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2-R-6H-[1,2,4]mpuazonof 1,5-c[xinazonin-5-mionu

Po3pob6neHo metoa cuHte3y 2-R-6H-[1,2,4]tpnasono[1,5-c]xiHa3oniH-5-TioHiB retepoymnknisa-
yiero 2-(5-R-[1,2,4]tpnason-3-in)¢peHinaminis cipkoByrneuem ab6o Horo “cuHTeTUYHUM €KBiBa-
JIGHTOM” — KaJlilo eTukcaHToreHarom. [jocnigxeHa peakuis ankinyBaHHa 2-R-6H-[1,2,4]Tpn-
asosno[1,5-c]xiHa30niH-5-TiOHIB Ta ix kanieBux conen. byaoeBa cuHTe3oBaHuUx crioJyK niaTeepa-
J)KeHa PeHTreHOCTPYKTYPHUM Ta CreKTpaJibHUMU MetToaaMu aHanisy.

HETEROCYCLIZATIONS BASED ON 2-(5-R-[1,2,4]TRIAZOLO-3-YL)PHENYLAMINES. MESSAGE 1

S.l.Kovalenko, V.O.Voloshina, A.K.Bily, G.G.Berest, R.l.Zubatyuk

The synthetic method of 2-R-6H-[1,2,4]triazolo[1,5-c]quinazolin-5-thiones by heterocyclization
of 2-(5-R-[1,2,4]triazolo-3-yl)phenylamines with carbon bisulphide or its “synthetic equivalent” —
potassium ethylxantogenate has been developed. Alkylation of 2-R-6H-[1,2,4]triazolo[1,5-c]
quinazolin-5-thiones and their potassium salts has been investigated. The structures of the
compounds synthesized were confirmed by X-ray and spectral data.

FTETEPOLUKITU3ALIMN HA OCHOBE 2-(5-R-[1,2,4]TPUA30J1-3-UJT)PEHNJIAMUHOB. COOBLYEHUE 1
C.U.KoBaneHko, B.A.BosiowmHa, A.K.Bbunwiii, I'.I.BepecTt, P.U.3y6atiok

Pa3pa6otaH meton cuHre3a 2-R-6H-[1,2,4]tpmnazono[1,5-c]xnHa3onnH-5-TMOHOB reTepoumk-
nm3auyneii 2-(5-R-[1,2,4]tpunaszon-3-nn)peHnniaMmHoB cepoyriepogom uin ero “cuHreTtnyec-
KUM 3KBUBaJIeHTOM” — Kanusa 3TuKcaHToreHatoMm. UccnepoBaHa peakuusi asiKuinpoBaHUS
2-R-6H-[1,2,4]tpna3osno[1,5-c]xnHa30mH-5-TUOHOB N Ux KasmeBbix cosier. CTpoeHue CcuHTe-
3UPOBaHHbIX BELL,eCTB MOATBEPXX[EHO PEeHTreHOCTPYKTYPHbIM U CIIEeKTPasibHbIMU METOAaMu aHann3a.

3HayHy yBary JOCJiAHUKIB IIPUBEPTAIOTh ITOXiIHI
S-TpUA30JI0XiHA30JTiHY, 30KpeMa iX S-3aMillleHi K edek -
TUBHI OiOJIOTIYHO AaKTWUBHI pedyoBMHU. Tak, cepen
5-ankokcu-, 5-(mi)ankin- ta 5-(0-aJKOKCUKapOOHiI-
(hbeHin)aMiHO-Ss-TpHAa30JI0[ c|XiHA301iHIB 3HANIEHO CIIO-
JIyKM, SIKi TIPOSIBJISIIOTH TiMOTEH3WBHY Ta IPOTU3a-
MaJlbHy aKTUBHICTh [1-4]. 3maTHicTh moxigHuX 6 H-
[1,2,4]-Tpuasono[1,5-c]xiHa3oJiH-2,5-1i0Hy Ta BiImo-
BimHMX [4,3-c]-i30MepiB HEKOHKYPEHTHO iHTiOyBaTu
NMDA- ta/a6o AMPA/KA-R-peuentopu 103BoJIsIE
PEKOMEHAYBaTU iX IJIsl JIiKyBaHHS illleMii, TiITorJi-
KeMil, TiMmoKcii, cra3MiB LiepeOpaTbHUX CYAUH, TPaBM,
remMopariii, pi3HUX BUIiB iH(DEKIlii, eNiJIeNnTUYHUX CY -
oM, xBopoO Anbirerimepa, IlapkiHcoHa, amioTpo-
(piuHOrO JTATEPATILHOTO CKJIEPO3Y, IHTOKCUKALIIiA, CITHH -
HOMO3KOBMX YIIKOJXEHb, IIM30(MpeHii, Aenpecii,
ayTU3My Ta 3aTPUMOK PO3YMOBOIO PO3BHUTKY [5].

MeTtonu CUHTE3y 3aMilllEHUX S-TPUA30JI0XiHA30-
JIiHIB Pi3HOMAHITHI i 3BOASITbCS OO PeaKiliif IIUKJIIO-
nerigpataii [4(3 H)- xiHa3omiHUTiAeH | rigpa3uIiB Kap -
OOHOBHMX KHCJIOT, OKMCHIOBAJIbHOI HUWKITi3alrii 4-R-
UTiIEHTIIPa3WHOXIHA30JTiHIB, BHYTPITHBOMOJIEKYJISIPHOI
LIMKJIOKOHJEH cAllii aiKii-2-0Kco-1,2-1urinpoxiHaszo -
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JiH-4-i1-Kap0ba3aTiB, UMKIOKOHAeHcalii 2-R-4-imi-
HO-3(4 H)-xiHa3ojliHaMiHiB, B3aemomii 2-R-4-rigpa-
3MHOXiHA30JiHiB 3 OpoMIliaHoM, (Tio)(ocreHoM, Ka-
JIII0 aJIKiIIKCAaHTOT€HATOM, CeMHMKapOa3uaoMm, Tioce-
MUKapOa3uaoM Ta iX 3aMillleHUMM, TeTepOLUKITi3ailii
Ha ocHOBI 2-(R-[1,2,4]rpuason-3-in)deHinaMiiB TO -
o [6-29]. He3Baxkaioun Ha 3HaYHY KiJIbKICTb POOIT,
MPUCBIYECHUX CUHTE3Y S-TPUa30JI0XiHA30IiHIB, OO Te-
MEPIIIHBOTO Yacy HEAOCTAaTHHO OOIPYHTOBAHO BiTHE -
CEeHHsI IMX cnoayk ao 1,2,4-tpuasoino[4,3-c] abo 1,2,
4-tpuazono[1,5-c]-xiHa30JiHOBOro psAmy, Tak SIK Bi-
JIOMO, 110 1X YyTBOPEHHS y OiIbLIOCTI BUIAIKiB YCK -
JIaTHIOETHCS PeLMKIIi3alliiiHOIO i30Mepu3alielo [§, 9,
13-17, 30]. Tomy i Hagani aKTyaJIbLHUM HIUTaHHIM
3aJIMIIAETHCSI PO3poOKa ajJbTepHATMBHUX METOJIB
CUHTE3Y S-3aMillleHUX TpUa30J1o0| ¢]xiHa30JiHOBUX CU-
CTEM.

