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(57) (3-R-8-R1-9-R2-10-R3-11-R4-2-okco-2H-
[1,2,4]tpnasnHo[2,3-c]xiHa3oniH-6-in)ankinkapboHoBa
kucnota popmynu |
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R3 | N\P OH
R4 N\n)\R

O
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B SKil N 03Havae 2, 3;
R o3Hauae ankin, apunankin, R5-deHin, Tierin;
R1, R2, R3, R4, Ko)XHUIA He3anexHo oAuH Bif ogHOro,
03HaAyalThb TAPOreH, ankin, ankokCW, ranoreH, rigpo-
KCW, HITPO, aMiHO Ta ankinamiHo, ge:
R5-beHin o3Havae:

Ra,

Ra,

Ras Ra,
Ra,

ne

Ra; o3Hauvae rigporeH, ankin, arnkokcu, ranoren;
Ra, o3Hauvae rigporeH, ankin, arnkokcu, ranoreH;
Rasz o3Hauvae rigporeH, ankin, arnkokcu, ranoreH;
Ra, 03Hauvae rigporeH, ankin, ankokcu, ranoren;
Ras o3Hayvae rigporeH, ankin, ankokcu, ranoreH.

DaHnn BMHaxig CTOCY€ETbCS XiMiKo-
dapmaueBTUYHOI ranysi, 30KpemMa HOBUX MOoXigHWX (3-
R-8-R1-9-R2-10-R3-11-R4-2-0kco-2H-
[1,2,4]tpnasnHo[2,3-c]-xiHa3oniH-6-
in)ankinkapboHOBUX KWUCMOT, SKi MOXYTb OyTW BUKO-
puUCTaHi sik BUXiOHI peareHTn Ans cuHTe3y GionoriyHo
aKTMBHUX PEYOBUH 3 HarnpasreHow dapmakonoriy-
HOIO Ali€to.

6-MoHo- Ta amsamiwieHi 2-R-3,4,6,7-TeTparigpo-
2H-[1,2,4]tpnasnHo[4,3-c]xiHa3oniHn Ta MeToam iX
ofepxaHHs onucani B Pat. 3919219 USA, C07D
253/08. 6-Pyridyl-tetrahydro-1,2,4-

triazinoquinazolines / Trepanier D.L., Sunder S.; The
Dow Chemical Company; 3asen. 04.11.74; ony6n.
11.11.75 // Chem. Abstr. - 1975. - Vol. 84. - 121906;
Pat. 3919216 USA, C0O7D 253/08. 6-(Alkyl)-3,4,6,7-
tetrahydro-1,2,4-triazinoquinazolines / Trepanier D.L.,
Sunder S.; The Dow Chemical Company; 3asBn.
04.11.74; ony6bn. 11.11.75 // Chem. Abstr. - 1975. -
Vol. 84. - 121903; Pat. 3919220 USA, C07D 253/08.
6-(Phenyl and substituted phenyl)tetrahydro-1,2,4-
triazinoquinazolines / Trepanier D.L., Sunder S.; The
Dow Chemical Company; 3asaen. 04.11.1974; ony6n.
11.11.1975 /I Chem. Abstr. - 1975. - Vol. 84. -
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121907; Pat. 3922274 USA, C07D 253/08. Dihydro-
1,2,4-triazinoquinazolines / Trepanier D. L., Sunder
S.; The Dow Chemical Company; 3asasn. 04.11.74;
ony6n. 11.11.75 // Chem. Abstr. - 1975. - Vol. 84. -
59592. 3asHaueHi MeTooM ogepXaHHS B6-3amileHnx
TpUasnHOXiHa30MiHiB 3BOAATLCA A0 B3aemogii 1-R-3-
(2'-amiHodeHin)-1,4,5,6-teTparigpo-[1,2,4]tpnasvHis

3 anidatuyHuMK, apoMaTUYHMMK Ta FeTepOLMKIIiY-
HUMK anbgerinamm abo KeToHamu B eTaHoni abo 6e-
H3eHi 3a KiMHaTHOI TemnepaTypwu npotsarom 6-18 ro-
OVH. |HWMM nigxo4oM [0 OTPUMaHHSA 3a3HayvyeHuX
cnonyk € B3aemogia 1-ankin-3-(2'-amiHodeHin)-
1,4,5,6-TeTparigpo[1,2,4]TprasnHis 3 xnopaxrigpuaa-
MU apoOMaTUYHUX KUCMOT Y XIIOPUCTOMY METWUMEHi 3a
HasIBHOCTI TpMeTunamiHy 3a KiMHaTHOI Temnepartypu
npotsrom 6 roguH. Takum cnocobom 6ynu cuHTE30-
BaHi amigun, Aki B npoueci reTepouumknisauii nonidoc-
hOPHOIO KUCOTOK YTBOPIOBanNM BiaAnoBigHi 6-apun-2-
ankin-3,4-gurigpo-2R-[1,2,4]tpnasuHo[4,3-
c]xiHasoniHn. MpoTe BUKOPUCTaHHA BULLE3A3HAYEHMX
BUXIOHWUX CMONYK i YMOBU NpoOBeAEHHS peakLuii npuBo-
OaTb o 6-3aMiLLleHnX [1,2,4]TpnasnHol4,3-
C]xiHa3oniHiB, a He A0 iX CTPYKTYpHUX aHanoriB - 6-
3aMmilLLeHnx 2-okco-2H-[1,2,4]TpnasmHo[2,3-
C]xiHa3oniHiB.

