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Karouosi caoea: 1H-mempaszon-5-amin; 1,3-kap6oHinbHi 6iesekmpodiau; MemuayuHamMamu;
apuamemu1ideHMa10H08i Kuciomu; apuiamemunioeHnoxioHi 2,2-dumemua-1,3-diokcam-4,6-0ioHy;
Kucaoma Meavdpyma; 6,7-duzidpo-7-apuamempasoof1,5-aJnipumioun-5(4H)-onu; cunmes;
dapmakoioziuHa akmueHicmb

L{uknokoHdeHcauii 1H-mempa3son-5-amiHy 3 memunuyuHamMamamu, apusiMemusiiOeHManoHo8UMU Kucomamu
ma apunmemusideHnoxiOHumu 2,2-0umemuri-1,3-0iokcaH-4,6-0ioHy (kucriomu Menbdpyma) 8idbysarombcs pe-
eiocenekmusHo ma rnpusodsimb 00 ymeopeHHs 7-apun-6,7-0uzidpomempasosnof1,5-ajnipumiouH-5(4H)-oHis.
HanpaeneHicmb ghopmysaHHs nipumiOuHOB020 Kinbysi 8idrnosidae 83aemolii amoma KapbOoHyY y B-NMonoxeHHi He-
Hacu4eHoi KapOOHINbHOI cronyku 3 eHOOUUKIIYHUM amoMOM HImpo_2eHy, a KapbOoHIirbHOI 2pyrnu — 3 aMiHO2pynoto
8 mosekyrni amiHoasony. Crionyk isomepHoi 6ydosu 8 X0OHOMY 3 eKcriepuMeHmig He susierieHo. Cknad ma b6ydo-
8y ernepuwe cuHme3osaHux mempasoso[1,5-ajnipumiouH-5(4H)-oHie doeedeHo 3a AOMOMO20K erleMEeHMHO20
aHanisy, iHgppayepeoHoi cnekmpockornii (I4), sdepHo20 MaeHimHO20 pe3oHaHcy Ha npomoHax (IMP 'H) ma
Mmac-criekmpomempii. BipmyanbHul ckpuHiHe 7-apurn-6,7-0usidpomempa3sono[1,5-ajnipumiouH-5(4H)-onis, rnpo-
8edeHull i3 sukopucmaHHsim rpoepamu PASS 3a 780 sudamu ghapmakorozidHoi Jii, 3aceidqus, Wo yi cromyku
douinbHO mecmyesamu 3a rokasHuKkamMu aHan2emuyHoi akmugHOCMI, a MaKoX K MomeHUuitHi 3acobu 0515 niKy-
8aHHs1 cepuesoi HedocmamHocmi.

SYNTHESIS OF 7-ARYL-6,7-DIHYDROTETRAZOLO[1,5-a]PYRIMIDIN-5(4H)-ONES

N.V.Svitlichna, V.V.Borodina, V.V.Lipson, V.. Musatov

Key words: 1H-tetrazol-5-amine; 1,3-carbonyl bielectrophiles; methylcinnamates; arylmethylidenmalonic acids;
arylmethyliden derivatives of 2,2-dimethyl-1,3-dioxane-4,6-dione; Meldrum's acid; 6,7-dihydro-7-aryltetrazolo
[1,5-a]pyrimidin-5(4H)-ones; synthesis; pharmacological activity

Cyclocondensations of 1H-tetrazol-5-amine with methylcinnamates, arylmethyliden malonic acids and arylmeth-
yliden derivatives of 2,2-dimethyl-1,3-dioxane-4,6-dione (Meldrum's acid) proceed regioselectively and lead to
formation of 7-aryl-6,7-dyhidrotetrazolo[1,5-aJpyrimidin-5(4H)-ones. The direction of cyclization corresponds to
the interaction of the carbon atom in B-position of the unsaturated carbonyl compounds with the endocyclic
nitrogen atom and the carbonyl group with amino group in the aminoazole molecule. Compounds of the iso-
meric structure in any of the experiments have been not identified. The structures and composition of the newly
synthesized tetrazolo[1,5-a]pyrimidin-5(4H)-ones have been confirmed by elemental analysis, infrared spec-
troscopy (IR), nuclear magnetic resonance on protones ('"H NMR) and mass spectra data. Virtual screening of
7-aryl-6, 7-dihydrotetrazolo[1,5-aJpyrimidin-5(4H)-ones carried out using the PASS programme for 780 types of
the pharmacological action has demonstrated that it is expedient to test these compounds by their analgesic and
anti-inflammatory activity, as well as as potential agents for the treatment of heart failure.

