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B3aumopgerictBuem N-nponaprunusatuHa c 6GeHsunasugamu B ycnosusix CuAAC (Cu-
catalyzed azide-alkyne cycloaddition) knuk peakumu 6bInMM nonyyeHbl cooTBeTcTBytOWME 1,2,3-
TprasonomsaTuHbl C XopolwuMu Bbixogamu. Ha 6a3e nocnegHux nomyyYeHbl COOTBETCTBYHOLLME
TMOCeMUKap6a3oHbl, KOTOpble MOryT SIBMSTbCS CWUHTOHaMW [ANs MOCTPOEHWUS] HOBbIX FeTepo-

LIMKIMUYECKNX CUCTEM.
Tabn. 1, 6ubn. ccoinok 10.

M3aTHH ¥ ero mpou3BOJHBIE IIUPOKO HCIIOJIB3YIOTCS Il CUHTE3a ca-
MBIX Pa3HOOOPa3HBIX I'ETEPOIMKINYECKUX COCTUHEHUH, a TaKkKe SBISIOTCA
HCXOJHBIM MaTEepUaJIOM JUIsl MOJIyYEHUs JIEKApCTBEHHBIX cpeacTB. MHTepec
K TPOU3BOAHBIM M3aTHHA 00YCJIOBJIEH UX HMIMPOKUM CIIEKTPOM OHosIorHyec-
KOI akTMBHOCTH. OHM MHTHOMPYIOT POCT OIYXOJIeH, OKa3bIBalOT MPOTHBO-
BUPYCHOE, POTUBOOAKTEPUAIIEHOE, MPOTHBOIPHOKOBOE NIEHCTBHE, BIHMSIOT
Ha [{THC, o6namaroT npoTHBOTYOEPKYIIE3HON aKTUBHOCTHIO. B CBSA3M € 3THM,
MOJTy4Ye€HUE HOBBIX MPOU3BOAHBIX U3aTHHOB, H3yUCHHE MX CBOWCTB, UCIIOJb-
30BaHUE B KAYECTBE CTPOUTEIBbHBIX OJOKOB JUIsl CHHTE3a APYTUX IeTEPOLUK-
JIMYECKUX CTPYKTYD SIBIISIETCS] aKTyaJIbHOW U MIEPCIIEKTUBHOM 3anayeit [1,2].

VY4uuThIBask BBIIICU3IIOKEHHOE, a TAKXKE C LEJNbI0 PACIINPEHUS aCCOPTH-
MEeHTa OMOJIOrMYECKM aKTUBHBIX COelMHEHUl Ha Oaze u3atuHa [3], Obuia
n3ydeHa peaknus N-mpomaprumms3atiHa ¢ OCH3WIA3WIAMH B YCIOBHUSAX
CuAAC (xartanm3upyemMon MeAbi0 a3uI-aIKHHHOTO ITUKJIOMPHUCOESTHHEHUE)
KJIMK PEaKIuu.
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Peaxiuio mpoBoguin B atMocdepe a3zoTa MO paHee HaMH ONUCAHHON
metoauke [4,5].

[TokazaHo, 4TO B pe3yJabTaTe PEeaklM{ C XOPOIIMMH BBIXOJAMHU IOJY-
YarTCs COOTBETCTBYIOMIKE 1,2,3-TpHa3zonumiu3atubl 3a-d.

1,2,3-tpurazonuim3atudbl 3a-d panee ObuM omucaHbl B paborax [6-10],
TJIe 9TH BEILECTBA UCIIOIB30BAIMCH KaK CHHTOHBI JJIsl CHHTE3a OMOaKTHBHBIX
BEILECTB, OJIHAKO, TeMIepaTypbl IuiaBieHus 1,2,3-Tpua3zoauin3aTuHoB 3a-
d, omucaHHBIX B JUTEpPAType, OTIMYAIOTCS OT MONTYyYCHHBIX HAMH, YTO, T10-
BUJMMOMY, MOKHO OOBSICHUTh YUCTOTOH MOJTyYEHHBIX BelecTs (Tabum. 1).

