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XNUMMHUA
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Cunre3upoBaHa cepus |[1,2,4]Tpuazonol4,3-c]XxMHa30IMHOB, COlIepXallliX B MOJOXEeHUU 5 n-6pomde-
HWIBHBIA JIU0O 5-OpoMTHOdeH-2-UIbHbINA (hparMeHThl, IIyTeM LMKIOKOHIAEHCAIIMU COOTBETCTBYIOIINX
4-TMIPa3sMHOXUHA30JMHOB C OpTO3(hUpaMU B KUTIISIIIEM 3TaHOJIE MU YKCYCcHOI kuciote. [TomyyeHHbIe
TPULIMKIINYECKHUE MPOU3BOMHBIE TPEACTABISIOT COOOM LIEeHHBbIE MHTEpMeauaThl sl nusaiiHa diyopo-
GopoB 1 OMoNIOrMYecKy aKTUBHEIX BetllecTB. [IponeMoHCcTprpoBaHa BO3MOXKXHOCTh MOIU(pUKau S-(4-6pom-

¢eHWIT)TPOU3BOAHBIX MO PEaKIIMU KPOCC-COYETaHUSI.

Knroueesvie crosa: [1,2,4]tpuaszono|4,3-c]XxUHa30JMH, XUHA30JIUH-4-0H, 4-TUIPa3UHOXWHA30JIMH, OPTO-

a3dupsl, TMKIOKOHAEHCALINSI, KpOCC-COYEeTaHNe
DOI: 10.31857/52686953522600258

BBEIAEHME

[1,2,4] Tpnazono[4,3-c]xnHa30JIMHOBBIN MOJIEKY-
JIIpHBIA KapKac K HacTOSIIEeMy BPEMEHHU 3apeKo-
MEHJIOBaJl cebsl MepCNeKTUBHBIM [IJIsl IM3aiiHa Mpo-
TMBOOITYXOJIEBBIX W aHTHUArperaHTHbIX cpeacTB. B
JIuTepaType UMEIOTCS JaHHbIE O NEHCTBUU S-apu-
aMUHO- U 5-OKCO-IIPOM3BOJHBLIX B KauyecTBE MpO-
Hukatonux uHtepkaiasatopos JIHK [1—4], a Takke
5-apuIrnpou3BOIHBIX KaK CEJEKTUBHBIX aHTAaroHM-
CTOB aIECHO3UHOBOTO peLenrtopa A;A [5].

Jist moctpoeHust 3-apuaTpon3BonHbIX [1,2,4]Tpu-
a3050[4,3-c]xuHa301MHa 4acTO MCIOJb3YIOT peak-
LU0 4-THIPa3WHOIIPON3BOTHOTO XMHA30JIMHA C apy-
JATBIETUIOM M TOCIEIYIONTYI0 OKUCIUTENBHYIO ITUK-
J3anuo ruapasoHa [6—8]. CuHTE3 He3aMeIEHHBIX IO
noJioxkeHuto 3 [1,2,4]tpuasono|4,3-c]x1Ha301MHOB, a
TakKe 3-aJKWJI-TIPOM3BOMHBIX TPEACTABIISIET WHTE-
pec IS BApbUPOBAHUSI HE TOJBKO OMOJIOTUYECKOIO
IEeNCTBUS, HO M paCTBOPMMOCTH, IPOCTPAHCTBEHHO-
ro CcTpoeHusl, (GoToPU3NUYECKNX XapaKTePUCTUK.

§ PaGora MpencTaBjieHa B TeMaTUYECKUI BBIMYCK “A30Tcomep-
JKalllMe TeTePOLMKIIbI: CUHTE3, peaklMOHHasi CIIOCOOHOCTb U
npuMeHeHue”.
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Bmecte ¢ TeM, Takue MpPOU3BOAHBIE XUHA30JIMHOB
He OBIIM paHee IOJYyYEeHBI M3 COOTBETCTBYIOIIUX
AJIKWITUAPA30HOB. B psiay NUPUMUIUHOB JIUIIb
s 8-0pom-5-metnii-7-xitop-3-stui| 1,2,4]rpuasoio-
[4,3-clnupuMuaHA YIIOMUHAETCS ITOMOOHBINA ITyTh
aHHEeJIMPOBaHUS STWITpUA30JIbHOTO (hparmeHTa [9].

