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(72) BOBK MVXAMNO BONOOANMMPOBWY, rOPaI-
€HKO OJlblrA BACUNIBHA, NIEBEQb MABJIO CO-
NOMOHOBWY, MO3IrOBA HATAJIA FTEHHALIIBHA
(73) IHCTUTYT OPIAHIYHOI XIMIT HAH YKPAIHW
(57) Cnoci6 OfEepP>KaHHS 6-
apunimiHo[1,3,5]TpnasnHo[2,1-alisoiHgon-2,4(3H,6H)-
LiOHIB 3aranbHoi hopmynu:

Ar
0O

\ NH

O

ae Ar = Ph, 2-FC@H4, 4-C1C5H4, 4-BI’C5H4, 4-MeCGH4,
4-MeOCeH4,

AKUA BiAPISHAETLCA TUM, WO 3-amiHO-1-apunimiHo-
1H-i3oiHgoNM nigoalTb B3aemogii 3 1-
xrnopokapboHinizouiaHaToM Npy HarpiBaHHi B KUNNs-
YoMy TOMyoni 3 HacTyNMHUM BUAIMEHHAM LiNbOBUX
NPOAYKTIB 3BUYANHUMKN METOAaMU.

KopucHa mogernb BigHOCUTBCA OO OpraHiyHoi Xi-
Mii, a came 0O cnocoby oaepKaHHA HOBUX MOXiAHUX
reTepouUMKIivYHOI  cucTeMu [1,3,5]TpnasuHo-[2,1-
alizoingony 3aranbHoi opMynu:
Ar

P

\ NH
N~<O

ae Ar = Ph, 2-FCsH4, 4-C|C6H4, 4-BFC6H4, 4-
MeCeH4, 4-MGOCGH4

Cronykn Takoro Tuny MOXYyTb 3HaWTW 3acTOCy-
BaHHA K GiONOriYHO aKTUBHI PEeYOBMHK, a TakoX Oa-
30Bi cyOCTaHUii ANst OTPUMaHHS HOBUX arpoXiMivyHUX i
chapmMaueBTUYHMX NpenapariB Ta 6apBHUKIB.

HasBaHi crnonyku, ix BMacTUBOCTI i 3aCTOCYBaHHsI
B HayKOBil niTepaTypi Ta NaTEeHTHWX BWAAHHSX He
onucaHi.

Hanbnmwxkymmm CTPYKTYPHUMW aHaroramu cro-
nyk, §ki 3aaBnATbCA, € 4-3amiwleHi 3,4-gurigpo-
1,3,5-TpmnasunHo[2,1-a]izoiHgon-2-oHn 3aranbHoi dop-
Mynu:

pe R = H, CF3; R! = Ph, 4-PCgH., 4-CICsHs, 4-
BFC6H4, 4-MeC5H4, 4-MeOC5H4

BoHn € npeacrtaBHUKaMM TPULMKIIYHOI KOHOEH-
COBaHOI CUCTEMU, B AKil i30iHAONBHUI LIMKN aHemnbo-
BaHWI 3 CUM.-TprasnHoBuM sigpom. Obuaea dparme-
HTU € GiodopHMMMK, O MiATBEPOXKYETHCA CMEKTPOM
Pi3HUX TWUMIB aKTUBHOCTI sK ceped noxigHux 1H-
isoingony [1], Tak i 1,3,5-TpnasmHy. Cepen oCTaHHix
3HangeHi repbiuman [2], iHcekTvuman Ta dyHriunam
[3,4], a TakoxX CMONyKM 3 aHTUMKOHBYIbLCIHOW [5],
npoTu3ananbHO Ta aHanbreTmyHow [6] pgieto. 3-
AmiHo3amileHi i3oiHgono[2,3-a]-1,3,5-TprasnHn  3a-
naTeHTOBaHi SK HaMiBNPOAYKTU ANs OTpUMaHHa Gap-
BHUKIB 4N4 NoniaMigHuX, noniecTtepHMx Ta aueTtunue-
TNIONO3HMX BOJIOKOH [7,8].