Hanbinbw 6nu3bkummn OO0 CNOMyK, WO 3asBns-
loTbCH, € 3-R-6-R'-Tio-6,7-gurigpo-2H-
[1,2,4]TpnasnHo[2,3-C]xiHa30MiH-2-0HN Ta iX NOXigHi
[MaTeHT YkpaiHm Ha BuHaxig Ne90982 MIIK CO7D
487/04 (2006.01); 3-R-6-R'-Ti0-6,7-gurigpo-2H-
[1,2,4]tpnasnHo[2,3-c]xiHa3oniH-2-0Hn Ta ix noxigHi //
C.l. Koeanenko, I'.l. Crenantok, .I'. Bepect, O.}O.
BockobonHuk, P. C. Cunsik, O.A. XopakiBcbkuin, J1.1.
MapwvHuy, B.1O. Ba6in, H.I. YopHoisaH (UA). - 3asasn.
18.09.2009; Ony6n. 10.06.2010. - Bton. Ne11.], ski
OTPUMYIOTBCS LUMAXOM B3aEMOAii BignoBigHWMX 3ami-
weHnx  3-(2-amiHodpeHin)-6-R-2R-[1,2,4]TpnasunH-5-
OHIB 3 HaTpilo (kamnito) KcaHToreHaTom Yy chnupTax
(eTaHon, nponaHon-2) abo cipkoByrrneuem y npucyT-
HOCTI Kanito rigpokcuay B eTaHori npu KUN'aTiHHi Npo-
TArom 4-x roavH. B noganswomMy npoMixHi cnonyku, a
came kaniviHi (HaTpiesi) coni 4-R-6-Tio-6,7-gurigpo-
2H-[1,2,4]tpnasunHo[2,3-C]xiHa30siH-2-0HiB, aBTopU
mMoaudikysanu [o BignoeigHux 6-R1-Tio-3-R-2R-
[1,2,4]TpnasnHo[2,3-c]xiHa30MiH-2-0HiB LUNAXOM arnki-
NyBaHHA B CNMpTOBOMY abo CNMpPTOBO-BOAHOMY Ce-
penoBULLi.

CninbHOK CYTTEBOK O3HAKOK NPOTOTUMY Ta BU-
Haxoay, WO 3asBMSETbCA, € Te, WO CMosyku 3a npo-
TOTMNOM Ta BMHAXOAOM HanexaTb A0 6-3amilleHux 3-
R-2-okco-2R-[1,2,4]tpnasnHo[2,3-c]xiHa3oniHiB. [po-
Te npototun, a came 3-R-6-R'-Tio-6,7-gurigpo-2H-
[1,2,4]TpnasunHo[2,3-c]xiHa3oniH-2-0HKN Ta X NOXiaHi, ¥y
nonoxeHHi 6 (wictb) mMicTate 6-Tio- abo 6-
Tio3amilleHy rpyny, a He kapOokciankinbHy rpyny.
MepeBaroto NponoHoBaHoro cuHTesy (3-R-8-R1-9-R2-
10-R3-11-R4-2-okco-2H-[1,2,4]TpnasmHo[2,3-
c]xiHa3oniH-6-in)ankinkapboHOBNX KNCNOT € Marnoc-
TafdiviHiCTb (NPOBOAUTLCA B OOHY CTafilo), BUKOPMUC-
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TaHHA OOCTYMHUX peareHTiB (AHTapHWi Ta rnyTapo-
BV aHrigpua, ouToBa KUCroTa) Ta BiACYTHICTb ckna-
OHUX METOLIB OYNCTKM.

Buxogsum i3 3a3HavyeHoro, B OCHOBY BuHaxogy
nocTaBneHo 3afadvy CTBOPEHHS HoBuX (3-R-8-R1-9-
R2-10-R3-11-R4-2-okco-2H-[1,2,4]tpnasnHol2,3-
c]xiHa3oniH-6-in)ankinkapboHOBUX KUCNOT, AKi MOXYTb
OyTn BMKOpUCTaHi SK BUXiAHI peareHTn Ans CUHTE3y
6ionoriyHo akTMBHUX PEYOBUH 3 HanpasreHow dap-
MaKOJOri4YHO Ji€to.

3rigHO 3 UMM Yy BMHaxoAi MPOMOHYTLCS HOBI
cnonykm - (3-R-8-R1-9-R2-10-10-11-R4-2-okco-2H-
[1,2,4]TpnasuHol2,3-c]xiHa3oniH-6-in)ankinkap6oHoBi
kucnotun coopmynm |

R1
R2 N\\|/(CH\2)%O
N
R3 | \IN OH
R4 Nj‘)\
R
(0]

0]

B SIKii n 03Havae 2, 3; R o3Hayvae ankin, apankin,
R5-peHin, TieHin; R1, R1, R3, R4, KOXHWIA He3anex-
HO OAVH Bi4 OOHOrO, O3HA4aloTb rigporeH, ankin, an-
KOKCW, ranoreH, rigpokcu, HITpo, aMiHO Ta ankinamiHo,
ne:

R5-beHin o3Havae:

Ra,

Ra,

Raj Ra,
Ra,

ne Raj o3Hayae rigporeH, arnkin, ankokcu, rano-
reH; Ra, o3Hauae rigporeH, arnkin, ankokcu, ranoreH;
Ras o3Hauae rigporeH, ankin, ankokcu, ranoreH; Rag
O3HaAyae rigporeH, arnkin, ankokcu, ranoreH; Ras
0O3Hayae rigporeH, arkis, ankokcu, rarnoreH.

BuHaxig inocTpyeTtbca 3aranbHMMKM CXxemamu Ta
3aranbHUMK cnocobamun ogepkaHHs Cronyk, Lo 3asi-
BNAIOTHCA.

BaraneHuin cnocié opepxaHHs (3-R-8-R1-9-R2-
10-R3-11-R4-2-okco-2H-[1,2,4]TpmasunHo[2,3-
c]xiHa3oniH-6-in)ankinkapboHoBux kucnot () nposo-
OMBCS 3a MeToamkamm (cxema), ki nonsraiTb y B3a-
emogji BianoBigHMX 3amiweHnx 3-(2-amiHodeHin)-6-
R-2H-[1,2,4]tpnasun-5-oHiB (II) 3 anrigpugamu (Ill)
AAHTAPHOI (CyKumMHaTHOI, npuknaa 1) abo rnyTapoBoi
(Npuknag 2) KMCNOT Yy BUCOKOKUMISIYMX PO3YUHHUKAX
(piokcaH, OM®A, ouTtoBa KucrnoTa TOLLO) NpU KuM's-
TiHHI npoTarom 1-4 rognHwn.