CUHTE3 7-APWUI-6,7-ANTMOQPOTETPA30J10[1,5-a][TMPUMUANH-5(4H)-OHOB

H.B.Ceemsnuy4Hasi, B.B.6opoduHa, B.B.JluncoH, B.U.Mycamoe

Knrouyeenle cnoea: 1H-mempa3zon-5-amun; 1,3-kapboHurnbHbie 6uanekmpogusibl; MemunyuHHamamel; apur-
mMemuiudeHMasloHo8bIe KUCIOMbI; apuiiMemusudeHnpou3eodHsie 2,2-0umemurn-1,3-0uokcaH-4,6-0uoHa; Kuc-
rnoma Menbdpyma; 6,7-0uaudpo-7-apunmempa3sorno[1,5-ajnupumuduH-5(4H)-oHbl; cuHme3s; hapmakonoauyeckasi
aKkmueHocmb

LluknokoHdeHcauyuu 1H-mempa3sorn-5-amuHa ¢ MemunyuHHamMmamamu, apusiMmemusuéeHManoHO8bIMU KUCIIO-
mamu u apunmemunudeHnpou3eodHbiMu 2,2-0umemuri-1,3-0uokcaH-4,6-0uoHa (kucriomsi Menbdpyma) npo-
ucxo0sim peauocenekmugHo U rnpugodssm Kk obpasosaHuto 7-apun-6,7-dusudpomempasono[1,5-ajnupumuduH-
5(4H)-oHos. HanpasneHHocmb ghopmMuposaHus MUPUMUOUHOB020 KOrbUa coomeemcemayem 83aumooelicmeuro
amoma yernepoda, Haxo05u,e20cs 8 B-NonoxeHuUU HeHachIWeHHO020 KapbOoHUIbHO20 COeOUHEHUS, C SHOOUUKIIU-
4YeckUM amoMoM a3oma, a KapboHUbHOU epynrbl — ¢ aMuHoepynnoli 8 Mornekyne amuHoasona. CoeOuHeHUs
U30MEPHO20 CMPOEHUSsI HU 8 OOHOM U3 3KCrIepUMEHMO8 He 8bisisrieHbl. Cocmas u cmpoeHue 8repsble CUH-
me3auposaHHbIX mempasorno[1,5-ajnupumuduH-5(4H)-oHoe doka3aHb! npu MOMoWU 3reMeHmHo20 aHanusa,
uHebpakpacHoul cnekmpockonuu (MK), s0epHo2o MazHUMHO20 pe3oHaHca Ha npomoHax (SIMP 'H) u macc-
criekmpomempuu. BupmyarnbHbIl CKPpUHUHE Mosy4YeHHbIX 7-apun-6,7-0uaudpomempasosno[1,5-ajnupumudur-
5(4H)-oHos, nposedeHHnili ¢ ucrnonb3ogaHuem rpoepammel PASS no 780 eudam ¢hapmakonoaudeckozo 0el-
cmeusi, nokasari, 4mo amu coeOuHeHUs uenecoobpasHo mecmuposams 0 rokasamessiM aHallb2emu4yeckol
U npomueoegocnanumernbHolU akmueHOCMU, @ Makxe Kak rnomeHyuasbHbie cpedcmea O7isi nedeHusi cepOedyHol
HedocmamoyHocmu.
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TeTpa3osibHUI LUK € i30CcTEepOM KapbOOKCUIIb-
HOI IpyNH, IKUH IIMPOKO BUKOPUCTOBYETHCS Y CUH-
Te3i 610JI0TIYHO AKTUBHUX CIIOJIYK i BXOJUTD 10 CKJIa-
Jly Cy9acHUX BUCOKOe(EeKTUBHUX aHTHUTiEPTEH3UB-
HHX 32C00iB — aHTAroHiCTiB pelenToOpiB aHTiOTEH-
3uny Il - capTaHiB. CepeJ; KOHAEHCOBAHUX MOXiIHUX
TeTpa3oJly, 30KpeMa TeTpasoso[1,5-a|nipumiguHis
TAaKOX BiJOMi aHTaroHiCTHU 3a3Ha4€HUX peLenTopiB
[1], iHriGiTOPH KCAHTUHOKCH/IA3H, 1110 MepelKomKa-
I0Th YTBOPEHHIO CEYOBHUX KOHKPEMEHTIB Ta HaKoO-
MUYEHHIO CEYOBOI KMCJIOTH Y CUPOBATIi Ta HUPKaX
[2], inri6iTopu NO-cuHTeTa3u - COJYKH 3 IPOTU3a-
NaJIbHUMHU | aHAJITeTUMHMMHU BJIACTUBOCTAMH, 31aT-
Hi 3araJibMyBaTH PO3BUTOK CENITUYHOTO LIOKY a60
3axBOprOBaHb ayToiMyHHOI npupoau [3]. Tomy mo-
LYK JOCTYIHUX, pErioCKepOBaHHUX METO/IB O6YA0BU
BKa3aHHUX CUCTeM MaE€ NeBHe NPaKTU4YHe 3Ha4eHHS.