CuHTes 4-3aMilleHnx 3,4-purigpo-1,3,5-
TpuasuHo[2,1-a]i3oiHooNn-2-0HiB  3AINCHIOITL  BHYTI-
LLIHEOMOJIEKYAPHOK LMKITOKOHAEH caLieto 3-amiHo-1-
apunimiHo-1H-i3oiHgonis 3 1-xnopoarkinisouiaHatamu
[9,10]. BkasaHa peakuis B cuny GienektpodinbHoro
XapakTepy 1-xnopoarkinisouiaHaTiB € gyxe 4yTnu-

az U

a1y 46589

as) UA



3

BOIO [0 BMfMBY MPOCTOPOBMX Ta €MNeKTPOHHUX hak-
TOpPIB 3aMiCHUKIB, @ TakoX TemnepaTtypu i Tomy B pagi
BMNagKiB nopag 3 UinboBUMU NPOAYKTaMU B 3HAYHUX
KINIbKOCTAX YTBOPKOIOTLCA i30MEpHi 2-3amilleHi 2,3-
avrigpo-1,3,5-TpnasuHo[2, 1-alisoiHgon-4-oHn.  OkpiM
LbOro, onucaHuin MeTof, He Aa€e 3Mory BBOAMTU B Mo-
NOXEHHSA 4 TPNa3nHOBOTO LIMKINY OKCOrpyny, L0 MOXe
3HAYHO PO3LWMPUTK Aiana3oH CUHTETUYHOrO 3acToCy-
BaHHS LjiNbOBUX CMONYK.

3agaveto KOpUCHOI Mogerni € cnocié oTpMMaHHs
HoBUX  G-apunimiHonoxigHmux  [1,3,5]TpnasuHol2,1-
alisoiHgon-2,4-(3H,6H)-gioHiB 3aransHoi doopmynu:

Ar
0O
\ NH
¢}

ae Ar = Ph, 2-FCGH4, 4-C|CsH4, 4-BFCGH4, 4-
MeCeHs, 4-MeOCgH4

Cnoci6 oTpMMaHHA crnonyk, Sk 3aaBns0TbCS,
nonsrae B TOMy, WO 3-amiHo-l-apunimiHo-1H-
i30iHAONM NiggatoTb B3aEMoAii 3 KomepuiHe JocTyn-
HUM 1-xropokapOoHini3ouiaHaToM Npu HarpiBaHHi B
kunnayomy Tonyoni. Llinbosi npoayktn BugingaioTs 3
peakuivHoi CyMilli cTaHaapTHUMK meTodamn. Buxoan
cTaHoBnATL 89-96 %.

-Ar
-Ar /lol\ 0
N + ClI N=C=0 i
/ -HCI \ NH
o

NH,

ae Ar = Ph, 2-FCsH4, 4-C|CsH4, 4-BI’C6H4, 4-
MeCeH4, 4-MeOCeH4

3anponoHoBaHM METOA BigKpUBae LWMNAX [0
CNonyk, ki MOXyTb 3HAWTU NPaKTUYHE BMKOPUCTaHHS
SIK arpoxiMiyHi Ta papmaueBTUYHI npenapaTtn, a Ta-
KOX, 3aBAOsiKM HasiBHOCTi ypeigHoro dparmeHTa, 6ytn
nerko nepetBopeHi y BignosigHi 2- abo 4-
xnopodyHKLioHani3oBaHi noxigHi - 6a3osi cnonyku
ans moaudikaLi TpMa3nHOBOTO LMKITY.

OTpumManHuii pedynbTat He MOXHa byno 3asgane-
rigb nepenbayvnTy, OCKINbKW, IPYHTYHOUUCE Ha Dienek-
TpodinbHIi Npupoai xnopokapboHinisoujaHaTy, He
BMKIOYanacb MOXNMBICTb napanenbHoro nepebiry
peakuii auunioBaHHA amiHorpyn ABOX Morekyn 3-
amiHo-1-apunimiHo-1H-i30iHgony 3 yTBOpEeHHAM Mnoxi-
OHuX Gic(1-apunimiHo-1H-i3oingonin)biypeTy.

Hacnpaegi » npouec UMKNokoHAeHcaLii peanisy-
€TbCS PErioCenekTUBHO 3a y4acTio 000X aToMiB a3oTy
aMignHoBOro parmeHTa i SK y BUMNAOKy AEesKWX iH-
Wwux 2-amiHoasuHiB [11] npuBoaMTe 4O POpMyBaHHSA
TPUA3UHOBOTO LIWKITY.

IHavBiQyanbHICTb Ta cknag BCiIX OTpUMaHux 6-
apwunimiHo[1,3,5]TprnaanHo-[2,1-alisoiHgon-
2,4(3H,6H)-gioHiB  BCTAHOBMEHO AaHUMKM XpoMaTo-
Mac-CrneKkTPOMETPIi Ta enemMeHTHOro aHanisy, a 6yno-
Ba - 4, AMP 'H Ta **C cnextpamu.