Y NpogoBXKEHHS AOCHIIKEeHb 10 (GOpMYBaHHIO
S-TpMAa30J10[ c]xiHa30/iHiB, a TAKOX BPaxOBYIOUM BHU-
IeHaBeaeHe, HaMU OyJI0 IIOCTaBJIEHO METY pO3pO0OKU
npsiMux MeToniB cuHTedy 2-R-[1,2,4]tpuazono[l,5-
c|xiHa3oiH-5(6 H)-TioHiB, Buxomsuu 3 2-(5-R-[1,2,
4]Tpuazon-3-in)deHizaMiHis.
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Method A: CS,, KOH, C,H;OH
Method B: KSC(S)OC,H,, i-C,H,0H

NH,
o
1.1-1.12 /N
1=, N
N
R

1.4, 21, 3.1 R=CH,; 1.2, 2.2, 3.2 R=CH,CHj;
1.3, 2.3, 3.3 R=(CH,),CoH,; 1.4, 2.4, 3.4 R=C,H;;
1.5, 2.5 R=2-CH,0C,H,: 1.6, 2.6 R=3-CIC,H,;
1.7, 2.7 R=3-CH,C4H; 1.8, 2.8 R=4-CH,C,H,;
1.9, 2.9 R=4-CH,OC,H,; 1.10, 2.10 R=4-CIC{H,;
1.11, 211 R=4-FC,H,; 1.12, 212 R=4-CF,CH,

Cxema

CuHte3 cnonyk 2.1-2.12 4yepe3 NMpOMiXKHi KaJli€Bi
COJIi MpOBEACHUI 1BOMA METOAAMMU: MO-MepIIIe, B3a€ -
Mogieto crionyk 1.1-1.12 i3 cipkoByreuem y npucyT-
HOCTi KaJlilo TiZpoKcuay B eTaHojdi (Merom A), mo-
npyre, B3aemozieo cnoayk 1.1-1.12 i3 “cCuHTeTUYHUM
€KBIBaJIEHTOM” CIPKOBYIJIELI0 — KaJlil0 €TUJIKCAHTO -
reHaToM y Iponanoii-2 (meton b, cxema). YTBopeHi
KautieBi coni (A) 0e3 BumiJieHHsI OyJIu ITepeTBOPEHi Ha
BiMOBinHI TioHU (2.1-2.12). Pe3ynbratl 1OCTIIKEHD
rnoxkasajiud, 110 OCTaHHIl METOA CUHTE3y Ma€ psi
rnepeBar: MpocToTa BUKOHAHHS, Oe3reKa, OilbIll BU -
COKi BUXOIIM Ta YUCTOTA KiHIIEBUX MPOAYKTIB peaKIlii.

BaxumBo Bigmitutu, 1o 2-(5-R-[1,2,4]tpuazon-
3-in)deninaminm (1.1-1.12) cxuyibHi 10 MPOTOTPOM -
HOI TayTOMEpii i MOXYTb ICHYBaTH Y TPbOX TayTOMED -
Hux ¢opMmax 1H, 2H Ta 4H, i 3a paxyHOK AuHaMidyHOi
piBHOBaru IIOMiXK 3a3HAauyeHUMHU TayTOMEpaMU pe-
3yJBTAaTOM IX FeTe pOLMKIIi3allil MOXYTb OyTH sIK 1,2,4-
Tpuaszono[1,5-c]xiHa3zoniHu, Tak i ix i3oMepHi [4,3-c]-
cepii.

Jnst minTBepIKeHHST HApsSIMKY TIepediry retepo-
LUKJTi3amii HaM#1 OyJIO TaKOX ITPOBEACHO aJIKiTyBaH -
HS KalieBUX cojieii (A) XJIOPOLTOBOIO KHUCIIOTOIO Y
BOJHMX PO3UMHaxX Hatpito rigpokcuay. Crnonyku 3.1-
3.4 Takox Oy/au ofepxKaHi aJKiJlyBaHHSM XJIOPOLITO -
BOIO KMCJIOTOIO BilMOBiAHUX TiOHiB 2.1-2.12 y HaTpilo
eTuaTi (cxema).

Ha xopucth nepebiry peakiiii reTepolukii3anii i
YTBOPEHHS BiIMOBiIHUX TiOHiB 2.1-2.12 cBimuaTh Xpo-
MaTo-Mac-crnekTpu. Tak, y CreKTpax CUHTE30BaHUX
croayk 2.1-2.12, 3.1-3.4 peecTpyioThest lHTCHCI/IBHl
MiKM MOJICKYJISIPHUX 10HIiB [M+1] Ta [M+3]
TaHHIN € MOJIEKYJISIPHUM MiKOM [M+1]Jr TUTS 130Tony

S. ¥ CHCKT_PI Bl,Z[HOBl,HHI/IX kuciaoT 3.2 ta 3.4 okpim
ioHiB [M+1] L Ta [M+3] crnocrepiraerbcst ioH [MH—
SCH,COO7]".

I9-cniektpu cnonyk 2.1-2.12 MaloTh BMCOKOiH-
TEHCHMBHI KOJIMBAHHSI V_g-TPyTH mpn 1662-1627 v}
Ta CMYTY VNH Tipy 3488-3175 em™1i 3190-3111 CM'I,
AKi € KOMOIHAUiAMU KOJMBAHb V _g- Ta Yyy-TPYIL
I9-cnekTpu kuciaoT 3.1-3.4 MiCTSITh CMYTM KOJVBaHb
acoliiioBaHUX VNH Ta VOH-Tpym Ipu 3348-3058 CM'I,
XapakTepHUI KOHTYP KOJWBaHb Vg . -3B 513Ky TPHU
2783-2432 CM_l, VC=0-3B’SI3Ky IIpHU 1738-1706 cm™
Ta Y on..0-bparmenty mpu 997-910 el Kpim Toro,
cnonyku 2.1-2.12, 3.1-3.4 xapakTepu3y10Th KOJIMBaH-

L

3.1-3.4
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21-212

CICH,COOH,
NaOH, H,0

0]

CICH,COOH,
C,H:ONa

HSl V_c4-3B’SI3Ky apoMaTuyHoi cucteMu npu 3094-

3026 CM'I, Ve -3B’SI3KY apoMaTIYHOTO KiUJIBLIST TIpU
1589-1468 cMT Ta HETIOCK| KOJIMBAHHA Y _c_yy, TIPU
850-666 cm”! . g cononyk 2.1-2.5, 2.7-2.9, 3.1-3.3

XapaKTepUCTHIHUMHU TAKOX € iHTEHCHUBHi CMYTH 10 -
rjMHaHb rpu 2960-2850 ¢cM ™, sIKi BITHOCSThCS 110 Vs-
Ta Vas-KoauBaHb CH3- ta CHz—rpyn.

Ha xopuctb yrBopeHHs crioyyk 2.1-2.12 cBiguuTh
1osiBa 'y "Hg MP-criexTpi c1a0KOMOJIBbHOTO CUHIJIETY
MPOTOHY TioaMigHoro 3B’sA3ky mnpu 14.04-13.82 Mm.u.
Ta BIAMNOBIOHI MAarHiTHi 3CyBM 1 MYJbTUIUIETHICTb
MIPOTOHIB TpHa30JIoXiHa3oJiHoBoro uukiry: H-10 (1.),
H-9 (1.), H-7 (a.) Ta H-8 (1.). KpiM TOro, crioayku
2.1-2.12 xapakTepu3yIoThCsl CUTHAJIaMU IMPOTOHIB (hyHK -
LiOHAJILHUX 3aMiCHUKIB monoxeHHs 2 [8, 31]. ¥V
cnekTpax crmoiayk 3.1-3.4 okpiM XapaKTepMCTUYHUX
MMPOTOHIB TPUA30J0XiHA30JIiIHOBOTO LIMKJTYy CITOCTEpi-
ra€TbCs CUHIJET NpoToHiB —SC H>-tpynu nipu 4.29-
4.20 m.4. Ta cnabkomoabauii cuHiet nporony COOH -
rpyrm mipu 13.06-12.89 m.u.