)



5 97586

o)
R1 >\\(CH2)n

R37 P lNHN D)
R4 N\ﬂ)\
R
0]
(I
Mpuknag 1

Jo posunHy 0,01 M BignosigHoro 6-R-3-(2-
amiHodpeHin)-[1,2,4]-TpnasnH-5-ony (II) B 15 mn gio-
kcaHy (OM®PA abo nboasiHoi OUTOBOI KUCMOTKW) O0-
paote 1,1 1 (0,011 M) aHTapHOro (CykumHaTHOrO)
aHrigpuay i kmn'atatb npotsarom 1-4 rognH. Po3unH-
HVK BUAANSI0Tb Y BakyyMi, 404al0Tb MeTaHor, 360B-
TylOTb, 0caj (hinbTpyloTb, NPOMMBAIOTL Ha iNbTpI
10 mn gieTunosoro edipy i cywats. 3a HeobxigHOCTI
KpucTanisyloTb 3 BigMoOBIgHOrO PO34MHHMKa (OUTOBa
kucnota, giokcaH, AM®A, cymiwu OM®PA-Boaa, Aiok-
caH-Boa TOLLO).

(3-MeTun-2-okco-2H-[1,2,4]TpnasunHo[2,3-
c]xiHazoniH-6-in)nponaHoBa kucnoTa (la). Buxig 95,7
%, T.nn. 234-236°C. 14 (cm™): 3106; 3003; 2922;
2859; 2779; 2677; 2601; 1702; 1660; 1625; 1592;
1568; 1510; 1464; 1421; 1408; 1359; 1335; 1286;
1273; 1259; 1222; 1204; 1181; 1155; 1129; 1104;
1081; 1036; 1018; 1005; 984; 967; 944; 873; 846;

777; 705; 689; 677; 668; 622. 'H SIMP: 8=2,37 (c,
3H, CHs), 2,83 (T, 2H, J=6,8, CH,CH,COOH), 3,38
(, 2H, J=6,8, CH,CH,COOH), 7,69 (1, 1H, J=8,1, H-
9), 7,76 (0, 1H, J=8,1, H-8), 7,95 (1, 1H, J=8,1, H-
10), 8,46 (g, 1H, J=8,1, H-11), 12,28 (c, 1H, COOH).

3¢ AMP: 8=18,34 (CHs), 28,26 (CH,CH,COOH),
30,27 (CH,CH,COOH), 119,93 (11a-C), 125,79 (8-
C), 127,71 (11-C), 128,73 (10-C), 135,69 (9-C),
142,22 (3-C), 143,79 (11b-C), 152,28 (6-C), 153,34
(7a-C), 154,97 (2-C), 173,67 (COOH). EI-MC, m/z
(let, %)=284 (M", 1,3), 244 (5,2), 243 (20,7), 225
(2,7), 199 (19,0), 198 (100,0), 17,1 (10,6), 170 (5,1),
155 (18,3), 143 (11,4), 129 (7,2), 118 (6,4), 102
(12,1), 90 (8,7), 76 (6,6), 75 (9,6). PX-MC, m/z=286
(IM+2]"), 285 (MH'). Ewmnipuuna copmyna
Ci184H12N4O3: C 59,15; H 4,25; N 19,71. 3HangeHo:
C, 59,16; H, 4,26; N, 19,71.
(3-BeHsun-2-okco-2H-[1,2,4]TpnasmHo[2,3-

c]xiHasoniH-6-in)nponaHosa kucnoTa (Ib). Buxiag 66,3
%, T. nn. 194-196 °C. M (CM'l): 2910; 2710; 2619;
2550; 1713; 1634; 1606; 1592; 1568; 1494; 1475;
1454; 1441; 1425; 1349; 1334; 1295; 1268; 1247,
1227; 1178; 1158; 1102; 1076; 1029; 1003; 975;
917, 890; 873; 893; 829; 773; 748; 735; 697, 670;

657; 627; 605. H AMP: 8=276 (1, 2H, J=7.0,
CH,CH,COOH), 3,31 (T, 2H, J=7,0, CH,CH,COOH),

R1
R2 N

(CH2)m
X

R3 yZ N\N OH

|
R4 N\IHI\
R

o)
0

4,10 (c, 2H, CHy), 7,23 (1, 1H, J=7,6, H-4"), 7,31 (T,
2H, J=7,6, H-3', 5"), 7,38 (A, 2H, J=7,5, H-2', 6"), 7,69
(1, 1H, J=8,1, H-9), 7,77 (g, 1H, J=8,1, H-8), 7,95 (T,
1H, J=8,1, H-10), 8,48 (g, 1H, J=8,1, H-11), 12,25
(c, 1H, COOH). EI-MC, m/z (e, %)=361 ([M+1]",
5,3), 360 (M", 22,0), 243 (4,7), 225 (2,8), 199 (23,0),
198 (100,0), 197 (11,5), 171 (20,5), 170 (6,6), 156
(7,6), 155 (51,6), 145 (6,3), 143 (19,3), 129 (17,0),
118 (12,9), 117 (19,7), 116 (24,2), 103 (6,0), 102
(25,9), 91 (18,5), 90 (25,1), 89 (17,7), 77 (10,8), 76
(6,1), 75 (6,1), 65 (7,5), 63 (6,5), 56 (6,3), 55 (14,4),
51 (8,9), 43 (5,8). PX-MC, m/z=362 ([M+2]"), 361
(MH"). EmnipuynHa cdopmyna CzoH1sN4Os: C 66,66; H
4.48; N 15,55. 3HanpgeHo: C 66,64; H4,47; N 15,54.
(3-®eHin-2-okco-2H-[1,2,4]TpuasuHo|2,3-
c]xiHasoniH-6-in)nponaHoBa kucnota (Ic). Buxig 89,2
%, T. nn. 280-282 °C. 14 (cm™): 3011; 2916; 2848;
1733; 1663; 1639; 1630; 1615; 1602; 1573; 1544,
1498; 1474; 1448; 1420; 1343; 1331; 1317; 1293;
1247; 1179; 1163; 1100; 1015; 982; 945; 920; 874;
816; 802; 780; 755; 707; 690; 644; 631. 'H AMP:

