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CHUHTE3 Fl/llIPA30‘HOB KETOHOB 'ETEPOLHUKJIMYECKOI'O
PAJA U3 TMAPA3UIOB 3,4-TMMETOKCUPEHUITYKCYCHON
U ®PEHUJTYKCYCHOMN KUCJIOT

H..1. HAM, ILH. TPAHJBEPT, B.l{i. COPOKHH

(Kadenpa oprandueckoil XHMHH)

C neiibio NoNcKa coe yHeiii ¢ APRO BLIPARCHHBIM (H3HOIOTHUYCCKHM
AciicTBIICM CHHTE3HPOBAaHbI Psij\ ITIIP:A30HOB riipa3nga 3,4-qmeroxcude-
HILTYKCYCHOI1 RHCJIOTHI ¢ HEKOTOPBIMH I'CTCPOIMKINYECKHMH KeTOHAMH H
COOTBETCTBYIOIIIIT Psi/l FI/IPA30HOB ¢ I'HAPa3iAOM caMoii deHILTYKCYCHOI
KHC/IOTBI.

B 10-if rmase MoHorpadun Lla- mami kucmoty (I) B ee adup (1),
Oucku [2] NpUBOASTCS MHOTOYHC-  HCIMOJIb3YS HaHO0.1ec TOCTYITHDIE ce-
JeHHbIE JaHHbIC O (U3HOJIOIHYEC- TOMHA peareHThbl. D(Hp NpH Harpe-
KOH aKTHBHOCTH THAPA3HIOB KHC-  BaHHH C THAPA3IHHOM JaBal C X0po-
T0T. B ¢BA3H € 9THM MBI CHHTE3HPO-  LIHM BBIXOJOM COOTBETCTBYIOLIMET
BaJIH PAJA rHApa3soHoB KeToHoB re- ruapasug (111, I1la), nmocientie B
TEPOLHKIIYECKOr0 PSiAA CFUApa3iH-  peaKUMH ¢ keroHaMH (IV) naBamm 2
naMH 3,4-IHMEeTOKCH(EHIUIYKCYC-  p4na rumpasoHoB: (V) — ¢ 3,4-au-
HOH 1 caMoi QCHHIYKCYCHOH KHe-  MeToKcHpeHHIyKeycHoi H (V) — ¢
J0T. MeToMHKa NOTy4eHHS THApa-  (PeHMITyKCYCHOH KHCTIOTaMH.
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(V)a
o

R= OCH R! = a-nmnpummi,

R?=CH,

»
»

n-opomdenni1, R?= CH,-S—CSN(CH,),
a-rupumit, R* = CH,

‘Ri= f-mmpamu, »
r »  Ri= oa-¢pypuin,
I »  R!'= o-THEeHHUm,
€ » R'=
(VDa R=H R'=
0 » R'= P-nupumui, »
B »  R!'= y-mupuma, »
r »  R!'= a-dypun,
bif » R! = o-THEHHH,
€ »  R!''= denun,

Bce coemHeHsE ObUTH MOITYYElbl
¢ XOPOUINMH BBIXOJAMH, 0COOCHHO
B psany (VI), rae Bce o obIagami
MeHbIleH pacTBopuMocThIo. M-
KJIOYCHHC COCTABISIET COCTHHEHHE
(VB), KoTopoe BooOlIEe HE Y/IaTToCh
BbLIEIHTH B WHcTOM BIIE. C Toil ke

LIebI0 OBITH CHHTEIHPOBAaHbI JIBA
LHKTHYECKHX aMHIa Ha OCHOBE all-
rugpuaa kaMgopHoii KHCI0Ts! 1 2-
aMHHO-5-XJIopnHpHAuHa H 1,1-ge-
HHJIOSH3IUITHApa3HHa. B 0bonx ciry-
4agxX BBIXOJbl COCTABHIH COOTBET-
cTBeHHO 38 1 18%

Tabnnua 1

BbIXoan! # KOHCTAHTHI rHApa30HOB THApa3Hia q)clm.rlyl\‘cycuoﬁ KHCAO0THI

Ne Bur- I1K- Anams B
e;(:;- XOII. 1"‘85 CI(ITCS"I,P y:\'lcg;;[}" Haiineno, % BBIYHCICHO, 5 d)(f’g:)r?x;x
He- | % ol c I H c H
JIg
Via 839 147 1675 290431) 709 57 7,15 593 CH/NO
' 1620
VIG 809 135 1680 279(4,23). 71,2 59 » » »
Vis 90,1 144 1665 282(4,27) 708 59 » » »
1685
Vir 76,1 157 1660 225(4,54) €696 62 6942 579 CH.NO,
1680 280(4,42)
293(4,49)
340(3,49)
Vig 79,4 151 1655 269(3,98) 652 54 6512 543 C H NOS
1680 273(3,94)
306(4,24)
Vie 929 158 {ggq 276(4,30) 763 63 76,19 635 CHNO
— >
"B Tabn. 1 1 2 — NORYEPKHYTO —— neperus.
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BuixoIb! H KOHCTAHTI

Tabnuya 2

rH/Apa3oHoB ruapasiaa 3,4-amerorcHpeHnIyReycHoil
KHEJI0TLI

Ne
coC/ut-
HEHNA

BoI-
O

0/0

T,

é

HK-
CIICKTP
CO, cm™!

