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ne R=Me, Ph, 4-C|C6H4, 4-FC6H4, 2-MeC6H4, 4-
MeCgHs4, 4-MeOCgHa4, SKMI BiAPI3HAETLCA TUM, LLO
1-3amilleHi imigasonignH-2,4-gioHn niggalTe B3ae-
Mogii 3 cymiwLo gumeTundopmMmamigy Ta XropoKcu-
ay docdopy y MonbHOMY cniBBigHOLWeEHHI 1:2:5 npu
90 °C 3 HacTynHMM BWAINEHHAM LiNbOBUX NPOAYKTIB
3BUYaNHUMKN METOO4AMMU.

KopucHa Mopenb BigHOCUMTBCS OO OPraHivHol Xi-
Mii, @ came g0 cnocoby oaepkaHHA HOBUX MOXiAHMX
reTepoumKnivyHoI cMcTeMm imigasony 3aranbHoi ¢op-
Mynu:
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ne R=Me, Ph, 4-CICgH4, 4-FC¢H4, 2-MeCgHa, 4-
M9C6H4, 4-MeOCgH4

Pe4yoBrHM Takoro TMny MOXyTb 3HAWTU 3acTOCY-
BaHHs1 ik 6a30Bi cnonyku Anst OTPMMaHHA HOBUX ar-
POXiMiYHUX Ta hapmaueBTUYHUX MpenapaTiB Ha Oc-
HOBi paHille He OonMCaHuX TUMiB iMiAa30MbHMX
cucTem.

HasBaHi cnonyku, ix BMacTMBOCTI i 3aCTOCYBaHHS
B HayKOBil niTepaTypi Ta NaTeHTHWUX BWAAHHSX He
onucaHi.

HanbnmxyvMm CTPYKTYpHUMK aHaroramu crno-
nyk, ki 3agsnsawtbed, € 1,5-gusamiweHi  2,4-
anxnopo-1H-imigasonu:

R1

ne, R, R%=Ar, Het

HewopaBHo B nateHTax [1, 2] 6yno nokasaHo,
o iMigas3onu, 3amilleHi B NOMNoOXeHHsax 2 Ta 4 aTo-
Mamu XIopy, BUSBNAOTb €(eKTUBHY A0 NpoTK Lin-
pokoro Habopy citonaToreHHMX rpubiB i MOXyTb ByTH
3aCTOCOBaHi SIK CenekTuBHI byHriuMamM B gosax Bif
20r go 600r Ha rekTap nnoLy,i.

[ng iX oTpumaHHA aBTOpW HaBeAEHWX MaTeHTiB
BMKOpUCTOBYBanu  xnopyeaHHa  1,5-giapun-, 1-
apun(retepvn)-, 5-apun(retepun)imigasonis xmopom
abo N-xropocyKumHiMigoM. 3 BpaxyBaHHSAM TOro, O
1,5-An3amilleHi imigasonn € BiAHOCHO BaXKOOOCTYnN-
HUMW peareHTamMu i OTPUMYIOTbCS LIMKIIOKOHAEHcaLli-
eto N-apun(retapun)anbgimiHis 3 ekonoriyHo Hebes-
neyHnm 4-tonyoncynb@oHinmeTun-izouiavigom [3],
CUHTETUYHa npuBabnuBICTb METOAY Pi3KO MOHWUXKY-
€TbcA. BapTo Takox 3asHauuMTu, WO npsiMe Xnopy-
BaHHA, B TOMY YuCni i pagukanbHe, iMigasonbHOro
LIMKIy 4acTo CYNpPOBOMKYETLCA YTBOPEHHAM NMOBGIUYHMX
NpoAayKTiB, 0COOGNMBO NPU HAsIBHOCTI iHLIMX peakLii-
Ho3gaTHuX rpyn. OkpiM LbOro, BUAINEHHS LiNbOBUX
NpOAYKTiB 3AINCHIOETECA XpomaTorpadiyHo i3 3acTo-
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CyBaHHSIM cneuianbHOro obnagHaHHA - KOJIOHOK
«Isolute HM-N», wo B 3Ha4Hin Mipi obmexye TexHo-
noriyHmn macwtab npouecy.
3agayeto BMHaxody € Crnocib OTpMMaHHSA HOBUX
2,4-nnxnopo-5-popmin-noxigHux 1H-imigasony 3ara-
NbHOT hbopmynu:
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ae R=Me, Ph, 4-C|C5H4, 4-FCgHa, 2-M6C5H4, 4-
MeCeH4, 4-MEOC5H4

