—l,2—GeuaHachaaonrnnpoxnopHn;
3-11-[3-[4-(1-aueToKCHRTHI) -2-METOXCHPEHOKCH I Tponur] —4—
NMHIEePHAHHHN]-8-bTop~-1,2-6EH3HU30KCA301bYMaPpaT;
1-04-[3-[4-(6-dTOP-1,2-6EH3H30OKCABON-3~KN)-1-THIEPHOHEAN ] -
IDPOIOKCH] -3-MeTOKCHPEHHN ]IeHTaHOH ;
2-{3-[4-(8-dTOop-1,2-6€H3H30OKCASON-3-HA ) ~1-TUnepuaunun ] -
IPONOKCH | -N-MEeTHABEHIOCNaMHHNIONYDYMapaT;
3-[1-[3-(4-6poM-2-MeTOXKCHDEHOKCH ) IPONHA] -4 -THMEePHOHHHKT ] ~&—
bpTop-1,2-6ed3UB0KCA=0N;
1-[4—t3—[4—(6—¢Top—1,2-63H3H30Kcaaon-3-ﬂn]~1—nnnepnnnnnn]—
NPONCKCH]-3-MeTokCHbEeHHN ] TPOTIAHOY ;
4-(3-[4-{B-dTop-1,2-6eu3H30KCcason-3-un)-1-MUTEepHOHEKA ] TPOI-
OXCH]-3-MeToOKCHBEH3ZaMHL ;
1-[4-[3-[4-(8~dTop-1,2-6EHIHIOKCA301-3-Kn)-1-THOEDUAUHKHA ]~
nponckcul]-3-{MeTHNRaMHHO ) dEeHHA ]3TAHOH ;

1-[4-[3-[4-(B8-pTop-1,2-0eH3H30KCaAB0N-3-HN1)~1-TIHIEPDUOHUHEH ] ~
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IPOTOKCH.| ~3-3TOKCHGEHHT ] 3TaHOH ;
N-[2-(3-|4-(8-dbTop-1,2-6GEHSHIOKCAZ0ON~3~H/1)-L—OHNEDHIHHHI]~
IPONCKCH JbeHun]aueTaMun;
1-[4-[3-[4-(6-pTOp-1,2-BEH3HBOKCA30N-3-HA)—-1-THIEDUOHHHA ] -
NTPONOKCH)-3-AMMEeTHNAMUHOBGEHH | 3TaHoH
1-T4-({3-[4~(6~dTOP-1,2-DEHIHICKCAZON-3~HI ) -1~ [IHISDUAUHAN ] ~
HpPOIIOKCH } - 2-MEeTOKCHOEHH/ ] 3TAHOHT HAPOXAOPH ;
1—L4~l3-f4—16—mTop—1,2—60H3M30xcason—3—nn)—l-nnnepHnHHnn]—
NPONOKCH | ~3-MeTokCHBe a1 1-2,2,2-TPHDTOPITAHOH ;
4-{3-La-(6-¢pTOD~ 1, 2- OCH3M3OKCA30I —-3-4i) - ~[HIIEPUAKHHHAN |~
HDDHOKCHJ—3—FHHDOKCHﬂxLMGTHnDBHBOHMeTaHOH;
2-13-T4-(8-0Top-1,2-Oexsusokca3on-3-4n)-1-nuOepHOHHEUN] -
[IPCICKCH |aHUNIHHAUTHIPOXAODHA
N-T5-auetun-2-{3-{4-{6-pTop-1,2-6eHsnusokcascn-3-un)-1-nune-
DHOAHHHAIIPOMOKCH IdeHua ] aLue TaMun ;
3-[(1-[3-(4-9THN-3-METOKCHOEHOKCH ) IPOTIHA | ~4-[IHIEPHAKHHA | -6~
bTop-1,2-6€H3HU30KCABOAINUMIPOXAOPHA ;
1-13,5-onMerokcu-4-[3-[4-(6-pTop-1,2-06edauackcason-3-unl-1-
OHICPUANHAA InponokeH lde a3 TatoH ;
N-{3-03-[4-(8~-pTop~t+A-CCH3HIOKCAB0A-3-HA} - |~ IITHOEPHIHHHA] -
nponokcy ) penunl aueraMmuanonypymapar
3-{3-t4-(6-prop-1,2-0€H3HU30KCA30N~3—HA! -1 -NIHNEPHAHHHI] -
NMPONOKCH | AHHIIHH ;
3-13~L4~-(6~pTOpP-1,2-0EH3IU3OKCA30N-3-HA)-1-OHIECPHAHHHNN ] -
IpONOKcH ] -4-METOKCHAHHIIHH;
1-14-[3-[4-18-dTODP-1,2-DEH3HU3QTHAZ0A—-3-HN)—-1-TIHOEPUIHHANAI] -

NMPONOKCH ] ~3-MeTHNIAMHHOQEHNT | 3TadoHMDyMapaT;
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N-[3-[3-[4-(6-bTop-1,2-68H3U3CTHAZ01-3-H/) -1 -OHOSPHUONHHA ] -
Oponokcul]-4-MeToxcudeHunlaueTamMu s
1-[4-[3-[4-(8~pTOop-1,2-0eHsu30THal30N-3—-HA)-1-OHIEePHOAKHHUN ] -
NPOMCKCH]-3-MEeTOKCHOEHHI ] 2TRHORIHAPOXAODHA ;
N,N-gumeTtun-4-[3-[4-(B-pTOp-1,2-deHsnz0KCca3z0n-3-un)-1-
MANEPHOHHEMA ] NIPOIOKCH ] -3-MeToKCHOEHIaMul ;
1-[4-[3-[4-({6-dTOP-1,2-CeHBH30KCAB0A~3~1N)-1-NTHIEDHAKHNA ] -
MPOHCKCH] -3-METOKCHPESHUN ] DTEGHOHOKCHM ;
1-[4-[3-[4-(8-pTODP~1,2-5€H3HB0KCA30N~3~HN) ~1~IUNEDHIHHHA ] -
NIPONOKCH ]MeTOXCHbeRnI1]3TaHOHOKCHMA NPOCTOR O-MeTHIOBHA 2dHD:
1-74-[{3-[4-(6-pTOop-1,2-6EH3UB0KCA30N-3-UN)—1-TUIEPHOUHHA ]~
NPONOKCH] -3 -METOKCHYEHHUNI ]9 TAHOHIHADPABOH
8-dTop-3-[1-[3-[2-MeTOokCcu-4-(1-MeTHADTEHHN)beHOKCH ] nponun ]~
4-nanepuanHKA] -1, 2-0eH3N30KCa30ArHIPOXACPHD ;
(Z}-1-[4-[(4-xn0p-2-6yTEHUN)OKCH]-I-METOKCHEHHI ] 3TAHOH ;
(Z)-1-[4-[[4-[4-(B-pTop-1,2-6eusuaoxkcason-3-un)-1-nunepuan-
HUM]-2-6yTeHHN ]OKCH] -3 -MEeTOKCH)SHHUN ] 3TAHOH;
(E)-1-[3-[{[4-[4-({6-pTOp~1,2~68H3H3OKCAZCN~3-HA)~1~-IHIEDPHIH~
HHA]-2-5yTednn]oxcH]-4-ruapoKCHOEHH1 ] 3TAHOHT HOPOXJIODHN ;
(EY-1-[3-[{4-[4-(B-dTOop-1,2-6eHanlaoxcason-3-ua)-1-nunepuon-
HHN]-2-06yTeHun)JoKcH]~4-~0eH3uNOKCHdeHH1 | 3TaHOH ;

8- (3-Xn10opuponCckCcH) -5~MEeTOKCHHAEAON ;
B-dTop-3-[1-[3-[(5-MeTokcu~-1H~uugon—-6-un)okculnponun] —4-
NUOSPHOHHHA]-1,2-0€H3H20KCA301;
6-dpTop-3-[1-[3~[(1H~yHOoN-7-H1)OKCHU ] NpPONMUA] -4 -NHIEPAOHHHI] -
1,2-0eds3usokcaszoanonydymMaparT;

B-bTop-3-(1-(3-rHOPOXCHINPONHA) —4-NMHNEPUAKHHA ] -1 ,2-6eH3 -
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H3I0KCa30M;
6-brTop-3-(1~(2-NHPHMHOHEOKCH) IPOTHA] - 4-IHIXEPUAHHUA ) -1 ,2-Geus -
H30KCcasonbyMapaT;
G-aueTo—z—[4—(B—mTop-l,2—66H3H30Kcaaon—3—HnJ—1—nﬂnepHnHHHn]—
MeTHn-1,4-6eH30IHOKCAH ;

2-[4-(6-dTop-1,2-6en3usoKcason-3-un) -1-nunepuaununIMerua-1, 4-
0EH300HOKCAaH:;
2-[4-(6-dTOp~1,2-6eH3U3O0KCAB0ON-3~HA) -1 -THNEepPHAHHHL ] 3 THA-1, 4~
OSH300UHOKCAaH ;

8- (3-XnepnponoxkcH)-7-MeTOKCH-1-TeTpanou;
6-[3-[4-(8-0rop-1,2-6eH3u30KCa301~3~HA)-1-IHNIEePHIHHAA ITIDOT~
OKCH]-7-METOKCH-1-TeTpanoH;
N-(3-xnopnponuil)-2-6eH30KCas0AHHOH ;
N-(3-xnopnponun)-6-aueTun-2-6eH30KCAZ0NHHOH ;
N-[3~[4-(6-pTOpP-1,2-6EH3KH30KCABOA-3-HUA)-1-TTHOEPHAHHHT ]~
Nponun]-6-aueTHn-2~6eH30KCAS0NHUHOH ;
N-[3-[4-(6-dTop-1,2-6eu3u3okcas’on~3-un)-1-IRIEpPHOHHHN] -
NIPONHA]dTAanuMupD ;
1-(3-aMu"onponun)-4-(6-pTop-1,2-6€H3U30KCABON~3-HN) INIEPUOHH -
OHCMADOXIOPHN ;
uuc-2-{3-{4-(8-0Top-1,2-6EH3U30KCAR0N~3~-11)~1-THIEPHAHHH) -
IpcnHa) rekcarugpo-1H-uzounaon-1,3-0HOHIHADOXIODHL ;
N-[4-{4-(6-dbTop-1,2-6H3HUB0KCA30A~-3-UN) -1 -NTHIIEepPHIHHHT ]~
SyTHA]bTanuMun;
1-{4-aMuHOBYTHA)—4-(B-pTOp-1,2-BEHIH3ICKCA3ON-3 -1/ ) THIESPHOHH-
OMTHODOXIODH ;

uuc-2-(4-{4-(8-dbTop-1,2-6eH3U30KCa30N-3-uN)-1-IHOEPHOAHHH) -
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OyTHA)rexcaruapo-1H-u30MEN01-1,3-JHCHIHAPOXIODHA ;
1-[4-[[3-[4-(6-0brop-1,2-6eH3U30KCA30N-3~H1)-1~-IHOEDPAOHHHKA] -
OponHI]THo]-3~-METOKCHDEHHN ]S TAHOH ;
4-(6-pTop-1,2-68H3KU30KCa301-3-HA)-1-(2 -MeToKCHDEHUA) Oy TH -
NHIEPHOAHAMANEHHAT;
4-(4-6pomMByTun)~1~(1,3-OUTHAH-2-4N)3THAGEH3ON;
1-[4-(1,3-puTvan-2~-unl)srunloedun-4-(6-pTop-1,2-6eH3U=0KCAB O~
3-H1)OYTHNANIHOEDHOHE ;
1-{4-(4'-aneTodeHnn)6yTunl-4-(8-prop-1,2-6eH3n30KCa301-3-
M) THOSPHONH ;
1-[4-[3-[4-(68-bTOpP-1,2-6H3U30KCa301-3-un)-1-ntunepuguuunl -
IPOIHAAMHHO ] -3-METOKCHOESHH1 ]9 TaHOH 5
{2,4-pudropdenun) ~[1- (peHHAMETHI) - 3-IHPPONHAKHHAA IMETAHOH ~
OKcanar;
8-9rop-3-[1-{dpeaunMeTun)-3-nupponuouHunl-1,2-66H3H30KCA301-
fyMapaT;

(E)-1-[4-[(4-6poM-2-6yTeHHu1) 0KCH]~3-MeTOKCHOECHUN]DTaHOH ;
4-(3-XNOPNPONOKCH) ~3-METOKCHOEH3aNbOETH ;
B—bTOop-3~{3-nmHpponuOuEan) -1,2-68H3IHUB0KCABONIHAPOX/JAODHKHA ;
1-[4-[3-T4-{8-dbTOop-1.,2-6en3u3okcas3zon-3-un)-1-THIEepHOHHHAN ]~
NPONHIaAMHHO ] -3-THAPOKCHOEHNI ]9 TAHOH ;
1-[3-ameTHnaMHBEO-4-(3-XNOpPNPONOKCH ) heHHN ] 3TAHOH ;
N-[2-(3-rUppoKCHOPONOCKCH ) PeHHA]aLETAMH ;

