KopucHa Mopenb BigHOCUTBCA A0 ranysi opraHiyHol XiMil Ta CTOCYETbCA HOBUX PEYOBUH - MOXiAHWUX S-apun-7-
AiankinamiHo-4,5,6,7-tetpariapo([1,2,4]tpuasono[1,5-a]nipumiamHy. Lli cnonyku € nepcrnekTMBHUMU Ans OOCNIMKEHHS
NPUAATHOCTI iX BUKOPUCTAHHS sIK NiKapcbKux 3acobiB Mpu NikyBaHHI iHPEKLiAHNX, cepLeBO-CYaANHHUX Ta EHOOKPUHHUX
3axBOPIOBaHb.

Bigomo, wo noxigHum 1,2,4-Tprasono[1,5-alnipumiguHy npuTamaHHWn LUMPOKUA  CNEKTP  dpapMakonoriYHmX
BMacTMBOCTEN, Ha SIKUI CYyTTEBO BMMMBAE CTYMNiHb HACUYEHOCTI MipumignHoBOro Luukny Ta 6ygosa 3amicHukiB y C(2), C(5)
Ta C(7) atomiB GiuuknivyHoi cuctemn. Hacamnepen 3a3HayeHi cnonyku € isoctepamu GioreHHUX NypuvHIB - ageHiHy Ta
ryaHiHy, WO ODYMOBIMIOE HAsBHICTb Yy HUX aHTMHeonnacTuyHoi [1, 2], npoTtusipycHoi [3], aHTumikpobHoi [4, 5],
dyHriungHoi [6, 7] Aaii. 1,2,4-Tpuasono[1,5-a]nipuMigMHOBWIA KICTSIK BUKOPUCTOBYIOTE Mpu Moaudikauii aHTubioTukis,
30kpema uedanocnopuHosoro psgy [8]. Cepea 4acTKOBO FigporeHisoBaHUX TpUasononipUMigUHIB BUSIBIEHO PEYOBUHM 3
BMPA3HOK MPOTUTYGEPKYNbO3HOK akTuBHICTIO [9]. CTpyKTypHa NOAiIOHICTL A0 HYKNEIHOBUX OCHOB € MPUYMHOK TOrO, L0
GinbLicTe 3 TpMasononipMMiaMHIB BUCTYNawTb cybcTpaTonodibHMmm iHriGiTopamm epMeHTIB y TOMYy Yuchi | Takux
KNIOYOBUX, SIK afeHinaT- Ta ryaHinatumknasu, uAM®- ta ul M®-coccogiectepasu, WO BNNUBaOTL Ha PiBEHb BTOPUHHUX
nocepeaHuKiB Npy BHYTPIKNITUHHIN Nepedadi curHany, 3aBAsKW YOMY 34INCHIOITb KOHTPOSb 3a CMHTE30M FrOPMOHIB Ta
HempomegiaTopiB, perynoloTb [MiKoni3, Basopenakcawjio, arperadito TpombouuTis, Towo. OTxe Tpuasono[1,5-
alnipyMignHam nputamanHi iHotponHa [10-12], aHTurinepTeHamsHa [13, 14], aHTuiwemivyna [15], rinoninigemiyHa [16]
aKktuBHicTb.  N-[5-(4-MetundeHin)-7-deHin-4,7-aurigpo[1,2,4]Tpnasono[1,5-alnipumignH-2-injJcykumHamiHoBa  kucnota
[17], 2-meTunTio-7(4-xnopdeHin)-4,5,6,7-teTparigpo[1,2,4]tpnasono[1,5-a]nipumignH-5-on  [18], 3anaTeHToBaHi K
CNonyKku 3 NPOTM3ananbHOK | aHaNbreTUYHO AJEt0.

Hanbinbw 6nm3bkumm 3a GygoBOO OO CMONyK, WO 3asBRsAl0TbCs, € 5-metun-7-gietunamino[1,2,4]tpuasono[1,5-
ajnipyuMiguH - iHoTponHuiA 3acib, BijomuiA Mig HasBamu Tpanigun (pokopHan) [11, 12], BasogunaTtatop Oymenigun Ta
6poHxo-gnnataTop2-amiHo-6-meTun-5-okco-4-nponin-4-5-gurigpo[1,2,4]tpnasono[1,5-a]-nipumignt [19].

