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IMokazaHo, 10 peaxilii apeHaaba3uHiB N-T03WJI-1,4-XiHOHMOHOIMIHIB 3 MEPBUHHUMU
anipaTMUHUMM aMiHAMM TPOTIKAIOTh 32 CXEMOIO, 10 OINMCaHa paHillie s apeHalba-
3UHIB XiHOHIB, 3 YTBOpPeHHsIM 1-(4-TonyoscynbdoHindeHin)-3-apui-S-ankii-1,2,4-tpu-
azosiB. BcraHoBneHO, 1110 3HaYEHHSI OKMCHO-BITHOBHOIO MOTEHLiAly XiHOHIMiHY CyTTE-
BO HE BIUIMBAE Ha mepedir Takux peakiiit. IBuaKicTe peaxiiii Ta BUXOIM MPOAYKTIB
3aJ1eXaTh TOJIOBHUM YMHOM Bill MPUPOAU 3aMiCHMKA B apuJa30METUHOBOMY (hparMeHTi
MoJieKysu cyocrpary. KuciaoTHMit rigpoJi3 ojepKaHUX TpUa30JliB MPU3BOAUTH JI0 YTBO-
peHHs1 1-(4-amiHodeHin)-3-apui-5-ankin-1,2,4-tpuaszoiiB 3 BUCOKUMU Buxogamu. OTt-
pUMaHi CIeKTPU TOTEHLIMHOI 0i0JIOriYHOI aKTMBHOCTI CMHTE30BaHUX CIIOJYK CBilTyaTh
MPO BUCOKY BipOTiAHICTH MPOSIBIIEHHS HUMM TPOTUBIPYCHMUX, TTPOTUIIPOTO30MHUX Ta
AHTUOAKTEPiaIbBHUX BIIACTUBOCTEM.

KmrouoBi cioBa: XiHOHIMiHU, apeHalIba3WHU XiHOHIB, TPUA30JIU, TIPUETHAHHS, LTUKIIi3a-

PEAKIIII APEHAJIBASUHIB N-TO3WJI-1,4-XIHOHMOHOIMIHIB 3 NEPBUHHUMMU

11i5I, OKMCHO-BiTHOBHMI TTOTEHILiaJ.

Panile npu mociigkeHHi BJIaCTUBOCTEN ape-
Hajba3uHiB XiHoHYy (I) Hamu Oyja 3HalimeHa HOBa
peaxiis apoMaTu3alil XiHOIZIHOTO LUKy, 10 MIpu-
3BOJAUTH 10 yTBOpeHHs mpoaykTiB (II) 3 3amicHu-
KOM Oi1s1 ek3ouMKiIiuHOro aroMma KapboHy azome-
TUHOBOI Tpyny MOJIeKyJIu cyocrtpaty [1]:

Nu = Hig, ArNH, Alk,N

JlaHa peaxuis Oyja Ha3BaHa HaMM pPEaklli€lo
1,8-npuenHaHHs 10 XiHOHIMIHIB. SIK moka3auu 1o-
/bl eKCIIEPUMMEHTH, TaKa CXeMa peasli3yeThCs
MpY B3aEMOJil apeHajba3WHIB XiHOHY 3 TaJloreHO-
BOIHSIMU, TIEPBUHHUMM apOMaTUUHUMU Ta BTOPUH-
HUMM ajlipaTHaHUMK aMiHamu [2,3,4]. ¥V Bunagky
MNEePBUHHUX ajlipaTUIHUX aMiHiB, 1110 MiCTSTbh BUIbHY
METUJICHOBY rpyIly Outst atoma HitporeHy, mpomykTu
1,8-npuennanHsg — amigpa3onu (III) — He € KiH1e-
BUMM, a BCTYHAlOThb B peakliil0 BHYTPiLIHbOMOJIE-