4~ (3-XNOPpPIpPONOKCH}-3-METOKCHOEHIANBAET U ;
{(£)-1-[4-[3-[4-(6-@TOp-1,2-GeH3aN30KCA30N-3-1ua)-1-unepnau-
HH1]-2-METUNNPONOKCH] ~3-METOKCHDEHUI ] STAHOH ;

{S)-(+)-1-[4-{3-[4~(B~-pTop-1,2-6£H3H3OKCAZON—3-HA)-1-OHOe—
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PHIOWHHI] -2-MEBTHANPONOKCH ] -3-METOKCHDEHHN ] 5TAROH ;
(R)=(~)-1-[4-{3-[4-(8-9pTOpP-1,2~GeH3U30KCA30N-3-ux) -1 -THHe—
PHOHHHA]-2~METHINPONOKCH | -3-METOKCHIEHHN/I ] 9TAHOH ;
1-[4-[3-[4-(B8-dTop~1,2-6€H3U30OKCA30N-3~HA) - 1~IHNEDHIAHHHAN ] -
2,2-0MMETHNIIPONOKCH | -3-ME8TOXCHDEHHN ] 3TEHOH ;
(¥)-1-[4-[3-[4-(8-dTop-1,2-6EH3H30KCA30A-3-HN) -1 -TUnepH K-
HUMT]-2-}eHHANPONCKCH ] -3-METOKCHOEHHN | 3 TAHOH ;
(1)—1-[4—[3—[4—(8—¢Top—l,2—6ea3usoxcason-3—nn)—l—nnnepHnn-
HHN]-2-(3-XnopdeHHun ) TponoKCcH ] -3-MeTOKCHbeHHN |3 TaHoH ;
(i)—l-[4-[3—[4—[8-@Top-1,Q-GEHSHBOKcaaon-3~Hn)-1—nﬂnepnnn—
HHn]-2-(peHUAMEeTHN ) IPOIOKCH ] -3-MeTOKCHDEHHN ] 3TRHOH ;
(i)—l—[4—[3—[4—(6—@Top—1,2-6eH3H30Kcaaon-3—Hn)—l—nnnepnnn—
HHN]-1-MeTHANIPONOKCH ] -3~MaTOKCHYEeHHA |3 TaHOH ;
(i)—1-[4—[3-[4—(E-mTOp—l,2—66H3H30Kcaaon—3—nn)—1-Hnnepnnn—
HUN]-3-MEeTHANPONOKCH ] -3-METOKCHDEHHI ]2 TQHOH ;
{L)-1-[4-[4-[4-(1,2-6eH3U30KCaBON-3-UN) -1 ~THIEPHANEKI] -3
METHUNOYTOKCH]~3~-MeTokcudeHHN]13TaHOH;
(3)-1-{4-[4-[4-(1,2-Genausokcason-3-un)-1-nunepuanyunl-3-
peHHAOyTOKCH ] -3-MEeTOKCHDEHHNI ] 2TAHOH ;

( ¥)-1-[4-[4-[4-(1,2-Censusoxcason-3-un)-1-nunepunuannl-2-(2-
@eHHnsTHnJGyTOch]—B—MeTOKcnmeHHn]sTaHOH;

(¥t )-[4-{2-[4-(B-dTOop-1,2-BeH3H30KCA30QA~-3~H1) -1 -TIHTEPHOHEYD ] -
l-MeTHn=aToXCcH]-3-MEeTOXCHDEHHN ] 3TAHOH ;
{E)-1-[4~-{[4-{4-(B8-dTop-1,2~-6eH3H30KCA30N-3-HA)-1-OHOepHOH-
HUN)~1-MeTun-2-6yTeHHNnjokcH ] -3-METOKCHDEHHUN ]9 TAaHOH ;
(Z)-1-[4-[[4-[4-(B~dpTOoDpP-1,2-6€H3U30KCAZ0N~3-HAN)-1-NHIEpUOH~

HHA]-3-MeTH/I1-2-0YTEHHN]OKCH] ~3-Me8TOKCHOEHHNL ] 3TaHOH ;
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(i)—l-]}-[f4—[4—(6—¢Top—1,2—6eH3H30Kca30n—3—Hn)-l—nunepHnHHHq]—
-l-nponun-2-6yTHEUN]OKCH |-3-MEeTOKCHGEHHI] 3 TAHOH;
($)-{+)-1-[4-[3~ [2¢- (6-¢TOp-1H-uHAaZON~-3~Hx) ~1-nuUnepasnuny] -
2-meTHnnponoxcnj—3—MeT0KCH®eHHq]3TaHOH;
(R)-(—)—l—[4—[3—[4—(6—¢Top—lH—HHnason—3—nn)—l-nnnepasnﬂuq]—z—
METHINPONOXCH] -3-MeTOKCUPEHMIT] DTAHOH ;
(i)—l—iﬁ—[4—[4—(1,2—6eH3H30THa30n—3—Hn)—1~nnnepa3HHH@]—3—meTHn—
6yTOKcn]—3—MeT0KCH¢ean]sTaHOH;
(i)—l-[}—[3—[%—(6—¢T0p—l,Z-GEHBHBOKcason—S—Hn)—l—nnnepnnnHH@]—
2-¢EHHnnpon0ch]-3—meT0Kcn¢enn@]3TaH0H; u
(t)—6—¢Top—3—[1—[3-(2-meTHn—(Z—METOKCH¢eH0KCH)nponu@]—4-nnnepn-
ouaEnN] -1,2-6eH3H30KCA30d .

CoenuHeHHs NO HACTOAMEMY H3IOO6PETEHHMW HCIIONB3YHTCH NpH
JleUeHHH [CHXO3a 6laromaps HX CIOCOBHOCTH BhI3HIBATE AHTHICHXO-
THUECKYH PeakKUH Y MIEKONHTANEIKX. AHTHICHXCTHUECKYH AKTHBHOCTD
ONpPenesANT MPpH UCHLITAHHY HA KAPAaOKKAWMHAXCA (Ne3ymuX Ha CTEeHKY)
MBEIIAX MeTOHNOM, AHAJNOTUHUHEIM TOMY, UTO ONHCaH P. Frotaca , el QZU
Baychopbarmacot . 50:1 (1976) u B, Coalall,

J Parmacol.  50:39 (1978).

Memefi-camuos CK-1 (23-27 rpaMMoB) conmepxXaT I pyInaMy
B CTAHIApATHRIX NabOpaTOPHBEIX YCNOBUAX. Merimel noMemawT B HHOHBH-
OyanbHble NMPOBOJIOUHBIE KIeTKH (4"x10", T.e. npumephHo 10 cM x 25
CM} M DOAwT HM OOHH Yac Ha AaHanTalWw H HCCIeIOBaHUe HOBOH
OKpy®awmel cpepnel. 3aTeM BBOOAT MNOOKOXHO AanoMopdHH B HOO3e
1,5 Mr/xr, uro sacTaBusieT BCEeX MHmIEeHd KapabKaTbCs Ha CTEHKY
B TeueHHe 30 MHHYT. COEOWHEHHH, HCIBITEIBA&MEBIE HA AHTHIICHXOTH-
YeCKyWw aKTHBHOCTb, BBOAAT BHYTPHOPHEHHHC HJIH LOAKT [I€pOPaNbHBIMU

no3aMH ¢ pasTHUYHBIME BpeMEeHHBIMH HHTepBanaMmu, Hanpumep 30 MUHYT,
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60 MMEYT H T. 0., Nepel BBeONeHHeM ANOMCp$HHA C 3KPAHHEPYWOEH DO30#

10-80 Mr/kr.
Ong ouledkH xapadkaHbs OepyT 3 nokasanus depes 10, 20 u

30 MHHYT MOCAe BBefeHHs aloMopguda 10 chneaypmeHd wkane:

4 nankaMH Ha 1ony (HeT BnesaHHa) 0
2 nanxKaMH Ha cTeHke (CcTofiHHE Ha
320H¥X nankax) i
4 nanxaMH HAa CcTeHke ([oNHOe Bile3aHHe) 2
MuIDel, IOCTONHHO Ae3YymLHxX Ha CTeHXY A0 HHBLeXUHH anoMopduHa,
oTGpacHBAlH .

Mpu ToIHOM BAE38HHH B pPe3yAbTaTe BEEOSHHA ANOMOPOHHA XH-
BOTHHE BHCST Ha CTEHK&X KAeTKH ([0BOIbLHO HENOOBHXHC) B Teude-
HHEe ONWTENLHHEX NepHOnoB BpeMeHyu. HaoBopoT, BnesaHud, OOYCIOB-
AeHHHe IPOCTOA NBUIATENbLHOA CTHMY/AdUHEeH, OCHYHO [OAM4TCHA I1HUB
HECKONABLKO CEKYHI.

Bannan xapa®kaHkd MWHOUBHAYANBHO CYMMHDYRT {MaxcHManbHHHA
Sann: B Ha MHENL TI0 J ODOKaz3aHuaM) H oOwWHH Gann KOHTPOABHOHA
CDYOOH | pacTBOPHTENb BHYTPUOSDWIUHHEO K ANOMODPOHH OOKCXHO )
IpHHHMAT 3a 100%. BHYUHC/AESHHHE [IPH JAHHEeHAHCM PEerpecCHBHOM aHa-
NH3€ 3HAYESHHH ED5O (npenenu pocToBepHOCTH 95%) HEKOTOPHX H3
Coea¥HEeHHA 110 HacTodaueMy M300peTeHHO, & Takke CTAaHLAPTHOI'O

AHTHICHXOTHIECKOIO CpeicTBa NpelCTaBAEeHH B Tadauge 1.
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Tabmuma 1

HcriwTaHuwe HAa xapafkao-
CoenHHeHUE WHXCH MEIAX (ED(DMP/KP
BHYTPHOGPRUHHHO )

1-[4-[3-[4~(1H-usgason-3-un)-1-nune-
rasvuHunluponckcH]-3-MeToxcHbeHuN] -
3TAaHOoH 0,88

1-[4-[3-{4-(1,2-6en3usoxkcazon—-3-un)-
l1-ovMnepHaHHHAL JIPONOKCH ] -3 -ME8TOKCH—
deHun]srazon 0,67

1-[4-[3-[4-(B6-dTOop-1,2-68HBHICKCA30N~
3-un)-1-nHOepHOHHH ] OIPONOKCH] -3-METOKCH-
deuunlaTaHoH 0,085

1-{4-[4-[4-(1,2-6eunsnasokcason-3-un) -
l-nunepnouHunI JGyTOXKCH ] -3-MEeTOKCH-
benun]lsrTadoH 1,8

1-[4-[4-{4-(B-dTop-1,2-68H3IHROKCAZON—
3-un)~1-0unoepHOHHHA ] OV TOKCH] ~3-MEBTOKCH-
beHHn ] 2TAaBOH G,B8

1-[4~[3-[4-{8-bTOD-1,2-68HBH30OTHABOA-
3-un)-1-NMHNEepHOHEHA ] IPONIOKCH] - 3~METOKCH-
beHHnI ] 2 TaHOHIHOAPOXAODH], 0,18

2-[4-(B-dpTop-1,2-0eHz3HB0OKCAZON~3~1a} -
l-nunepuauHun joTHn]-1,4-68H30QHOKCAH 0,29

{Z)-1-[4-[[4-[4~(8~dTOop-1,2-BeH3KR0KCAZ0I1~
3-un)-1l-nunepuauHun]l-2-6yrteddnjoxcul-3-
MeToxCcHYeHHun]3TaHoOH 0,61

1-{4-(4'-apeTodennun) 6ytunl-4-(6-dpTop-
1,2-6eH3HU30XCAa30N-3-H1)IHIEPHOHH 0,34

8-brop-3-[1-(3-r4OopoKCcHNpONOUN) -4-IHIE-
PHOBHHA]-1,2-6H3H30KCAD0N 4,1

4-[4-{B-bTOpP-1,2-Beu3n30KCa3ON~-3~H1) ~
l-nunepuonHun ]l ByTHNOekKaHeaTAyMapaT 3,31

1-{3-amMuuouponHnr) -4-(6-drop-1,2-6eH3~-
HIOKCA30A—3-HA) MHNEPUOANHOHI HAPOXIODHT 22,0

N-[2-[4-(6-dbTOoDp-1,2-8eH3u30KCcCa30n~3-un)-
l-nHnepuoHHHA]2THR ]dTanuMuL 5,0
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N-[{2-[4-(8-@dTop-1,2-6eHzusoKkcazon~3-un) -
1-IHNEepHOHHHN J2THA I TATHMHOTHOPOXIODHT 0,48

6~drop-3-{1-[3-[ (MsoxuHOAN-5~un)oKCH ]~
nponunl-4-gHnepuauuun]-1,2-6eHs-
H30KCa3oAceckBubymMapaT 0,172

N-[2-[4-{6-dTop-1,2-6eHBHU=0THA3ZON-3—H) -
1-OHIEepHAHHUI ] 3TUA ] D TANHMHAT HADOXAGDH] 0,38

N-[2-[{4-(8-pTOP-1,2-6eH43U90KCcaz3oa~-3-un)-
l-nunepuauunnlatenl-3,8-oudTopdTanuMun 2,9