Y-

AHamns

CNEeKTp,

HaflimeHo, %

BBIYIICIIEHO, %

HM (Ige)’

c | H

C

|

H

BpyTro-
dopmyna

Va

Vo6

60

63

56

60

41

149

153

155

162

82

1680

1675

1665

1675

1700

229(4,19) 64,7
286(4.29)
229(4.20) 64.8
279(4,22
286(4,21)
225(4,10) 63,1
288(4,36)
296(4.27)
220(4,23) 60,6
262(3,97)
273(4,00)
287(4,08)
305(4.11)
227(4,34) 49,5
233(4,29)
278(4.41)
206(4,23)

Cnemyer 0TMETHTD, 4TO HATHYHE
CEPBE3HBIX MPOCTPAHCTBCHHBIX 3a-
TPYAHCHHI B THAPa3oHaX NPHBO,H-
710 K 06pa3oBaHHIO CHH- H aHTH-
dopM. 310 MOATBEPKAATOCH TIPH-

6,2
6,3
6.1

6,1

5,1

65,18

65,18

63,57

60,38

49,41

6,07

6,07

6,00

5,66

4,71

CI7H19N303

C,H,N,0

977373

CI6H18N204

CI6H ISNZOSS

C,H,,O\N,S,Br

cyTcTBHEM B criekTpe IIMP asyx
curnanos nporoHos CH,-rpynn
kucnoT i CH,-rpyrm aneTiirerepo-
IHKIIOB (cM.cXeMy 2 u Ta6i. 3).
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Ta6bnunyga 3
Cnerrput TIMP coeamunennii V a,6,r,a, VIII

Ae coemmt- Pacumidposka clirnazos
HeHis

Va CH, — 2.45¢(cun-ann); CH, - 2,47¢(cin-antit); CH,0O -— 3,78¢;
CH,0 — 3¢, CH -rpyiina — 3.81c (cun-anrtit), 4,07¢c (ciH-anTi); apo-
MAaTI4ecKHE NMPOTOHb! -— 6,.87—8.62M

V6 CH, — 2,42c (cun-anmn); CH; — 2,43c (cun-anti); CH -rpynna - 4,04¢
(cuH antn); CH,-rpynna -— 3,73c¢ (citH-aHTH); apoMaTHYeCKIIE MPOTO-
Hbl — 6,87—-9,10M

Vr CH, — 2,30c (cun-anti); CH, — 2,28¢ (cun-antu); CH,O — 3,79¢;
CH ;0 —3,78¢c; CH, -~ 3, 81c (cuH-anTi) 1 3,96¢ (citH- amu), apoMartit-
ueckite MPOTOHBI 6 60-—7, 83M

Va CH, — 2,39¢ (cun-antnn); CH, — 2,41c (cun-antn); CH,O — 3,78c:

VIII

CH O —3,80C; CH, — 3. 8lc (c;m -autn) it 3,82¢ (cnn- anTu), apoMarii-
YeckHe NPOTOHbI — 6,90—7.62M

(1)CH, — 1,05¢: (2)CH, ~- 1,06¢; (3)CH, — 1.23¢; (6)CH — 2,07T; N—

CH, ~-4.75¢c (cun- auTu) 4.68c (criH- aHTll), apoMaTIyecKkHe NPOTOHbI —

6,78—8.14xm; (S)ICH, —

2.34m; ()CH, — 2,121

“1ludpsi (1)—(6) npiBeaens 418 paccMOTpeHHs Tab.3 11 OTHECEHHS CHIHAMIOB.

3RCﬂCpHMCI ITATbOHAA YACTH

M K-criexTpsi 3aperucTpHpoBaHbl
Ha cnekrpomerpe Perkin-Elmer 577
B Tabnerkax KCl. Y®-criekTpsI CHi-
TbI B CIILIPTE Ha CMEKTpodoTOMETPE
Specord M-40. [IMP-cniekps1 3ape-
THCTPHPOBaHLI Ha npHOope Bruker
WM-250 8 AMCO-d,.