KYJISIPHOI OKMCHOI LIMKJIi3alii 3 yrBopeHHsM 1,3,5-
zaMilieHux 1,2.4-tpuasoniB (IV) [5] (cxema 1).
CuHTe30BaHI TpUA30JM CTAHOBJISATH 3HAYHUI
iHTepeC SIK NOTEeHLiMiHI 010aKTUBHI CITOJYKU JIJIs1 BU-
KOPUCTaHHSI B MEIMLIMHI Ta arpolpoMUCIOBOCTI
[6,7]. Bule3azHayeHuit METOM IX CMHTE3Y BUTITHO
BiIPi3HSIETHCS Bill BiZOMUX M’SIKUMHU YMOBaMM IIPO-
BEIEHHSI Ta AOCTYITHICTIO BUXiZHUX pedyoBuH. On-
Hak OyJI0 3HAMIEHO, 10 BUCOKI BUXOOU LIILOBUX
CIIOJIYK MOXKHA OIepXKaTu JIMIIE TPU HAsBHOCTI B
apoOMaTUYHOMY SIIPi apMIa30METUHOBOI TPYITH €JIeK-
TPOHOAKLEIITOPHOIO 3aMiCHMKA (HITporpymnu abo
rajoreHa). Ilpu HasIBHOCTI B TOMY K ITOJIOK€HHi
METOKCUJIbHOI TPYNY TPeBalIOE KOHKypyloua pe-
aKuis aMmiHOJI3y cyOcTpary, i BMICT TpHUa30JjiB B
peakliliHiii Maci myxe manuii. BpaxoByrouu, 110
peaxiis UMKIIi3alii, O4eBUIHO, IIPOTIKAE yepe3 Ie-
KiJIbKa CTadill OKMCJIEHHS IMPOMIKHUX PEUYOBUH, LIei
dakT MoxHa O0yj10 O IMOSICHUTU BILUIMBOM 3aMiCHU-
Ka Ha OKMCHO-BigHOBHUM mnoreHuian (OBII) xiHo-
HIMiHy, aJKe paHillie OyJ0 MOoKa3aHO, 110 aKIIeIl-
TOPHI 3aMICHUKM 3HAYHO ITiABUILIYIOTb, a JOHOPHI
— 3HMIXYIOTH Hioro [8]. Tak, s3HaueHHss OBIT 4-HiTpo-
OeH3anbasuHy 1,4-0eH3oxiHoHY ckiamae 0,495 B, a
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4-meTokcubeH3anbasuny 1,4-6eHzoxinony — 0,430 B
[9]. Buxonsiuu 3 11bOro npumyiieHHs, MoXHa OyJio
0 cTBepKyBaTH, 110 apeHayba3uHu N-To3ui-1,4-
XiHOHMOHOIMIiHiB, $IKi TAKOX CXUJIbHI J0 MpUETHAH-
HSI Pi3HUX areHTiB 3a cxeMoro 1,8-nmpuemnnanns [10]
ta MaoTh 3HadeHHsa OBII y mexax 0,60—0,66 B
[11], OymyTb BcTymatv B peaxilii 3 MOHOaJIKiIaMi-
HaMU 3 YTBOPEHHSIM BiIMOBIAHUX TPUA30JIiB 3 BU-
COKVMMU BUXOJAMU.

Hamu Oyna nmocmimkeHa peaxiiisi apeHaiba-
3uHiB N-T03uj-1,4-XiHOHMOHOIMiHIB Pi3HOI MpU-
POy 3 HU3KOIO JOCTYITHMX MOHOAJIKIJIaMiHiB. CHH-
Te3 MPOBOJAWJIN 32 PO3POOJICHOIO [IJIs1 apeHaba3uHiB
XiHOHIB CXEMOIO LIJISIXOM JOJIaBaHHSI OKHMCHUKA —
piokeuny IlaomMOymMy — A0 pO3UMHY BiIMOBiAHOI
BiIHOBJIEHO1 (hopMU XiHOHIMIHY (V) Ta HaLIUILIKY
aJIKiaMiHy y auxJjioperaHi adbo o6enseni [10]. B Ta-
KHUX YMOBaX peakllisl MpPUEAHAHHS aMiHy 10 MoJie-
KyJUd XiHOHIMiHY MpPOTiKa€ y MOMEHT YTBOPEHHS
OCTaHHbLOTO, 10 J03BOJISIE 3HU3UTU BipOTiIHICTh
JecTpykuii cyocrpaty. B ycix BUmaakax crioctepi-
rajocst yrBOpeHHs1 ouikyBaHux 1,2,4-tpuasouis (VI),
OymoBy sIKMx noBegeHo ganumu IY- ta SAMP-
CIIEKTPiB (cxema 2).

OpHak TIpM aHali3i BUXOMIB 1IJTbOBUX CIIOIYK
Oy/a BCTaHOBJIEHA TaKa X 3aKOHOMIpHICTh, SIK i B
BUITIJKY apeHajba3uHiB XiHOHIB: HiTpOo3aMillleHU
cyOcTpaT yTBOPIOE TPUA30JM 3 BUXOJAMM OJIM3BKO
65%, nemo meni (45%) Buxomu (pTop3aMillieHNX
TpUA30JIiB, a METOKCH3aMillleHUIl apeHajlba3uH B

N PbO,
TsNH — + RCHNH, —=
H
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V: a) Ar = 4-NO,C H,
VI:a) Ar = 4- NO,C,H, R=CH,
B) Ar = 4- NO,C,H, R =CH,CH,CH,