Mac-crekTpu (EY) crojiyk 2.1-2.12 Ha psay 3
MOJIEKYJIIPHUM IiKOM M™* Mictste ionn M+1 Ta
M+2, mo xapakTepHo s “i30TomHOTO mpodian”
cipku [32]. B noganbiiomMy B po3nafi conyk 2.1-2.12
BU3HAYaJIbHUMM € JOHOPHO- aKuenTopHi BJIACTUBOCTI
3aMiCHMKA TOJIOKEHH 2, sKi OOyMOBJIOIOTbH CTiii-
KiCTb iOHY M™ 1o eJIeKTpOHHOro ynapy. Tak, cro-
ayku 2.1, 2.4, 2.5, 2.9, 2.11, 2.12 MalOTh BHCO-
KO]HTGHCI/IBHI/II/I M™ Tta ioHn [M H] , [M— S]

[M- SH] TOMi SIK CIIOJIYKH 22,23 1a 2 10 MaioTh
HI/ISBKOIHTCHCI/IBHI/II/I M™ Ta ionn [M— ] [M— S]
[M—SH] , a U1s1 cnonyk 2.1, 2.2 yTBOpeHHS OCTaHHIX

He xapaktepHe. Kpim Toro, neski cnonyku mig EY
YTBOPIOIOTL psift CHCL[I/I(I)I‘{HI/IX iOHiB, HanpuKai,
[M— CH3]r (crmonyka 2.1), [M— OCH3] 2.5, 2.9),
[M—CFj3]" (2.12). [TomanbliuM HaNIPSIMKOM (bpameH—
Tauii crnoayk 2.1-2.12, He3ayieXXHO Bil monepeaHboro
eJliMiHyBaHHS 10HIB, € po3puB 3B’s13KiB C(10b)—N(1)
ta N(3)—N(4) 3 BigmemieHHSIM ajKiI(aJKkapui-,
apui)aMiTMHOBUX (pparMeHTIiB Ta YTBOPEHHSs ¢ppar-
MEeHTapHOro ioHy 3 m/z 161 (3 TioMbHUM (pparMeH-
TOM), Ta ioHy 3 m/z 152 (6e3 TioJbHOTO (hparMeHTy).
Mac-cnektpu (EY) kucnor 3.1-3.4 } XapaKTepU3yIoTh-
Csl YyTBOPEHHSIM IOHIB [M—CO2]", [M COOH]™,

[M— CHzCOOH] , [IM— SCHzCOOH] a TaKOX (l)par—
MEHTAIli€I0 MOJIEKYJIM MO 3B’sI3Kax C(lOb)—N(l) Ta
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Puc. bynosa cnonyku 3.2 3a gaHumm
PEHTrEHOCTPYKTYPHOrO aHanisy.
N(3)—N(4). 3a3HaueHa IeCTpyKLisl TPUA30JIbHOTO 11K -
JIy xapakrtepHa mis 1,2,4-tpuazono[l,5-c|xiHa30miHiB,
Ky MM criocTepiranu paxiure [8, 9, 13-17].
JonaTKoBUM MiATBEPIKEHHSIM YTBOPEHHS S-3aMi -
meHoi 2-R-6H-[1,2,4]-tpuaszosno|1,5-c|xiHa3oaiHoBoi
CHUCTEeMMU Ta S-periocneniuHOro aJKiTyBaHHs € PEHT -
TEeHOCTPYKTYPHE TOCHIIKEHHS CTIONYyKU 3.2 (PUCYHOK).
Pe3ynbTaTit mocCIiakKeHb ITOKa3au, 110 MeTUIIheHIIb -
HUI 3aMiCHUK PO3BEPHYTUM TIPAKTUYHO TIEPIICH]IU -
KYJISIDHO IO IUIOIIWHM IOJIIMKIIYHOrO (pparMeHTy
(topcionHuit kyt N(1)-C(1)-C(10)-C(11) -92.6(3)°).
TioaneTWIbHMIA 3aMiCHUK JIEKUTh IPUOJINU3HO Y TLJIO -
wuHi Tpunukiy (topciiiHi kytu C(17)-S(1)-C(3)-
N(4) 6.3(3)°, C(3)-S(1)-C(17)-C(18) 171.0(2)° i S(1)-
C(17)-C(18)-0O(1) 5.0(5)°). ¥ kpuctaiui monexyau 3.2
YTBOPIOIOTBbCSI CTOCH Y3moBX HampsMmy (0 0 1) 3a
pPaxyHOK CTEKiHT-B3a€EMO/Iiii OMOPHOI MOJIEKYJIM i3
MOJIEKYJIaMH, IIOB’SI3aHMMH 3 HEIO OIlepallisiMU CH-
meTpii [x, 2-y, 0.5+z] ta [Xx, 2-y, -0.5+z] (BincTaHb
nomix nentpamu Kineup N(1)..C(2), C(2)..C(9) Ta
C4)..C(9) i atomamu N(3), N(4) ta C(5) cycimHbO1
Y KPUCTaJIi MOJIEKYJIM CKJIadaloTh BigmoBigHo 3.47 A°,
347 A° i 3.41 A°). Crocu moB’si3aHi. MiXK CO0OI0
BonHeBUMU 3B’ a3kamu O(2)-H(2)...N(1") [x-1,y, z-1]
(H...O 1.92 A°, O-H...N 151°), 3a paxyHOK SIKHUX
MOJIEKYJIM YTBOPIOIOTH JIAHIIOXKU Y3I0BX HAMpsIMy
(1 0 1). Takum YMHOM, MOXHAa TOBOPUTH IIPO YTBO -
PEHHSI Y KpUCTaJI 1apiB, napaieabHux rromuHi (0 0 1),
3a paxyHOK HaHOUJIbII CUIBHUX i3 MPUCYTHIX MixKMO -
JIEKYJISIPHUX B3a€EMOIii, a caMeé BOAHEBUX 3B’SI3KiB i
CTEKIHT-B3aEMO/I.

ExcnepumMmeHTanbHa YyacTtuHa

TemnepatTypy TniaBjeHHs BU3HAYaIU KamiIsIpHUM
MetogoM Ha mpunani ITTIT (M). [Y-cnexkTpu 3Hima-
Juch Ha crnekrpogoromeTpi Bruker Alpha B obGmacTi
7500-400 cm™! 3 BuKopucTtanHiM TipuctaBku ATR
(ripsiMe BBeJIEHHSI PEYOBUHU), 'H AMP-cnektpu —
Ha CIeKTPO(OTOMETPI SIIEPHOr0 MarHiTHOro pes3o-
HaHcy “Mercury 4007, pozunHHuK DMSO-Dg, BHYT-
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piHit crangapt — TMC. XpomaTo-Mac-CreKTpu
3HIMaJUCh Ha BUCOKOE(EKTUBHOMY PiIMHHOMY XPO -
matorpadi Agilent 1100 Series, ocHallleHOMY AiOIHO-
MaTpUYHUM Mac-CeJIeKTUBHUM JeTeKTopoM Agilent
LC/MSD SL. [Tapamerpu aHami3y: KojoHka Zorbax
SB-C18, 1,8 mxm, 4,6 mx15 mMm. CombBeHTH: A —
arreToHiTpwI — Boma (95:5), 0,05% mypalmHoi Kuc -
smoti, B — Boga (0,05% mypaliHoi KMCIIOTH); TTOTIK
emoenTy — 3 mui/xB. I'pamient: 0 x8 — 0% A, 0,01 xB —
0% A, 0,5x8 — 100% A, 0,95 xB — 100% A, 0,96 xB —
0% A. O6’emM pobu, 1110 BBOOAUThHCST — 1 MKi1. Criocio
ioHi3alii — xiMiyHa ioHi3aliss mpu aTrMochepHOMY
tcKy (APCI). PexxuM ioHizalii — omHOYacHe cKa-
HYBaHHS MO3UTUBHUX Ta HEraTMBHUX iOHIB y Jiama-
30Hi Mac 80-1000 m/z. Mac-cnekTpu 3apeecTpoBaHO
Ha nmpwiani Varian 1200L, ioHi3alis 3miliCHIOETbCS
ejJekTpoHHUM yaapoMm (70 eB) mpu mpsiMomy BBe-
IeHHi 3pa3ka. TemmepaTypa ioHHOro mxepeaa —
200°C, narpiBa”Hs BinmoyBaeTbest Big 25°C mo 390°C
3i wBuakictio 300°C/xB.