Tabauna 1
JlurepaTypHsble qaHHble T.101., °C
coen. # | t.m., °C
[6] [7] [8] ] [10]
3a 145-146 - 187.2- 173-174 134-136 139-141
138.8
3b 143-144 100 - - - -
3c 148-149 136-138 - - - -
3d 212-213 206-208 - - - -

Ha 6a3e nmoxyuenssix 1,2,3-Tprazonon3aTnHoB 3a-0 OBLTH CHHTE3UPO-

BaHBl COOTBETCTBYIOIIME THOCEMHKapOa30HbI 4a-d, KOTOpbIE MOTYT SIB-
JSATbCS XOPOLUIMMU CUHTOHAMU JJIsl IOCTPOEHHUE HOBBIX IE€TEPOLMKINYECKUX
CUCTEM.

CrpoeHne cHHTE3MpOBAaHHBIX coerauHeHni 3a-d m 4a-d ycraHOBIICHO
meroom SIMP *H u °C CIIEKTPAJIbHOIO aHAJIN3A.
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IKCIepUMEHTAJIbHAA YACTh

Criextpst SIMP *H u **C nomyuens va crekrpomerpe Varian “Mercury-
300” [300 (*H) u 75 (**C)] MI'y, DMSO:CCl; — 1:3 mpu 30 . Temme-
paTypsl TUIaBIeHUS onpeersiiack Ha mpudope SMP-10.

CoenunreHns 1 u 2 CHHTE3UpPOBaHBI IO METOIMKAM, OIMMCAHHBIX B pado-
Tax [4,5] COOTBETCTBEHHO.

Oommii  cmocod mnouayvenuss 1-((1-6ensmin-1H-1,2,3-Tpuazon-4-
wi)MeTui)uHaoauH-2,3-mmonoB (3a-d). Cmech 925 me (5 mmons) N-
npornaprumsaruda, 95 me (0.5 mmons) Cul, 550 me (5.5 mmons) Tpustu-
naMuHa U 5.5 Mmonss cooTBeTCTBYyOIIEro OeH3wiazuaa B 14 mi aneToHuT-
puia MepeMeNBalT B TeueHue 5 u, npu Temreparype 65 C B HHEPTHOI
atMocepe. Ilocie oxmnaxnenus Kk cMecu 100aBisioT 1 M pacTBop coisiHON
kucnotel, 10 pH 3-4. [IpoayKT 3KCTparupyrT AUXIOPMETAHOM, SKCTPAKT
cymar 0/B cynbhaToM HATpUsl. PACTBOPUTENb YAAISIOT MPH MOHUIKCHHOM
JIaBJICHUH, OCTATOK MEPEKPHCTAILIM30BBIBAIOT M3 CMECH 3TAHOJ : alleTOH —
10: 1.

1-((1-6en3ma-1H-1,2,3-Tpua3on-4-uwi)MeTHI ) HHAOTUH-2,3- THOH
(3a). Beixon 56%, 1. mn. 145-146°C. Cnektp SAMP 'H (8, m.a., T'm): 8.09
(1H, ¢, =CH-N), 7.58 (IHapow, T, J = 7.7), 7.51 (IHapom, &, J = 7.3), 7.36 —
7.24 (5Hapon, M, Ph), 7.19 (1Hgpom, &, J = 7.9), 7.09 (IHapou, T, J = 7.6), 5.51
(2H, ¢, NCH,Ph), 4.94 (2H, ¢, CH,NC=0). Cniextp IMP *C, &, m.1.: 182.3
(C=0), 157.0 (N-C=0), 149.9 (N-C=CH, B uzatune), 137.5, 135.2, 128.2,
127.6, 123.9, 123.3, 122.7, 117.2, 110.9, 52.9 (N-CH,-Ph), 34.8 (CH:N-
C=0). Haiineno,%: C 68.18; H 4.26; N 17.79. C1gH14N40,. Beruucneno,%:
C 67.92; H 4.43; N 17.60.