8=2,88 (, 2H, J=6,8, CH,CH,COOH), 3,51 (T, 2H,
J=6,8, C,CH,COOH), 7,60-7,53 (t, 3H, H-3, 4', 5),
7,73 (1, 1H, J=8,1, H-9), 7,81 (o, 1H, J=8,1, H-8),
7,98 (1, 1H, J =8,1 H-10), 8,25 (g, 2H, J=7.7, H-2',
8, 8,53 (a, 1H, J =8,1, H-11), 12,30 (c, 1H, COOH).

B  aAmMP:  8=2821 (CH.CH,COOH), 30,25
(CH.CH,COOH), 119,64 (11a-C), 125,89 (8-C),
127,77 (11-C), 128,77 (10-C), 128,88 (4'-C), 129,76
(3-C, 5'-C), 131,72 (2'-C, 6'-C), 132,56 (1-C), 135,79
(9-C), 143,68 (3-C), 149,78 (11b-C), 151,34 (6-C),
153,56 (7a-C), 159,80 (2-C), 173,92 (COOH). EI-
MC, m/z (I, %)=347 (IM+1]", 1,3), 243 (30,0), 225
(6,2), 199 (44,0), 198 (100,0), 197 (19,3), 171 (24,9),
170 (7,0), 156 (5,3), 155 (43,1), 149 (6,4), 143
(12,9), 129 (11,2), 118 (8,8), 103 (22,1), 102 (16,5),
90 (5,5), 76 (11,6), 75 (5,5), 41 (6,6). PX-MC,
m/z=348 ([MH+2]"), 347 (MH"). EmnipnuHa cbopmy-
na Ci9H1403: C 65,89; H 4,07; N 16,18. 3HangeHo:
C 65,91; H 4,09; N 16,20.
(3-(4'-MeTtundpeHin)-2-okco-2H-

[1,2,4]tpnasunHo[2,3-c]xiHa3oniH-6-in)nponaHoBa
kucnota (ld). Buxia 89,5 %, T. nn. 262-264 °C. M
(CM'l): 2973; 2917; 2848; 2668; 1745; 1626; 1603;
1570; 1546; 1494; 1469; 1389; 1362; 1341; 1308;
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1284; 1264; 1239; 1214; 1180; 1162; 1142; 1110;
1015; 969; 944; 869; 835; 788; 777; 713; 699; 690;

678; 637; 623. 'H AMP: 8=2,38 (c, 3H, CH3), 2,87
(T, 2H, J=6,8, CH,CH,COOH), 3,50 (1, 2H, J=6,8,
C,CH,COOH), 7,35 (a, 3H, J=7,7, H-3', ), 7,73 (T,
1H, J=8,1, H-9), 7,81 (A, 1H, J=8,1, H-8), 7,97 (T,
1H, J=8,1, H-10), 8,19 (4, 2H, J=7,7, H-2', 6", 8,53
(a, 1H, J=8,1, H-11), 12,24 (c, 1H, COOH), EI-MC,
m/z (e, %)=361 (IM+1]", 2,4), 243 (31,6), 225 (5,3),
199 (42,9), 198 (100,0), 197 (14,9), 171 (25,4), 170
(7,3), 156 (6,0), 155 (48,5), 143 (16,5), 129 (14,2),
118 (13,4), 117 (18,6), 116 (20,5), 103(5,6), 102
(21,0), 91 (5,0), 90 (16,1), 89 (11,8), 77 (6,4), 76
(5,0), PX-MC, m/z=362 ([MH+2]"), 361 (MH"). Emni-
pnyHa dopmyna CooHisN4Os: C, 66,66; H, 4,48; N,
15,55. 3nanpgeHo: C, 66,61; H, 4,45; N, 15,52.
(3-(4'-MeTokcundeHin)-2-okco-2H-

[1,2,4]tpnasnHo[2,3-c]xiHa3oniH-6-in)nponaHoBa
kucnota (le). Buxia 91,1 %, T.nn. 256-260. 14 (CM'l):
2914; 2839; 1725; 1655; 1627; 1599; 1570; 1537,
1489; 1470; 1438; 1410; 1347; 1312; 1256; 1168;
1143; 1113; 1041; 1019; 975; 943; 904; 884; 842;
815; 788; 776; 723; 705; 690; 678; 636; 621. H

AMP: 8=287 (1, 2H, J=6,8, CH,CH,COOH), 3,51
(T, 2H, J=6,8, CH,CH,COOH), 3,83 (c, 3H, OCHg),
7,09 (g, 2H, J=8,9, H-3', 5"), 7,72 (1, 1H, J=8,1, H-9),
7,81 (g, 1H, J=8,1, H-8), 7,97 (T, 1H, J=8,1, H-10),
8,33 (m, 2H, J=9,0, H-2', 6'), 8,52 (g, 1H, J=8,1, H-
11), 12,22 (c, 1H, COOH). EI-MC, m/z (lre1, %)=376
(M+17, 2,2), 243 (13,8), 225 (3,8), 198 (100,0), 197
(10,1), 185 (24,1), 171 (17,5), 170 (6,8), 156 (5,6),
155 (42,0), 149 (10,4), 145 (7,4), 144 (7,2), 143
(34,3), 134 (9,3), 133 (90,3), 131 (5,4), 130 (6,9),
129 (20,6), 118 (18,6), 117 (16,5), 116 (21,1), 115
(6,8), 111 (5,8), 104 (7,9), 103 (41,9), 102 (47,8), 91
(12,7), 90 (47,5), 89 (11,3), 87 (5,9), 83 (16,9), 81
(7,8), 77 (10,5), 76 (21,4), 75 (18,0), 74 (5,6), 73
(12,4), 71 (15,2), 70 (5,9), 69 (15,1), 67 (7,1), 65
(9,6), 64 (12,7), 63 (11,5), 60 (17,7), 57 (24,7), 56
(11,1), 55 (35,8), 54 (6,5), 51 (12,2), 50 (9,4), 45
(17,9), 43 (34,1), 42 (8,2), 41 (21,7). PX-MC,
m/z=378 ([MH+2]"), 377 (MH"). Emnipnuna copmy-
na CyoH1sN4O4: C 63,83; H 4,28; N 14,89. 3Harige-
Ho: C, 63,81; H, 4,26; N, 14,86.
(3-(3',4'-OnmeTnndeHin)-2-okco-2H-