Cunres 2-(5-R-[1,2,4]tpuazon-3-in)denintaminis (1.1-
1.12) 3mificHeHO 3a BiIOMUMHU METOIAMM 3 KOHCTAaH -
TaMH, SIKi BiATIOBIIAIOTH JITEPATYpHUM JaHUM [26, 29].

3aranbHi meTonu cunTe3y 2-R-6H-[1,2,4]Tpua3ono
[1,5-c]xina3omin-5-rionis (2.1-2.12)

Memood A. 'Y 20 Mn etaHony po3uuHsSIOTH 0,56 T
(0,01 Monp) Kajilo TiApPOKCUIY i MO Kpamjsax Joaa-
1otb 0,76 T (0,01 Moab) CipKOBYIJIELIO, IMOCTIAHO
nepemMiinyiouu. Jlo yTBOpPEHOro po34yMHY O0AAIOTh
0,01 Moup BignosigHoro 2-(5-R-[1,2,4]tpna3on-3-i1)
(eninaminy (1.1-1.12) i KU’ ITATh NPOTSITOM 4 TOA.
Po34ynH 0X0JIOIXKYIOTh, KaJi€BY Ciib BiI(iIbTPOBY -
I0Th, TIEPEHOCITh IJI1 po3urMHeHHs B 20 M BomM i
MIKUCITIOITh XJIOPUCTOBOTHEBOIO KUCIOTOIO 10 pH
2-3. Ocaa, 110 yTBOPUMBCS, Bil(iJIbTPOBYIOTh i Cy-
1I1aTh.

Memoo b. 1o cycnensii 0,01 Moub BigmmoBimzHOro
2-(5-R-[1,2,4]tpuazon-3-in)peniraminy (1.1-1.12) B
20 M1 mponanouty-2 pomatoth 1,60 1 (0,01 Moab) Ka-
JIiI0 KCAHTOT€HATYy i KUIT ITITh TIPOTsAroM 4 roa. Po3-
YUH OXOJIOIXYIOTh, KaJIi€BY Cijib BiI(ilbTpOBYIOTD,
MepeHOCsTh A1l po34rMHEHHs B 20 MJT BOJY i MiAKMC -
JIIOIOTHh XJIOPUCTOBOAHEBOIO KHcCJIOTOK A0 pH 2-3.
Ocan, 1110 YTBOPUBCS, BiI(iTbTPOBYIOTH i CYLIATh.

2-Metua-6H-[1,2,4]pnazono[1,5-c]xinazonin-5-
tion (2.1). Buxin — 78,4% (metonm A); 82,3% (MeTon
b); 48,3% (meton B). T.mn. — 272-274°C (i-PrOH);
I4-criektp, v, cM: 3184, 3141, 3111, 2966, 2932,
1627, 1599, 1540, 1496, 1474, 1439, 1381, 1339, 1314,
1296, 1250, 1226, 1151, 1113, 1099, 1025, 978, 957,
865, 775, 756, 706, 676, 658, 639, 605; ciektp AMP
'H, 5, m.u.: 13.89 ¢ (IH, NH), 8.16 1 (1H, J 7.9,
H-10), 7.76 T (1H, J=7.5, H-9), 7.62 n (1H, J 7.9,
H-7),7.49 v (1H, J 7.5, H-8), 2.51 ¢ (3H, CﬂQ; MC
(APCI): m/z = 202 [M—CH3]+; 217 [M+1]"; 219
[M+2]"; MC (EY): m/z = 218 (5.1), 217 (14.3), 216
(M™", 100.0), 215 (3.1), 202 (12.6), 189 (9.3), 169
(11.2), 161 (14.4), 149 (15.6), 147 (5.7), 146 (26.5),
145 (26.1), 144 (35.9), 143 (5.2), 134 (7.0), 129 (8.8),
120 (24.4), 118 (7.9), 108 (7.0), 103 (14.3), 102 (19.3),
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90 (8.4), 83 (5.2),76 (8.0), 75 (9.2), 69 (5.1), 63 (7.6),
62 (6.6), 59 (6.4), 58 (5.6), 56 (20.2), 51 (6.0)51(17,2).
3uaiigeHo, %: N, 25,92; S, 14,85. C1oHgN4S. Bupa-
xyBaHo, %: N, 25,91; S, 14,83.
2-ben3un-6H-[1,2,4]Tpuazono[1,5-c]xina3zoin-
5- Tion (2.2). Buxin — 65,7% (meton A); 75,6% (Meton
b); 48,3% (meTonm B) T.aur. — 194-196°C (i-PrOH);
IY-criexTp, v, cm : 3179, 3142, 3105, 3028, 2921,
2830, 2786, 1629, 1660 1562, 1532, 1491, 1474, 1454,
1422, 1382, 1355, 1322, 1297, 1253, 1234, 1190, 1157,
1115, 1098, 1074 1028 977, 925, 866 812 774, 752,
740, 699 666, 640 607 CriekTp HMP H o, M.4U.:
13.93 ¢ (1H, NH), 8.14 o (1H, J 7.9, H- 10), 7.74 1
(1H,J7.5, H-9), 7.62 n (1H, J 7.9, H-7), 7.46 T (1H,
J7.5, H- 8) 7.37-7.21 m (5H, CH2C¢H5), 4.23 ¢ (2H,
CH2C6H5) MC (APCI): m/z = 293 IM+1]; 295
[M+3]"; MC (EY): m/z =292 (M ,4.9), 161 (2 2),
149 (22. 9) 123 (6.8), 111 (6.8), 105 (8.5), 97 (17.1),
96 (5.3), 95 (5.7), 91 (8.9), 85 (16.8), 84 (10.7), 83
(24.9), 82 (8.7), 81 (14.0), 77 (10.2), 73 (10.9), 71
(26.8), 70 (14.1), 69 (32.5), 68 (7.9), 67 (12.0), 65
(7.1), 60 (16.1), 57 (57.8), 56 (18.5), 55 (51.7), 54
(6.5), 53 (6.2), 51 (5.1), 45 (40.9), 44 (25.7), 43
(100.0), 42 (17.9), 41 (94.3), 40 (21.1). 3HaitgeHo, %:
N, 19,13; S, 10,95. C16H12N4S. Bupaxysano, %: N
19,16; S, 10,97.
2-®eHeTMJ1-6H-[1,2,4]Tpna30J10[1,5-c]xiHa30J1iH-
5-tion (2.3). Buxin — 60,4% (merom A); 73,2%
(MeTOﬂl b). T.n. — 272-274°C (i-PrOH); I4-cnexTp,
v, cM : 3184, 3142, 3110, 3033, 3002, 2962, 2917,
1630 1600 1562 1540 1488 1475 1454 1378, 1336,
1320, 1300, 1253, 1224, 1189, 1156, 1115, 1079, 1030,
996, 979, 948, 903, 868 858, 809 773,749, 711, 695,
645, 621, 613. CneKTpHMP H o, m.u.: 13. 92c(1H
NH) 8. 192[(1H J7.9, H-10), 776T(1H J7.5, H-9),
7.63n(1H, J79, H-7),749 1 (1H, J 7.5, H-8), 7.32-7.13
M (SH, CH2CH2C¢H5), 3.14 T (2H, C H2CH»CgHj5),
2 48 T (2H, Jl 6, CH2CH2C6H5) MC (APCI): m/z =
307 [M+1] 309 [M+3] ; MC (EY): m/z=307 (8.1),
306 (M™* 35 9), 305 (18. 4) 273 (8.5), 229 (10.6), 161
(17.9), 149 (9.8), 146 (8.5), 145 (6.3), 144 (6.7), 134
(8.5), 129 (8.5), 128 (10.5), 120 (5.2), 118 (7.8), 116
(7.1), 115 (8.8), 104 (7.1), 103 (16.5), 102 (20.8), 97
(5.1), 92 (7.7), 91 (100.0), 90 (8.0), 89 (7.8), 83 (7.6),
78 (6.0), 77 (15.3), 76 (8.4), 75 (8.0), 73 (5.4), 71 (6.4),
69 (14.6), 65 (28.1), 63 (10.1), 60 (5.6), 58 (7.4), 57
(14.0), 56 (6.9), 55 (22.0), 51 (13.1), 45 (16.2), 43
(23.1), 42 (5.5), 41 (21.5). 3uaiigeHo, %: N, 18,31; S,
10,46. C17H14N4S. Bupaxysano, %: N, 18,29; S, 10,47.
2-®enin-6H-[1,2,4]Tpuazouo[1,5-c]xinazonin-5-
Tion (2.4). Buxim — 73,9% (Meton A); 77,8% (MeTtoxn B).
T.mn. — 228-230°C (miokcaHn); IY-crexTp, v, cM :
3175, 3111, 3026, 2977, 2927, 1632, 1603, 1565, 1539,
1473, 1456, 1443, 1394, 1338, 1319, 1301, 1283, 1261,
1236, 1174, 1161, 1130, 1079, 1069, 1024, 977, 926,
857, 786 752 739 717, 691, 660 612; MC (APCI)
m/z7 = 247 [M— S1™; 279 [M+1]7; 281 [M+3] ; MC
(EY): m/z = 280 (7.9), 279 (27.7), 278 (M , 98.5),
277 (100.0), 161 (2.9), 147 (5.8), 146 (31. 6) 139
(13.2), 129 (5.1), 121 (18.2), 120 (25.6), 118 (27.6),