1-((1-(2-xa0p6ensmn)-1H-1,2,3-Tpua3on-4-uia)MeTHI) HHAOJTMH-2,3-
muon (3b). Beixox 65%, T. mr. 143-144°C. Cnextp IMP *H (5, m.1., T'n):
8.13 (1H, ¢, =CH-N), 7.57 (1H.pom, T, J = 7.3), 7.51 (1H,pom, &, J = 6.8), 7.40
(IHapows 1m, J = 7.5, 1.6), 7.36 — 7.22 (2Hapons M), 7.18 (1Hgpou, 1, I =7.7),
7.14 — 7.05 (2Hapom, M), 5.63 (2H, ¢, 2-CICsH4CH,N), 4.96 (2H, ¢, CH>-N-
C=0). Cnektp SIMP 3C, §, m.1.: 181.7(C=0), 156.4 (N-C=0), 149.3 (N-
C=CH, B m3atune), 136.9, 132.0, 131.9, 129.2, 128.8, 128.5, 126.4, 123.4,
122.2, 116.6, 110.4, 50.0 (2-CICsH,CH;N), 34.3 (CH,;N-C=0). Haiineno,%:
C 61.41; H 3.55; N 16.06. C13H3CIN4O,. Brruncneno,%: C 61.28; H 3.71;
N 15.88.