[1,2,4]TpnasunHo[2,3-c]xiHa3oniH-6-in)nponaHoBa
kucnota (If). Buxig 97,3 %, T.nn. 240-244 °C. M (cm
1y: 3020; 2916; 2848; 2752; 2651; 2565; 1700; 1662;
1630; 1604; 1573; 1574;1506; 1494; 1468; 1439;
1415; 1396; 1369; 1355; 1335; 1245; 1214; 1178;
1160; 1125; 1106; 1058; 1021; 995; 948; 911; 896;
857; 841; 829; 783; 745; 708; 686; 667; 625. ‘H

AMP: 8=2,28 (c, 3H, 4'-CHa); 2,24 (c, 3H, 3'-CHa),
2,87 (1, 2H, J=6,8, CH,CH,COOH), 3,49 (1, 2H,
J=6.8, CH,CH,COOH), 7,27 (a, 1H, J=8.3, H-5).
7,73 (1, 1H, J=8,1, H-9), 7,81 (n, 1H, J=8,1, H-8),
7,97 (1, 1H, J=8,1, H-10), 8,01 (a, 1H, J=8,3, H-6),
8,03 (c, 1H, H-2), 8,51 (a, 1H, J=8,1, H-11), 12,34
(c, 1H, COOH). EI-MC, m/z (I, %)=375 (M+1]",
1,4), 243 (27,8), 225 (5,2), 199 (40,5), 198 (100,0),
197 (15,1), 171 (22,7), 170 (5,8), 155 (40,5), 143
(12,6), 131 (9,5), 130 (7,9), 129 (10,8), 118 (8,1),
117 (6,8), 116 (25,0), 103 (6,7), 102 (13,3), 89 (5,2).
PX-MC, m/z=376 ([MH+2]"), 375 (MH"). EmnipnuHa
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(bopmyna C21H18N403Z C 67,37; H 4,85; N 14,66
3HanpeHo: C 67,33; H 4,80; N 14,63.
(3-(TieHin-2)-2-okco-2H-[1,2,4]TpnasmHo[2,3-

c]xiHa3oniH-6-in)nponaHoBa kucnoTa (Ig). Buxia 69,6
%, T. nn. 284-286 °C. M (CM'l): 2915; 1731; 1633;
1617; 1600; 1570; 1531; 1519; 1485; 1464; 1407;
1344; 1296; 1249; 1224; 1178; 1165; 1110; 1095;
1045; 993; 968; 928; 887; 852; 795; 772; 750; 736;

725; 691; 668; 626. 'H AMP: 8=2,89 (1, 2H, J=7,0,
CH>CH,COOH), 3,52 (1, 2H, J=6,9, CH,CH,COOH),
7,30 (1, 1H, J=3,9, H-4"), 7,74 (1, 1H, J=8,1, H-9),
7,84 (g, 1H, J-8,2, H-8), 7,97 (1, 2H, H-10, 5, 8,39
(@, 1H, J=3,9, H-3"), 8,53 (g, 1H, J=8,2, H-11), 12,26
(c, 1H, COOH). EI-MC, m/z (lre, %)=352 (M", 2,3),
244 (5,1), 243 (34,2), 225 (5,2), 199 (41,9), 198
(100,0), 197 (18,0), 171 (23,4), 170 (6,9), 156 (5,2),
155 (44,2), 145 (5,4), 143 (14,2), 129 (13,1), 118
(10,0), 117 (5,5), 103 (5,7), 102 (18,8), 97 (6,5), 90
(6,4), 85 (6,6), 83 (7,9), 76 (5,4), 71 (7,7), 69 (7,7),
57 (13,3), 56 (5,7), 55 (12,3), 45 (7,8), 43 (10,0), 41
(6,5). PX-MC, m/z=355 ([MH+3]"), 353 (MH"). Emni-
puvyHa cdopmyna Ci7H12N4OsS: C 57,95; H 3,43; N
15,90; S 9,10. 3HanpeHo: C 57,93; H 3,42; N 15,87;
S 9,08.

Mpuknag 2

[o posunHy 0,01 M BignosigHoro 6-R-3-(2-
amiHodpeHin)-[1,2,4]-TpnasnH-5-ony (Il) y 15 mn gio-
kcaHy (OM®A abo nboasiHoi OUTOBOI KUCNOTK) O0-
paoTte 1,25 r (0,011 M) rnytapoBoro aHrigpugy i
KMN'atatb npotsarom 1-4 rogvH. Po3umMHHUK Bugans-
I0Tb Yy BaKyyMi, Of4al0Tb MeTaHor, 360BTYyOTb, 0cag
dinbTPyOTL, NPOMMBaOTL Ha GinbTpi 10 mn gieTn-
nosoro edipy i cywatb. 3a HeobxigHOCTI kpucTani-
3yl0Tb 3 BifNOBIAHOrO PO34MHHMKa (OLTOBA KUCNOTA,
giokcaH, OM®A, cymiw IM®A-Boga, miokcaH-Boaa
TOLLO).