104 (5.2), 103 (25.1), 102 (17.4), 91 (16.8), 90 (9.5),
89 (13.1), 88 (5.1), 77 (22.8), 76 (13.9), 75 (6.8), 64
(5.7), 63 (13.5), 62 (5.9), 51 (9.0). 3naiineno,%: N
20,14; S, 11,50. Ci15H10N4S. Bupaxysano, %: N
20,13; S, 11,52.
2-(2'-Merokcudenin)-6H-[1,2,4]tpuazono[1,5-c]
xiHaszouin-5-tion (2.5). Buxin — 72,2% (Meton A);
75,5% (meton B). T.mn. — 242-244°C (miokcaH);
I9-cnexTp, v, em b 3487, 3357, 3243, 3175, 3092,
2998, 2935, 2903, 2835, 2782, 1662, 1629, 1606, 1584,
1539, 1514, 1479, 1456, 1431, 1381, 1335, 1320, 1304,
1288, 1277, 1258, 1236, 1163, 1148, 1116, 1077, 1048,
1032, 985, 974 942, 867 803, 749, 732, 718, 696 651,
616. CHeKTp SAMP H o, m.u.: 13. 96 c (1H NH)
8.24n(1H, J7.9,H-10),7.87-7.74 M (2H, H-4', H-9),
7.66 n (1H, J 8.4, H-6'), 7.57-7.47 m (2H, H-7, H-8),
7.21 n (1H, J 8.4, H-3"), 7.11 T (1H, J 7.5, H- 5) 3.85
¢ (3H, OCH3) MC (APCI): m/z =309 [M+1] ; 311
[M+3] MC (EY): m/z = 310 (5.8), 309 (20.5), 308
M* 83 7), 307 (65.8), 294 (13.2), 293 (9.1), 290
(6.2), 289 (8.0), 280 (10.7), 279 (30.5), 278 (20.4), 277
(100.0), 275 (21.3), 266 (11.7), 265 (5.9), 264 (5.2),
261 (5.3), 248 (14.4), 247 (53.6), 223 (5.4), 222 (28.0),
205 (7.6), 190 (19.1), 178 (10.9), 177 (24.5), 163 (8.6),
162 (51.0), 161 (34.2), 160 (19.5), 154 (17.9), 151
(5.1), 150 (8.8), 149 (14.5), 148 (8.7), 147 (37.0), 146
(39.5), 145 (5.5), 144 (10.7), 135 (6.2), 134 (19.3), 133
(7.4), 132 (10.7), 131 (11.5), 130 (10.5), 129 (24.5),
121 (11.1), 120 (34.8), 119 (43.0), 118 (38.6), 117
(6.6), 116 (8.4), 109 (5.0), 108 (6.6), 107 (6.2), 105
(18.9), 104 (24.2), 103 (31.0), 102 (44.6), 97 (5.1), 92
(8.1), 91 (42.6), 90 (31.6), 89 (17.7), 88 (10.0), 87
(5.4), 85(5.6), 83 (8.2), 78 (12.9), 77 (34.2), 76 (21.3),
75 (17.3), 74 (5.3), 71 (5.7), 69 (10.9), 65 (18.2), 64
(16.9), 63 (23.9), 62 (12.2), 57 (11.4), 56 (5.1), 55
(12.2), 52 (9.4), 51 (31.1), 50 (15.5), 45 (11.8), 43
(15.1), 41 (12.0). 3uaiineHo, %: N, 18,14; S, 10,41.
Ci16H12N40S. Bupaxysano, %: N, 18,17; S, 10,40.
2-(3'-Xrlop(beﬂi.11)-6H-[1,2,4]Tpua30n0[1,5-c]xiﬂa30-
Jin-5-rion (2.6). Buxin — 83,2% (mertonm A); 87,3%
(MeTozE B). T.u1. — 326-328°C (miokcan); I4-cnekrp,
v, cM 3172, 3106, 3018, 2969, 2829, 2787, 1633,
1601 1538 1511 1471 1455 1407, 1388, 1337 1313,
1299, 1258, 1233 1158 1139 1114 1095 1070 981,
968, 833, 864 792, 749, 735, 694 677, 662, 615.
Cnekrtp HMP H o, m.u.: 13. 89 c (1H, NH) 8 2 n
(1H, H-10), 833;[ (1H, H-6"), 8.21 n (1H, H-4'),
7.68 T (1H, J=7.9, H-9), 7.58 ¢ (1H, H-2"), 7.56-7.51
M (lH H-7, H-8, H 5"; MC grAPCI) m/z7 = 283
[M S] 313 [M+1] * 315 [M+3]™; 316. 3uaiineHo, %:
, 17 94 S, 10,27. C15H9CIN4S. BupaxyBano, %: N
17,91; S, 10,25.
2-(3'-Metuncenin)-6H-[1,2,4]tpuazosno[ 1,5-c]xinazo-
Jin-5-tion (2.7). Buxin — 42,9% (meton A); 64,3%
(MeTOLﬁ Bb). T.mn. — 281-283°C (miokcan); I4Y-cnektp,
v, cM : 3493, 3328, 3248, 3174, 3090, 2998, 2945,
2907, 2856 2781, 1652 1629 1537, 1508, 1478, 1455,
1410, 1381, 1355 1307, 1256, 1239, 1211, 1160 1124,
1098, 1081 978, 955, 919 886 867, 795 748 736,
724, 689, 658 Crnektp SIMP 'H, 5, m.u.: 13. 980(1H
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NH), 8271 (1H, J7.9, H-10), 8.07-7.99 m (2H, H-2',
H-6'), 7.78 T (1H, J 7.5, H-9), 7.65 a1 (1H, H-7),
7.55-7.33 m (3H, H-8, H- 4' H- 5) 2420(3H CHj3);
MC (APCI) m/z7= 293 [M+1] 295 [M+3]". 3Haii-
neHo, %: N, 19,15; S, 10,96. C16H12N4S BnpaxyBa—
Ho, %: N, 19,16; S, 1(),97.
2-(4'-Me'm11c])em.11)-6H-[1,2,4]Tpﬂa30.110[1,5-c])dﬂa30-
Jin-5-tion (2.8). Buxim — 50,7% (Mmeton A); 75,5%
(MeTOﬂl b). T.m1. — 250-252°C (miokcan); I4Y-cnekTp,
v, cM : 3488, 3432, 3184, 3115, 3098, 3026, 2970,
2934 2918 2846 2662 2598 1638 1609 1581 1542,
1504, 1478, 1454, 1413, 1392, 1339, 1318, 1300, 1254,
1236, 1190, 1178, 1166, 1131, 1079, 1053, 1037, 1019,
989, 976 959, 865 852 830, 808, 776 749 740 725,
705 691, 678, 663 628 607 CneKTp AMP H 6
1382c(lH NH) 815/1(1H J7.9, H-10), 796
n(2H J 8.2, H-2', H-6"), 7.53 t (1H, J 7.9, H-9),
7.45-7.28 m (4H, H 7, H-8, H-3', H- 5) 235c(3H
CH3); MC (APCI) m/z 261 [M S1*,293 [IM+1]7,
277 [M+1]". 3Haiineno, %: N, 19, 15 S, 10,98.
Ci6H12N4S. BI/IanYBaHO, %: N, 19,16; S, 10,97.
2-(4'-Metokcudenin)-6H-[1,2,4]rpnazono[1,5-c]
XiHazouin-5-tion (2.9). Buxin — 75,8% (Metonm A);
79,3% (Meton B) T.mn. — 307-309° C (miokcam); I4-
CIIEKTP, V, em ! 3467, 3348, 3253, 3174, 3088, 3062,
2929, 2898,2835 2779, 1646 1628 1608 1582, 1561,
1531, 1471, 1456, 1438, 1422, 1381, 1333, 1320, 1301,
1287, 1251, 1230, 1171, 1132, 1115, 1081, 1023, 980,
968, 953, 913 831, 749 723 710, 663 633 626; MC
(APCI): m/z 293 [MCHj3] ,3()9 [M+1] ,MC (EY)
m/z = 310 (6.3), 309 (20.8), 308 (M**, 100.0), 307
(71.5), 293 (6.2), 266 (10.8), 265 (10.4), 161 (8.5), 160
(5.9), 154 (11.0), 151 (13.8), 149 (7.9), 148 (11.8), 147
(11.5), 146 (28.6), 136 (5.9), 134 (14.8), 133 (40.1),
120 (27.7), 119 (11.0), 118 (9.8), 105 (18.5), 104
(13.0), 103 (26.2), 102 (27.2), 92 (5.2), 91 (16.3), 90
(29.3), 89 (9.8), 88 (6.3), 87 (5.7), 83 (5.3), 79 (5.4),
78 (13.3), 77 (19.6), 76 (28.8), 75 (15.1), 69 (9.0), 65
(13.3), 64 (12.0), 63 (20.0), 62 (9.3), 57 (6.0), 55 (7.9),
52(6.0), 51 (22.9), 50 (12.3),45 (14.2), 43 (12.2), 41 (10.4).
3HaiineHo, %: N, 18,21; S, 10,40. C1¢H12N40S.
Bupaxysano, %: N, 18,17; S, 10,40.
2-(4'-X.110pc])eHiJ1)-6H-[1,2,4]Tpua30J10[1,5-c]xiHa30-
Jin-5-rion (2.10). Buxin — 71,3% (Metonm A); 83,4%
(MeTOﬂl B). T.mn. — 336-338°C (miokcan); I4Y-cmekTp,
v, cM ™ : 3482, 3349, 3178, 3111, 3094, 2965, 2922,
2873 2796 1634 1599, 1577 1564 1538, 1475, 1451,
1409, 1338, 1318, 1303, 1258, 1235, 1179, 1163 1131,
1089, 1079, 1044, 1012, 980, 966, 899, 857, 840 804,
750, 743, 705, 663 644 616 Crextp HMP H 6
M.U.: 13980(1H NH) 824 8.15m (3H, H-10, H-2',
H-6'), 7.66 T (1H, J 7.9, H-9), 7.67- 746M(4H H- 7
H-8, H-3', H 5"; MC (APCI) m/z = 283 [M—S] ",
313 [M+1] ;315 [M+3]™; 5 316 MC (EY): m/z= 314
(5.4), 313 (7.2), 312 (M, 13 1), 311 (14.8), 282
(10.5), 281 (9.9), 280 (33.3), 279 (10.9), 154 (8.2), 152
(23.6), 149 (18.1), 146 (11.7), 139 (8.1), 138 (7.0), 137
(9.8), 129 (18.1), 127 (7.3), 126 (7.2), 123 (12.6), 120
(15.0), 118 (8.1), 117 (5.1), 116 (10.4), 115 (10.1), 114
(11.3), 111 (11.0), 103 (10.3), 102 (30.5), 99 (5.6), 98
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(5.4),97 (14.2), 95 (5.5), 91 (5.8), 90 (15.0), 89 (14.7),
88 (22.0), 87 (19.3), 86 (6.4), 85 (68.5), 84 (9.5), 83
(100.0), 82 (10.0). 81 (6.6), 77 (6.0), 76 (11.5), 75
(19.9), 74 (5.8), 73 (17.5), 71 (15.1), 70 (8.0), 69
(15.8), 63 (10.3), 62 (15.5), 60 (9.8), 57 (19.7), 56
(6.8), 55 (14.9), 51 (7.4), 50 (8.3), 49 (5.0), 48 (6.6),
47 (13.4), 45 (8.9), 43 (19.6), 41 (15.3). 3naiineHo, %:
N, 17,92; S, 10,24. C15H9CIN4S. Bupaxysano, %: N
17,91; S, 10,25.