B cuHTesi 7-amiHo3amiweHnx noxigHux [1,2,4]tpuasono[1,5-a]nipumiaMHy Bigomi Aekinbka nigxoAdis: 3amiHa
okco(rigpokcu) rpynu y C(7) atoma OiLMKniyHOI a30M0a3vMHOBOI CMCTEMM Ha atom xnopy 3a gonomoroi POCI; y
6e3BOAHOMY PO3YMHHMKY 3 Mo4anblUMM  HYKNeodinbHUM 3aMilleHHsM ramoreHy Ha amiHorpyny [19] abo
umknokoHgeHcauis 5(3)-3amiweHnx 3(5)-amiHo-1,2,4-TprasoniB 3 keToHiTpunamm abo uiaHoedipamu nNpu HarpiBaHHi y
PO3YMHHUKY B MPWUCYTHOCTI eTunaty Hatpito [19-21]. Hegonikamu nepLuoi cxemu € ii 6aratoctagiviHicTb, HEOOXigHICTb
BMKOPUCTaHHA BucokoTokenyHoro POCI; Ta HEMOXNMBICTE OA4epXKaHHsl Y Takui crocib 4YacTKOBO [iporeHi3oBaHUX
Tpy1asononipumiamHis. AnNbTepHaTUBHUIA LWNSX, WO 6a3yeTbCca Ha LMKMOKOHAEHCAaLisiX aMiHO-Tpuasorny 3 LiaHOBMiCHUMU
bienexktpoinamn, OOMEXYETbCH By3bkMM HabOpOM OCTaHHIX, K y nodibHMX peakuiax YTBOPIOWTbL nue
reTepoapomMaTuyHi TpmasononipumignHn. OKpiM Toro, y pasi HeobXigHOCTI CUHTE3Y CMONYK i3 3aMilLeHO0 aMiHOrPyMoto y
C(7) aToma nipuMiaMHOBOro LMKy NOTpiOHa Ao4aTKoBa CTagis ankinyBaHHS.

3agayeto KOPUCHOI Mogeni € odepXaHHs noxigHwWx S-apun-7-giankinamiHo-4,5,6,7-tetparigpo[1,2,4]tpnasono[1,5-
a]nipyMignHy K NOTEHUiNHO GiONOrYHO aKTUBHMX CMOMYK, NPUAATHUX ANst CTBOPEHHST Ha iX OCHOBI Nikapcbknx 3acobis
ONst NiKyBaHHS iH(PEKLiAHNX, CepLeBO-CYOMHHUX Ta €EHOOKPUMHHMX 3axBOploBaHb, Ta po3pobka oaHOCTadinHOro
TEXHOMOriYHOro Ta EKOHOMIYHOro cnocoby X cuHTE3y.

MocTasneHa 3afava BUPILLYETLCA TUM, LLIO CUHTE3YI0Tb NOXiAHI 3aranbHoT hopmynu:

[e R'=H, CHs, CzHs, (CH3)2CH, (CHs)sC, CHsS

R2=C6H5, C6H4-4-CH3, CsH4-4-OCH3, CsH4-4-C|

R3=R4=CH3, CaHs; R3+R4=C4H8, CsHi2

3a3HayveHi Cnonykn OoJepXytloTb LUNSAXOM TPbOXKOMMOHETHOI KackagHoi LuknokoHgeHcauii 5(3)-3amiwernx 3(5)-
amiHo-1,2,4-tpmaszonis 3 (2E)-3-apun-akpunanegerigamm Ta BTOPUHHUMMW amiHamy MpW HarpiBaHHi y cepefoBuLLi
OpraHiyHOro Po34MHHKKA, 30Kkpema 2-nponaHony.

TexHiYHWI pe3ynbTarT - PO3LUMPEHHS CNEKTPY CMONYK, SKi MOXYTb OyTV BUKOPUCTaHi y CTBOPEHHI MNiKiB.

Cnoci6 ofepKaHHs noxigHux  5-apun-7-giankinamiHo-4,5,6,7-tetparigpo-[1,2,4]Tpuasono[1,5-a]nipumignHy
iNOCTPYETLCA CXEMOIO:

R3 R4

R3
N——NH A° J/ NN

/
)l\/)\ *Re-CH=CH-C_ + HN_ ~——= BEPY
N” NH, H \ AP
R N

R! R

R2

R'=H, CHs, CzHs, (CH3)2CH, (CH3)sC, CH3S; R*=CeHs, CeHa-4-CHa, CoHa-4-OCHa, CoHa-4-Cl; R*=R*=CHs, CoHs;
R3+R4=C4Hs, CsH+2

XimiyHy 6yOBY CMHTE30BaHUX CMOMyK AOBEAEHO cnekTpanbHuMmn metogamu (AMP 'H, 14).