B) Ar=4-FCH, R=CH,

r) Ar=4- NO,C,H,
€)Ar=4-FCH, R=CH, X)Ar=4-CH,OCH, R=CH

YMOBax peakliii po3KJIaJa€eThCs, i BMICT TpUa3ojy B
peakuiitHii cymimi He nepesuinye 10% (3a TLLX),
He3Baxarouud Ha Te, 1o 3HaueHHss OBII maHoro
cyocrpaty craHoBUTh 0,660 B, 1110 Gibllle, HiIX 11T
4-HiTpoOeH3anba3uHy 1,4-6eH30xiHoHYy. Takum
YMHOM, MOXHa KOHcTaTyBaTu, 1o BriauB OBII
XiHOHIMiHY Ha Tepelir AaHoi peaklii He € CyTTe-
BUM, i CEJIEKTUBHICTh 3aJIeXKUTh IMEPEBaXKHO Bif
MPUPOJAU 3aMiCHMKA B apuIa30METUHOBIN IpyIli
BUXiAHOI MoJieKyJu. JIJIsi BCTAaHOBJIEHHSI MeXaHi3-
MY LIbOTO BILJIMBY MOTPiOHO MPOIOBXYBATU AOCIi/l-
JKE€HHSsI, aHaTi3yl0uM KiHeTUYHi 0COOJIMBOCTI peakllii.

3 MeTol 3MEHIIEeHHsI MOJIeKYJISIpHOI Macu
CUHTE30BaHUX TPUA3O0JIiB Ta OfeP>KaHHS OiJIbIII Mep-
CIIEKTUBHUX 0i0OaKTUBHMX CIIOJYK HaMM Oyjia J0c-
JIiKeHA MOXJIMBICTb TiApOJIi3y CYIb(OHIIBHOI rpy-
nu. Peakuist rinposizy mpoBoamiacsl 1UISIXOM Ha-
rpiBaHHSI TPUA30Jy Y KOHLIEHTPOBaHil cybdaTHiil
KkucioTi. B ycix Bumagkax Oyjau ojepxKaHi OYiKy-
BaHi 1-(4-amiHodeHin)-3-apun-S-ankin-1,2,4-tpu-
azonu (VI) 3 BUxogamu, OJU3bKUMU A0 KiIbKICHUX
(cxema 3).

CriexTpy TOTEHIiTHOI 010JI0TTYHOI aKTMBHOCTI
CUHTE30BaHUX CIIOJIYK, OTPUMaHi 3a JOMOMOTIO0
nporpamu PASS, cBiguaTh po BUCOKY BipOTiIHICTh
MPOSIBJIECHHSI HUMU TIPOTUBIPYCHUX, MPOTUNPOTO-
30MHUX Ta aHTUOAKTEepiaIbHUX BJIACTUBOCTEM.

Taxkum unHOM, peakuis 1,8-mpueaHaHHs rep-
BUHHUX aJIKiJIaMiHiB 10 apeHa1ba3uHiBN-To311-1,4-
XiHOHMOHOIMiHiB MOX€ BUKOPUCTOBYBATUCS SIK
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Cxema 3
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IperapaTuBHA METOIWKA CHHTE3y Oi0OaKTMBHMX
noxigHux 1,2,4-Tpuasoiy.

Excnepumenmaavna wacmuna

Buxigni apenanbaznHuN-To3m1-1,4-XiHOHMO-
HOIMIiHIB CMHTE30BaHi 3a METOIMKOIO, 110 HaBele-
Ha y poboti [11].

3arajibHa MeToauKa cuHTe3y 1-(4-Toayosicyib-
doHindeHin)-3-apun-S-ankin-1,2,4-tpuazonis (VI):
HaBaXKKy 3aMillleHOTO (peHieHIiaMiHy PO3YMHSIIOTh
y JOCTaTHill KiJIbBKOCTiI AuUXJopeTaHy abo OeH3eHY
Ta JOJAIOTh 1,5-2-KpaTHWi1 HaJUTMILIOK BiAIIOBiIHOTO
ajikijlamiHy abo itoro po3uuHy. [Totim g0 peaxiiiii-
HOI CyMillli JOJal0Th S-KpaTHUii (3a Macoro) Hal-
MoK aiokeuay [roMOyMy, cymilll mepemMilnyoTh
1—2 roa mpu KiMHATHii TeMmeparypi Ta 3ajulila-
10Th Ha 18—48 ron. KoHTpoJib MOBHOTU TMPOTiKaH-
H$1 peakilii 3aiiicHioTh MeToaoM TIIX (emoeHT —
cymiln auxyiopetaH:aueroH 9:1). ITicast 3aBepiueH-
HS peakiii 1o peakuiiiHoi cymimi gopaiotb 100—
150 mu1 cnabkoro BOAHOTO PO3YMHY €TaHOBOI KUC-
JIOTU, PETEJBHO MEePEeMilllyloTh, OpPTaHiYHUIA 1ap
BiIAiISIIOTH, MPOMUBAIOTH JIeKiJibKa pa3iB BOJAOIO Ta
BUIAJISAIOTh PO3YMHHUK Y BaKyyMi, IIPA IIbOMY BU-
najgae ocaj IpOoAYKTY, IKMid BilIiIsII0Th,3a HEOOXi-
JTHOCTI KPUCTaJIi3yloTh 3 OCH3CHY Ta BUCYIIYIOTh.