N-[2-[{4-(8-dTop-1H~-uHpazon-3-un)-1-
NHIepasHHUuA Tl dTanuMug 1,2

N-[2-[4-{8-dTop-1H-uEnason-3-un)-1-
MHOSPUIHHHA D THA ]G TANUMHATHAPOXACPU 0,8

2,3-auruapo-2-[2-[4-(68-bTOpP-1,2-0EH3-
H30KCa30N-3-ua)-1-nHIepHOUHUN]3THA]-
3-vetuned-1H-H30HHNON-1-OHIHOADOXIOPHU 0,684

2,3-ouruppo-2-[2~{4~-(6-dTOop-1,2-6H3—
H30KCaz0N-3-HA)~1-TIHIEepPHOIHHEAN 9 THI ] -
3-MeTun-1H~-130HHEI0A-1-0OHIHOPOXAODHL 1,17

N-{2-[4-{B8-dTop-1,2-8eH30KCcason-3-u11) -
l-munepunovEun}aTunl ~4-aMEHOGTAIHMED~
pymMapaT 0,097

N-[2-[4-(8-pTOop-1,2-6eH3H30KCA30N-3~H1A)~
l-nMHNnepHOMHNN]2THA] - 4-rHOPOKCHOTANHMKUO -
THOPOXI0pHN 1,6

2-[2-[4-(8-bTop-1H-nHpazon~3~un)~l-nune-
pasHduAlaTun]-2,3-AHrHapo-3-ruapoxcu—-1H-
H30HHOGA-1-0oHOONybyHMapaT 2,2

2-[2-[4~(6-gTop-1,2-6eH3us0KCas0A-3-HU1) -
l-nmunepuouuunlaTHn]}-2,3-aqurunpo~1H-us0-
HHOOI-1-0H 1,9

N-{2-{4-(6-pTop-1H-MHmason-3-un)-1-nune-
pasauHAN]aTHN ] -4-MEeTHADTANKMHOOHTHOPO-
XJopHa 0,37

N-[2-[4-(8-dTop-1,2-68H3H30KCA30A-3—-HA) -
l-nunepuOoHHHA ]3THA]-3-MeToXCHDTAAHUMEI 0,18

4-{8-pTOop-1,2-68H3u30KCaz30n-3-un)-1-{2-

(2,3-guruppo~1H-uzousnon-2-un)astunl]-
TIUTNEPHIHHOHIHAPOXAODPHO 0.38
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3-[2-[4-{6-dTODP-1,2-02H2H30KCA30N-3-HA) -
i-nunepugkudunlastunl-2-metun-3H-
XHHa3CNHH-4-0H

4-{8-prop-1H-unmgason-3-un)-1-[2-(2,3-
Aurvape-1H~H30HHOAON-2-4J1)3THA] -~
IHIePa3InHOHMAIeHHAT

N-[3-[4-(6-bTop-1,2-6eH3us0KCA30ON~-3-Un)—
l-nmHNepHaHHUI J6YTHA ] OTANTHMBRACHAPCOXAODPHA

1-(1,2,3,4-Terparugpc~1H-u30XHHOANH-2~
un)-2-{4-(6-pTop~1,2-6eH3HUz30KCaA30A-3-Ha) -
1-TIMIepHOUHHI | 9 TAHOHIHADPOXIOPHASTAHONAT

4-{B8-dbTOop-1H-Hupason-3-un)-1-[2-(5-dTOoD~
2,3-opurunpo-1H-H30HHAOA-2-HA)3THN] -
NHIEepPasHHAHMANeHHAT

4-(6-dTop-1H-uunazson-3-un)-1-[3-(2,3-
Ourunpo-1H-u30oHHAON-2~HI)IPOTHA ] -
IHNEePas3HEAHMaNEeHHAT

N-[2~-[4-(8-dTOp-1,2-6EBH3HIOKCEBONA-3-HU1)-
l-nunepuguuunl)atunl-1,2,34-rerparuiapo-
H3OoXHHONHUOUGYMapaT

2-f4-{6-dpTop-1,2-6eu3usokcazon-3-un)-1-
THIepuaMEun)-1-(2,3-gurugpo-1H-u3onugon-
2-un)aTadHoHbVYMapaT

4-(8-dTop-1H-mHpazoa-3-un}~-1-[2-(5-dTop-
2,3-guruapo-1H-usonunon-2-unleTuHnl -
IHIepHOHHOHManeHHaT

N-[2-[4-(8-dTop-1,2-6eH3H30KCA30A-3~-HA) -
i-nanepunoudEnnlsaTnl-1,2,3,,4-TeTPAruapo-
XHHONHUDYMADAT

4~(6-dTop-1H-uupason-3-ua)-1-02-(2,3~
nurﬂnpo—S—MeTﬂn-IH—HBOHHnon—Z-Hn]STHn]-
nunepaszHHEogudyMararT

4-(8-pTOop-1H-uHpazon-3-ua)-1-12-(2,3-
IUCHApO-4-MeTHn-1H-H30HHAOI-2-HN)3THA] -
MUANepasHHEOARYMAapaT

4-{1H-pupazon-3-unl-1-[(2-(2,3-gurupgpo-
S5-pTop~l1H-usouuHpon-2-HN)3THI] -
MHIEpPa3HHAHMAIEHHAT

N-[2-[4-{8-pTop-1H-uunazon-3-ua)-1-
NUIepHaHHua]lsTunl-1,2,3,4-TeTparuopo-
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H30XHHONHHIOHMAaJISHHAT 0,44

Knozanuy (CcTadgapT) 8,1

AHTHINICHXOTHYECXYO PeakUHiw oO0ecCHedYHBAWNT BBEOEHHEM O00Lex-
TY, TpedywlleMy TakKoe JevYeHHe, COSIHHEeHHH TI0 HacTodueMy H3ob-
perteHun B BHOE 300eXTHBHOM NEepPOPaa1EBHOH, IAPEHTEDaNlbBHOHR HIH
BEHYTPHBEHHOH pme3w oT 0,01 po 50 Mr/xr MacCH TeNna B CYTKH.
OpHaAaxXxo [OHATHO, 4YTC [OA9 7A06O0TC XOHXKpeTHOro CcO6BexTa [0NXHa
6HTL YCTAHOBIEHa KOHKPETHAS CXewma I[IpHeMa NeKapCcTBEeHHO'O Cpel-
CTBA B COOTBETCTBHH C HHIHMBHAYA/ABHOR MNOTPeBHOCTHLD ¥ Npogec-—
CHOHAa/HSMOM NHIa, BBOOSNEro HAM KOHTPOJHpYRLEIc BBeOeHHe yKa-
3aHHOIO COoefHHEeHHd. [loHgGTHO Takx¥e, YTO YXa3aHHHEe B  JAHHOM
ONHCAHHH A03H HBIAKTCH JAHLEL NPHMEPHHMH H HH B Kakol CTEOEHH
He OrpaHHYHBAWT 00BEM HJIM OCYLECTBAEHUE HIOOPETOHHA.

HexoTopre M3 CcOeAHHEHHHA 0O HacTodmeMy H3COPETEHHK HCIONbL3YKT-
CH TaK¥e B Ka4YecTBE aHaATreTHKOB, DOnarciaps uUX cnecoBHOCTH 06-
nerdaTk Gonb ¥V MIGKONHTaDIHX. AHAQA@THYECKY® [MOIES3HOCTE [e-
MOHCTDPHDYET HCIOHTaHHe Ha MHmax Ha pépranue {(Kopun} oT Sonu,
BHILBaEMOe QEHHN-Mapa-XHHOHOM,; KOTOpOE HBASETCH CTaHJAPTHHM
HCOHTaHddeM Ha ofe3bonuBaHHe: Proc. Scc. Exptl. Biol. Med.,
95:729 (1957). Tak, HanpuMep, BBOAKMMAS INICOKOXHO L0338, ofecne-
yuBaomas NpuBnH3HTenbHo 50%-Hoe yrHeTeHHe AEPTaHHd OT O0NH

(EDSQ) Yy Mulledl OpH ©TOM HCOHTAHKH, Noxa3aHa B Tadbauue 2.
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Tabdmuna 2

Yrueredde BH3BaHHODO
beHHNXUHOHOM A&praHug

Coenunenue oT Sonu (EDg, Mr/xr,
MOOKOXHO)

1-14-{3-[4~(1H-ungason-3-un)-1-
THIEPASHHNA JOIPONOKCH J-3-MEeTOXCH -
beHHN ]oTaHOH 0,08

1-[4-(3-(4-{1,2-6eH3H30KCaAa0N-3-Ha)-
l-IHNepHOHHHA JOPONICKCH] -3 -METOKCH—
beHHun]sTaHoH 0,17

1-[4-[3-{4-(8-dTop-1,2-6€HIH30OKCABON~
3-vn)-1-IHOEepUNHHHUA ] IPOTIOKCH ] ~3~METOKCH -

beuunlsTanox 0,03
[lponokcuden (cTadpnapT) 3,9
NenTazsonun (cTasgapt) 1,3

AHanresde ofecneYHBapT BBeneHHEM OO6BEKTY, TpefyomeMy
TAaKOE JiedeHHE, COEeJHHEHHH [0 HAacTOduUeMy H3006PETEeHHK B BHIE
2¢deKTHBHCH NepopaibHOH, IapeHTEPaJbHOH HJIH BHYTDPHBEHHOH 003N
or 0,01 mo 100 Mr/xr MaccuH Tena B CYTKH. OfHAXO NOHSITHCs 4YTO
and ne6oro XOHKPETHOrO 00LEeKTa IOAXHa OHTL YCTAHOBIESHA KOH-
KpeTHAad CcXeMa NpHeMa /1eKapCTBEHHOI'O CPENCTBa B COOTBETCTRBHH C
HHOWBHAYRNBHOH HOTPeSHOCTHY ¥ NpPOPEeCCHOHAaNH3IMOM JHa, BBOOM-
Lero HINH KOHTPOAHRYVHIEro BBRelSHHe YKA3IaHHOIO CoefWHeHHa. [lo-
HATHO Takxe, YTO yKazaHHHS B [OaHHOM CIHC3AHHH LOO3H HBISDTCH
1Hllb NPHMEPHHMH H HH B KaKOR CTEelNeHH He OrpadHHyusalT o6LeM
HA® OCYlUlecTBAeHHEe H300peTeHHd.

dbbexTHBHHE XONHYECTBa COEAHHEHHUH IIC HACTOdleMy H3obpe-
TEHHO MOTYT OHTE BBeleHH OONLHOMY NROEM W3 HECKONALBKHX CIOCO-

GOB , HAaNPHMED, IEPOPankHO B bopMe xamcyn HAM TaGAeTOK, [IapeH-—
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TEPRNBLHC B QopMe CTEPHNLHHX DPAaCTBOPOB H/IHW CYCIEH3HH H B HeKo-~
TOPHX C/Ay4YadxXx BHYTPHBEHHC B QOpMe CTEpHALHHX PAacTBOPROB.

CoepHHEHHd 10 HAacTOodmeMmMy HIoDpeTeHHD ., D3OOEeXTHBHHE CaMH
nc ceGe, MoOoryT DHTL H3INQTOBJSHH M BBENEHE B BHOe HX tapma-
LIEBTHYECKH [pHEM/JEeMHX CONed TNPHCOESeIHMHEeHHA ¢ Uenbk ofecnedeHHd
cTabHIBHOCTH, yapoGcTBa KDPHCTAMANUM3AIMH, MNOBHIEHHOH DpPacTBOPH-
MOCTH ¥ T. II. [lpegnouTHTeAbHHEe (papMaleBTHYECKH IIPHEM/IEMES
CO/H NpHCOeOHHEHHY BEKAPRYAKRT CONA HEeOPraHHYEeCKHX KHCJAOT, Ha-
IPHMEp X/IOPOBOOOPOOHOW, CEpHOH, A30THOH H T. IN.; COAX OAHOOC-
HOBHHX KApOOHOBHX KHCROT, HalpHMep YKCYCHOH, TNpPONHOHOBOHR H
T. II.3 COJAM OBYXOCHOBHHX KapBOHOBHX KHCAOT, HalpHMEep MaleHuHO-
BOH, QyMapoBOi ¥ T. HO.; H CONH TREXCOCHOBHHX KapGCHOBHX KHC-
JOT, TA&KHX, KaK XKapOoxCHSHTapHad, AWMOHHAY M T. M.