(3-MeTun-2-okco-2[-[1,2,4]tpnasuHo(2,3-
c]xiHa3oniH-6-in)oyTaHoBa kucnota (lh). Buxig 85,8
%. T.nn. 210-212 °C. M (CM'l): 3052; 2985; 2916;
2846; 2602; 1698; 1657; 1631; 1608; 1593; 1572;
1505; 1467; 1435; 1409; 1379; 1362; 1339; 1291,
1277; 1247; 1226; 1206; 1132; 1106; 1088; 1059;
1021; 1003; 969; 931; 889; 797; 784; 740; 725; 691,

657, 624. 'H SIMP: 8=205 (q, 2H, J=7.,0,
CH,CH,CH,COOH), 2,35 (c, 2H, CH), 2,42 (1, 2H,
J=6,9, CH,CH,CH,COOH), 3,16 (1, 2H, J=7.0,
CH,CH,CH,COOH), 7,68 (1, 1H, J=8,1, H-9), 7,78
(o, 1H, J=8,1, H-8), 7,93 (, 1H, J=8,1, H-10), 8,44
(o, 1H, J=8,1, H-11), 12,08 (c, 1H, COOH). *C

AMP: 8=18,35 (CHs), 21,61 (CH2CH,CH,COOH),
32,33 (CH2CH2CH,COOH), 33,29
(CH2CH,CH,COOH), 119,96 (C-11a), 125,70 (C-8),
127,69 (C-11), 128,60 (C-10), 135,58 (C-9), 143,92
(C-3), 152,30 (C-11b), 153,95 (C-6), 154,79 (C-7a),
160,74 (C-2), 174,66 (COOH). EI-MC, m/z (I,
%)=299 ([M+1]", 13,4), 298 (M", 7,6), 258 (5,3), 257
(33,0), 213 (7,3), 212 (52,5), 199 (22,2), 198 (96,1),
186 (27,0), 185 (100,0), 171 (5,9), 170 (6,3), 169
(15,4), 156 (5,5), 155 (32,3), 145 (16,6), 144 (5,3),
143 (38,7), 142 (20,8), 129 (21,0), 118 (6,4), 117
(13,4), 116 (12,9), 115 (10,3), 105 (5,1), 103 (7,9),
102 (41,6), 90 (13,3), 89 (7,2), 85 (9,2), 83 (13,0), 77
(5,0), 76 (9,8), 75 (10,2), 60 (5,3), 56 (13,7), 55
(6,5), 45 (19,3), 43 (6,6), 42 (9,0), 41 (11,8). PX-MC,
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m/z=300 ([MH+2]"), 299 (MH"). EmnipnuHa copmy-
na CisH14N4O3: C 60,40; H 4,73; N 18,78. 3Hanpe-
Ho: C 60,43; H 4,75; N 18,79.
(3-beHsun-2-okco-2H-[1,2,4]TpnasnHo[2,3-

c]xiHa3oniH-6-in)6yTaHoBa kucrnota (li). Buxig 72,9
%. T.nn. 152-154 °C. |4 (cm™): 3061; 3026; 2971;
2907; 2671; 2575; 1700; 1663; 1627; 1607; 1590;
1508; 1467; 1414; 1377; 1351; 1332; 1317; 1288;
1249; 1224; 1184; 1164; 1150; 1124; 1098; 1071,
1025; 976; 922; 779; 754; 721; 700; 639; 614. 'H

AMP: 8=1,93 (ks, 2H, J=7,0, CH,CH,CH,COOH),
2,30 (1, 2H, J=7,0, CH,CH,C,HCOOH), 3,04 (T, 2H,
J=7,0, C.CH,CH,COOH), 4,09 (c, CHy), 7,24 (T, 1H,
J=7,2, H-4"), 7,31 (1, 2H, J=7,5, H-3', 5), 7,37 (a,
2H, J=7,5, H-2', 6"), 7,68 (1, 1H, J=8,1, H-9), 7,78 (a,
1H, J=8,1, H-8), 7,92 (T, 1H, J=7,7, H-10), 8,46 (a,
1H, J=8,1, H-1 1), 12,07 (c, 1H, COOH). EI-MC, m/z
(lret, %6)=375 ([M+1]", 6,9), 374 (M", 26,1), 213 (4,0),
212 (28,0), 199 (11,6), 198 (83,3), 186 (12,8), 185
(100,0), 171 (4,0), 170 (4,2), 169 (11,7), 155 (23,6),
145 (12,7), 143 (18,9), 142 (10,9), 129 (11,4), 118
(5,4), 117 (15,9), 116 (18,1), 115 (5,2), 102 (17,4),
91 (13,6), 90 (15,3), 89 (11,4), 77 (6,1), 65 (5,0), 56
(9,2), 55 (8,7), 51 (5,0), 45 (5,0), 41 (9,8). PX-MC,
m/z=376 ([MH+2]"), 375,(MH"). EmnipuuHa copmy-
na 021H18N403Z C 67,37; H 4,85; N 14,96 3Ha|7|,qe—
Ho: C 67,39; H 4,87; N 14,97.
(3-®eHin-2-okco-2H-[1,2,4]TpnasumHo[2,3-

c]xiHazoniH-6-in)oyTaHoBa kucrnota (lj). Buxig 74,4
%. T.nn. 220-222°C. 14 (cm™): 3039; 2943; 2884;
2728; 2653; 2578; 1721; 1616; 1602; 1572; 1545;
1498; 1483; 1470; 1441; 1409; 1346; 1312; 1282;
1251; 1180; 1151; 1139; 1107; 1076; 1046; 1017;
999; 977; 946; 895; 844; 815; 778; 757, 693; 672;

649; 627; 615. 'H AMP: 3=211 (k8, 2H, J=7,0,
CH,CH,CH,COOH), 246 (1, 2H, J=7,0,
CH,CH,CH,COOH), 3,30 (1, 2H, J=7/1,
CH2CH,CH,COOH), 7,60-7,53 (1, 3H, H-3', 4, 5),
7,74 (1, 1H, J=8,1, H-9), 7,86 (n, 1H, J=8,1, H-8),
7,98 (1, 1H, J=8,1, H-10), 8,27 (a, 2H, J=7,2, H-2',
6'), 8,54 (o, 1H, J=8,1, H-11), 12,10 (c, 1H, COOH).