2-(4'-Dropdenin)-6H-[1,2,4]tpuasoo[ 1,5-c]xinazo-
Jin-5-Tion (2.11). Buxin — 59,8% (metonm A); 73,2%
(MeTOIE b). T.m. — 328-330°C (miokcan); IY-cnekTp,
v, cM ™ 3435, 3175, 3078, 2912, 2830, 2783, 2589,
1634 1605 1547, 1503 1468 1454, 1419 1382 1334,
1317, 1302, 1256, 1220, 1157, 1132, 1100, 1080, 1010,
982, 966 951 840 814 748, 725 703 678 6624,_ 628;
MC (APCI) m/z = 268 [M—S]", 297 [M+1]", 299
[M+3] ; MC (EY): m/z = 298 (6.6), 297 (24.0), 296
(M™, 100.0), 295 (95.4), 255 (11.3), 254 (63.5), 161
(3.0), 149 (19.7), 148 (16.5), 147 (5.4), 146 (23.6), 139
(18.1), 137 (10.9), 136 (47.3), 134 (5.4), 129 (10.1),
122 (8.3), 121 (19.8), 120 (27.3), 119 (5.1), 118 (8.1),
109 (40.7), 108 (6.7), 107 (14.6), 105 (9.0), 104 (28.5),
103 (14.4), 102 (18.1), 97 (7.8), 96 (5.8), 95 (16.5),
94 (8.7),91 (6.1), 90 (8.5), 89 (5.9), 88 (6.4), 87 (10.6),
85 (29.5), 84 (6.9), 83 (39.5), 82 (9.3), 81 (8.6), 78
(6.4),77 (12.1). 76 (9.2), 72 (12.6), 73 (11.4), 70 (7.1),
69 (14.9), 63 (7.2), 62 (5.9), 60 (9.4), 57 (22.2), 56
(5.7), 55 (14.3), 51 (7.8), 47 (6.2), 45 (8.1), 43 (16.7),
41 (14.5). 3naiineHo, %: N, 18,92; S, 10,83. C15H9FN4S.
Bupaxysano: N, 18,91; S, 10,82.