SbbheK THBEES KOAHYECTBAa COEOMHEEHHHA I[I0 HACTOALEMY H3oOpe-
TeHHy MOTYT OHTE BBEIE€HH [1epopaJbHO,; HaNpHMEDp; C HHEPTHHM
pasfaBuTeneM WM cO CHEeI00HHM HocHTeneM. OHH MOIYT OHTL 3a-
KAVYEeHH B XeJaTHHOBHE KalcyYIH HIH CIPSeCCOBaHH B TataeTku. [Aag
[IepopanpHoOrc TepaleBTHYSeCKOTO BBEISeHHS COEelHHEeHHf OO0 HaCTOd-
HeMy H306peTeHH® MOryT OHTE OO0bedHHSHH C HAIOAHHTEeNeM H HC-
None30BadN B bopMe TadbneTokx, I[TAacCTHAOK, KAaRCyns, ZJHKCHDOB;
CYCIEeH3HA, CHPONOB, OBA3TOK, XEeBaTEALHHX PE3HHOK H T. I. 3TH
nexapcTBEeHHHEe HOopMH NOMKHH CONepxaThb, IIC KpafHel MepeJO,S% axK-
THBHOT'O COefHHeHHRf II0 HacTosueMy H3oO0peTeHH, HO 2DTO KOaH-
YECTBO MOXET OHTbL HIMEHEHO B 3JaBHCHMOCTH OT KOHKpeTHOH $HOopME
B Ipeaenax OKONO oT 4% pno 70% MaccH oTAenbHoR dopMmu. Konn-
YeCcTBO SKTHBHOTO COEeIHHeHHs B TAXCH KOMIOIHUUHM ONONXHC obecne-

4YHBEQATE NOOXOOdWlee OO3HPOBAHHE . [IlpenmoOYTHTENbEHHE KOMIO3HIHH H

-86-

27216545 C2

RU



S¥YSs9t1L2dc N

[ARS)

JIEKapPCTBEHHHE QOPME IO HBACTOdUEeMY H300pPEeTEeHH® H3TOTaB/IMEBALT
TakK, 4TOOKE pasoBad 0038 NEeXapCTBEHHOA $OpPMH AA8 MEepopalbHoro
BBeleHnd coaepxana 1,0-300 MUAAUIPaMMOB QKTHBHOIO coOeOHHeHHd
No HACTOdWLeMy H3ICOPEeTEeHHD.

TabneTxu, [OHAKAH, KANCVNH, IIACTHAKH H T. II. MOTYT Takxke
COlepXaThe CASAYWIHE XOMIIGHEHTH: CBU3HBAKIES BEHeCTBC, TaKOe,
KaKk MHKPOXDUCTAAAHYESCKES Uel111010%38, TparakasdT HAH EeJaTud;
HAOCNHHTEeNL, TAKCH, KAaK KpaxMal HAH 1aKT033; DaIDEXNAlIee Be-
mecTBo, TaKoe, Kak aJbIHHOBAas kKHcaoTa, [ipuMorenbs, KYKYPY3HHA
KpaxMan # T. [I.; CMaglHBawDee BellecTBO, Tako&, Kak CTeaparT
MarHugd HNH CTepoTec; CKOAb3EMEee BelieCTBO, TaKCe,; XaX KONNoHO-
HHH HOHOKCHJI KpeMHHd; H NOACHAaIMBaxuee BeINecTBO, TakKkQe, Kakx
CB8Xap03a HJIH caxapWH, HIH KOPPHTHpyWOMee BeileCTRBRO,; TaKoe, Kak
MATA ONepevyHasg, MeTH/NCaJHUHNaT HAH arnenkcHHOBasi orTavwka. Korpa
JjexapCTEEHHOA QOopMOE dABAdeTCd Xancy/la, OH2 MOXEeT CONEepXaTh B
OOTIIONHEeHHe K YKa3aHHHM BelWecTBaM XHUOKHH HOCHTE Ik, TAaXOH, KAaK
XHpHO®e (HeneTydee) Macno. [IpyrHe AeKapCTBEHHHE QOPME MOTYT
COAepXaTL pPajlNHYHHEe BelecTBa, HIMEHARNHES (JHSHYECKHH BUI ne-—
KapCTBEeHHOH G OpMH, HaIpUMep B BHAe TOkDPETHIH. Tax, TabGnerTxu
HNH THA®AH MODIYT OHTL NOKDHTH CaxapoOM, WEe1JaKOoM HIH APYIHMH
SHTEPOCONKWOUABHEMHE 000/1049KaMH. CHPOI MOXeT COOEDXaTh, KpOoMe
AKTHBHHX COEIHHEHHH, CAXAp0o3yY B KadecTse NOJCIaiHBAO0Iero Be-
MecTBa ¥ HEKCTOPHEe KOHCEPBAHTH, KpPacCHTENH, MNHIMEHTH H XOpPpH-~
MeHTH. BewecTsBa, HCOONB3YEMHE [IDH HITOTOBAEHHH DTHX DPAa3NHYHHX
KOMIO3HUHE, HNOAXHH OHTE HapMaueBTHYECKH YHCTHMH H HETOKCHY-
HHMH B HCHOONBL3YEMHX KOJAHUYECTBAX.

Ing mapeHTepanbHOrO TEepaNeBTHYeCKOorO BBEAEeHHS aXTHBHOE
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COoeOHHeHHe TII0 HACTOANEMY H306pPEeTEeHHW MOXeT BeITE BRINUYSHO
B pPAcCTBOP HMIH CYCIEH3HW. IDTH JNeKapCTBeHHble GOPME OOJMXHB come-
pakTh no xpafiseld Mepe 0,1% AKTHBHOIO COSIUMHEHMUA, HO KOIHUECT-
BO MOXeT OEHTF H3MeHeHO B Ipeneilax okono Mmexay 0,5% u 50% ux
Maccel. KONHUYeCTBO AKTHBHOLO COEOHWHEHHSA B TaKWX KOMIIO3HIUUSIX
OONIKHO O6ecnedHBaThk NOOXOOAmMee AO3HPOBaHWe. llpenanouTATenbHBIEe
KOMIIOSHUHH H JieKapCTBeHHHEE OPME 1O HACTOSDMEMY HW306p&eTeHHN
H3TCOTaBAHBAKWT TaX, 4YTOOH JeKapcTBeHHas ¢opMa ONA NapeHTepaab-
HOTPOC BBeleHUs colepxana oT 0,5 mo 100 MHANHIPAMMOEB AKTHBHOILO
COeNHUHEHUA.

PacTBOphl H CYCIEH3HH TaKXe MOTYT BEKINWYATH CreOyHEHe
KOMIIOHEHTHlI: CTepPHAbHEIA pasbaBuUTeNb, TaKOH KakK BOoOAa OISl HHBEK-
UHH, COHNeBOH ©PACTBOpP, HEJEeTy4YHe Macla, TMNONHITHISHIAWUKOIH,
TJHHLUEPHH, HNPCIOHNEeHINTHKOJNb HIH OpyrHe CHHTETHYECKHEe pacTBOPH-
TelH; AHTHBAKTepHAalbHBle BemecTBa, TakKHe KakK 6eH3HWIOBBEA CHHPT
HJIH MeTHnnapabeHbl; AHTHOKCHIOAHTBI, TAaAKHe KakK AackopbHHOBaA
KHCIIOTa HIH BHCYNIBOHT HATPHA; XejnaToobpailywlHe BemecTBa,
TaKKe KakK OSTHNSHOHAMHHTETPAayKCYCHasd KHCNOTa; 6ydepsl, Takue
KaKX aueTaTh, LNUATpaTel HIu ¢ocdaTs, H BemlecTBa ILNA peryndpoBa-—
HHA TOHYCa, Takue KaK XJICpHO HATPHA HIH OekKCcTpo3a. lpenapart
1A IapeHTepanbHO'C BBEOeHHA MOXKET 6bITh TIOMEmMSH B AMIIYIIH,
PasoBble MIPHUE HNIK $NakKoHEl ONS BOALENOCD KOJHUECTBA OO3, H3ITO-
TOBJIEHHBIE M3 CTEKIa HUIH IIIacTHXa.

BoicoronunodunbHbe CloXaAble 3$Hp, aMHObl H XapbaMmarb 00
H&CTOAmeMY H30BpPEeTEeHHWw CIHOCOGHB K IANHTENbHOMY BBICBOGOXIOEHHW
B CPraHH3Me MISKONUTAKOUX B TeUeHHEe HEeCKONBKUX HOHeH HKIU OT

[IPHMEDHO ONHOHW RO YyeTblpeX HeOelb, KCorIa OHH H3TOTOBJICHB H BBe—
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OeHH B hopMe Oeno-nopernapaToBs KaKi, HANPHUMEDP, IIPH HHBEKIHH HX

B MNpaBHAbHO BHOPAaHHOM ¢apMaleBTHYECKH OpUeMnIeMoM Macne. [Ipenm-
NOYTHTENBHEMH MACAaMH ABId0TCH DPAacTHTenbHdke; TAKHEe, Kak ces3a-
MOBCE; XJIOUKOBOE, KYKYDY3HOEe, KOKOCOBOE, CCEBOE, O/NHBKOBOE H

T. II. Macna, HNAH CHHTETHYECKHE CMOXHHe 3DHPH XHPHHX KHCAOT H

MHOTOQYVHKLIHOHAJbHEE CIHPTH; TaXkHe, KakK I'IMUepPHH HIH [OPOIHNEeH-
TIHXOND .

Jeno-xoMIO3HHE IO HacToAmeMy HU308peTeHHR HU3rQTaBAHBAKRT
NYyTeM DpPacTBOPEHHY BHECOKOMHIODHABHODIO CACKHOIrC 2dHMpa, aMuHna
HAH KapOamaTa [I0 HacTodueMmy H3cOpeTedZHow B (papMameBTHUYESCKH
OpHEM/IEMOM MAacClle B CTEPHALHEX YCNOBHAX. Macno BHOHpapT Tak,
4TOOH 0fecneYHTh BHCBOOQEKIASHHE AKTHBHOI'O KOMIIOHEHTAa B TEUYEeHHS
XenaeMoro nepnoaa BpeMeHH. [logxXxogdilee MACNO MOEHO NEerkKo Ompe-
IeNuTL, O0OpaTHBIHCHL X H3IBECTHHM MaTepHanaM HIH 0e3 AHIHHX
SXCHEpPHMEHTOB K CHIEIHAJHCTY B NAaHHOH OBNACTH TEXHHKH.

[lopxopdanas 0033 COSJHHEeHNd B COOTBETCTBHUM C OaHHHM Ba-
PHaRHATOM OCYINECTBIEHHA H3COpEeTEeHHY COCTAB/I4ET, IPHMEPHO OT 0,01
nc 10 Mr/xr Maccs Teja HAa HHBEKIHK. B COOTBETCTBHH C HOpennoy-
THTE/ALHHM BapHaHTOM [Aelo-lIpelapaTH 0 HacTodueMy H300pETEHHD
BBOJAAT B BHIOE NPenNapaToB PadcoBCOH NO3H,; COLEPXAalHX MNPUMEDPHO
0,5-5,0 Mn 0,1-20%-"oro (MaccasMacca) pacTBOpa COEIHHEHHT B
Macne. CnepyeT IIOHHMAaThL, 4YTC YKAa3aHHHE B OAHHOM OIMHCAHHH OO3M
aBAA0TCH JNHWUL NTPHMEepHHEMH H HM B KOEH Mepe HEe OIPaHHYMBAaKT
00BEM HIM CYNECTBO H3IOQOPEeTEeHHH.

Clepyoimiue MTpPpHMEepH CIAYXaAT NHWE OA8 HALLCTPpalMM B HEe LOIX—
HE OHLTL HCTORKOBAHH KakK OrpPaHKHUHBapLiiAe H300peTeHHEe. Bce Tem-

NepaTypw Oadk B rpagycax [enscHga (OC), ecay HE ¥YKa3aHao HHOE.
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OPHUMEP_1
1=04-[3=-(4-(1H-Manan0n=3-HOol-1l-nmuoepaadEun]lnponokcul=3=
METOXCHQEeHUNn]aTadoM:

(A) 2-0edHuacynbbhoHHATHApPA3UO 2-6pOMBEH3CHAHOA KHUCIOTH

K pacTtBOopy rHOpazupa 2-0poMOeH3CHHOR KHCIOTH (132 r) B
nupuauHe (1,2 1), oxaaxmedsoMy 1o npHMepHo 10 °C B nenwHonr
SaHe, pobaBnanu GenzoncyibporHunxaopupn (78,3 Mma). [Hocae oxoH-
YaHHd JofaBNEeHUH DPEaKUHOHHY® CMech TepeMemuBa/lH [IPH TeMIepa-
TYpPE OKPYXawlel Ccpell B TeudeHHe 4YeTHpeX 4YacoB H 3aTeM BAHBAlH
B XJI0POBOJOODPOOHY® KHCJIOTY CC NBLOOMs B PEe3Yy/ALTaATE Yera 3B oca-
dOK BHIIalo xXentoe TBepace sBemecTBo (135 r). 2To BemecTso ne-
PEKPHCTANANAHIOBHBA/IH H3 HI3IONpOlaHdHona, [IQAYYUB B pes3yabTaTe
125 r 2-deHHACYNBQOHHATHUOPA3HAE 2~-6GpOMOEH30HHON XHCAOTH,
T. nn. = 154-156°C.