OTpvMaHuii pesynbTaT € HOBMM Ta opwuriHarnb-
HWUM, OCKINbKW SIK B HAYKOBIN, TaK i NaTeHTHi nitepa-
Typi BiACYTHI AaHi, ski 6 cTocyBanucb CuHTE3y 1-
3aMiLLieHnX 2,4-pnxnopo-1H-imigason-5-
kapbanbaerigie npu peakuii 1-3amilleHnx rigaHToiHIB
3 CUCTEMOIO Xnopokeng, docdopy-
anvetundopmamig. Okpim Uboro, BiH € Henepenba-
YyBaHMM, OCKifNbKM 3 BpaxyBaHHSIM paHiwe ony6riko-
BaHUX [7] pesynbTaTis B3aemogil 3-
apunimigasoniguH-2,4-gioHiB - 3 peareHTom Binbc-
Menepa-Xaaka MoxHa Oyno odikyBaTu LIO peakuis
3yNMHUTBLCA Ha cTagii 3-3amiweHnx 5-xrnopo-2-okco-
2,3-gurigpo-1H-ivigason-4-kapbanbgerigis. Hacnpa-
BAi X, Ha BiAMIHY Bif 3-apunimigasonignH-2,4-AioHiB y
BUMagKy i3oMepHUX Ao  Hux  1-ankin(apwn)-
imigasoniguH-2,4-0ioHIB- NPOMIXKHI -~ 5-XNOpO-2-0KCo-
2,3-gurigpo-1H-imigason-4-kapbanbgerign  npu  Aii
HaAnuLIKy xnopokeugy ocdopy NepeTBoproTLCS Y
uineoBi 2,4-guxnopo-1H-imigason-5-kapbanbaerign.

3anponoHoBaHUM Miaxid, 3aBASKUM HAsIBHOCTI B
CTPYKTYPi CUHTE30BaHUX iMiga3oniB TpbOX BUCOKOe-
NEKTPOMINbHNX LIEHTPIB - aTOMIB XNOpY B MOMOXEH-
HAX 2, 4 Ta anbgerigHoi rpynu B NOMNOXeHHi 5 - Biak-
pvBae ePEKTUBHUI LUNSAX A0 CMNOMYyK, siKi MOXYTb ByTn
BUKOPUCTaHi sIK BUXiOHI ANs OTPMMaHHS HOBMX arpo-
XiMiYHMX Ta apmaueBTUYHMX npenaparTis. [pu Upo-
My Ha ocobnuBy yBary 3acnyroBye anberigHa rpyna,
siKa [03BOISE 34iMCHI0OBATM MOAMAIKALLIK0 NOSTOXEHHS
5 UMKy HU3KOK OYHKLIOHANbLHUX auMKiYHUX Ta re-
TEPOUUKMIYHMX (pparMeHTiB, L0 MPaKTUYHO HEMOX-
NMBO 3pOoGUTM NOCMNYroBYOYNCb METOAOM XIOpYyBaH-
HA  BIONOBIAHUX  5-(pyHKUiOHANBHO  3aMillEeHuX
imigasonis.

Bynosa Ta cknag oTpumaHux 1-3amiweHux 2,4-
anxnopo-1H-imigason-5-kap6anbgerigis noBeaeHi
OaHUMK eNeMeHTHOro aHanisy Ta pesynbTaTamu Bu-
mipiB 14-cnektpis, AMP v, B¢ CMeKTpiB Ta Xpoma-
TOMac-CneKTpiB.