Mpuknag 1. OpepxaHHs 5-cbeHin-7-ninepigun-4,5,6,7-tetpariapo1,2,4]-tpuasono[1,5-alnipumiguny. Cymiw 0.84 r
(10 monb) 3-amiHo-1,2,4-Tpuasony, 1.32 r (10 monb) (2E)-3-dbeHinakpunanegerigy ta 0.85 r (10 monb) ninepiguHy y 5 mn



2-nponaHony kun'atate 10 xB. [licns oxonomkeHHs po3unHy BiadinbTpoBytoTs 1.96 1 (69 %) 6e36apBHUX KpucTanis 3
T.nn. 203-205 °C. C16H21Ns. BusHaueHo C, %: 67.86; H, %: 7.43; N, %: 26.49. PospaxoBaHo C, %: 67.84; H, %: 7.42; N,
%: 26.50. Mac-cnekTp, m/z (I, %): 283 (28, [M"]), 252 (100), 206 (42), 174 (52), 149 (56), 110 (20), 77(11). 14 cnekTp (B
KBr), cm™: 3200 (NH H-3p'si3ana), 2932, 2852 (CHy), 1608 (Ph), 1535 (C=N). Crektp AMP 'H (IMCO-ds, 200 MIy), 3,
M.u.: 7.57 (p.c, TH, NH), 7.43 (c, 1H, C*H), 7.31-7.15 (M., 5H, CgHs), 5.09 (T., 1H, C°H), 4.66 (M., 1H, C'H), 4.51 (m., 2H,
C°Hy), 3.05 (M., 2H, CHy), 2.88 (M., 2H, CHy), 2.39 (M., 2H, CHy), 2.12-2.03 (M., 4H, CHo).

Mpuknag 2. 2-MetuncynbdaHin-5-deHin-7-ninepigun-4,5,6,7-tetparigpo-[1,2,4]tpnasono[1,5-alnipumignH. Cymiw
1.3 r (10 monb) 3-amiHo-5-meTun-cynedatin-1,2,4-tpnasony, 1.32 r (10 monb) (2E)-3-deHinakpunansgerigy 1a 0.85 r
(10 monb) ninepiguHy y 5 mn 2-nponaHony kun'atate 3 rogd. icna oxonomkeHHs po3dnHy BigdinbTposytoTe 2.33 1 (71
%) 6e3bapBHux kpuctanie 3 T.1n. 181-182 °C. Cq7H23NsS. BusHaveHo C, %: 62.00; H, %: 7.01; N, %: 22.79.
PospaxoBaHo C, %: 62.01; H, %: 6.99; N, %: 22.80.I4 cnektp (B KBr), em™: 3212 (NH H-3B'azaHa), 2932, 2852, 2828
(CHz, CHs), 1608 (Ph), 1584 (C=N). Cniektp AMP "H (IMCO-ds, 200 M), 5, m.u.: 7.67 (p.c, 1H, NH), 7.39 (c, 1H, C*H),
7.32-7.24 (M., 5H, CeHs), 5.02 (1., 1H, C°H), 4.64 (m., 1H, C'H), 4.46 (m., 2H, C®Hy), 3.31 (¢, 3H, CHs), 3.02 (M., 2H,
CHy), 2.86 (m., 2H, CHy), 2.25 (M., 2H, CHy), 2.05-2.00 (M., 4H, CHy).

AHanoriyHo CMHTE3y0Tb BCi 3a3Ha4eHi BuLLe noxiaHi 5-apun-7-giankin-amwo-4,5,6,7-tetparigpo[1,2,4]1pnasono[1,5-
ajnipumignny.

Takum YMHOM, 3anponoHoBaHi HOBI Cronykm - NoXiaHi 5-apun-7-gi-ankinamiHo-4,5,6,7-
TeTparigpo[1,2,4]tpmnasono[1,5-alnipumiguHy Ta OAHOCTaAIMHMIA crocib X oAepXaHHs 3 BMKOPUCTAHHSAM MPOCTUX,
KOMepUiNHO OOCTYNHUX peareHTiB Ta PO34YNHHUKIB.
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