(B) OQeHHACYNbLIOHHATIKIPA30OH dLXﬂOp-2-6POM56H3EHBHEFHna

CMechk 2-tbeduncynbdoHHArHApasHaa 2-6poMOEHB3OAHOH KHCAQTH
(125 r, 350 MMony) H THOHHRNXIAO0DHIA (285 MI) mepeMemHBand H
HarpesanHd ¢ O6OpaTHHM XOJNQOOHABHHKOM B TeyeHHe 2 HacosB. [locne
OKOQJO 15 MHHYT HarpeepaHdHus TBepiOe BeWlleCcTBC YIJIO B PAcCTEOD.
PeaklIMOHHOA CMECH JaBa/lH BOBMOXHOCTE OXJAJHTLCS H 38TEM BITH-
Band ee B rekcad. Cotupanu noayiesHoe TBEepAoe BelecTso (124
')y KOTODEM OBHA GEeHHACYALDOHUATUNPAZOH dlxnop—2—6p0MﬁeH3anh—
geruma, T. ma. = 120-122°C.

{C}) 1-[{(denuncynsdoHUa)ruopaszoHol-{2-SpoMbperunlmMeTn]-

d-MeTH/NIIHIepasHH
K nepeMemusaemcMy pacTBopy (Hen asoroM) peHHNCYAbLGOHHA-

THOPA30HA Cf—xnop—2—6p0M63Hsanbnernna {271,1 r, 720 MMOns) B
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TeTparunpodypane (Tre¢, 2 n) nobasisiam IO Kannam A —-MeTun-
ndnepasus (159,7 r, 1600 MMonbs). PeakUHOHHYKW CMeCh [NepeMemy-
Baly NpH TeMIepaType OKpyXawmel cpensl TpH 4Yaca M 3aTeM JaBalH
el MOCTOATE [IpH TeMIlepaType OoKpyXawmed cpensl 16 uacoB. Peak-
UHOHHYK CcMechb OXIaxjanH B JeOgHOH 6aHe H 3aTéMm ¢UNBTpOBANH
Oons yOaneHHs OGPas3OBABIEIOCH IIHNEPASHHTHOPOXNOpHAAa. OPHIBTRAT
KCHLUEHTPHPOBANK, [ONYYUB B Pe3yNLTATE KODHUYHEBYKR cMony. CMONY
pacTUpany ¢ TOPSYHM AlLETOHHTPDHIOM, CMEeCh OXIaxXOald B JNeOaHOR
faHe H yXe XONOODHYH OQHIBTPOBANM ONA YIOANEHHA HeXelaTelbHOTO
mofoyHore mnpoOyxTa. 3areM ¢QUNBTPAT KOHUEHTPHPOBANM, NONyYas
B pesyneTare 392,9 r HeouunmeHHOro l-[[(peHuncynsdoHHI)-IHnopa-
SOHQ]—(2—6pom¢eHHn)MeTH@]-4—MeTHnanepa3HHa B BHIOe KOpHUHEBOH

CMOIbl.

(D) 3-(4-MeTun-I-nunepasunun)-1-¢emuncynbdoaun-1H-

HHIO&3C0Il

Cmecs 1—[[(¢EHanynb®0HMn)Pnnpaaono]—(2—6p0M¢eHHn)-MeTHnj—

4-meTunnunepasuea (31,0 r, 80 mmMone), MemgHOHN 6poH3H (3,1 r),

K5COy (11,5 r) u numerundopmamuma (500 mn) nepeMemuBanu
HaArpeBand ¢ OBpATHHEM XONOOHJILHHKOM B TeueHHe 1,5 wacos.
PeakKUHOHHYK CM&Ch BBJIMBAJIXM B BOONY H BOOHYW CYCIEH3IHKW HHTEH-
CHBHO TepEMemMHBANH C 3TUnaueTraroM. OByxdazHyw CMeCk QUALTPO-
BaNH uyepes3s LeNuT, MNocle 4Yero pasfdelsan® ciaoK. BOJgHYW 4acThs
DKCTpaTrHpoOBany OpyroOH [OPUHMEeH 3THAAUETATA H ObOBbeIWHEeHHBE
BKCTPAKTE MpomeiBanu (Hp0) K Cymunu LMQS O4) . KOHUEHTPHPOBA-

HHe IKCTPpaKTa nmaBano TBephOoe BCmMeCTBO, KOTOpOe pacTHpAalnH

c odupom, Tonyudas B pesynbTrTate 19,7 ¢ TBEepnoro BemecTBa. IJTo Be-

mMeCTBC [NepPeXKpHCTAJNIK3IOBLEBANE H3 H3IONpOoaHona ¢ noaxydendem 17,7 T
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(80%) mpoayxkTa, T. nn. = 158-181C. O6pazen nag azanusa nony-
187AH OPYroH NMEPEeKpHCTANAu3ailnell W3 H30Oponanona (¢ o6pasoTXol
AKTHBEHPOBRHHHM YrJAeM), YTO .0aBand SBecUBeTHHE KPHCTANNb 3- (4-

MeTHN-1l-nunepasuHun) -1l-peduncynbdosun~1H-uvnasona, T. ong. =

180-181 °C.

AHANHUI:

BuuyvcaeHo nnag C4$H20NQDZS: 80,86%C 5,66%H 15,72%N
Hanpeuo: 60,45%C 5,682%H 15,81%N

(E) 4-{1-{dennncyabpouun)-1H-uagazon-3-unl-1-nunepasun-
KapGOoHHTDHA

K nepeMemusaeMoit cMeCH 3-(4-MEeTHA-1-OMNEepasHHHI)-1-
derHuncynvbpoHun-1H-uunasona (237 r, 0,87 MOAB) , K2003 (102 r,
0,74 Monw) ¥ gHMeTuAcynakboxcuga (JMCO, 2000 mMn) B as3oTe
JoGasnaan uuaHbpomun (72 r, 0,68 MMOAb), pacTBOpPeHHHH B IMCO
(625 Mn). PeakUHOHHY® CMECh NEDEMENHBANH [DPH TEMIEPaTYpe OK-
PyxapWeHr cpelH B TedeHHe 5,5 YacoB H BATEeM BHINIHBANHK B H50

(7 n). TBepnoe BeumecTso, BHIaBllee H3 PacTBOpPa B ©ccajox, cobu-—

raiy nyTeM GHALTPOBAHHA H THaTeNbHO NPOMHBANK BOOOW, HuTO OaBANOQ

188 r (88%) nponyxTa. Ob6pazeld (5,2 r) NepexpHCTaAAH3O0BHBANH
OBAXIH K3 CMECH STaHOH—HZO, noayvas B pesyinkTaTe 4,0 p 4-[1-

(beunncynedbonun)-1H-nuga300-3-H1)-1-IHUIEPASHHKADOOHHTDHAA ,

T. oa. = 178-180°%C.

AHAOH3:

BruyHucneno nong ngHinsOZS: 58,85%C 4,88%H 19,08%N
HanpeHno: 58,01%C 4,B83%H 19,09%N

(F) 3-(1-Mlunepasuuun)-1H-uunaszson

K nepeMewmupaeMcl cMecH 4-[l-(denuncynotoHun)-1H-wumazon-
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3-un) -l-nunepasuexkapéouuTpuna (163 r, 0,44 Mone) B TeTparun-
po¢ypare (2,0 n) p[o6aBnAnM IO KannAM NIUTHAANOMHHUATHOPHDI
{880 Mn, 0,88 MMone 1 M pacTBOpa NHUTHAANOMHHHAIHOpDHOA B TeT-
parugpodypane) . llocjye OKOHUYAHMA OOLGABAGHHA PEAKIUHCHHYH CMeCh
HATpeBaJH IO KHIEHHS C OOPAaTHBIM XOJOOHUIBHHRKOM TIPH [IepeMemHBa-—
HHH B TeuUeHHe b uacos, MepeMelHBAaNlK IIPpH TeMIepaType OKpyXa-
KOed cpensl OOHH Yac M faBand CTOATh NPH KOMHATHOH TeMIepaTrype
BCH HOUYb. Peakuuw GeCTPO INpekKpamaild OCTCPOXKHEIM IOG6ABNSHHEM
o KamnsM BOObl. YOBEOHBIHCE B OTCYTCTBHH BeIENEHHS BOIOPOO&,
PEaAKRUHOHHYH CMech G¢HUNLTPOBANH, H OTOUINBTPOBAHHBIA OCalQkK JH-
THEBOH COJIH THmMATeNBbHO I[IPOMBBANH TeTparuapodypaHoM. OHARTRAT
O6BEeOHHANH C ¢HIBTPATOM OPYTOTO BHIIOIHEHHS 2KCHepUMeHTa (BCe
BMecCTe ¢ HCXOOHEIM MaTepHalOoM CcOCTaBnsane B obémem 300 r, T.e.
820 MMonb) W oBbenUHeHHBle $HUILTPATHE KOHIEHTPHPOBANH, IONy4as
B pesyabTaTe 372 I XeJTOro TBepOOI'Cc BelecTBa, CYCIHeHOAXPOBAH-—
HOT'O B BOOEe. Bbla cOoellaHa MONBITKH PACHPEACIHThL INPOOYKT Mexny
BOOOH W OHXJOPMETAHOM, HO OKA3ANOCh, YUTO NOPOAYKT JHNL HEeMHOI'O
pPacTBOpAeTCaA B OHXIOpMeTaHe. I[lo2ToMy IOBYXPa3HYHN CYCINIeH3HBD
NpodyKTa (UNBTPOBANHK Uepes3 BOPOHKY C KPYNMHONOPHCTOH TNINacTHH=~
KOH H3 CIle4YeHHOrO MaTepdana, H OTOPHIBTPOBAHHBHA 5elnsll IIpOOYKT
CYOHAH, B pesyabrTaTe 4Yero noaydund 121 r ngponykTa. OBe daswl
éuNETpaTa pasnensdgyd H BOOY ONATE BDKCTPACHpOBanNH IHXIOPMETaHOM
Bce puxnopMeTaHOBsle $asbl OBBedUHANH, I[IPOMBIBAIH »OBaXObl BOOCH,
CYNHIH CYyNnbdaTOM MACHHA H KOHLEHTPUPOB&ANH, [NOJYYad B DEe3yIb-—
Tate 41 KoﬁhHeBoro ocTaTEKa. OCTATOK PACTHUpPANIH ¢ IU2THAOBLIM
sdMpoM H $HALTPOBANM C ICNy4YeHHeM 10 r TBepOoro BemecTsa

uBeTa 6ex, T.mA.=139-150°C. AMP- H MC-cneKTpbl COOTBETCTBOBAIH

CTPYKTYpE.
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[lepexpucTananzaurs 10 r npoaykTa ¥3 TONyoaa masana 7,5 ¢ 3-(1-

mHmepasuuun) -1H-uunaszona, T. oa. = 153-155°C.

{G) 3-(4-MeTun-1-nunepasuHun)-1H-uugason

[MepeMemadnyw cMech 3-{4-~MeTHN-l-nunepasHHuA)-1-benun-
Cyabdonaun~1H-uapasona (13,5 r, 38 mMoaw), MmeTaHona (150 ma) wu
25% CH30Na B Meradone (15,3 M) nepeMemsBanu ¥ HarpeBaaH c
OCPaTHEM XONOJZHNBHHKOM 2,5 vaca. PeaklHMOHHY® CMECb KOHUEHTDH-
pOBaJAH 00 IPHMEPHO OJHOH HO&ecHTOR ee o0beMa H noGasndgad BOOV
YTO'NAaBANQC KPAaCHEH DACTBOP. PacTBOp 3KCTParHPOBalH OUXJIGDMEeTa-
HOM, S3KCTPaxT NPOMHBANHU fHQO), CYWHIH (MgSOq) H PRCTBODHTEND

KCHLUEHTPHPOBAAK, [JOAY4Yas B pe3y1bTaTe 6,8 I pO30BOTO TBEPOOIQ

BemecTBa. [IBe NepeXpPHCTANNHB3AIHU H3 CMECH TONYOJ/N-I"€KCAH [OaBanH

4,3 r (52%) 3-{4-MeTun-1l-nunepasddun)-1H-HHOa301a B BHOE He-

genorc TBEPOOrO BELECTBA, T. NOI. 111—1130C.