1-(4-tonyoncynbdoHindeHin)-3-(4-HiTpo-
denin)-5-metun-1,2,4-rpuazon (VIa): kpucranu
CBiTIIO-XOBTOrO KONbOpY, T,,=195—198°C, Buxinm
60,5%. Ilapamerpu criektpa SIMP 'H (AMCO-dy),
o, m.a.: 8,3—8,2 nn (4H, J=8,8 Tu), 7,5 1 (2H,
J=8,6 T'm), 7,3 n (2H, J=8,5 T'm), 7,7 n (2H,
J=8,1 T'm), 7,4 n (2H, J=8,1 I'm), 2,5 c (3H), 2,3 ¢
(3H).

1-(4-tonyoncynbdoHingeHin)-3-(4-HiTpo-
¢eHin)-5-etun-1,2,4-tpuazon (VIO): kpucranu
CBITJIO-KOpMYHEBOT0o Koibopy, T,,=196—198°C,
Buxin 62,2%. Ilapamerpu cmektpa AMP 'H
(AMCO-dy), o6, m.a.: 10,7 ¢ (1H), 8,3—8,2 na (4H,
J=9,0 T'w), 7,5 n (2H, J=8,8 T'u), 7,3 n (2H,
J=8,9 T'm), 7,7 n (2H, J=8,0 T'n), 7,4 n (2H,
J=8,0 I'm), 2,8—2,7 xB (2H), 2,3 ¢ (3H), 1,2 T (3H).

1-(4-tonyoncynbdoHingeHin)-3-(4-HiTpo-
¢enin)-5-npomnin-1,2,4-rpuazon (VIB): xkpucraiu
CBITJIO-KOpMYHEBOro Koibopy, T,,=157—159°C,
Buxin 41,3%. Ilapamerpu cmektpa AMP 'H
(AMCO-dy), o, m.m.: 10,6 ¢ (1H), 8,3—8,2 am (4H,
J=8,9 T'm), 7,5 n (2H, J=8,7 T'n), 7,3 n (2H,
J=8,8 Tm), 7,7 n (2H, J=8,3 T'm), 7,4 1 (2H,
J=8,3Tu), 2,7 T (2H), 2,3 ¢ (3H), 1,7-1,6 m (2H),
0,8 T (3H).

1-(4-tonyoncynbdoHingeHin)-3-(4-HiTpo-
¢enin)-5-penin-1,2,4-rpuazon (VIr): xpucranu
cBiTIIO-ciporo kombopy, T,,=233—235°C, Buxin
69,3%. Iapamerpu criekrpa AMP 'H (IMCO-dy),
o, m.a.: 10,6 ¢ (1H), 8,3—8.,2 nm (4H, J=8,8 I'm),
7,7 n (2H, J=8,0 T'm), 7,2 1 (2H, J=8,2 Tm), 7,4 m
(9H), 2,4 ¢ (3H).

1-(4-TonyosicyabdoHindenin)-3-(4-dprop-

denin)-5-metui-1,2,4-rpuazon (VIa): kpucranm
KopuyHeBoro koipopy, T,,=195—198°C, Buxin
47,7%. Mapametpu criektpa AMP 'H (AMCO-dy),
o, m.a.: 7,7 n (2H, J=8,1 I'm), 7,5 1 (2H, J=8,8 I'm),
7,3 1 (2H, J=8,1 I'u), 7,2 m (6H), 2,4 ¢ (3H), 2,3 ¢
(3H).