2-(4' -Tpml)TopmeTmqueHin) -6H-[1,2,4]Tpnazono
[1,5-c]xina3omin-5-tion (2.12). Buxin — 63,6% (Mme-
ton A); 78,2% (Merton B) T.mur. — 338- 340 C (mi-
okcaH); IY-cmektp, v, cm”! 1 3190, 3140, 3029, 2977,
1630, 1599, 1561, 1534, 1474 1418, 1375 1321, 1301,
1257, 1232, 1170, 1156, 1121, 1107, 1081, 1063, 1017,
982, 968 952 852 796 758, 73() 717 682 659 633,
613. Cnextp HMP H 0, M.U. 1404 c (1H NH)
8.41m(2H, /8.1, H-2', 6'), 8.25 n (1H, J 7.9, H-10),
791 o (2H, J8l H- 3' 5, 7.78 T (1H, J 7.5, H-9),
7.63 n (1H, J7.9, H-7), 751T(1H J 7.5, H- 8) MC
(APCI): m/z = 347 [M+1] MC (EY): m/z = 348
(6.2), 347 (24.2), 346 (M™" 99.6), 345 (100.0), 327
(5.0), 277 (10.9), 189 (23.6), 186 (35.4), 171 (8.3), 170
(9.8), 167 (10.6), 163 (5.7), 161 (9.5), 160 (7.7), 159
(11.0), 157 (5.8), 152 (20.1), 149 (14.7), 147 (10.1),
146 (53.2), 145 (25.0), 143 (5.7), 139 (12.7), 138 (5.8),
137 (13.8), 136 (10.9), 134 (11.1), 129 (13.5), 125
(9.6), 123 (5.3), 122 (6.7), 121 (31.9), 120 (60.1), 118
(8.6), 117 (5.4), 116 (8.7), 115 (5.3), 114 (5.4), 111
(6.0), 109 (8.6), 107 (12.8), 105 (6.2), 103 (31.4), 102
(53.7), 99 (5.5), 97 (11.0), 96 (6.0), 95 (15.2), 94 (8.2),
91 (5.2), 90 (17.5), 89 (9.0), 88 (15.7), 87 (15.9), 86
(6.0), 85 (11.6), 84 (7.1), 83 (15.5), 82 (6.8). 81 (8.4),
77 (11.0), 76 (19.1), 75 (25.7), 74 (5.5), 73 (9.5), 71
(16.1), 70 (13.6), 69 (44.3), 68 (5.2), 67 (7.7), 65 (5.3),
64 (10.1), 63 (19.5), 62 (19.0), 61 (6.9), 60 (14.3), 57
(42.9), 56 (14.5), 55 (35.9), 52 (6.3), 51 (16.6), 50
(11.6), 45 (22.6), 44 (5.9), 43 (36.4), 42 (7.3), 41
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(30.7). 3uaitneno, %: N, 16,21; S, 9,25. C16H9F3N4S.
Bupaxysano, %: N, 16,18; S, 9,26.

3aranapHi MeToau cunredy (2-R-[1,2,4]Tpuazoio
[1,5-c]xinazoxin-5-cyabshanit)onropux kucior (3.1-3.4)

Memoo A. 0,01 Mob KaniiiHOI couti BiInoBiZHOIO
2-R-6 H-[1,2,4]tpuazono| 1,5- c[xinazomiH-5-tiony (2.1-
2.4) po3uuHsAOTh y 20 MJI BOOM i 1OAAIOTh PO3UUH
0,94 r (0,01 Moap) XI0pPOOUTOBOI KMCIOTH B 10 MII
1,0 M po34ynHYy HaTpilo TiAPOKCUIY, KUIT SITITh PO -
TroM 2 Ton mo HeiTpanbHoro pH cepemoBuiia.
DinbTpyI0Th, GILTBTPAT MiTKUCITIOITh XJIOPUCTOBO-
IHeBolo kuciorolo no pH 3. YTBopeHwmii ocan Bif-
GiTBTPOBYIOTH Ta CyIIATh.

Memod b. 1o po3uuny 0,02 Monb MeTajiyHOro
HaTpilo B 20 mia etaHoiay aonawTb 0,01 Monb Bin-
noBigHoro 2-R-6H-[1,2.4]tpuasono|1,5-c|xiHa301iH-
S-tiony (2.1-2.4) i 0,94 r (0,01 Mosb) XJJIOPOOLITOBOI
KHCJIOTH, KUIT SITATH IIPOTATOM 2 TOI IO HEHTPAJIBHO -
ro pH cepenoBuiia. Bnusatots y 20 M1 Boau i QinbT-
pyioTb. DiNbTpaT MiIKUCIIOIOTH XJIOPUCTOBOIHEBOIO
kucyaotoio 1o pH 3. ¥YTBopenuit ocan BindinsTpoBy -
JOTh Ta CYIIATh.

(2-Metun-[1,2,4]Tpuazono[ 1,5-c]xinazounin-5-cy-
Jb(anin)onrosa kuciaora (3.1). Buxing — 75,3% (me-
ton A); 63,2% (MCTO[[ B). T.u1. — 252-254°C (EtOH);
IY-cnektp, v, cM™: 3348, 3037, 2924, 2767, 2641,
2508, 2449, 1843, 1725 1616 1591 1560, 1512 1488,
1470, 1455, 1385, 1371, 1345, 1306, 1290, 1219, 1172,
1112, 1084, 1034, 997 966, 902, 877, 768, 709, 655,
632. CneKTp HMP H o, Mm.u.: 13. 06c(1H COOH)
8.30n(1H, J7.9, H- 10) 7.89-7.80 M (2H, H-9, H-7),
7.68 tm (1H, H-8), 4.24 ¢ (2H, SCHz) 2.57 ¢ (3H
CH3); MC (APCI): m/z = 275 [M+1]7, 277 [M+3]™;
MC (EY): m/z = 274 (M 4.1), 230 (26.9), 229
(15.8), 216 (5.9), 189 (21.1), 188 (13.9), 185 (8.4), 184
(7.4), 161 (13.4), 160 (10.7), 149 (14.8), 146 (6.9), 145
(16.4), 144 (7.6), 143 (10.2), 134 (8.7), 129 (15.5), 123
(5.1), 118 (9.7), 116 (10.4), 115 (18.5), 111 (7.9), 105
(6.8), 103 (12.5), 102 (37.7), 101 (6.5), 99 (7.7), 98
(6.1), 97 (16.3), 96 (6.1), 95 (7.2), 90 (17.0), 89 (8.3),
88 (15.5), 87 (11.7), 85 (20.5), 84 (10.9), 83 (31.0),
82 (10.8). 81 (9.9), 79 (5.0), 77 (9.1), 76 (14.2), 75
(15.8), 74 (6.9), 73 (26.7), 71 (23.2), 70 (15.5), 69
(33.2), 68 (8.1), 67 (11.8), 65 (5.4), 64 (7.4), 63 (10.7),
62 (9.7), 61 (9.9), 60 (32.8), 59 (13.5), 58 (8.8), 57
(53.5), 56 (28.2), 55 (57.9), 54 (7.0), 53 (6.7), 52 (5.1),
51 (11.3), 50 (7.4), 47 (6.7), 46 (11.8), 45 (71.9), 44
(13.1), 43 (100.0), 42 (28.9), 41 (76.3), 40 (7.1).
Bmaiigeno, %: N, 20,45; S, 11,70. C12H10N4O3S.
Bupaxysano, %: N, 20,43; S, 11,69.

(2-ben3nia-[1,2,4]rpuasono[ 1,5-c]xinazomnin-5-cy-
Jb(anin)onrosa kuciaora (3.2). Buxin — 74,3% (Me-
ton A); 68,3% (MeTOLl B). T.n. — 248-250°C (EtOH);
IY-cnektp, v, cM™: 3348, 3036, 2959, 2930, 2864,
2783, 2645, 2516, 1845 1717 1617 1589, 1560, 1505,
1485, 1465, 1436, 1392, 1378, 1356, 1306, 1286, 1275,
1222, 1180, 1157, 1146, 1112, 1087, 1028, 966, 910,
856, 8()1 768 749 729 704, 67() 659 629 Cnekrtp
SIMP H o, m.u.: 13.00 ¢ (1H COOH) 8.32 n (1H,
J 7.9, H-10), 7.88-7.81 m (2H, H-9, H-7), 7.66 t=n

(1H, P 8.1, J* 2.6, H-8), 7.40-7.18 M (SH, CH2Cg Hs),
4.29 ¢ (2H, SCH»), 4.24 ¢ (2H, C H2Cg¢H55). 3HaiineHo,
%: N, 16,02; S, 9,14. C18H14N402S. Bupaxypano, %: N
15,99; S, 9,15.