AHAOU3:
Bruucnexno nn«a C42H46N4f 66,64%C 7+ 48%H 25,91%N
HaapeHo: 86,;83%C 7+42%H 25,B68%N

(H) 4-{1H-uupason-3-un)-1-nMnepas3uHKapbOHHTDHNA

K neperemuweaeMofi cMecH LuaHGpomugz (5,3 r, 0,05 Moan),
szOg (7,1 r) v puMeTuncynrborxcuna (40 M) poBaBAgnM OO xam-
naM 3-{4-meTun-1-nunepasuuun)-1H-unpgason (11,0 r, 0,051
MCONb}, DPACTBOPEHHHA B AHMeTHACYALGQokcume (80 Mn). PeakUuHoHHY®D
cMech fepeMenMBanHd TIDH TEMIOepaTyDe oKpyxavumeHd cpefndH 1 ugac H
3aTeM BIHWBaNW B BOAY. BOONHYO CYCINEH3HO 3IKCTPArHPOBANH 3TH/I-
alleTaTOM, 3THAALETAT NPOMHBAAH (HZO), CYWHNH (MgSOu) B KOH-
UEeHTPHPOBaNIK C NOoAy4YeHHeM 7,8 r (67%) xeaToro TBepoOro Bele-

CTBa. 2TOT obpazelu QGBEAMHANH C LPYICHM H OBaxXIH NepexpHcTan-
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JAH30BHEAIH H3 TOAYONa, [OI0AYy4Yass B PE3IYNLTATE AHATHTHYECKH YHC-

THHE 4-(lH-uHpgazon-3-un)-1-NHOepasuHXApOOHHUTPHI B BuOe 6Before

TBephgoro semecTBa, T. OA. = 120—12200.
AHAOWA:
: ’ % ) *
Buyxcnedo png C12H!3 st 83,42%C h,76%H
Hafpedo: 83,04%C 5,84%H
{I) 3-({1-MunepazuHua)-1H-unwgazon

Cvece 4-{1H-wHgas3on-3-un)-1-THNTEepa3HHKapOOHHTPHAZ (8,0
r, 40 MMOAB) ¥ 25%-HOoH stOH (100 mMn) nepeMemMBanH IPH Harbpe-
BAHHH € OOPaATHHM XONOJAHIBLHHKOM B TedyeHHe 4,5 yacos. PeakxyHou-
H¥0 CMECL OXJaxnalH B neasidod 6aHe H [OenanH OCHOBHOH OyTeM
noBaBnednyg 1o kamndaM 50%-sworo NaOH. OCHOBHHH pacTBODP BKCTpa-
FHEPOBaNH 3TH/IAUeTaToOM. JTH/AALUETAT IPOMHBAIAH BOOOH, CYUWMWAH
(MgSOQJ H KOHUEHTPHPOBARH C noaydyexdueM 5,2 r (73%) uenesoro

COSIHHEHHY B BHAe TBeDOOI0 BenecTea. TBepnce BelleCTBO OBa&EIH

MIEPEXPHCTAAMHIOBHEBANK H3 TOAYOha, rionyvias B pesyiasrTate 3,0 r

3-(1-nunepasuana)-1H-uxgasona, T. ma. = 153-155°C.
AHATHM3:

Buwynucnedoc pas C{1H14Nq: 65,32%C 6,98%H 27 ,70%N
HanaeHo: 85,21%C 6,399%H 27 ,80%N

(J) 1-[4-[3-[4-(1H-Humason-3-un)-1-nunepasuHunlnpen-
OKCH]-3-MeTOoKCH}IEHUN ] 3TAHOH

CMecr 3-{l1-nunepasuuun-1H-uuxpascna {4,0 r, 20 MMoaL),
K2C03 {30 r, 22 MMonn), 1-[4-{3-X10OPNPONOKCH)~3~METOKCH-
bexunlaradona (5,3 r, 22 MMOAL), HECKONbLKHX KpHCTannoce KI H
nuMeTHndopMamMuaa (80 Mn) nepemewmsanm npu 90 °C s TeueHue 5

JyaccB. PeakUHOHHYO CMech BBINHEBANH B Bogoy ¥ BCAOHYK CMECE 3IKCT-

-95-

27216545 C2

RU



S¥YSs9t1L2dc N

[ARS)

ParXpoBaNyM 3THNALUSTATOM. 3IKCTPaKT IMpPoMbiBanud (conesof pact-
BOp), CYWNHUNH (Mgs O4) ¥ pacTBOpUTENnb KOHUEHTPHPOBAJNH C MONy-
YeH#eM 6es0T0 TBEpIOro BemecTBa, KOTOPOe PACTHPAaJNH C OHSTHIO-
BBIM 3QHpOM, nosyudasd B pesynerarte 7,0 r nponoykra. [OBe mnepe-
KPHCTANNH3aUHM H3 ab6CONNTHOrO 3THNOBOTC CIUpTa maBanxn 5,3 T

{(64%) aHaANUTHUECKH YHCTOLO 1—[4-[3-[4-(lH—HHnason—B—nn)—1—

N¥NepasHHui) NpONOKCH] —3-MeTOKCHOEHHUN] 3TaHoHa, T.nn. = 155-

157°cC.

AHAJIU3 ¢

Beuucneno nna CpqHpg #4035 67,62%C  6,91%H  13,72% N

Hafineno: 67,45%C 6,74%H 13,56% A
NMPHMEP 2

1-[4-[3-[4-(1,2-Bensusoxcason-3-un) -1 -NHNEeDUAUHEAN] MTPOMOKCH ] - 3—

MEeTORCUPEHUN] STAHOH

CMeck  3-(4-mEnepHOUENN) -1,2-6eH3H30KCA3ONTHOPOXIOPHIA
(4,8 T, 20 mmone), KyCO3 (5,2 r, 40 mmons), 1-[4-(3-xnopnpomn-
oxcn)—3~meToxcu¢eHHn] sTagoHa (5,3 r, 22 MMONbL), HECKONbBKHX
Kpucrannos K] H pvMeTHndopmamupa (60 mn) nepeMemMBanu npu
90°C B Teuenue 16 uacOB. PeaKIHOHHYKW CMEChb BHJIHBAJH B BOOY
H BOOHYK CMe@Ch 3KCTPATHPOBANH S5THNALETATOM. 3KCTPAKT IIPOMBIBANH
BOOOH, CYWHHIH (M?S‘O4) H KOHUeHTpHPOBaNM, NOnNydYas B pelyibTare
KOpHYHEBROEe Macio. Macno xpomarorpadupoBann Ha xXpomarorpade
YoTepc llpen ( deigﬁ4 ﬁV%b ) 500, HCOOAB3YS KOIOHKHM C CHUIIM-
KareneM H cMeChb 3TUNALUETAT-OU3TUNAMHH (2%) B KayeCcTBe 3JIKSHTA.

KOHUEHTPHPOBAHHE COOTBETCTBYWNMHAX ¢paxuui pasanc 3,9 T Oponykra

B BHOe He coOBCceM bBenorc TRBepOor'o BemecTBa. HEPEKPHCTHHHHBE&HHH H3

46CONNTHODC 3THIOBOTO CHHPTA maBana 2,6 ¢ (33%) 1- @—[}—[}—(1,2—
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66H3H30KC&30H-3-HH)—l—HHHepHﬂHHHﬂ]HDOHOKCH]—3—MBTOKCH®BHHH]*

5TaHOHA B BHOE OECUBETHHX HUI'ONLYATHX XPHCTANAOB, T. OMN. =

102-104 “c.

ABATMZ:

Buuncneno gng CZQHZXNZD#: 70,568%C 6,91%H 6,B6%N
Hadpeno: 70,73%C 8,93%H 6 ,B5%N

OPHMER_3
1=14-[3=-[4=(8-d1op=l.2-BeHadaokcanon=3=U0)=-1-OUODEDPHUIHHHAN] -
opanoxcul=3-MeTokCcHYPeEUO]laTaHOH

[lepememnBaeMyw cMecb B-dTOp-3-(4-munepunuuaun)-1,2-Geus-
H3oXxcazonruapoxnopunas (5,1 1, 20 ™MMoAL) ., K2CO3 (6,2 r, 40
MMOAL) , 1-[4-(3-xnopnponokcu)-3-mMeTokcupenunlsranona (5,3 r,
22 MMoOnB), u numeTuidopMamuma (B0 Mn) Harpesanm npu 90 °C B
TeyeHHe 16 4yacoB. PEakUHMOHHY® cCMeCh BLUIMBANU B Bony H BOIHYDL
CMECh 3SKCTPArHPOBANH 3THAALETATOM. JTUNAUeTaT TPOMBIBANK BONOH,
CYIHIH (MgSOHJ H KOHUEBHTDPHPOBAJH, [IONY¥Yad B DPEe3Y/ALTAaTe BAaX~-
HOE TBepAOe BemecTBC. [lepexpucTanausauuda (oBaxou) H3  3THROBO-
r'o chHpTa pasana 5,0 r (58%) 1-[4-[3-[4-(8-pTOop~1,2-6EH3HUROK-

cazon-3-HA)-1-NUNEepHIHHHAJIPONOKCH ] -3 -MeToKCHObDEHH ] 9Ta0Ha B

BHOE TBepacrgo BemecTBa BeTa 6ex, T. NOA. = 118—12000.
AHAOHUA:
Ll 7 % 6,38B%H 8,57%N
BuyuciaeHo pn« CzqﬂngNZQq 87 ,80%C y
HafneHo: 67 ,47%C 6,40%H 6,53%N
OBPHMEP _4

1=[4-[4-[4-(1,2-Beuzuzokcason=3-unl-1-ovoepuauuunlsyvrokcunl-3-
MeTokcHbeHUD]lAaTaHOH

Cvecp 3-(4-munmepHOHHHN) -1 ,2-GEH3IH30KCABOATHADPOXTIOPUAA
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{4,3 r, 18 mMMoaB}, K2C03 (5,5 r, 40 MMoan), 1-[4-(4-GpoMByT-
oxcu)-3-MeTokcupenunlatandoda (5,5 r, 18 MMOAB), MU JHMETHI~
popMamMuna (60 Mn) nmepeMewdBand H HAPPEBanM IIPH 75°C B TedeHue
16 wacos. PeakUHOHHY® cMeChk BLUIMBANM B BOLAY M OKCTDParHpOBafu
9THAAeTATOM . JTHJI1AUEeTaT NPOMHBANH BOAOH, CYUWHNH (MgSOé) 5§
KOHUEHTPUPOEBANH, TI0Ay4Yad B pe3yALTaTe 7,2 I GE8XeBOre TBEPAOrO

peumecTea. [lepekpucTannusauua (AQBaxnH) U3  2THAOBOIO CIOHPTA

dana 3,3 r (43%) 1-[4-(4-[4-(1,2-0eH3H30KCcazcnA-3-un)-1-nune-

PHIHMHHUN}OYTOKCH]-3-MeTOKCHDEHHNN ] 3TAHOHA, T. OA. = 99—101GC.

AHAOHA:

Buuyncneso nn« C25H30N204: 71,11%C 7y16%H 6,83%N

Hawneuno: 70,78%C 7324%H 6, 5B%N
OPHMER_&

1-[4-[4-[4-{B8=-Drop=-1,2-feyauaokcasnn=3-uo)=-1-OUOEDHUOUHEHAO]l=
OyToxcu]-3-MeToxcHupenrnlarauns

[lepeMemnsaeMyw cMeck 8-&Top-3-(4-IHIEPHOHHHN)-1,2-6eus-
N30KCcasoaruapoxaopuga (5,1 r, 0,02 Monm), K2003 (5,2 r, 0,04
Monb), 1-[4-{4-GpoMbyToxcu)-3-MeToxcHdeHHn ]®TaoHa (8,86 r, 22
MMOnb)» B pguMeTHAdopMamMuaa (B0 Mn) HarpesanH OpH 7500 D Tede-
HHe 5 4vacoB. PeakxUHOHHY® CMECh BHNIHBANH B BOAY H BOJHYKW CMECE

SKCTparvpoBanM 3THAALeTATOM. 3THIAUeTaT NMpCMHEBa/iH BOLOH, Cy¥-

WHTH [MgSOH) H KCOHUEHTDHPOBAaAM, YTO IOABANO MMEepBOHAUYANbLHO Macio,

3aTBepieBuee nocne crodddda. Teepnoe BeHmeCGTBO PACTHpPand C
rexcanoM ¥, cobpaB, HOoAy4Hand 7,7 © TNPOOYVKTa B BHAE CMC/NHCTOIO
TBEPAOr0 BemecTbBa. CoedHHEeHHe XpoMaTorpabuposanu Ha YoTepc
flpen S00 ¢ Hcoons3aoBaAHMEM KOJIOHOK C CHIHKareaeM H 2[A0HpPOBa-

HHEeM CMeckrk [OHX/lopMeTaH-MeTaHon (5%). KoHUSHTPHpPOBAaHHE cooT-
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BeTCTBYLUHX GPakuui gasano 5,1 p 1-[4-14-14-(6-pTopP-1,2-Cens-
naoxcason—B—Hn)—1—nnnepHnHHHn]6yT0KCH]—3—MeT0KCH®eHHn]9TaHOHa
B BHOe HEGE710TC TBEPOOro BelecTBa, KOTOpPOe [0C/He MePexpucTan—

AH2AUKEH H2 3THACBOrO cnupTa Hane 3,2 r (3B%) 6GenoBaTHX HUIONL-

o
yaTHX KpMcTannos, T. oa1. 88-80 C.