Bc amp: 8=21,67 (CH2CH,CH,COOCH), 32,47
(CH2CH.CH,COOH), 33,30 (CH,CH>CH,COOH),
119,83 (11a-C), 125,89 (8-C), 127,86 (11-C), 128,82
(10-C), 128,87 (3'-C, 5-C), 129,78 (2'-C, 6'-C),
131,72 (4'-C), 132,47 (1-C), 135,62 (9-C), 143,95 (3-
C), 149,47 (11b-C), 151,54 (6-C), 154,31 (7a-C),
159,96 (2-C), 174,77 (COOH). EI-MC, m/z (Il
%)=257 (11,8), 212 (19,8), 199 (10,1), 198 (75,8),
186 (13,0), 185 (100,0), 171 (3,1), 170 (3,9), 169
(8,8), 155 (21,8), 145 (11,2), 143 (19,0), 142 (11,2),
129 (12,9), 117 (8,1), 116 (7,1), 115 (5,7), 103
(18,8), 102 (19,8), 90 (6,2), 89 (6,6), 77 (7,9), 76
(13,2), 75 (5,5), 57 (5,6), 56 (10,3), 55 (8,0), 51
(5,3), 45 (6,8), 43 (5,0), 41 (11,9). PX-MC, m/z=362
(IMH+21"), 361 (MH"). Ewmnipuyna copmyna
C20H16N4O3: C 66,66; H 4,48; N 15,55. 3nangeHo: C
66,63; H 4,46; N 15,53.
(3-(4'-MeTundeHin)-2-okco-2H-

[1,2,4]TpnasunHo[2,3-c]xiHa3oniH-6-in)oyTaHoBa Kuc-
nota (Ik). Buxig 83,5 %. T.nn. 226-228°C. Y (CM'l):
3067; 3039; 2977; 2914, 2731; 2659; 2582; 1719;
1639; 1619; 1604; 1573; 1545; 1492; 1470; 1426;
1409; 1348; 1328; 1311; 1252; 1182; 1165; 1140;
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1058; 1039; 1021; 947; 899; 838; 783; 772; 713;

692; 677; 660; 624. "H AMP: 8=2,11 (ks, 2H, J=71,
CH,CH,CH,COCH), 2,36 (c, 3H, CHs), 2,45 (T, 2H,
J=7,0, CH2CHCH,COOH), 3,28 (1, 2H, J=7/1,
CH,>CH,CH,COCH), 7,33 (g, 2H, J=8,0, H-3', 5,
7,72 (1, 1H, J=81, H-9), 7,84 (g, 1H, J=8,1, H-8),
7,96 (1, 1H, J=8,1, H-10), 8,19 (a, 2H, J=8,0, H-
2'6',8,51 (@, 1H, J=8,1, H-11), 12,10 (c, 1H,
COOH). EI-MC, m/z (lre;, %)=257 (11,8), 212 (19,4),
199 (11,2), 198 (82,0), 186 (12,9), 185 (100,0), 171
(3,6), 170 (3,4), 169 (9,1), 155 (19,6), 149 (5,0), 145
(10,4), 143 (18,7), 142 (8,8), 129 (10,3), 118 (6,1),
117 (16,2), 116 (16,6), 103 (5,1), 102 (17,5), 90
(11,8), 89 (8,7), 77 (5,9), 56 (7,6), 55 (6,5), 41 (9,1).
PX-MC, m/z=376 ([MH+2]"), 375 (MH"). EmnipniHa
cbopmyna Cle18N403Z C 67,37; H 4,85; N 14,96
3ravigeHo: C 67,38; H 4,90; N 14,97.
(3-(4'-MeTokcudpeHin)-2-okco-2H-

[1,2,4]tpnasnHo[2,3-c]xiHa3oniH-6-in)byTaHoBa  kuc-
nota (Il). Buxig 71,4 % (OM®-H,0). T.nn. 218-222
°C. 4 (CM’l): 3171; 1741; 1642; 1624; 1603; 1571;
1537; 1514; 1488; 1471; 1455; 1417; 1400; 1372;
1347; 1332; 1305; 1290; 1268; 1218; 1175; 1111;
1098; 1061; 1026; 948; 906; 847; 814; 772; 750;

726; 689; 633; 622. 'H AMP: 8=211 (B, 2H,
J>=14,4, J3=7,2, CH,CH,CH,COOH), 2,46 (1, 2H,
J=7,0, CH,CH,CH,COOH), 3,29 (1, 2H, J=7,2,
CH>CH,CH,COOH), 3,83 (¢, 3H, OCHs), 7,07 (a,
2H, J=8,9, H-3', 5), 7,71 (7, 1H, J=7,7, H-9), 7,84 (g,
1H, J=8,1, H-8), 7,96 (1, 1H, J=7,7, H-10), 8,33 (a4,
2H, J=8,9, H-2',6"), 8,50 (4, 1H, J=8,1, H-11), 11,97
(c, 1H, COOH). EI-MC, m/z (I:e1,%)=391 (M+1]", 2,4),
390 (M*, 2,4), 257 (9,0), 212 (16,7), 199 (8,6), 198
(63,1), 186 (14,9), 185 (100,0), 169 (6,7), 159 (5,8),
155 (13,0), 145 (8,1), 143 (32,2), 142 (6,5), 134
(6,8), 133(64,7), 129(7,8), 119 (4,5), 118 (8,1), 117
(5,2), 116 (5,3), 103 (18,5), 102 (21,2), 90 (19,6), 76
(8,2), 45 (10,5), 43 (5,7). PX-MC, m/z=392
(IMH+2]"), 391 (MH"). EwmnipuyHa copmyna
C21H18N4O4: C 64,61; H 4,65; N 14,35. 3HangeHo: C
64,63; H 4,69; N 14,37.
(3-(3",4'-AnmeTnndeHin)-2-okco-2H-