Ha cboroziHi € ABa OCHOBHI NMiAX0AU 10 CUHTE3Y
TeTPa30JIONipUMiIMHIB 3 apUJIbHUMHU 3aMiCHUKaMHU
B a3MHOBOMY LUKJII. [lepminii noB’sizaHuit 3 1,06y-
JI0BOI0 TETPA30JIbHOTO LIUKJIY [10 BXKE iCHYI04YO0ro Ii-
pumiguHoBorO [4, 5]. AJle loro He/l0/1iKOM € BUKO-
pUCTaHHA BaXKKOLOCTYIIHUX aMiHO- i rijpa3suHoIIi-
puMiauHiB. /Ipyruii rpyHTYETHCA Ha peaklisx 5-ami-
HOTeTpa3o0J1y 3 Kap6oHiibHUMU 1,3-6ies1eKTpodiib-
HUMHU CIIOJIyKaMU ab0 IX CHHTETUYHUMHU Nonepes-
HUKaMHU [6-8]. BTimM npu 3acTocyBaHHI HeCHMeTpHY-
HUX GiesiekTpodiniB MIMOBipHE YTBOpEHHS CyMiLleit
i30MepHHUX TeTPa30JI0MiPpUMIJUHIB, TOMY BaXKJIMBO
BUSIBUTH TaKi C-3 CUHTOHH, sIKi 6 3a6e3MeuyBaiu pe-
rioceJleKTUBHICTb Yy GOpMyBaHHI MipuMiJMHOBOTO
UKJIy. MeTa aHOTr0 AOCAiAKEHHS MOJISATA€E ¥ BCTa-
HOBJIEHHI HallpaBJIeHOCTi B3aeMo/ii 5-amiHoTeTpa-
30J1y 3 eCTepaMH 3aMillleHUX KOPUIHUX KUCJIOT, apUJI-
MeTWJTiIeHMaJIOHOBUMH KUCJIOTaMU Ta aHAJIOTiYHU-

2 DMF

MM NOXiAHUMM 2,2-AumMeTun-1,3-1iokcaH-4,6-ai0Hy
(kucnotu Menbgpyma) y pisHUX yMOBax.

