2U8UUSUULP @PSNPRE3APLLELP UQ2QU3PL UUUTTTUDLU
HAINUWOHAJIJBHAA AKAJEMMUSIAd HAYK APMEHMWUU
NATIONAL ACADEMY OF SCIENCES OF ARMENIA
JOKUJAJIDBbI 2tuNps8s3uLEr REPORTS
Zulmnp

Tom 121 2021 Nel

Volume

BUOOPI'AHUYECKASA XUMUA
YK 547.787

A. A. Orannecsin, H. A. Orannecsin, C. P. Tocynsin,
wieH-koppecnonaenT HAH PA B. O. Tony3sH

HccienoBanne aHTUXOJMHICTEPA3HBIX CBOMCTB
(Z)-N-(3-okco-1-apuni-3-(Tnazon-2-
WIAMHUHO)NIPON-1-eH-2-1j1)apujiaMuaoB u
(Z2)-5-apunaunaen-2-(apui)-3-(Tuaszon-2-umi)-3,5-muruapo-4H-
HMH1230]1-4-0HOB

(ITpencrasneno 27/1 2021)

KuaroueBsle ciioBa: muazonamuost, o,f-0e2u0poamuHoKuCiOmsl, S-umuoa-
30/10Hbl, AHMUXONUHICIMEPAZHBIE CEOUCMEA, AHMUPAOUKATIbHBLE CEOUCEA.

[Mpou3BoaHbIE 2-aMUHOTHA30JI1a TPOSIBISIOT ITUPOKHIA CIIEKTP OMOJIOTH-
yeckoil aktuBHOCTH [1-5]. B atom psany N-ankun-2-aMmuHOTHA30MbI [6] sB-
JSI0TCST. MHTHOMTOpaMH aueTwi- ¥ OyTupuixoinuHscTepa3. Hacrosmee coo6-
IICHWE MOCBANICHO HCCIEJOBAHUIO AHTHXOJIMHAICTEPA3HBIX CBOWCTB aMHJIOB
o,B-neruapoamMuHokucior 1-12 wu  S-umumpazononoB 13-20, coxeprxkaimx
OCTaTKH 2-aMMHOTHA30J1a.
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CuHTe3 Mpou3BOAHBIX o,B-neruapoaMuHokucior 1-12 omucan B [7], a 5-
umuzaazojonoB 13-20 — B [8]. HccrienoBanre aHXTHXOJIWHACTEPA3HBIX CBONCTB
coeguHennii 1-20 kak Mo OTHOWIEHMIO K aleTWixonuHicTepaze (AXD, Kd
3.1.1.7), tak u OyrupunxonuHacTepaze (byX9, KO 3.1.1.8) ocymecTBieHo 110
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Metony Onpmana [9]. IloxydenHble pe3yibTaThl MpHUBEIEHB B Tadm. 1 u 2.
CornacHo monmy4eHHBIM JaHHbIM (Tabxn. 1) ammaer 1-12 B 3aBHCHMOCTH OT
CTPYKTYPHBIX M3MEHEHHMI B KoHIeHTparmu 8x10™° M unrubupyror AXD Ha 54-
98%, a byX3 — na 75-98%. B sTOM psiy CpaBHHTEIBHO BBICOKYIO aKTUBHOCTb
no ortHomeHuto K AXD mposBisier (Z)-N-(3-okco-1-dhenun-3-(tuazon-2-mi-
amuHO)rpon-1-5H-2-un)oenzamun (1, 98%). B cnywae ByXD cpaBHHTENBHO
BBICOKHH MPOIIEHT HHrHOupoBanus Hadmomaercs y (Z)-N-(1-(4-6pombennn)-3-
0KC0-3-(THa30J1-2-WIaMHUHO)-IIPOII- 1-eH-2-11)-4-MeTokcuben3amuaa (5).