I1ioBblii 2¢ip 3,4-1McTORKCH-
dennayreycnoii KHCAOTBI

19,6 r (0,1 Monq) 3,4-mIMETOKCH-
¢enuaykcycnoii kucaotsl, 14 Mi
(0,5 Mom1s1) 9THIOBOrO CIHPTa, 30 MJI
CClL, u 1,5 M1 96% H,SO, narpe-
BamH ¢ 06paTHL1M \ono;mm,}m-
KoM 10 4. OT peakiHoHHOH Macchbl
OTHCHANH BOAY, OpraHH4YeCKHH
cI0il poMBIBAJH XOJIOAHOH BO-
noif, pactBopoM 6ukapboHaTa
HaTpHd, CHOBa BOJOIl I Pa3roHs-
au B Bakyyme. [loayueno 19,15
(85,5%) s¢mpa ¢ T.xkum. 191—192°/
24 MM [1].
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I'upasua 3,4-mimerorcendenni-
YKCYCHOI KIIC/10TbI

Harpesanu ¢ obpaTHbIM XO-
JOAHIBHHKOM CMeCh I4r
(0,0625 Mo:15) aTHUITOBOT O 3¢Hpa 3,5-
JTUMETOKCH(CHHITYKCYCHOH KHCIO0-
TBI, 5 MII 3Talo0a B 7 MJI THUPA3HH-
rugpara, cogepxauero 0,07 Mo
rHIpa3HHa B TeueHHe 8 4. 3aTeMm
BCIO PEAKLIHOHHYIO Maccy yrapHBa-
JIH Ha pOTOPHOM HcHapHTEe A0Cy-
xa. Ilocie 3TOrO K OCcTaTKY J0OaB-
1 15 MIIcyXoro 3THAALETaTa, 3a-
KpPHCTAUTM30BaBLUHiiCA 0CaIOK OT-
(pHABTpOBBIBAIN H NMPOMbIBAJIH
15 M X0JI0JHOT'O CYXOr'0 >THIIALIC-
Tara. [Tomydeno 10,2 r (77,9%) 4uc-
Toro ruapasuaa ¢ T.uL 115°C [1].

Fll}]pﬂ:!OHbl THApa3iI0B KHCTI0T

0,001 M0JI1 COOTBETCTBYIOLIErO
rujapasnHa, 0,001 Moad KeToHa H
1 MJI MeTHIIOBOTO 3(Hpa ITHIICH-
TIIMKOJIl KHIATHIH ¢ 06paTHBLIM X0-



JouIbHHEOM 8 4. [Tocne oxnaxie-
HHA H Ao0aBicHHs | MII MeTaHoa,
0CaIoK THApa3oHa OT(ILILTPOBLI-
BaJIH H MCPHKPHCTAUTH3OBbIBAH H3
OcH301a. BLIXOJBI H KOHCTAHTHI
MpHBEACHBI B Tabn. | u 2.

N-(5-Xa0pimpumLi-2)-amux
rampopnoii knciaorsl (VII)

Kunsg1st ¢ 00paTHBIM XOJI0MHNL-
HHKOM cMech 910 Mr (0,005 mosq)
AHCHAPHAa KaM(pOPHOH KHCITOTBI I
521 mr (0,05 MoJ19) 2-aMHHO-5-XJI0D-
MHPHIHHA B | MJI YKCVCHOH KHCII0-
Tbl B TeyucHHe 12 4. 3aTeM cMech pa3-
6aBmsmoT 5 MII BOJILI H HefiTpamiy-
10T 6HKapOoHaTOM HaTphs. Buinas-
UIVIO KPHCTaJIHYECKYIO Maccy
KPHCTAILTH3YIOT H3 CMECH OCHI0T - -
rekcad (1 : 4), a 3aTeM pacTHpaloT
¢ 4 a1 abcomoTHoro Ypupa. [Tomy-
yeHo: 557 mr, 38% aMuaa ¢ T.ni.

129°. Y®-cniekTp: 246 HM, Ige 4,33;
289 um Ige 3,85. UK-cnekrp: CO
1760, 1810 cM. Haiureno, %: C 60,8;
H 5,4. C H,_N,O,Cl. Bbrucneso,
%: C 61,43; H 5.80. -

N-¢eHILIOCH3IL IAMIIH )-aMH/
ramdopnoii kncaotbl (VIII)

TMosavueH aHaJIOTHYHO OIHCAHHO-
MY BbIill¢c aMHAY ¢ BbiXogoM 18%,
1. 101°C. YO-criekrp: 239 nM, lge
4,16; 284 nm 1ge 3,43. UK-cnexrp:
CO 1765, 1805 cM™. Haiigeno, %o: C
75,6; H 6,8. C._H, N.O.. Boruncine-

3726

Ho, %: C 76,24; H'7,f8f
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SUMMARY

In order to find compounds with particularly pronounced physiological
effect a number of hydrazones of hydrazide of 3,4-dimethoxyphenyvlacetic
acid with some heterocyclic ketones and corresponding number of hydrazo-
nes with hydrazides of phenylacetic acid have been synthesized.
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