Buxig intocTpyeTbcst 3aranbHuM cnocobom ogep-
XaHHa  1-3amiweHux  2,4-guxnopo-1H-imigason-5-
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ne R=Me, Ph, 4-C|CGH4, 4-FCgHy, 2-MeCeH4, 4-
MeCGH4, 4-MeOCeH4

Cnocib6 oaepxaHHsi Cnonyk, $Ki 3asBNsOTbCS,
nonsrae B TOMy, IO npenapaTMBHO AOCTYMHi [4-6] 1-
ankin(apvn)imigasoniavH-2,4-gioHn (rigaHToiHn) nig-
AalTb B3aemMogii 3 cymiwwio gumeTundopmamigy ta
xnopokcuay ocgopy Yy MOfbHOMY CHiBBiAHOLLEHHI
1:2:5 npun 90°C. LinboBi npoayktn BiadinsoTh CTaH-
AapTHUMK MeTodamu 3a AOMOMOroK onepadin ginb-
TPyBaHHS, ekcTpakuil Ta kpuctanisadii. Buxoam csra-
10Tb 47-52%.
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kapbanbaerigie Ta ¢isnKo-XiMiYHUMK XapaKTepucTu-
KaMu BCiX CUHTE30BaHMX CMOMyK.

BaranbHui cnocib ogepxaHHA 1-3amiweHnx 2,4-
anxnopo-1H-imigason-5-kapbanbaerigis.

Ho cycnensii 0.03monb imigasonin-2,4-gioHy B
4.38r (0.06monb) gumeTtundopmamigy npu nepemi-
WwyBaHHi i oxonomxenHi go 0-5°C popasanu 23r
(0.15monb) xnopokeuay cocgopy. OTpumaHy cymill
HarpiBanu Ha BoasiHii 6aHi npu 90°C BnpoaoBx 8roa.
Hapnuwok xnop okcuay coccopy Buaansnv B Bas-
Kyymi, 4O 3anuwiky gogasanu 50mn Boaw i HenwTpani-
3yBanu kpuctaniyHum bGikapboHatom Hatpito go pH
8.0. YTBOpeHui ocap BigdinbTpoByBanu, dinbTpar
ekcTparyBanu etunauetatom (3x20mn), ekcTpakT
BMMaptoBanu, 3anuuwok ob'egHyBanM 3  0OCadoM.
OTpvMaHunii NpoJyKT PO3YMHANM B CyMillli reKcaH-
eTunauetaTt, 1:1, ginbTpyBanu 4Yepes okcug aniomi-
Hito, binbTpaT BMNapoBanu, 3anuLIoK Kpuctanisysa-
nn i3 60%-Horo BOAHOro eTaHony.

Mpuknag 1

1-MeTtun-2,4-gnxnopo-1H-ivigason-5-kap6ans-
aerig.

Buxin 49%, Tt.tonn. 52-54°C. 14 cnekTp, cmt:
1685 (C=0). Cnektp AMP 'H, &, m.u.: 3.86 ¢ (3H,
CHs), 9.69 ¢ (1H, CH=0). Cnektp AMP C, §, m.u.:
33.49 (CHs), 126.41 (C°), 134.61 (C?), 141.11 (C%),
177.39 (CH=0). 3HangeHo, %: C 33.31; H 2.30; N
15.51. [M+1]" 180. CsH4CI:N20. BupaxysaHo, %: C
33.55; H 2.25; N 15.65. M 179.0.

1-®eHin-2,4-gnxnopo-1H-imigason-5-
kapbanbaerig

Buxign 52%, t.Tonn. 110-112°C. 14 cnekTp, cmt:
1680 (C=0). Cnektp AMP lH, 9, M.M.: 7.48-7.67m
(5H, Hapom.), 9.54 ¢ (1H, CH=0). Cnektp AMP *°C,
8, m.u.: 127.19, 129.59, 130.36, 133.93 (Car), 127.56
(C®), 138.58 (C?), 140.65 (C*), 176.07 (CH=0). 3Haii-
neHo, %: C 49.60; H 2.55; N 11.78. [M+1]" 242.
C10HeC2N20. BupaxyBaHo, %: C 49.82; H 2.51; N
11.62. M 241.0.