HuxinokoHaeHcaluss opTo3dupoB anudaTude-
CK1X KapOOHOBBIX KUCJIOT C TUAPa3MHCOACPKAIINMU
NMUPUMHUINHAMU TIPEACTABIISIET COO0I OTHOCTAIMIA-
HBII MOAXO0M K TPUA30JONUPUMUINHAM, 3TOT MpUEeM
TaK:Ke ObLUT YCIIEIITHO IIPUMEHEH IJIsl aHHEeTMPOBaHUSI
TpUa30JIbHOTO (PparMeHTa K nupasoio[4,3-d|nupu-
muauHy [10], mwupaszono|3,4-d|nupumuauny |[11],
[1-3]Tpmnazono[4,5-dlmupumununy [12], nypuny
[13], nTepnauny [14]. Onmcana HUKIIOKOHASHCAIINS
2-MeTui1-, 2-peHwn-, 2-(mupuauH-4-un)-, 2-(2-dy-
pw)-4-ruapa3svHOXWHA30/IMHa [ 15], a Takke 2-aMUHO-
4-rugpasrHOXMHA30MHa [16] ¢ opTOMYypaBbUHBIM
acdupom. B ciydae 2-xmop-4-ruapasvHOXMHA30IMHA
OIIHU aBTOPHI MCITOJIb30BaIN M-TOJIYOJICYIL(MOKICIIOTY
[17], mpyrne He ocymiecTBIsM KaTtanus [1, 18].

HenaBHo ObLT peaqn3oBaH AW3aiiH HOBBIX MyII-
NYJbHBIX (QJIyopo(OpOB — IPOU3BOMHBIX 2-apWJjl/TH-
eHmI-4-1manoxuHazonuHa [19]. B pamkax maHHoro
uccaeaoBaHus pa3paboTaHbl UX CBOeOOpa3HbIe aHa-
JIOTH, B KOTOPBIX aHHEJIWPOBAHHBII TPHA30JBHBIN
IIVKJT YCUJIUBAET DJIEKTPOHOAKIIETITOPHBIE CBOMCTBA
XWHA30JIMHOBOro octoBa. Haiuyue aroma 6poma B
apWJIBHOM/THEHIJILHOM (DparMeHTe B TTOJIOKEHUH S5
OTKPBIBA€T BO3MOXHOCTH JUISI CTPYKTYPHON MOIW-
¢uUKalLMU C LEJbIO CO3IaHUSI HE TOJBKO (hiryopodo-
pPOB, HO M HOBBIX OMOJOTMYECKN AKTHUBHBIX TTPOM3-
BOIHBIX.
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Cxema 1. [TonyuyeHue Mpou3BOAHBIX TpHa30/10[4,3-c|xuHazonnHa 2a—d 1 MPOIYKTOB Kpocc-coueTaHust 3a,b.

OBCYXIEHHWE PE3VIIBTATOB

B nanHoi1 paboTe B peakKIIMy MUKIJIOKOHICHCAIIT
¢ opToadrpaMu B KaueCTBE UCXOTHBIX COeNUHEHUI
ObLIIM MCMOJIb30BaHbl T'MAPa3uHONPOU3BOAHBIE 1a,b
[20], B pe3ynpTaTe 4ero ObLIA TTOTYYECHBI TPUITUKITN -
yeckue TpuazojoxuHaszoauHbl 2a—d. JIas cuHTe3a
OpoMdeHWIbHBIX TTPOU3BOIHBIX 2a,b peareHThl Ku-
ISTWIM B 3TaHOJE B TeyeHUe 4 4, UISI MOJy4eHUs
OpPOMTHEHWJIbHBIX aHajaoroB 2¢,d ONTUMAaJIbHBIM
YCJIOBAEM KOHAEHCALIMKM 0Ka3aJIoch KurrstueHue 1b ¢
opTOo3(UPOM B JIEASHON YKCYCHOM KHCIJIOTE B TeUe-
Hue 3 4.