Taoauna 1

AHTHXO0JIMHACTEepa3Hble cBoiicTBa aMu0B 1-11B koHnenTpanuu 8x10-5M
O O

R NH

(T

Ar
Wurunbuposanue, %

No R AT AXD (A) BbyXD (b)
1 CeHs CeHs 98,2 95,9
2 CeHs C¢H,OMe-4 95,5 75,0
3 CeHs CesH4Cl-4 74,7 95,1
4 CeHs C¢H30,CH,-3,4 54,2 95,8
5 4-MeOCgH, CeH,Br-4 96,8 98,2
6 2-MeOCgH, C¢H,Br-4 74,4 94,6
7 4-BrCqH, CeHs 64,3 91,7
8 3-BrCsH,4 C¢H,OMe 73,4 79,2
9 4-i-BuOCgH, CsH4Cl-4 97,0 97,1
10 4-AcNHCgH, CeHs 96,6 97,5
11 C,H,0* CeHs 80,5 89,1
12 C,H,0* CsHsNO,-3 97,4 96,4
2-aMHUHOTHA30J1 74,1 96,0

*®ypoun
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Tabumua 2
AHTHX0JMHICTEpa3HbIe CBOiicTBa S5-mmMuaa3oonos 12-20

B KOHLCHTPAIUHU 8x10°M

R

Wurubuposanue, %
No R Ar AXD (A) BbyX3 (b)
13 CeHs CeHs 94,8 82,6
14 CeHs C¢H,OMe-4 747 85,4
15 CeHs CeHsNO,-3 85,7 81,1
16 CeHs C¢H,Br-4 44,9 67,3
17 4-MeOCgH, CeHs 95,5 90,1
18 4-MeOCg¢H, C¢H,Br-4 71,5 73,5
19 4-BrCeH, CeHs 86,2 89,5
20 4-AcNHCgH, CeHs 85,7 96,3

[Tocneguuii M0 MHTUOMPYIOIIMM CBOMCTBAM MPEBOCXOAUT 2-aMUHO-
THA30JI.

B psgy 5-umuaazononos 13-20 B xonmentpamun 8x10° M cpaBHHTENBHO
BBICOKYIO MHTHOMPYIOIIYI0 aKTHBHOCTH IO OTHOIICHHIO K 000MM (epMeHTaM
nposiBisier  (Z)-5-6ensunmnieH-2-(4-metokcupennn)-3-(tnazon-2-ui)-3,5-au-
ruapo-4H-umunazon-4-ou (17).

Hamo ormeTnTth, 94TO GOJBITMHCTBO M3 HCCJICIOBAHHBIX coequHeHUH (1-3,
5,6, 8-15, 17,20) o cBonM MHTHOWPYIOUINM CBOWCTBAM 10 OTHOMIEHUIO K AXD
MPEBOCXOAIT 2-aMUHOTHA30JI, TOTIa Kak B ciaydae byXD Tonpko mpen-
cTaBuTeNu amuaoB — coeauHeHust 5,9,10,12 mposBuinmM aHTHOYTHPHIXOJIWH-
ACTEPa3HYI0 aKTUBHOCTH, MMPEBOCXOIANIYIO 2-aMHUHOTHA3OII.

IIpu cpaBHEHUH aHTHXOJUHACTEPAa3HOW AKTUBHOCTH coenuHeHuii 1,2,6,
7,10 ¢ 13,14, 18-20 MOXHO 3aK/IIOYUTH, YTO LUKIU3AIUS aMHIOB «,[3-
neruapoamuHokucioT 1,2,6,7,10 B cooTBeTcTByMOMMUE S-MMHUIa3010HbI 13,14,
18-20 npuBOOWT K YMEHBIICHUIO AHTHUXOJIMHICTEPAa3HBIX CBOWCTB. AHAJO-
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TUYHBIA pe3yibTaT Habmromaercs Takke npu 3ameHe N-OeH30MIBHON TpyImTbl
amunaa 1 va N-pypomnbnyto (cMm. coenunenue 11).

ITo metomy [10] wmccnemoBaHBl TakXke aHTHpaIWKaIbHBIE CBOWCTBA
amunos 4, 9 m S5-ummmasononos 13-15, 19. YcranoBieHo, YTO Bce HCCIIE-
JIOBaHHBIC COCIMHEHMSI TUIICHBI aHTUPAIUKATLHBIX CBOHCTB.