AHANK3 -
Bryucneno Anad ngHngNzoqr 68,1868%C B.,84%H 8,306%N
HanApeHo: 60,45%C 5,682%H B, 29%N

OPUAMER_8
1-[{4-[2-[{4-(1,2-Benzuaokcason=3-un)=-1-NunepuanEuilaroxcu]l=3=
MeToxcHpeuunlaTadouhyMapaT

CMecs 3-(4-nivnepHOuHHA) -1 ,2-68H3IU30KCA30ArHIPOXN0OPHNAE
(4,8 7y 20 MMOAL] s K2003 (5,2 ry 40 MMons), 1-[4-(2-xnop-
aTOKCH )} -3-MeToKcHdeHua ] aTadona (5,0 r, 22 MMOAb), H LRAMETHI-
popMamMuga (90 Mn) Harpewand IpH QOGC B TeyeHue 16 4acoB.
PeaXllHOHHYD CMech BRAMBAjAK B BOAY H BOLHY® CMECh 2KCTPArupo-

BalH RTHIaLEeTaTCoM. JTH/JIAUETaT NPCMHBaLH BOOOH, CYWHAH (Mg8043

H KOHLUESHTPHPCBAaNH, 4YTO mapano Maclno. [locToas, MAaciQ 3aTBepHeBallo,

B pe3yAbTaTe dero OHJO TOAYYEHO TBEeDACE BeUlleGTBO LBeTa 6exX.
HeouHmeuHOE TBEepLOoe BEelecTBC ABaXAH [IePeKPHCTANIHIOBHBAIH H3
STHIOBOIO CHOMpTa, 4YTO masano. 5,90 HeOGeloro TBEPAOrc BelecTBa.
9To BemecTBO PACTBODSNH B STHAaleTaTe H ACCEBASAM Q@YyMapoBYH
xkuciaoTy (1,2 r, 1,1 3kBuB.). CMECb KPAaTKOBPEMEHHC HarpeBailn
Ha 1apoBOW GaHe H DaTeM NepeMelHBalH IpH TeMnepaType OKpYXan~—
mef cpedn B TedeHHe 2 yacoB. [locae BHOAAeHHs B 0CAAOXK NEPBO-
HaYANbHO ZE7EeHOr0 Macla [eXaHTHPOBaNH CYNepHAaTaHTHHH DPacTBOD.

K IexaHTUPOBAHHOMY DacTBODPY A08aBndany 3@dp H coOupanu Seny»
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conb -~ ¢ymapar (4,0 r}. Cone OBaXOB MepeKpPUCTANIHIOBHBANK

H3 CcMecH 3TaHon-2¢Mp c nosydenuem 1,7 ¢ (17) l—[4—[2- 4-(1,2-

ﬁensnsoxcason—3—nn)—1-nnnepnnnnn;]3T0KcQ]—3-MeTOKCH¢eHHﬂ -3Ta-

Hondymapara, T.nn. = 127-129°C,

AHAHAHW3:

Beruncieno mna CogHjg NEO4-C4H4O4: 63,52%C 5,92%H 5,49% A

HaiimeHo: 63,008C 5,87%H 5,423 NV
OPHMEP 7

1-[4—[4-[4—(1H-HHnason-3—Hn)—l—nnnepaanﬁaq]6yT0KcH]—3—

MeTOKCHQeHHn]sTaHOH¢ymapaT

[lepeMemuBaeMyw cmeck 3-(l-nunepasuuun)-lH-uEgaszona (4,0
r, 20 mMmons), K5,C0O4 (5,3 r, 40 mMons), 1-[;—(4—6pomﬁyT0Kcn)—
3—MeToxcn¢eHHqJ3TaH0Ha (6,6 T, 22 MMmonn) m OUMeTHIdopMaMHuLa
(60 mn) marpeeanu npd 75 ©°C B TeueHue 16 4Hacos. PearRLHOHHYH
CMECk BEIHBAJH B BONY, B pe3ynbTaTe uyero M3 pPacTBOPA BHIANANO
B OCamok Bejoe TBepmoe BemecTBO. CO6HUpas M BhHCYmMBAsS TBepnoe
BEemeCTBO, MOAYYaJH 7,2 I HEOUHNEHHOIO NPOOYKTa. HeouumeHHOe
TBepnce BelEeCTBC OBaXOL [MePEKPHCTANNHIOBHEBAIH H3 3STHIOBOCO
COHpTa, UYTOo OHaeano 4,1 r cBoBOOHOTO OCHOBAHHUA, KOTOpOE Mpeepa-
mana B conb (fymapaT) potaBieHHeM ¢YMAPOBOH KHCHOTH (1,1 )
X COGNHMHEHHI, PACTBOPEHHOMY B KHIANEM B KOJ6e C OBPATHBIM XONO-
AANBHUKOM aneToHe. [lonydeHHYW conb (5,0 I') DepekpHCTANNU3OBH-
Band M3 STHICBOIC CHNHpPTAa, Ionydasa B pesynbTaTte 3,8 r (35%)
1—[}—[ﬁ—[ﬁ—(lH—anason—3—Hn)—l—nnnepaBHHHnJ6yT0Kc@]—3-MeTOKCH—
denurn]-sTaHondymapara B BUOe 6200 TBEpPOOrO BENMECTEBa, T.Mn. =

163-165°C.
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AHAIH3 :

Bruucneuno nng CZHHEUN&O3,C%HQO#: 62,44%C 6,38%H 10,40%N
Hanneno: 82,28%C 6,82%H 10,34%N
OPHMEE_R

1=04=-12-[4={B=0rop=1,2-Fenanaocxcazai=3-0n)=-1-NHOEDHOXHHI] -
arokcdl=3-MeTokcH@eHHI]laTagax

llepeMennBaeMye cMech 8-@Top—3-(4-NHOepHOHHHUA)-1,2-6enz-
HaoKcazoaruagpoxaopuna (5,1 r, 20 MMOAb) . K2C03 (5,2 r), 1-[4~
(2-xnopaToxcH) -3-MeTokcHberunlsranona (5,0 r, 1029 MMONL) , H
AuMeTHndopmamuna (90 Ma) Harpeeanu IOpH QOﬂC B TeueHue 18 ua-
CoB. PeakUHOHHYW cCMech BBUIMBAIK B BONY H BOOHYK CMeCh 3KCTpa-
MHpoBanH 3ITHAAUETATOM. 3ITHIAUETAT NPOMHBANK BOMACH, CYIHAH
fMgSOQ] H KOHLUCHTPHPOBAaAH: YTO HaBafao 7,4 © XenTol'd0 TBEpPAOrO
BEmecTBa. TBepaoe BEeLecTBC XpoMaTorpadupoBa/AH Ha Yorepc [Ipen
500 ¢ wncnonesoBaHHeM CMeCH OUXNODMETaH-MeTaHOoA (4%) B kKaue-
cTBe DBAKeHTa, [nocne 4Yero KOHUESHTPHPOBANH COOTBETCTBYOIYD
®paxuuno C noiydeHHeMm 4,0 I' XenToro TBEpAOro BemecTBa. Tsepnoe
BEECTEL IepeKPHCTAN/NHI0BHBAH H3 STHACBCOIC CHOHDPTA, [NONYVIAS B

pesyneraTte 3,1 r (38%) 1-[4-[2-[4-(8-dTOop-1,2-6843H30KCA30ON~

3-un)-1-NHIEepHAHHUN ] 3TOKCH ] -3-MeTOKCHbEeHHA ] 3TaHoHa B BHIE

KCNTOBATHX XJIOOLEB, T. MNI. = 132—13400.

AHAOW3:

Bruncneuno nna CZSH&fFNZQH: 66,98%C 8,11%H B,79%N

HafneHo: 66.,90%C 6,20%H 6, 74%N
OPHMEPR_9

4=-[3=[4=-(8=-0Top=-1,.2-fAHANR0KCAR00=3~HA) =1 -—OUOSDUANHKHO ]~

nponoxcm1:3:Mﬂioxcu:fﬂ:mamunﬁeaaonuezaﬂoa
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K nepeMem#BaeMoMy pPacTBOPY 1-[}—[3—[}—(6-¢Top—1,2—6eH3—
Hachason-B—Hn)—l—nnnepnnnnnn]nponoxcn]-3—MeToxcn¢eHHn]—3Ta—
HoEa (4,0 r, 9,4 MMOnb) B CMecH MEeTaHOA-TeTparugpodypas (60
Mn, l:1) po6asnsanu G6OpOrMApPHO Hartpua (0,4 r, 10 mmons). [oche
HAYaNbHOTO BHIEJNEHHA Ta3a BCe HepacTBOPHMBEIE BemMecTBa yYXOOH-
TH B pPacTBOp. PeaRKUHOHHYH CMech IlepeMemMBalH IpH TeMnepaType
OKpyXawmeH cpensl B TeudueEHe 3 vacoB ¥ TCX (ToHXocnohkuas Xpo-
mMarorpadusa) B 3TO BpeMs I[IOKas3kEBEaNla BeChMa HEe3HAUHTEe/bHOS
KQNIKUYeCTBO HCXOOHOr'oO XxXeToHa. IlosToMy pnOoéaBnann eme 0,1 r©
GOPOruApHIa HATPHA M [NPOOONXANH IepeMemMBaHHe eme 0,5 vaca.
Tenepr TCX moxaspBana NONHOE HCYE3HOBEHHE HCXOOHOIO MaTepHa-—
na. PeakKUHOHHYK CMeChb KOHUEHTPHPOBAaNH OO MNOJNYUYEeHHS HeBelloro
OCTAaTKa, KOTOP:HH Pa3BOOMIH BONOH KM COGHpANH, NONy4Yas B pe3yib-—
Tate 3,4 r cnupra. Ero NepekKpHCTANNH3OBHBANH H3 TOlyoja (OBa
pasa, ¢ 06paboTKOd AKTUBUPOBAHHEM YIJNEeM), UTO JaBano 2,7
r (67%) 4-[3—[}—(6—¢T0p—l,2-6eH3H30Kcason—3—Hn)—l—anepHunHHn]—

MPONOKCH |-3~MeTORCH- A ~METHI6EH3ONMETAHONA B BHOe 6HeNoro TeBep-

noro BemecTBa, T.nm, = 136-138°C.

AHAJIHUS :

Beucneno mns CpaHogF ANp04:  67,278C 6,82%H 6,543 A

HafimeHo: 67,59%C 6,893%H 6,47% Y
[NPUMEP 10

1- [4-3- [a- (1,2-BeH3H30THA307-3-un) -1 -IHOEPHIHEKIL] IPOMOKCH ] ~

3-MEeTOKCHQEHHUNI |3 TAHOH

Cvecy 3-(4-nmunepuauHn)-1,2-6en3suzorunasona (3,0 r, 13,7
MMOTR) , kap6oraTa xKanusa (2,3 r, 16,5 mMonm), l—[}—[3—xnop—

nponoxcn)—3—MeT0Kcu¢eanjaTaH0Ha (4,0 r, 16,5 MMONE), uOgHOa
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kanusa (200 Mr) u auetouTpHia (100 Ma) nepememuBand NOpH Ha-
rpeBaHHH ¢ OO6paTHLHM XOJNOOHIBHMKOM (B asore) B TeyeHue 24
JacoB. OXNaxOeHHYHW PeakKUMOHHYKW cMeCh QHIbBTPOBANH H OTPUNBTPO-
BaHHBIH OCAAOK THNATENBHO I[IPOMBIBANH ALETOHHTPHAOM. QuUIbTpaT
KOHUEHTPHPOBAJH OO0 TMNOJAYYSHHA MACIAHHCTO'C OCTATKAa, KOTOpPBIH
pacrnpenensalH MexOy BOIOH H 3THNaleTaTOM. ITHIALETATHBH 2KCT-
PAKT TOAaTEeNbHO NPOMBIBANM BONOH, CYDHJH (M3:504) H KOHUEHTpPH-
poBanu c nonydenuemM 6,1 r Macna uBera Hex, KOTOpoe, IOCTOAB,
3aTBepaeBano., IpoOyKT pacTHpal# C OM3THIOBRM DPHPOM H $HUALT-
poBaNH, nonyudyas B pesynsTare 4,2 r 6exeBOro TBEpPIOOr'C BEmMecTBa.
CoenHHeHHe TNEpPeXKpPHCTANNH30BLBAJH H3 3THJIOBOLO CIHpTa, UTO
maepano 3,5 r, a gpyrad NepeKpHCTANNY3alKg H3 3THIOBOTO CIIHMPTA
(c ucronp3oBaHMeM o6ecUBedYHBaAKWmero yrias) pasana 2,4 r© (41%)

l“{;—£3—[;~(1,2-68H3H30Tﬁa30n—3-ﬂn}‘l— MUMTEPUIUEHI] ~TIPOMOKCH | =

3-MeTokcudenun]srarora, T.na. = 93-95°C.