[Ipu TpuBasioMy (BIPOAOBXK 2-2,5 ros) KUII'ATiH-
Hi eKBiMOJIBHUX KijibKOcTeW 1H-TeTpa3os-5-aminy 1
3 apWIMEeTHJ/IIeHMaJIOHOBUMHU KUC/I0TaMu 2a-d, me-
TUIMHaMaTaMu 3a,b, apuiMeTUIiIeHIOXiTHUMHU
KucjaoTu Menbgpyma 4c¢,d, a TakoX 3 CHHTETUYHU-
MM NoNepeJHUKaMU OCTaHHIX — 6eH3a/lbAerifaMu
5a,c,d i fiokcaHzioHOM 6 y JMeTHIPOpMaMijii yTBO-
pIOIOThCS 7-apui-6,7-avriipoteTpasosol1,5-alnipu-
MifguH-5(4H)-ouu 7a-d [9]. Cosyk i3oMepHoOI 6y-
JIOBU 8 B )KO/JHOMY 3 €KCIIepUMEHTIB He BUSIBJIEHO
(cxema).

Opep:kaTu TeTpasoonipuMiuHU 7 y M'AKUX
YMOBax - IPU KUI'AATiHHI aMiHy 1 3 Kap6OHIIBHUMU
GiesiekTpodisiamu y cnupToBoMy cepegoBuii (MeOH,
EtOH, i-PrOH) He Baasiocs. B ycix Bunaakax 3 peak-
HilHOI cyMillli BUIiJIeHi BUXiAHI pedoBUHMU a60 iX cy-
Mili 3 BiAINOBIJHUMH KOPUUHUMHU KUCJIOTAMH — IIPO-
JyKTaMU JeKapO0KCUIYBaHHA COJYK 2 abo peTpo-
po3najy isileHOBUX NOXiAHUX 4.

Cku1az Ta 6y/10BY BIleplile CHHTE30BaHUX TETPA30-
JionipuMiivHOHIB 7a-d 10BeieHO 3a I0NOMOTr010 eJie-
MeHTHoOro aHaJsizy, [Y-, AMP 'H Ta Mac-cnekTpasib-
HUMU MeToJaMu. Bubip mix 5- 7 Ta 7-okcoizomepa-
MU 8 3aiicHeHO nLIgxoM nopiBHaHHA Y 1 AMP 'H
CIEKTPIB 3 BiAMOBIAHUMUY JAHUMH J1J14 IX HAM OJIK-
YUX CTPYKTYPHUX aHaJIOTiB — NOXiAHUX AUTiApoO-1,
2,4-tpuasouo[1,5-a]nipumiguH-5- Ta -7-0HiB, oMHK-
canux paimre [10, 11]. HaaBHictb y [Y-cnekTpax crio-
JyK 7a-d cMyr noriuHaHHA npu 3492-2784 (NH-3B'4-
3aHa), 1696-1712 («amiz I»), 1520-1542 cm? («amiz 11»)
CBiYMTH Ha KOPUCTB JIAKTAMHOI'0 XapaKTepy 4acT-
KOBO BiIHOBJIEHOTO ipUMiJMHOHOBOTIO Kisibld. [l
1,2,4-Tpra30/IbHUX aHAJIOTIB CIOJIYK a/IbTepPHATUB-
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2-5,7: a Ar= C(H,, b Ar= C;H,-4-Me, ¢ Ar= C,H,-4-OMe, d Ar= C,H,-4-NO,

Cxema
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Ta6bnuua
Mepenb6auyBaHa 6ionoriyHa akTMBHICTb cnonyk 7a-d 3a nporpamoto PASS

Cnonyka, N@ Cnonyka P, P, AKTUBHICTb

0,943 0,003 Heart failure treatment

7a ,/N\% 0,854 0,004 Analgesic, non-opioid
o 0,839 0,005 Analgesic

§ 0,918 0,003 Heart failure treatment

7b N\% 0,819 0,005 Analgesic, non-opioid
ek 0,806 0,005 Analgesic

I 0,893 0,003 Heart failure treatment

7c N\% 0,765 0,005 Analgesic, non-opioid
e o 0,758 0,006 Analgesic

& 0,901 0,003 Heart failure treatment

7d o 0,725 0,005 Analgesic, non-opioid
e "o 0,708 0,009 Analgesic

P, — BipOrigHIiCTb HasIBHOCTi aKTUBHOCTI; P, — BiporiAHiCTb BiACYTHOCTI aKTUBHOCTI