HayuHo-TexHOIOTHYECKUI LIEHTP OPraHu4eCcKOn
u papmaneBtuaeckoit xumun HAH PA
e-mail: armenarami@gmail.com
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HcciienoBaHne aHTHXOJIHMHICTEPA3HBIX CBOCTB
(Z2)-N-(3-oxco-1-apua-3-(THa3zon-2-wiaMuHo)npon-1-3u-2-
uia)apuiaamuaos u (Z)-5-apuanaen-2-(apui)-3-(tuazon-2-umi)-3,5-
auruapo-4H-umunazosn-4-onos

HccnenoBanbl aHTUXOJIMHACTEPA3HbIE CBOMCTBA psAsla aMUA0B N-3aMEIEHHBIX
0, 3-IeTuaPOAMUHOKHUCIIOT M 5-MMHIA30JI0HOB, COIEPIKAIIUX OCTATKU 2-aMHHOTHA30J1a
[0 OTHOUICHUIO KaK K aleTIIIXOJIMHAICTepas3e, Tak U K OyTHPHIXOIMHICTEpasze. YcCTa-
HOBIICHO, YTO aMHIBI O,B-IETHAPOAMHUHOKUCIOT MO WHTHOHWPYIOIIMM CBOHCTBaM B
OCHOBHOM TPEBOCXOAAT COOTBETCTBYIOIIME S-UMHIA30JIOHBL B psgy amumaos a,f-
JETUAPOAMUHOKUCIIOT HAaWJEHbI COEIMHEHUs, MO0 aHTHUXOJIMHICTepa3HBIM CBOICTBa
IIPEBOCXOIAIINE 2-aMUHOTHA3OI.

U. U. Znjhwutpuyub, L. U. Zndhwutthywi, U. (. @numiywb,
22.QUU. prpulhg winud 9. O. Fnthmqyub

(Z)-N-(3-opun-1-wippy-3-(phwiqni-2-hjudhun)upny-1-ku-2-hyjuphjundhnbkph b
(2)-5-wpmhnku-2-(wphy)-3-(phwqn-2-hy)-3,5-nhhhnpn-4H-huhnwuqn -4-ntukph
hwljujunhtbupbpuquyhtt hwnmpnibibph nuunidtwuhpoipnii

Munudtwuhpyly o dh owpp 2-wuhtnphwqnih duwgnpn wywpnibwlynng o,p-
nthhnpn- wdhtwpeniutph wdhnubph b 5-hdhnuqnnuubph hwjwhn hutupbpuquyht
hwwnlmpiniuttpp hiywyku wgkwnhy-, wytybu & poiphppiunihibuptpuqubph hwinbw:
Nupqyk] E np hpktg wpgbjulhy hwnynmpniuibpng o f-nthhnpnudhiwpeniibph
wdhnubpp hhdbwlwind ghpuquignid ki hwdwwwinwupiwt 5-hdhnugninuttph:
Quidws tu dhwgnipnitubp, npnup phpktg hwwjunihutuptpuquhtt hwnynipniu-
utpny ghipuquignid b 2-wdhunphwqnyp:
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A. A. Hovhannisyan, N. A. Hovhannisyan, S. R. Tosunyan,
corresponding member of NAS RA V. O. Topuzyan

Investigation Anticholinesterase Properties of

(2)-N-(3-oxo-1-aryl-3-(thiazol-2-ylamino)prop-1-en-2-yl)arylamides and
(2)-5-arylidene-2-(aryl)-3-(thiazole-2-yl)-3,5-dihydro-4H-imidazol-4-ones

Anicholinesterase properties of a number of amides of N-substituted o,p-
dehydroaminoacids and 5-imidazolones containing 2-aminothiazole residues with
respect to both acetylcholinesterase and butyrylcholinesterase were studied. It was
found that the inhibitory properties of amides of a, $-dehydroaminoacids are mainly
superior to those of 5-imidazolones. In a number of amides of a,B-dehydroaminoacids,
compounds with anticholinesterase properties superior to 2-aminothiazole were found.
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