Y100 MPOJAEMOHCTPUPOBATH BO3MOXHOCTh MO-
mudukanun S-apui/tuenun-[1,2,4]rpuasomno[4,3-c]-
XMHA30JIMHOB 2, peajn30BaHa peaklins Kpocc-code-
TaHUSI Ha OCHOBE 5-(4-OpomdeHIT)-TTPOU3BOIHBIX
2a,b u nuHakosoBoro adupa [4-(9H-kap6azon-9-
1) eHMII|OOPOHOBOM KMCIOTHI, B PE3yJIbTAaTe MOy~
YeHbl coennHeHus 3a,b.

CTpyKTypbl TPUA30JI0XUHA30JIUHOB 2a—d 1 TIpo-
IYKTOB Kpocc-couyeTaHusi 3a,b ycTaHOBJIEHBI Ha OC-
HoBaHuu naHHbIX 'H, BC IAMP 1 macc-crieKTpocKko-
muu. O 3aMBIKAaHMM TPUA30JIbHOIO LKA CBUIE-
TEJILCTBYET OTCYTCTBHE YIIMPEHHBIX CHUHIJIETOB
MpOTOHOB (pparmMeHTa ruapasuHa (rpymmn NH B o6a-
ctra 9.6—9.7 M. 1. u NH, iput 4.8—4.9 m. 11.). B crrek-
tpax 'H SAMP TpuUMKIMYECKUX COEIUHEHM 2a,c
curHaj npotoHa H-3 Tpra3opHOro IMKIiIa IIPOSIBIISI-
ercs npu 8.62 u 8.71 M. 1. cooTBeTCTBEHHO. B Macc-
CHeKTpaxX TPUA30JOXUHAZ0JIMHOB 2 HabogaeTcs
KapTUHA M30TOITHOTO pacCIIpeaesIeHIs ITMKOB, COOT-
BETCTBYIOIIAsl HAJIMYMIO OMHOTO aToMa Opoma B CO-
CTaBe MOJIEKYJIbl, IPUYEM B OOJIBIIIMHCTBE CIy4yaeB
100%-10 MHTEHCUBHOCTh IEMOHCTPHUPYET MUK MOHA
[M +2]".

OKCITEPUMEHTAJIbBHAA YACTDb

Cnextpsl 'H u BC IMP perucrpuposaiu B pac-
tBope DMSO-d,; Ha cniekTpomerpe Bruker Avance-
400 u Bruker Avance-600 cooTBETCTBEHHO. XUMUYE-
CKH€ CIBUTH BOIOPOAA U YIJIEpoia U3MEPEHBI OTHO-
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CUTEJIBbHO TOJIOXKEHUSI CUTHAJIOB aTOMOB BOJIOpPOJa
(6 =2.50Mm. n.) myrnepona (6 = 39.52 M. 11.) B cIleKTpe
DMSO-d,. Macc-cniekTpbl pEerucTpUpoBaii  Ha
cniektpomerpe SHIMADZU GCMS-QP2010 Ultra ¢
a71eKTpoHHOI noHu3zaiueit (El) o6pasiia. DneMeHTHbI
aHaM3 BbITOTHEH Ha Tipuoope Perkin—Elmer 2400
Series II CHN analyzer. TemnepaTypbl MaBIeHUS
omnpeeneHEl Ha Ipubope Boetius melting point appa-
ratus.

Obwas memoduka cunmesa 5-(4-6pomgpenun)-3a-
mewennwlx [1,2,4]mpuaszonof4,3-c[xunazoaunos 2a.b.
K 1.27 MMOJb COOTBETCTBYIOIIIETO TUIPA3UMHOXUHA-
zojuHa la,b [20] B 25 M 3TaHona mnoOaBisSIiIn
5.1 MMOJIb COOTBETCTBYIOIIIETO opToadupa. Peakiiy-
OHHYIO MacCy KMITSITWIY 4 4 U OXJIAXIIU 10 KOM-
HaTHOM TeMmepaTyphbl. B ciygae cuHTe3a 2a BBITIaB-
M ocamoK OexXXeBOro 1LBeTa OT(PUIbTPOBHIBAIN U
MePEeKPUCTALTU30BBIBAIN U3 TUMETUIICYIb(POKCHUIA.
I1pu monmydyennu 2b pacTBOp MPOIYKTa OTPUIBTPO-
BBIBAJIM OT Ocaaka, (pUIbTpaT yrnmapuBaJiu, OCTaTOK
IIPOMEBIBAJIM CMEChIO TekcaH : ataHou (10 : 1) u mpo-
IYKT OEeXeBOTO 1IBETa NMEePEeKPUCTAUIM30BbIBAIN U3
aleTOHUTpUIIA.