AHAJIHS :

BeraucieHO s CpyHag Vo043 S: 67,90%C 6,65%H 6,608V

HafpeHo: 67,89%C 6,61%H 6,593 NV
NMPUMEP 11

1—[4—[3—[ﬁ—(S—@Top—l,2—6en3n30xca30n—3—nn)—l—nunepnnuﬁnq]—

NPONOKCH | —3-CHAPOKCHPEHUT | STAHOH

(&) 1—[E—(3—xnopnponoxcu)—3—rnnpomcu¢EHHq]5TaHOH

K nepeMemuBaeMoOMy DPACTBODY 1—[}—(3—xnopnp0noxcn)—3—meTOKcn—

®eHHﬁj9TaH0Ha (10,0 r, 41 mMons) B MeTunerxnopume (120 mn),

oxnaxgeHHoMy no -50°C (cyxo# nen-MeTaHon), no6aBnanM MO Kall-
r

naM 1 M pacTBop TpHGpoMHOa Bopa B MeTHneHxjJopHme (123 mu,

120 mmone) . TeMmnepaTypy BeAEpXMBaNnu B Openenax Mexny -40°C u

-103-

27216545 C2

RU



S¥YSs9t1L2dc N

[ARS)

-50°C. Tocne OKOHUAHMS OOBABJICHHS PeakKUHOHHOA cCMecH pgasanm
OOCTHUIHYTH -309C, nocne uero IIpoBepsAnKH nyrem TCX (npHbnusu-
TENPHO uepes 15 MHHYT NOCJe OKOHYAHHA NO6ABIEHHUS TPH6POMHOA
6opa) . 3aTeM OO6ABAANH O KaNNSM HaChMeHHBIH pacTsop /VaHCO3,
HE TMO3BOMAA TeMNeparype MNOOHHMaThed Bume 0°C B Teuenwe 6onb-
me# YacTH nepuona nNodaBjeHHA. Korma 6u10 OOBABNEHO NOCTATOY-
HOE KOIHUYECTRO ,VaHCO3, 4TOBL COENATE PACTBOP OCHOBHBIM, CO6H-
pand OPraHHYECKHH CHOH. DTOT CHIOH NPOMBIBANM COJI€BHM PacTBO-
pPOM, CYMDHIH (M3§§O4) H KOHLUEHTPHpOBAaNlH, MOJIy4Yas B pesyiabTare
8,1 r TeMHO-KOPHYHEBOI'O Maclna, 3aTBepIeBIero OpH CTOAHHH.
JaTBepOeBllee MACIO XPOMATOTPAPHPOBANH HA KHOKOCTHOM XpoMaTo-
rpag¢e (¥X) Yorepc Mpen 500 (2 XONOHKM ¢ QOHOKCHOOM KpPEMHHSA,
CMeCh 2% MEeTAHOJN-MEeTHIEeHXJIOPHI B KauecTse snweHnTa). Illocre
KOHUEHTPUPOBAHHA COOTBETCTBYHIHX (PAKUUH Honydand 5,8 © XopHu-
HEBOI'O JHINKOTC TBEpPAOrO BemeCTBa. Ero MNeperpHCTAaNJIH3OBRIBANU
H3 OUUICNPCONHNCBOrO 2¢upa (C ImexXaHTalUHeH XeJIToro OUH3IONPONUI -
3¢HPHOTO CYMEepHATAHTA C TEMHO-KOPHUYHEBOTOC MACHSHHUCTOI'O OCTaT-
Ka) , YTO @QaBaNo cHayana 2,5 I XeJITOrO TBEpOOrO BemeCTBA.
KoHUeHTPHpPOBaHHe MATOUYHOTO pPacCTBOpa pasano eme 0,5 0, T.nm. =
110-113°cC.

(B) 1-[a-[3-[a- (6-%Top-1,2-6ensusokcason-3-un) ~1l-nunepu-

OHMHHI | TPOMOKCH] —3-THOPOKCHSEHH |3 TAHOH

[lepeMemuBaeMyw cMech 6-drop-3-(4-nunepuauuun)-1,2-66H3U30K-
casona (2,8 r, 13 mmone), ABHCO3 (1,1 r),HecCKONbEHX KPHCTANIOSB
K[ , 1- @—(3—xnopnponoxcm)-3-rnnpoxcn¢enni}STaHOHa H alueTOHUTPH—
na (100 Mn) HaArpeesanu C OBPATHEIM XOJONHNBHHKOM 16 YacoB. PeaxlLu-
OHHYW CMeCh BBUIMBANH B BOOY M BOAHYW CMeCh B3KCTDPATCHPOBAIH

3THRAUETATOM. OpraHHUYeCKHH SKCTPAKT IIPOMBIBANH BO-—
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OOH, CYmMHUNH (M35.04) H KOHLEeHTPHPOBAJH C IIONYUYEHHEeM 5,7 T
LCYCTOT'O XenToro macna. Macno xpomatorpadmpoBanu Ha KX Yorepc
llpen 500 Ha cHOHKArene C HCIONL3OBAHMEM CMECH 7% METAHONI-
METHAEHXAOPHA. KOHUEHTPpHPOBAHHE COCTBETCTBYHOEeH &OpaxuWy NaBa—
IO XenToe Macio, KOTOpOoe HpHM CTOSHHM OaBano 3,5 I' coenNHHeHHUS
B BHZC ONenHO-XeNTOr0 TBEepOOorC BemMecTBa. TBepmoe BemecTRo

NEPEeKPUCTANNHMIOBEBANY M3 STUIOBOLO CIHUPTa, MNONYYAs B pe3ynb-

Tate 2,7 r (50%) 1- @-B— @—(6—¢Top-l,2-6eH3n30Kcason—3—Hn)—l—

anepHnHHH@]nponoxca]—3—rnupoxcn¢eﬂnﬁ]3TaHOHa B BuOe 6lemHO-

XeJNTOr'C TBepmoro BemecTBa, T.Ma. = 122-~124°C.

AHATINZ:

BeuscneHo pns CoiyHyg FAV,0,: 66,98%C 6,11%H 6,79% N

HaHpneHo: 66,97%C  6,20%H  6,69% A
IIPUMEP 12

1—(h~[é—rﬁ—(G—QTop-lH—HHnason—B—Hn)—l—nunepaanﬁnq]nponoxcm]—

3-MeTokcHdeHUN]| 3TAHOH

llepememnBaemyrw cMeck 6-¢Top-3- (l-nunepasurun)-lH-unnaszona

(2,3 r, 100 mMons), K,CO3 (1,5 1), 1—[}—(3—xnopnponoxcn)—3—

MeTomcn¢eHHq]3TaH0Ha (2,8 r, 11 MMOINB), HECXONLKHX KpUCTANIOB
KI » pumerundopmamuna (60 mxu) Harpesanu npu 90°C B reyenue
16 uacos. PeaXUHOHHYW CMecChb BBUIHBANU B BOOY H BOOHYK CYCIIeH-
3HH 3IKCTPArHPCOBAJH 3THRALUETATOM. 3THIALUETAT MPOMEBAaJH BONolH,
CYMHIH (M?£§O4) H XOHUEeHTPHPOBANH, MNonydyas B pesynsbTare 5,0
I' ®eATOro Macna. 3TO MACNO XPOMATOrpagHpOBand Ha Yorepc Illpen
500 ¢ wucnonrsoBa®keM KOJNOHOK C CHIHKAreleM H 3JOHPOBAHHEM
CM@CbhbH MEeTHIEHXNOoOpHA-MeTaHon {7%). KOHUSHTPHPOBAHHE LeleBhX

dparuu#t mano 2,0 r (46%) He coBceM 6enoro TBEpPIOOTO BemecTEa.
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STtoT obpaseuy obSvedHHANH ¢ 1,0 r npenmecTBymmero o6pasua u
NMeEPeKPHCTANNH3IOBHBAIN H3 TONyONa C MNOJIy4YeHHeM 2,6 U 1—[4—[3—

[4—(6—®Top—1H—HHuason—3—Hn)—1—nanepa3nﬁnn]nponoxc@]—3—meT0KCH—

@eHHQ]aTaHOHa B BHOe 6enoro TBepncro BemecTBa, T.MA. = 135-

137°C.

AHAJTIH3 :

BelMCHeHO Ansa CpqHy7FA403:  64,77%C  6,38%H  13,14% 4

HafpeHo: 64,66%C  6,21%H 13,023 A
OPUMEP 13

l—[}—[ﬁ—[4—(6—®Top—lH—HHnaaon—3—Hn)—1-nunepasHHHi]6yT0Kcﬂ—

3-METOKCHOEHHUN] 3TAHOH

NepememnsaemMy®w cMech 6-¢Top—3-(l-nunepasusun)-lH-uumason-
ragpoxnaopuga (5,0 r, 19 umMmons), K,CO, (5,8 ), 1—[}—(4—6pom—
6yTOKcn)—3—METOKCH¢eHHnJ3TaHOHa (6,3 ¢, 21 MMOJL) H OHMEeTHI-
dopmamuna (80 mMn) HarpeBanu InpH 75°C B TeueHHe 6 UYACOB.
PcaxkLUHOHHYK CMech BBUIMBANHM B BOOY M M3 DPACTBOPAa BHEITIADANO
He COBceM 6eloe TBepnOE€ BemecTBO. TBepnoe BemMecTBO COLHPANH
H CYmDHnH, YTO »gasane 4,5 I HeOUHmMeHHOrOo npoayvxra. CoenHHeHHe
NepexKpHCTanNW30BEIBANKM M3 3TaHona (3 pasa), nonydas B pe3ylb-—
Tarte 3,0 r Hebenoro TBepZor'c BemecTRa. TeBepace BemMecTBO
XpoMarorpaduposaan Ha YorTepc Ilpen 500 ¢ HCHOONB30OBaAHHEM KONO-
HOK C CHIHKAreneM H 3NHNHPOBAHHEM CMEChH MeTHICHXIOPHI-MeTaHOoN
(7%) . KoHUeHTpHpPOBAaHHEe COOTBETCTBYHmHX ¢paxuuit masano 2,3
I He coBceM HSeNero TBEPHOOrO BemEecTBa, KOTOpOoe I[oCne NepeKpH-
CTAJNIH3ALUHH HS3 "TAaHOJNA pasano 1,9 r (26%) aHalMTHUYECKH YHCTO-
ro 1- B—[}—[}—(6—®Top—lH—HHna30n—3—nn)—l—nunepaSHHH{]6yTOKCH]—

3—meT0Kcn¢eHHﬁ]3TaH0Ha, T.nn. = 156-158°C.
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AHAJIH3:

Beraucnero mms CpaHogF Ag03: 65,44%C  6,64%H 12,728
HafgeHo: 65,383C 6,49%H 12,603 AN
TIPUMEP 14

l—[4—[3-[4—(lH—HHnason—3—nn)-l—nnnggynnﬂun1HPOHOKCH]—3—

METOKCHOEHHN | 3TaHOH

Cvechr 3-{4-nunepunuaun)-1lH-uuoazona (3,0 r, 15 mmons),
K,CO03 (1,6 ), 1—[}—(3—xnopnponoxcn)—3—meTOKCH¢eHHn]sTaHOHa
(5,3 r, 22 MMonb), HecKonbKHX KpucTannoB K[ © auercHuTpHia
(100 M) mnepeMemHBaaH H HArpeBaJlM C OBPATHEIM XOMONHNLHHKOM
B TeyeHHe 16 Yacos. PeaKUHOHHYW CMECH BbBUIHBAJNIM B BOOY H H3
pacTBoOpa BHIANaNCc 6Genoe TBepOce BemecTBO. TBepOoe BEmMECTBO
COGHpand H BeCYmHBAnH, 4YTOo paeano 5,1 r nponykra. [lepekpH-
cTannu3auds ¥3 >TaHona gaBana 3,6 I COEOHHEHHS, KOTOpoe IpH
XxpoMaTorpad¢uu (rpenapaTHBHass BIOKX Ha CHIHKarejle C 3JIWHPOBAHH-
€M CMecbhbr MeTHIeHXnopHn-meradon, 9:1) masano 3,0 r© (49%)

He CoBceM 6eloro TBeprnor'o BeHEeCTBd. HeperHCTaﬂﬂHBaUHH n3

STAHOJA OaBaja aHaAJHTHUECKH YHCThIH l—[ﬁ-[3—[4-(1H—Hﬂnason—3—nn]—

l—nnnepnnunnnjnponomcn]—3—MeT0Kcn¢eHn@]sTaHOH B BHAe 6Genoro

TBepAoro BemecTBa, T.nn. = 171-173°C.

AHATIU3 :

Berluucneno gas Coy H29!V3O3: 70,74%C 7,17%H 10,313 A

Halne:xo: 70,52%C 7,27%H 10,42% N
I[IPUMEP 15

1—[;—[3—[4-(6—Xnop—1,2—SeH3H30Kcaaon—3—Hn)—l—anepHnHHHn]—

MPOTIOKCH | ~3-METOKCHEHHN ] 3TaHOH

llepeMemHBaeMyH CMeCk 6-xnop-3-(4-nunepunveun)-1,2~6eH3~
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usokcasona (4,7 r. 20 MMonw), 1-[4-(3-xnopnpomokcu)-3-MeT-

OKCHQeHuHn)aTaHoHa (4,8 r, 20 MMOnb!, K1C03 (2,8 r), "Heckonb-

- . i1 0M el rrATImAnA T A ARMA M-

-108-

27216545 C2

RU



	BIBLIOGRAPHY
	CLAIMS
	DRAWINGS