KopucHa mMopenb inocTpyeTbca 3aranbHUM Me-
TOOOM OTpUMaHHs 6-apunimiHo-[1,3,5]TpmMasnHo-[2,1-
alizoingon-2,4(3H,6H)-gioHiB i i3vko-xiMiyHMMK Xxa-
pakTepPUCTMKaMM BCIX CUHTE30BAHMNX CMOMYK.

3aranbHuii  croci6  ogepkaHHsa  6-apunimiHo-
[1,3,5]TpuasuHo-[2,1-alizoiHgon-2,4(3H,6H)-gioHiB.
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Ho pO34MHY 1.86 MMOTIb 3-amiHo-1-
apwvnimiHoizoiHgony y 15 mn cyxoro Tonyony Aofa-
Banu npu nepemiwysanHi 0.2 1 ( 1.86 MMonb) xnop-
kapboHinizo-uiaHaTy i Kun'aTMnu BNpoaoBX 8 rogd.
PeakuinHy cymiwl oxonomkysanu, yTBOpeHWn ocag
BiadinbTpOBYBanu, npommnsanyu 6eH3omnom i kpucTani-
3yBanu 3 eTaHony.

Mpuknag 1.

6-(PeHin)imiHo-1,3,5-TpnasunHo[2, 1-ajisciHgon-
2,4(3H,6H)-gjoH. Buxig 90 %, 1. Tonn. 253-255°C. Y-
cnekTp, v, cM™: 1730, 1765(C=0), 2930, 3030 (N-H).
Crektp AMP *H 8, M. u.: 6.64 1 (1Hapom, J 6.6 L),
6.98 A (2HapoM_, J7.7 rLl), 723 1 (1Hap0M_, J72 Fu),
7.46 T (2Hapom, 7.2 Tu), 7.47-7.58 (2Hapom), 7.76 T
(1Hapom., J 7.2 Tu), 8.10 A (1Hapom, J 7.7 T'.), 11.67 ¢
(1H, NH). Cnektp AMP °C, 3, m. u.: 118.73, 124.85,
125.11, 126.28, 129.05, 129.06, 130.27, 132.09,
133.86, 135.27, 145.83 (C*), 147.65 (C'*), 148.13,
155.95 (C?), 161.83 (C°). 3HaiineHo, %: C 66.43;
H335, N 19.45. [M+1]+ 291. C16H10N202. P03an0Ba-
Ho, % C 66.20; H 3.47; N 19.30; M 290.28.

Mpuknag 2.
6-(2-dTOpOodheHin)imiHo-1,3,5-TpnasunHo[2,1-
alisoinpon-2,4(3H,6H)-gioH. Buxig 96%, T. Tonn. 246-
247 °C. |Y-cnekTp, v, cM™: 1729, 1764 (C=0), 2927,
3034 (N-H). Cnektp AMP 'H3, M u:6.834 (THapom.),
7.09 po3w. ¢ (1Hapom.), 7.29 po3w. ¢ (3Hapom.), 7.64
posul. C (1HapoM.), 781 T (1Hap0M_1 J 6.6 rU,), 8.1 a
(1Hapom., J 7.8 Tu), 11.70 ¢ (1H, NH). Cnektp AMP
18C, 5, M. u.: 116.48 o (J 1.27), 121.3, 124.41, 125.11,
125.46, 126.15, 128.68, 131.47, 133.80, 134.81,
135.21, 145.20(C*), 148.65(C'™), 151.04 g (J 14.7
ru), 155.32(C?), 161.08 (C°). Cnektp AMP “°F, 5, m.
y.: -127. 3HangeHo, %: C 59.47; H 2.869; N 14.41;
[M+1" 309. C15HoCIN,O,. PospaxosaHo, % C 59.18; H

2.79; N 14.02; M 308.27.

Mpuknag 3.

6-(4-XnopodeHin)imiHo-1,3,5-TpmasmHo[2,1-
alisoingon-2,4(3H,6H)-gioH.