1-((1-(3-xaop6en3unn)-1H-1,2,3-Tpua3on-4-nia)MeTHI) HHA0JHH-2,3-
auoH (3¢). Beixox 82%, 1. . 148-149°C. Cnektp SAMP H (6, m.a., T'm):
8.18 (1H, ¢, =CH-N), 7.58 (1H,pow, T, J = 7.8, 1.1, B m3atune), 7.51 (LHapo,
an, J =7.4,1.2, B msatune), 7.38 — 7.15 (SHapoum, M), 7.09 (1Hapou, T, J = 7.5,
B u3atuue), 5.52 (2H, ¢, 3-CIC¢H,CH,N), 4.95 (2H, ¢, CH,N-C=0). Cnektp
AMP BC, §, m.a.: 182.1 (C=0), 156.8 (N-C=0), 149.6 (N-C=CH, B
usatune), 137.2, 137.1, 133.2, 129.5, 127.4, 125.8, 123.7, 122.5, 116.9,
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110.6, 51.9 (3-CICsH,CH;N), 34.5(CH;N-C=0). Haiineno,%: C 61.07; H
3.92; N 16.03. C15H13CIN4O;. Boruncineno,%: C 61.28; H 3.71; N 15.88
1-((1-(4-xaop6ensunn)-1H-1,2,3-Tpua3on-4-nia)MeTHI) HHA0JMH-2,3-
muon (3d). Beixon 76%, 1. mn. 212-213°C. Cnextp SIMP 'H (3, m.x., I'n):
8.13 (1H, ¢, =CH-N), 7.58 (1Hqpow, T, J = 7.8, 1.4, B m3atune), 7.51 (1Hapom,
an, J=7.5, 1.0, B m3atune), 7.31 (4Hapou, ¢, 4-ClCsHs), 7.20 (IHapon, I, J =
8.0, B m3arune), 7.09 (1Hupon, a1, J = 7.5, 0.7, B m3atune), 5.51 (2H, c,
4-CICgH,4CH,N), 4.94 (2H, ¢, CH,N-C=0). Criextp SIMP *3C, 8, m.11.: 182.5
(C=0), 157.2 (N-C=0), 149.9 (N-C=CH, B mzatmne), 141.3, 137.6, 134.2,
133.1, 129.5, 128.3, 124.1, 1235, 1229, 117.3, 110.9, 52.0 (4-
CICsH4CH:N), 34.8 (CH,;N-C=0). Haiineno,%: C 61.09; H 3.90; N 16.01.
C1gH13CIN4Os. Brruncaeno,%: C 61.28; H 3.71; N 15.88
O6mmwmit  coco6 moaydenus  2-(1-((1-6enswmi-1H-1,2,3-tpuazon-4-
WJT)METHI )-2-OKCOUHIO0JTMH-3-WIHICH )TUIpa3uH-1-kapbotnoamuos (4a-d).
Cmech 1 mmons cooTBeTcTBYyMOMIEro TpuaszosomsaruHa 3a-d, 9.1 me (1
mmons) Tnocemukap6asunga u 0.1 mr ykeycHo#t kucnoTsl B 10 mz dTaHone
repeMennBaroT B TeueHue 45 mun, npu temmneparype kunenus. [locne ox-
JaXIeHUsT 00pa30BaBLIMECS KPUCTAIUIBI OT(WIBTPOBBIBAIOT, MPOMBIBAIOT
STaHOJIOM U CyIIaT.
2-(1-((1-6en3mna-1H-1,2,3-Tpua3oi-4-ua)MeTH.I)-2-0KCOMHT0THH-3-
WIuieH)ruapasun-1-kapéornoamun (4a). Beixox 91%, 1. mi. 268°C (c
pasn.). Coexrp SIMP *H (8, m.a., 'm): 12.40 (1H, ¢, =NNH), 8.90 (1H?, ¢,
S=C-NH,), 8.33 (1H", ¢, S=C-NH,), 8.07 (1H, ¢, =CH-N), 7.71 — 7.63
(IHapors M), 7.41 — 7.23 (6Hapows M), 7.19 (1Hgpom, &, J = 7.9), 7.07 (LHapom,
™o, J = 7.5, 0.6), 5.50 (2H, c, CH,Ph), 5.00 (2H, ¢, O=C-NCHy,). Cnektp
AMP BC, &, m.zi.: 178.6 (C=S), 160.0 (N-C=0), 142.0, 141.2, 135.2, 130.3,
130.0, 128.2, 127.6, 127.6, 123.2, 122.4, 120.4, 119.3, 109.9, 52.8 (N-CH,-
Ph), 34.3 (CH;N-C=0). Haiineno,%: C 58.15; H 4.51; N 25.24.
C19H17N7OS. Brrancneno,%: C 58.30; H 4.38; N 25.05.
2-(1-((1-(2-x10p6en3mn)-1H-1,2,3-Tpuazon-4-un)mMeTna)-2-
OKCOMH/I0JIMH-3-WInieH)ruapa3un-1-kapoornoamuna (4b). Beixon 87%,
T. r. 238-240°C (c pasn.). Crextp SIMP *H (8, m.x., I'm): 12.40 (1H, c,
=NNH), 8.91 (1H? ¢, S=C-NH,), 8.34 (1H", ¢, S=C-NH,), 8.06 (1H, c,
=CH-N), 7.69 (1Hapom, o, J = 7.3), 7.41 (1H.pou, am, J = 7.5, 1.7), 7.38 — 7.23
(BHapons M), 7.19 (1Hapow, I, J = 7.8), 7.14 — 7.03 (2Hqpom, M), 5.63 (2H, c,2-
CICsH4CH,N), 5.03 (2H, ¢, CH,N-C=0). Cnextp SIMP *3C, 8, m..: 178.5
(C=S), 160.0 (C=0), 141.9, 132.7, 132.5, 130.3, 130.1, 129.7, 129.3, 129.0,
127.0, 123.7, 123.7, 122.4, 120.4, 119.2, 109.9, 50.4 (2-CIC¢H,CH2N), 34.3
(CH;N-C=0). Haiineno,%: C 53.46; H 3.89; N 22.91. Cy9H316CIN;OS.
Breruncieno,%: C 53.58; H 3.79; N 23.02.
2-(1-((1-(3-x10p6en3un)-1H-1,2,3-Tpuazon-4-wia)MeTna)-2-0KCOMH-
A0JMH-3-WiauAeH)ruapasun-1-kapéornoamun (4¢). Brixog 77%, T. 1L
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240-242°C (c pasn.). Crektp SIMP *H (8, m.z., T'w): 12.40 (1H, ¢, =N-NH),
8.91 (1H? ¢, S=C-NH,), 8.34 (1H", ¢, S=C-NH,), 8.15 (1H, ¢, =CH-N), 7.68
(IHapow, I, I = 7.4), 7.39 — 7.15 (6Hapom, M), 7.07 (1Hapon, T, J = 7.6, 0.6),
5.51 (2H, ¢,3-CICsH4CH,N), 5.01 (2H, ¢, CH,N-C=0). Criextp SIMP 3C, §,
m.a.: 178.6 (C=S), 160.0 (C=0), 141.9, 141.3, 137.5, 133.5, 130.3, 130.0,
129.7, 127.8, 127.7, 126.1, 123.5, 122.4, 120.4, 119.2, 109.8, 52.0 (3-
CICsH,CH,N), 34.3 (CH,N-C=0). Haiineno,%: C 53.41; H 3.95; N 23.19.
C19H16CIN7OS. Boruuciieno,%: C 53.58; H 3.79; N 23.02.