[1,2,4]tpnasnHo[2,3-c]xiHa3oniH-6-in)byTaHoBa  kuc-
norta (It). Buxig 91,2 %. T.nn. 232-234 °C. 1Y (CM'l):
3152; 3062; 2947; 2911; 1724, 1649; 1624; 1606;
1573; 1544; 1505; 1490; 1469; 1445; 1400; 1372;
1342; 1326; 1288; 1233; 1221; 1201; 1160; 1127;
1107; 1023; 996; 959; 899; 877; 861; 839; 772; 711;

688; 626. 'H AMP: 8=210 (k8, 2H, J=7,0,
CH2CH,CH,COOH), 2,17 (c, 3H, 3-CHs), 2,24 (c,
3H, 4'-CHa), 2,46 (T, 2H, 7=6,9, CH2CH2CH2COOH),
3,24 (1, 2H, J=7,0, CH,CH,CH,COOH), 7,20 (a, 1H,
J=7.,9, H-5"), 7,70 (1, 1H, J=8,1, H-9), 7,82 (n, 1H,
J=8,1, H-8), 8,01-7,93 (m, 3H, H-2', 6', 10), 8,47 (n,
1H, J=8,1, H-11), 12,12 (c, 1H, COOH). EI-MC, m/z
(let, %)=257 (11,0), 212 (19,4), 199 (10,1), 198
(70,7), 186 (12,1), 185 (100,0), 169 (10,6), 159 (5,3),
155 (20,7), 149 (7,1), 145 (14,7), 143 (22,4), 142
(12,1), 131 (18,1), 130 (15,3), 129 (16,2), 118 (6,1),
117 (15,6), 116 (52,9), 115 (10,5), 104 (5,2), 103
(17,6), 102 (29,8), 97 (7,2), 91 (10,2), 90 (11,3), 89
(14,0), 85 (9,5), 83 (9,8), 79 (6,1), 77 (16,0), 76
(8,4), 75 (7.,4), 73 (6,6), 71 (6,3), 70 (7.,5), 69 (13,1),
65 (6,2), 60 (7,8), 57 (11,3), 56 (18,9), 55 (23,5), 51
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(9,2), 50 (7,4), 45 (12,2), 43 (9,5), 41 (23,7). PX-MC,
m/z=390 ([MH+2]"), 389 (MH"). EmnipnuHa cbopmy-
na CyHyoN403: C 68,03; H 5,19; N 14,42. 3Hanpe-
Ho: C 68,03; H 5,20; N 14,45.
(3-(TieHin-2)-2-okco-2H-[1,2,4]rpnasnHo[2,3-

c]xiHasoniH-6-in)6yTaHoBa kucnota (In). Buxig 92,6
%. T.nn. 236-240 °C. |4 (cm™): 3081; 2976; 2904;
1731; 1643; 1622; 1605; 1572; 1541; 1524; 1487,
1469; 1411; 1380; 1353; 1326; 1293; 1254; 1183;
1148; 1111; 1058; 994; 907; 876; 850; 772; 732;

714; 690; 665; 682. *H AMP: 8=1,71 (ke, 2H, J=7,1,
CH,CH,CH,COOH), 247 (1, 2H, J=7,0,
CH,CH,CH,COOH), 329 (1, 2H, J=7.1,
CH,CH,CH,COOH), 7,59-7,71 (M, 2H, H-9, 4'), 7,86
(a, 1H, J=8,1, H-8), 8,00-7,96 (m, 2H, H-10, 5'), 8,41
(a, 1H, J=3,3, H-3"), 8,54 (g, 1H, J=8,1, H-11), 12,11
(c, 1H, COOH). EI-MC, m/z (e, %)=367 (M+1]",
1,1), 366 (M", 1,1), 257 (10,4), 212 (17,9), 199 (9,8),
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198 (67,9), 186 (12,8), 185 (100,0), 169 (8,6), 155
(17,6), 145 (9,9), 143 (19,7), 142 (9,1), 129 (9,4),
117 (6,1), 109 (8,4), 102 (16,5), 69 (5,3), 56 (5,5), 41
(6,5). PX-MC, m/z=369 ([MH+2]"), 367 (MH"). Emni-
pvyHa dopmyna CigH1aN4OsS: C 59,01; H 3,85; N
15,29; S 8,75. 3HanpeHo: C 59,03; H 3,89; N 15,27;
S 8,75.

Takum 4ymHOM, 3asiBneHo Hosi (3-R-8-R1-9-R2-
10-R3-11-R4-2-okco-2H-[1,2,4]TpnasmHo[2,3-
c]xiHa3oniH-6-in)ankinkapboHoBi kucnotn dopmynu
I, ki MOXyTb BYTV BIATBOPEHI B yMOBaX BiTYM3HSAHNX
NPOMMCIOBMKX XiMikO-(hapmaueBTUYHUX NiANPUEMCTB
3 BMKOPWUCTaHHAM CTaHAapTHOro obnagHaHHs; CuH-
TEe30BaHi 3 OOCTYNMHUX BUXIOAHWUX peareHTiB, MalTb
HWU3bKYy TOKCWUYHICTb BUXIOHWX PEYOBWH Ta KiHLEBUX
NPOAYKTIB, @ TaKOX MOXyTb OyTW BMKOpPUCTaHI $K
BUXiAHI peareHTn Ans cuHTedy 6ionoriyHo akTUBHUX
peYoBUH 3 HanpaBreHo hapMaLEeBTUYHOLO JiEto.

Komm’'totepHa BepcTka A. Psibko

[epxaBHa cnyba iHTenekTyanbHOi BNacHoCTi YKkpaiHu, Byn. Ypuupkoro, 45, m. Kuis, MCI1, 03680, YkpaiHa
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