1-(4-XnopodeHin)-2,4-guxnopo-1H-imigason-5-
kapbanbaeria.
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Buxig 51%, 1.Tonn. 135-137°C. |4 cnekTp, em™:
1685 (C=0). Cnektp AMP H, 8, Mu.: 7.53-7.63 ™
(4H, Hapom.), 9.58 ¢ (1H, CH=0). Cnektp AMP °C,
o, Mu.: 127.45 (CS), 128.49, 129.87, 132.41, 136.58
(Ca), 138.79 (C?%), 141.28 (C%), 175.99 (CH=0).
3HaiineHo, %: C 43.27; H 1.72; N 10.25. [M+1]" 276.
C10HsCI3N20. BupaxyeaHo, %: C 43.59; H 1.83; N
10.14. M 275.5.

1-(4-dTopodeHin)-2,4-guxnopo-1H-imigason-5-
kapbanbaeria.

Buxig 49%, 1.Tonn. 123-125°C. 1Y cnekTp, cmt:
1680 (C=0). Cnektp AMP H, 8, M.u.: 7.38-7.58 ™
(4H, Hapom.), 9.57 ¢ (1H, CH=0). Cnektp AMP *°C,
5, My 116.730 (J%cr 22.6 Tu), 127.54, 129.12,
163.31a (J'cr 251.5 Tu) (Car), 129.92 (C°), 138.93
(C?), 141.12 (C%), 176.03 (CH=0). 3HailneHo, %: C
46.50; H 1.87; N 10.64. [M+1]" 260. C1oHsCI2FN2O.
BupaxyBsaHo, %: C 46.36; H 1.95; N 10.81. M 259.0.

1-(2-MeTundeHin)-2,4-gnxnopo-1H-imigason-5-
kapbanbaeria.

Buxin 50%, T.Tonn. 85-88°C. I4 cnekTp, cmt:
1685 (C=0). Cnektp AMP H, 5, mu.: 2.03 ¢ (3H,
CHs), 7.36-7.52 m (4H, Hapom.), 9.56 ¢ (1H, CH=0).
Cnektp SIMP 3C, 8, mu.: 17.24 (CHs), 127.25,
127.39, 130.67, 131.31, 133.41, 135.47 (Ca), 127.45
(C®), 138.61 (C?), 140.59 (C*), 176.07 (CH=0). 3Haii-
peHo, %: C 51.70; H 3.24; N 10.81. [M+1]" 256.
C11HsCI2N20. BupaxyeaHo, %: C 51.79; H 3.16; N
10.98. M 255.1.

1-(4-MeTundeHin)-2,4-gnxnopo-1H-imigason-5-
kapbanbaeria.

Buxig 48%, T.Tonn. 99-100°C. IM cnektp, emt:
1685 (C=0). Cnektp AMP H, 5, mu.: 245 ¢ (3H,
CHg), 7.34-7.39 m (4H, Hapom.), 9.52 ¢ (1H, CH=0).
Cnektp SIMP 3C, &, mu.: 21.37 (CHs), 126.87,
130.22, 131.31, 140.68 (Car), 127.57 (C°), 138.67(C?),
140.55 (C*), 176.16 (CH=0). 3naiigeHo, %: C 51.72;
H 3.10; N 10.89. [M+1]" 256. C1;HsCI2N20. Bupaxy-
BaHo, %: C 51.79; H 3.16; N 10.98. M 255.1.

1-(4-MeTtokcndeHin)-2,4-guxnopo-1H-imigason-
5-kapbanbgeria.

Buxia 51%, T1.nn. 64-66°C. IY cnekTp, cvt: 1685
(C=0). Cnektp AMP 'H, 8, m.u.: 3.87 ¢ (3H, CH30),
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7.08-7.41 m (4H, Hapom.), 9.52 ¢ (1H, CH=0).
Cnektp AMP 3C, 8, m.u.: 55.61 (CHs0), 114.74,
126.39, 128.32, 160.79 (Car), 127.66 (C°), 138.94
(C?), 140.53 (C*), 176.23 (CH=0). 3HaitgeHo, %: C
48.96; H 2.91; N 10.19. [M+1]" 272. C13HgCloN,O5.
BupaxyBaHo, %: C 48.73; H 2.97; N 10.33. M 271.1.
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