HOi 6y/10BY 8 3 KapOOHINIbHOO IPYNOI0 Y 7-MY MOJIO-
»KeHHi GIIMKJIIYHOI CMCTeMH BaJIeHTHI KOJIMBaHHS
C=0 BUABJAOTHCA B 06J1aCTi 3Ha4HO GiJIbIINX XBU-
JboBUX yuces 1724-1760 cm! [10-12]. BigcyTHicTh
nposiBy KoJiMBaHb N;-dparmenTa mpu 2120-2166 cm™
CIPOCTOBYE iCHYBaHHA TeTPa30JIbHOT'O LIUKJIY B a3/~
Hil dopmMi 9 [13].

Y cnektpax SIMP 'H TeTpa3zosonipuMiguHOHIB 7
xiMiyHu# 3cyB npoToHy NH-rpynu 3apeecTpoBaHo B
inTepBayi 11.14-12.32 M.4., 1[0 TUIIOBO AJ151 5-0KCO-
NOXiTHUX. Y BUINIaJKY 7-0Kcoi3oMepiB OynoBu 8 pe-
30HAHC I[i€i I'PYIH CJIi O9iKyBaTH y GiJIbII CUJIBHO-
My noJji npu 8.44-9.00 m.u. [10-12]. Okpim uporo, y
cnekTtpax SIMP 'H npucyTHi curHasu ycix npoToHo-
BMICHUX Ipyl (AUB. eKClIepMMeHTa/JlbHY YaCTUHY ).
HasBHicTb curHaniB ¢parmenTa C°H,-C’H, ski yTBo-
protoTb ABX cucteMy, 0HO3HAYHO NiATBEP/KYE Ya-
CTKOBO TiiporeHi30BaHUN XapaKTep a3UHOBOrO LUK-
Jly i cnpocToBye cTpykTypu 10,11.

[lo3aekcneprMeHTaJbHUM CKPUHIHT 7-apui-6,7-
aurigporeTtpasosio[1,5-a]nipumigus-5(4H)-oniB 7a-d,
IPOBe/IeHHH i3 BUKOpHUCTaHHAM nporpamu PASS [14],
3aCBiIYMB, L0 L CIIOJIYKHU JOLiJIbHO BUBYATH 3a MO-
Ka3HHWKaMU [IPOTHU3aNajJbHOI Ta aHAJTeTUYHO]I aK-
TUBHOCTI, @ TAKOX SIK OTEHLi}Hi 3ac06H JiKyBaHHA
cepueBoi HefocTaTHOCTI (Tabauus). Lli pesynbraTu
NOBHICTI0 36iratoThCsl 3 JAHUMHU JIiTepPaTYPHOTO I0-
1IyKY, HAaBeIeHUMHU y BCTYIII.

ExcnepuMeHTasibHa YyaCTUHA

[Y-cnekTpu 3apeecTpoBaHO Ha CIEKTpOMeETpi Spe-
cord M-82 nss1 Tabsietok KBr, IMP 'H cniekTpu - Ha
cnekTpoMeTpi Varian-200 guis1 po3uuniB y DMSO-d,,

BHYTpilHiN ctanaapt — TMC. Mac-cnekTpu BUMips-
Hi Ha XpoMaTo-Mac-cnekTpomeTpi Varian 1200 L npu
NIpAMOMY BBeJleHHI 3pa3Ka B i0HHe JKepeJio, i0Hi-
3ytoya Hanpyra - 70 eV. EneMeHTHUU aHa/1i3 BUKO-
HaHo Ha npuJaai Euro AE-3000. TemnepaTypu nJias-
JIeHHS1 BU3HaueHi Ha 6Jioui Koduepa.

IukiaokoHAeHcanii 1H-TeTpa3oJi-5-aminy 13
Kap6oHiibHUMM 1,3-6ies1iekTpodisamu (3arasib-
Hi METOAUKH).