1-(4-TonyosicyabpoHindenin)-3-(4-dprop-
denin)-S-etui-1,2,4-rpuazon (VIe): kpucranu tem-
HO-KOopu4yHeBoro kombopy, T,,=190—192°C, Buxin
58,7%. Iapamerpu criekrpa AMP 'H (IMCO-dy),
o, m.a.: 10,6 ¢ (1H), 7,7 n (2H, J=8,0 T'm), 7,5 n
(2H, J=8,8 T'm), 7,3 n (2H, J=8,0 I'n), 7,3 m (6H),
2,7 xB (2H), 2,4 ¢ (3H), 1,2 T (3H).

1-(4-tonyonacynbdoHindeHin)-3-(4-MeToKCU-
denin)-5-etun-1,2,4-tpuazon (VIx): ineHtudiko-
BaHuit metonoM TIHIX y peakuiitHiii cymimri. Ila-
pamerpu crnekrpa AMP 'H (IMCO-d), &, M.
7,9 n (2H, J=8,3 T'm), 7,7 n (2H, J=8,5 I'n), 7,4 n
(2H, J=8.,6 T'm), 6,9 1 (2H, J=8,8 T'n), 7,3 m (4H),
2,7 x8 (2H), 2,3 ¢ (3H), 1,1 T (3H).

3arajibHa MeToauka cuHTedy 1-(4-amiHO-
denin)-3-apun-5-ankii-1,2,4-tpuazonis (VII): Ha-
Baxky 0iis1 0,1 r BimmosimHoro tpuazony (VI) pos-
yuHA0Th ¥ 1,0—1,5 cM? KOHIIEeHTpOBaHOI cyabdar-
HOI KUCJOTU i BUTPUMYIOTH npoTtsarom 30 XB mnpu
temnepatypi 60—70°C. ITicis Lboro A0 peakuiitHOl
cymimi gonparoth 40—50 cM? Bogu Ta moBogsath pH
OTPUMAHOTO PO3YMHY IO HEUTPAIBHOTO IIJISTXOM
IoJaBaHHS PO3YMHY HaTpito rinpoxkcuny. Ocan, 1110
BUIIaJa€e, BiA(MUIbTPOBYIOTh, IPOMUBAIOTh JEKiIbKa
pasiB BOIOIO, BUCYIIYIOTh.

1-(4-amiHodeHin)-3-(4-HiTpodeHin)-S-eTu-
1,2,4-tpuazon (VII a): cBiTnO-3eieHi Kpucraiu,
T,,=180—182°C, Buxim 89,9%. IlapameTpn CreKT-
pa AMP 'H (AMCO-dy), o, m.a.: 8,3—8,2 nm (4H,
J=8,8 Tm), 7,2 n (2H, J=8,3 T'm), 6,6 1 (2H,
J=8,5 I'm), 5,6 ¢ (2H), 2,7 xB (2H), 1,2 T (3H).

1-(4-amiHodeHin)-3-(4-propdeHin)-5-meTu-
1,2,4-tpuazon (VII 06): cBiTn0o-0exeBi KpucTaiu,
T,,=86—89°C, Buxinm 88,7%. [lapamerpu criekTpa
SMP 'H (IMCO-d), &, m.o.: 8,0 m (2H), 7,3 M
(2H), 7,2 n (2H, J=8,6 T'n), 6,6 n (2H, J=8,5 I'n),
5,5 ¢ (2H), 2,4 ¢ (3H).

Aemopu 6uca0840w0mMb NOO0AKY KOMNAHIT
«Noosphere Ventures» 3a cnoHcopcvky niOmMpumky
30ilicHeHHs docaidceHd.
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REACTIONS OF ARENALAZINES OF N-TOZYL-1,4-
QUINONE IMINES WITH PRIMARY ALIPHATIC
AMINES

B.V. Murashevich, E.S. Savonyuk, N.V. Toropin, K.S. Burmistrov

Ukrainian State University of Chemical Technology,
Dnepropetrovsk, Ukraine

It is shown that the interaction between arenalzines of N-
tozyl-1,4-quinoneimines and primary aliphatic amines occurs with
the formation of 1-(4- toluenesulfonylphenyl)-3-aryl-5-alkyl-1,2,4-
triazoles, i.e. according to a previously described scheme which is
typical of quinones arenalzines. The redox potential of quinone imine
does not affect significantly the course of these reactions. The reaction
rate and the product yield depend mainly on the nature of the
substituent in the arylazomethine fragment of substrate molecule. An
acid hydrolysis of triazoles obtained leads to the formation of 1-(4-
aminophenyl)-3-aryl-5-alkyl- 1,2,4-triazoles with a high yield. The
discovered biological activity of the synthesized compounds shows a
high probability of their antiviral, antibacterial and antiprotozoal
properties.

Keywords: quinone imines; arenalzines of quinones; triaz-
oles; addition; cyclization; redox potential.
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