2-(1-((1-(4-xn10op6en3un)-1H-1,2,3-Tpuazon-4-wi)MeTHI)-2-0KCOMH-
M0JUH-3-UIuAeH)ruapa3un-1-kapootuoamun (4d). Bexox 82%, 1. 1.
219-220°C (c pasn.). Crektp SIMP *H (8, .., T'm): 12.40 (1H, ¢, =N-NH),
8.91 (1H?, ¢, S=C-NH,), 8.35 (1H", ¢, S=C-NH,), 8.11 (1H, ¢, =CH-N), 7.68
(IHapos 1, J = 7.3 HZz), 7.42 — 7.25 (SHapom, M), 7.19 (IHqpow, &, J = 7.9),
7.07 (1Hapow> T, I =7.5), 5.50 (2H, ¢, 4-CICsH4CH:N), 5.00 (2H, ¢, CHoN-
C=0). Crextp SIMP C, §, m.i1.: 178.6 (C=S), 160.0 (C=0), 141.9, 141.3,
134.0, 133.2, 130.3, 130.0, 129.5, 128.2, 123.3, 122.4, 120.5, 119.3, 109.8,
52.0 (4-CICgH4CH;N), 34.3 (CH,N-C=0). Haiineno,%: C 53.58; H 3.79; N
23.02. C19H16CIN;OS. Bruucneno,%: C 53.45; H 3.91; N 23.21.

1,2.3-SrpULALUBPL ONUY NULNRLUGN] PRUSPULD
U1 UOUUSSULVESP UPULPGTL

U. U. QULUS3UL, S. 2. 6ULBUL, S. 9. 112PY3UL

N-wpnwywpghihqunhth b pkughjughnibph hnuwqnbgnipniihg CuAAC
pithp nbwlghwih wwydwbubpnud uhtpbkqb] Bu pupdp Eptpnd hwdwyw-
nwupwt 1,2,3-nphwgninhquunhith wdwugyuubp: dhpohtuubphu hhdw Jpu
unwgyl) Bt hwdwywwnwupw phnubkdhjuppuqniinkp, npnup Jupnn Eu quy
Ewiyniptp puntw) tnp hbwnbkpnghlyh hwdwlupgbph jupnigdwi hwdwnp:

SYNTHESIS OF NEW DERIVATIVES OF ISATIN CONTAINIG
1,2,3-TRIAZOLE RING

A.S. GALSTYAN, T. H. YEGANYAN and T. V. GHOCHIKYAN

Yerevan State University
A. Manoukyan Str., Yerevan, 0025, Armenia
E-mail: a_galstyan@ysu.am

The reaction of N-propargyl isatin with benzyl azides under CUAAC click reaction
conditions yielded the corresponding 1,2,3-triazoloisatines in good yields. The
synthesized 1,2,3-triazolylisatins were previously described in the literature, where
these substances were used as synthons for the synthesis of bioactive substances;
however, the melting points of 1,2,3-triazolylisatins described in the literature differ
from those obtained by us, which apparently can be explained by the purity of the
obtained substances. On the basis of the latter, the corresponding thiosemicarbazones
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have been obtained, which can be good synthons for the construction of new hete-
rocyclic systems.
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