A. Cymiwm 2 mmouib (0,17 r) amiHOoTeTpazosy 1 ta
2 MMOJIb apWJIMETHJIIZIEHMAJIOHOBOI KUC/I0TH 2 ¥ 1 M
JIM®A kun’aTaTh BOPOJOBXK 2 T'0JI, 0XOJOIKYIOTb,
J0JAaI0Th 5 MJI 2-IPONAHO0JIy, 0Caj, TeTPpa30JIoNnipu-
MiIUHOHY 7 BiAQiIbTPOBYIOTh.

B. Cymimt 2 mMouib (0,17 r) amiHoTeTpazoay 1 i
2 MMoJIb ecTepy KopuuHoi kucaoTy 3 B 1 ma IMOPA
KUIT'ATATh BOPOAOBX 2,5 ro/i, 0X0JIO/XKYIOTh, 10Ja-
I0Th 5 MJI 2-NIPOMAHOJY, 0Ca/] CIOJIYKHU 7 BiadinbTpo-
BYIOTb Ta BUCYLIYIOTb.

C. Cymim 1 mmoun (0,09 r) aminoteTpasosy 1 3
1 MMOJ1b apUJIMETHUIIAEHIIOXiHOI KUCJA0TU MeJib-
Apyma 4y 1 ma JM®A kun’aTATb BOPOAOBXK 2 rOj,
OXOJIO/PKYIOTb, I0AAI0Th 5 MJI 2-IPONaHoJ1y, 0caj, CIIo-
JIYKU 7 BiIQiJbTPOBYIOTh, KPUCTAJi3yIOTh 3 2-IIPO-
NIaHOJIy.

D. Cymim 1 mmoab (0,09 r) amiHoTeTpaszoay 1,
1 MMouib anbgeriny 5 ta 1 mmoub (0,14 1) kucaoTH
Menbapyma 6 y 1 ma IM®PA kun’aTaTh BIPOJOBXK
2 roji, OXOJOKYIOTh, 10/IAal0Th 5 MJI 2-IponaHoJIy,
oca/ croyiyky 7 BidiIbTPOBYIOTH Ta BUCYIIYIOTh.

6,7-Aurigpo-7-geninrerpasosio[1,5-alnipumi-
JAuH-5(4H)-oH 7a. Buxiz - 63% (A), 68% (B), 74% (D),
T, - 240-242°C. [Y-cnekTp, v, cmM': 3492-2960 (NH,
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H-3B’313.), 1700 (C=0-«amiz, I»), 1540 (CN, NH-«amiz, II»).
Cnektp SIMP 'H, §, Mm.u.: 3.09, 3.29 n.1 (2H, C°H,, ] ;s =
6.8,]px=7.2,],5=-16.2Tn), 6.04 T (1H, C’H), 7.27-7.39
M (5H, H,,,,), 11.89 p.c (1H, NH). Mac-cnektp, m/z
(L (%)): 215[M]*(24), 186(28), 149(27), 104(75),
77(50). 3Haigeno, %: C 55,88; H 4,17; N 32,60.
C,,HoN:O. Po3paxoBano, %: C 55,81; H 4,19; N 32,56.
6,7-Auriapo-7-(4-metuadenia)rerpasosno
[1,5-a]nipumigun-5(4H)-on 7b. Buxig - 72% (A),
56% (B), .. - 206-208°C. I4-cnekTp, v, cMm!: 3448-
2840 (NH, H-38’s13.), 1712 (C=0-«amiz I»), 1540 (CN,
NH-«awmig I1»). Cnexktp AMP H, §, m.u.: 2.85 ¢ (3H,
CH,), 3.07,3.25 n.1 (2H, C°H,, J;x = 7.4, J5x = 6.6, ] 15 =
-16.4T1),5.99 T (1H, C’H), 7.20 a1 (4H, H, 0w ] =82T),
11.14 p.c (1H, NH). Mac-cnektp, m/z (l,,, (%)):
229[M]*(30), 200(38), 163(29), 118(85), 91(49).
3naigeno, %: C 57,62; H 4,82; N 30,58. C;,H,;N;O.
PospaxoBano, %: C 57,64; H 4,80; N 30,57.
6,7-Aurigpo-7-(4-meTokcudeHis)TeTpa3osio
[1,5-a]nipumigun-5(4H)-0oH 7c. Buxin - 63% (A),
65% (C), 65% (D), Tt - 202-204°C. [Y-cniekTp, v, cM™:
3468-2840 (NH, H-38’13.), 1706 (C=0-«amif I»), 1542
(CN, NH-«amig 1I»). Cnektp AMP 'H, §, m.u.: 3.16,
3.41 p.p (2H, C°H,, J,x = 7.4, Jgx = 6.8, ] ,5 = -16.2 T'ny),
3.74 ¢ (3H, OCH,), 5.96 T (1H, C’H), 7.00-7.74 n.1 (4H,
H, 0. ] =8.8T1), 12.04 p.c (1H, NH). Mac-cniexktp, m/z
(I (%)): 245[M]*(33), 216(25), 179(31), 134(78),
107(53). 3uaitaeno, %: C 53,90; H 4,47; N 28,54.
C,,H;;N;0,. PospaxoBano, %: C 53,88; H 4,49; N 28,57.
6,7-Aurigpo-7-(4-HiTpodeHis)TeTpasoio
[1,5-a]nipumignn-5(4H)-on 7d. Buxig - 65% (A),