Buxig 93%, 1. Tonn. 246-247 °C. I4Y-cnextp, v,
e 1729, 1757 (C=0), 2862, 3029 (N-H). CnekTp
AMP H 3, M. 4.0 6.75 A (1Hapom, J 6.3 Tu), 7.02 g
(2Hapom., J 8.5 Tu), 7.47 g (2Hapom, J 8.1 T0), 7.61 1
(IHapom., 7.1 Tw), 7.78 T (1Hapom., J 7.2 Tw), 8.09 o
ngapom,, J 7.5 I'y), 11.67 ¢ (1H, NH). Cnektp AMP
%C, 5, M. u.: 120.24, 124.37, 125.81, 127.94, 128.46,
128.65, 129.69, 131.55, 134.96, 145.21 (C*), 146.32,
147.42 (C'™), 155.34 (C?), 161.24 (C°). 3HaitneHo,
%: C 5947, H 2.869; N 14.41; [M+1]" 325
C16HoCl4O,. PospaxoBaHo, % C 59.18; H 2.79; N
14.02; M 324.72.

Mpuknag 4.

6-(4-bpomodpeHin)imiHo-1,3,5-TprasuHo[2, 1-
alisoingon-2,4(3H,6H)-gioH.

Buxig 90%, T. nn. 254-255 °C. I4-cnekTp, v, emt:
1729, 1754 (CO), 2857, 3024 (N-H). Cnektp AMP 'H
3, M. 4.: 6.79 A (1Hapom., J 8.2 TL), 6.97 A (2Hapom., J 8
u), 7.63 M (3Hapom.), 7.81 T (1Hapom, 7.1 T), 8.12
(1Hapom., J 7.5 Ty), 11.69 ¢ (1H, NH). Cnektp AMP
13C, 5, M. u.: 117.24, 121.17, 124.93, 126.35, 128.95,
132.08, 133.14, 134.02, 135.51, 145.75 (C%), 147.25,
147.85 (C'™), 155.88 (C?), 161.76 (C°). 3HaitneHo,
%: C 53.24; H 2582; N 13.02; [M+1]" 370.
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C16H9BrN4O,. PospaxoBaHo, % C 52.98; H 2.79; N
13.52; M 369.17.

Mpuknapg 5.

6-(4-MeTtnndenin)imiHo-1,3,5-TpnasmHo[2,1-
alizoingon-2,4(3H,6H)-aioH.

Buxig 92%, 1. nn. 265-266 °C. IY-cnekTp, v, vt
1727, 1754 (CO), 2857, 3034 (N-H). Cnektp AMP 1H,
3, M. 4.: 241 ¢ (3H, CHs), 6.70 A (1Hapom,, J 7.2 TL),
6.86 A (2Hapom, J 7.8 Tw), 7.25 A (2Hapom, J 7.5 Tw),
7.56 T (1Hapom., 7.8 TW), 7.76 T (1Hapom., J 7.8 T'L), 8.08
A (1Hapom, J 7.5 Ty), 11.62 ¢ (1H, NH). Cnektp AMP
3C, 5, m. u.: 118.70, 124.80, 126.27, 129.02, 130.69,
132.04, 133.78, 134.13, 135.29, 145.58 (()C“), 145.84,
147.69 (C™), 155.96 (C?), 161.85 (C°).3HaiigeHo,
%: C 6696, H 424, N 1502, [M+1]+ 305. Cl7H12N402.
PospaxoBaHo, % C 67.14; H 4.04; N 14.90; M 304.3.

Mpuknap 6.

6-(4-MeTokcudeHin)imiHo-1,3,5-TpmnasuHo (2,1-a)
isoiHgon-2,4(3H,6H)-gioH. Buxig 89%, T. nn. 244-245
°C. I4-cnexTp, v, cM': 1729, 1764 (C=0), 2857, 3154
(N-H). Cnextp AMP 'H 3, M. u.: 3.84 ¢ (3H, OCHs3),
6.81 A (1Hapom, J 7.1 Tw), 6.93 A (2Hapom, J 8.5 'w),
7.03 g (2Hapom, J 8.5 Tw), 7.62 T (1Hapom, 8.1 L),
7.76 T (1Hapow, J 8 T'w), 8.08 o (1Hapom, J 8.5 T'u),
11.65 ¢ (1H, NH). Cnektp AMP *°C, 3, m. u.: 55.25
(OCHg), 114.89, 119.61, 124.20, 125.65, 128.65,
128.44, 131.48, 133.15, 134.80, 140.64, 145.30 (C%),
14754 (C*™), 155.41 (C?), 156.50, 161.36 (C°).
3HaiineHo, %: C 63.17; H 4.098; N 14.37; [M+1]" 321.
Cl7H12N4O3. P03anOBaHO, % C 63.75; H 3.78; N
14.82; M 320.3.
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