(2-®enetnin-[1,2,4]tpuazono[ 1,5-c]xinazomxin-5-
cyabganin)ourosa kuciaora (3.3). Buxin — 75,0%
(metonm A); 73,1% (MCTOI[ B) T.nn. — 220- 222°C
(EtOH); IY-cmexTp, Vv, em™ ! 3058, 3026, 2926, 2859,
27717, 2627, 2508, 2432,2185 2123, 1875, 1714, 1618,
1586, 1557, 1504, 1487, 1468, 1454, 1379, 1293, 1278,
1221, 1172, 1113, 1087, 1032, 1006, 990, 964f 903,
858, 768, 750, 698, 667, 633. Cnextp IMP "H, 9,

:12.89 ¢ (1H, COOH), 8.34 n (1H, J 7. 93H 10)
787 7.82 M (2H, H-9, H-7), 7.68 o (1H, J° 8.1, f1
2.6, H-8), 7.33-7.13 m (5H, CH2CH2CsH5), 424 c
(2H SCH»), 3.18 x 2H, CH>CH2CsH5), 2.48 K(2H
CHzCH2C6H5) MC (APCI): m/z= 365 [M+1]", 367
[M+3] ; MC (EY): m/z = 366 (5.9), 365 (19.4), 364
(M™, 75.3), 363 (6.1), 321 (7.2), 320 (27.9), 319
(34. 5) 307 (7.9), 306 (29.5), 305 (81.4), 291 (6.0), 290
(8.7), 289 (17.4), 287 (21.6), 274 (6.5), 273 (18.6), 229
(5.3), 213 (6.7), 189 (7.7), 161 (11.8), 160 (8.6), 146
(7.4), 145 (11.3), 143 (6.1), 130 (6.7), 129 (12.3), 128
(10.1), 117 (5.3), 116 (7.6), 115 (11.3), 104 (6.8), 103
(12.0), 102 (15.3), 92 (7.6), 91 (100.0), 90 (6.4), 89
(6.4), 77 (9.5), 69 (6.0), 65 (21.7), 63 (5.1), 58 (11.9),
55 (5.1), 51 (6.4), 45 (8.0), 43 (6.4), 41 (5.3). 3Haii-
neHo, %: N, 15,36; S, 8,81. C19H16N40O2S. Bupaxy-
BaHoO, %: N, 15,37; S, 8,80.

(2-®enin-[1,2,4]Tpuazono| 1,5-c]xinazomin-5-cymngh-
anin)onrosa Kucaora (3.4). Buxin — 73,8% (metom A);
74,8% (metom B). T.mn. — 216-220°C (miokcaH);
IY-cnexrp, v, em: 3068, 2973, 2935, 2870, 2629,
2513, 1713, 1618, 1590, 1579, 1521, 1502, 1475, 1444,
1407, 1369, 1317, 1280, 1175, 1153, 1133, 1111, 1071,
1027, 982, 964, 901, 790, 768, 739, 721, 688, 669, 643;
Cnexrtp AMP 1H, o, M.u.: 12.92 ¢ (1H, COOH), 8.42
o (1H, J 7.9, H-10), 7.88-7.81 m (2H, H-9, H- 2',
H-6'), 7.66 T (1H, J7.5, H-8), 7.41-7.34 m (4H, H-7,
H-3', H-4', H-5"), 420 ¢ (2H SCH»); MC (APCI)
m/z = 247 [M—SCH2COO]"; 337, [M+1] , 339
[M+3]"; MC (EY): m/z =337 (6 0), 336 (M™, 15.0),
294 (8.0), 293 (22.4), 292 (100.0), 291 (57. 0) 290
(6.5), 277 (5.4), 263 (9.1), 262 (21.0), 258 (7.5), 249
(6.1), 247 (17.0), 246 (25.6), 245 (44.8), 236 (37.6),
190 (12.0), 189 (50.4), 188 (29.2), 161 (15.2), 160
(15.1), 149 (6.6), 146 (20.2), 145 (27.2), 144 (8.3), 143
(9.2), 129 (15.7), 121 (25.1), 119 (11.4), 118 (35.6),
117 (6.1), 116 (10.0), 115 (6.6), 114 (5.9), 105 (6.1),
104 (25.9), 103 (26.8), 102 (24.6), 91 (15.7), 90 (14.5),
89 (26.6), 88 (12.5), 87 (6.0), 85 (6.9), 83 (8.6), 77
(29.0), 76 (16.2), 75 (8.9), 73 (6.6), 71 (7.4), 69 (10.8),
64 (6.5), 63 (20.8), 62 (9.2), 60 (6.9), 57 (12.4), 55
(11.6), 51 (13.1), 50 (6.0), 45 (15.7), 43 (14.9), 41 (11.1).
3uaiigeHo, %: N, 16,67; S, 9,54. Ci17H12N403S.
Bupaxysano, %: N, 16,66; S, 9,53.

PentrenocTpykrypamii aHagiz cnoayku 3.2. Kpucra-
mm 3.2 moHoknuHHI, C18H14N4028S, nipu 298 K a =
10.5316(9) A°, b = 23.162(2) A°j c=17.156909) A°, B =
106.528(11)°, V = 1673.6(3) A°, M = 350.39, Z = 2,
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npocroposa rpymna Cc, dgup = 1.39 F/CM3, u(MoKa) =
0.21 MM'l, F(000) = 728. IlapameTpu eremMeHTapHOI
KOMipKM Ta iHTeHcuBHOCTI 8139 BinouBaHb (2873 Hesa-
JexxHuX, Rint = 0.042) BuMipsiHi Ha aBTOMaTUYHOMY M -
dpakromerpi “Xcalibur 3” (MoKa, rpagitoBuii MOHO-
xpomatop, CCD nerektop, w-ckaHyBaHHS, 20yakc = 55°).

Ctpykrypa po3mndpoBaHa NpPsSIMUM METOAOM IO
komiiekcy mporpam SHELX-97 [33]. IlonoxeHHs
aTOMiB BOJHIO PO3paxoBaHi FeOMETPUYHO Ta YTOUHEHI
3rimHo 3 mopewno “HaizHuKa” Uizo=nUeks 17151 aTO-
Ma, 1o Hece (n=1.5 @1 aToMa BOOHIO KapOOKCUIIb -
HOI rpyn i n=1.2 s iHIKMX aToMiB BOgHI0). CTpyK -

Typa YTOYHEHaA IIO F? noBHoMaTpuuiuM MHK B
aHI30TPOMHOMY HAOJMXXEHHI [J11 HEBOAHEBUX aTOMiB
1o wR2 = 0.074 mo 2873 BigouBanb (R1 = 0.042 1o
2136 Bigazepkanens 3 F>40 (F), S=1.00). AbcomioTHa
KOHirypaliist Kpycrajay BCTaHOBJIEHAa Ha OCHOBI 3Ha -
yeHb mapameTpa @ueka -0.04(8). [ToBHMiT Habip peHT-
TeHOCTPYKTYPHUX TapaMeTpiB crioiayku 3.2 3aaerno-
HoBaHO B KeMOpumkcbkomMy 0aHKy KpucTajaorpa-
divnmnx nanux (CCDC 753086).

CniBpo0iTHnTBO. KOJIEKTHUB aBTOPIB BASTYHUI KOM -
nanii “Enamine Ltd.” (KuiB, Ykpaina) 3a ¢piHaHCOBY
MiATPUMKY TaHOI pOOOTH.
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