JlitepaTtypa

75% (C), 78% (D), T.rur. - 260-264°C. I4-cniexTp, v, cMm:
3484-2784 (NH, H-38's13.), 1696 (C=0-«amiz I»), 1520
(CN, NH-«amip I1»), 1348 (NO,). Cnextp AMP 'H, §,
m.4.: 3.16, 3.41 .4 (2H, C°H,, J,x = 8.0, Jpx = 6.6, J 5 =
-16.4 T), 6.19 T (1H, C’H), 7.58-8.29 a1 (4H, H,,.,
J=8Twn),12.32 p.c (1H, NH). Mac-cnextp, m/z (1, (%)):
260[M]"(34), 231(38), 194(31), 149(77), 122(56).
3uaitaeHo, %: C 46,13; H 3,10; N 32,30. C,,H,N,O..
PospaxoBaHno, %: C 46,15; H 3,08; N 32,31.

BUCHOBKM

1. luxknokonAeHcanii 1H-TeTpa3on-5-amMiHy 3 apui-
MEeTUJIiJeHMaJIOHOBUMHU KUCJIOTaMH, eCTepaMHu 3a-
MillleHUX KOPUYHHUX KUCJIOT, apUIMeTUITIJEeHII0Xi/L-
HUMMU KUCI0TU MesibZipyMa Ta IX CHHTETUYHHUMHU 110-
repefHUKaMU — apOMaTUYHUMU aJIbJerilaMHU Ta i30-
NPONiJIiAeHMa/IOHATOM € perioceJIeKTUBHUMU | 3a-
BEepLIYIOTHCH YTBOPEHHAM 7-apuJi3aMillileHuX JUTij-
poTteTpazoJo[1,5-a]mipuminun-5(4H)-oHiB.

2. HanpaBsieHicTh yTBOpEeHHSA NipUMiJHHOBOTIO
KiJIbIIA Bi/ITOBiga€ B3aeMozii aToMa Kap6oHy y B-11o-
JIOXKeHHI HeHacu4eHOol KapOOoHI/IbHOI CIIOJIYKH 3 €H-
JIOLIMKJIYHUM aTOMOM HIiTpOTeHY, a KapbOoHiJbHOI
IpyIU — 3 aMiHOTPYIIOI0 B MOJIEKYJli aMiHOA30J1y.

3. BipTyasnibHU# CKpUHIHT 7-apui-6,7-aurigpo-
TeTpasoso[1,5-aJnipumiaun-5(4H)-oHiB, npoBee-
HUU i3 BUKOpUCTaHHAM nporpamu PASS, 3acBifuus,
10 i CIIOJIYKH JOLIJIbBHO BUBYATH 3a IOKAa3HUKAMU
NpOTHU3aNaJbHOI Ta aHA/IreTUYHOI aKTUBHOCTI, a Ta-
KOXX IK IOTEHI[ilHI 3aco6u /s JIiKyBaHHS cepiie-
BOI HEJ,OCTATHOCTI.
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