5-(4-bpomepenun)-[ 1,2,4]mpuaszonof4,3-c[xunazo-
aun 2a. Boixon 0.273 1 (66%), T,, = 186—188°C.
'"H AMP (IMCO-d, 6, m. 1., J, Tix): 7.79—7.84 (M, 3 H,
H-3', H-5', CH¥") 793—-797 (M, 1 H, CH¥™a3),
8.11-8.13 (m, 1 H, CH¥™23) ' 8.54—8.56 (M, 3 H, H-2',
H-6', CH¥"3) 862 (¢, 1 H, H-3). Macc-cmiexrp,
m/z (1, , %): 326 [M + 2]* (100), 325 [M + 1]* (48),
298 [M—N, + 2]* (17), 217 [M—N,—Br]|* (49). Haii-
neHo, %: C, 55.57; H, 2.95; N, 17.12. BeruucneHo mist
CsHyBrN,, %: C, 55.41; H, 2.79; N, 17.23.

5-(4-bpomgbenun)-3-amun-[ 1,2,4]mpuazonof4,3-cj-
xunazoaun 2b. Beixon 0.273 r (61%), T,, = 168—
170°C. 'H AMP (AMCO-d, o, m. 1., J, I'x): 1.40 (T,
3 H, CH,, J 7.3 T), 2.98 (xB, 2 H, CH,, J 7.3 T),
7.81-7.84 (m, 1 H, CH*"3) ' 7.87—-7.89 (m, 2 H, H-3',
H-5", 7.94-7.98 (m, 1 H, CH¥") 8.11-8.13 (M,
1 H, CH¥™3) ' 8.45—8.48 (M, 3 H, CH™"* H-2', H-6").
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Macc-cnektp, m/z (I, , %): 354 [M + 2]* (68), 353
[M + 11* (47), 352 [M]* (70), 339 [M—CH; + 2]*
(14), 299 [M—C,H—N, + 2]* (12), 102 (100). Haiizme-
Ho, %: C, 57.96; H, 3.86; N, 15.73. BeruuciaeHo s
C,,H;;BrN,, %: C, 57.81; H, 3.71; N, 15.86.

Obwas memooduxka cunmesa S-(5-6pommuoghen-2-
un)-zamewenuvix [ 1,2,4Jmpuazonof4,3-c [xunazonunos
2¢,d. K 1.25 MMOJIb COOTBETCTBYIOIIIETO THUAPA3ZUHOXU-
HasonmHa la,b B 2.5 M1 JlemsTHOI YKCYCHOM KHCITOTHI
JT00aBIIsI 2.53 MMOJIb COOTBETCTBYIOIIIETO OPTO3(hU-
pa. PeaklImOHHYIO MacCy KUITSITUIN 3 U U OXJIaXK a1
0 KOMHATHOM TeMIlepaTyphl. B cirydae cuHTe3a 2¢
BBITIABIIMI OCAIOK 6eKeBOTO IIBETa OTMUIBLTPOBHI-
BaJIv, MIPOMBIBAJIU BOAOI U MEePEeKPUCTATIN30BbIBA-
o U3 3TaHoja. [1pu moryaernu 2d pacTBOp MpomyK-
Ta OT(MIBTPOBBIBAIIN OT OCanKa, (GUIBTPAT yImapuBa-
JI, OCTaTOK TIPOMBIBAJIM BOMOM U MPOIYKT OEXKESBOTO
[BETAa TIePEKPHCTAIITN30BBIBAIIA U3 STAHOJIA.

5-(5-bpommuogpen-2-un)-[1,2,4]mpuazonof4,3-c|-
xunazoaun 2c. Beixom 0.338 r (82%), T, = 156—
158°C. 'H AIMP (AMCO-d,, 6, m. a., J, Tn): 7.42 (u,
1 H, H-4', J 4.2 T), 7.77-7.81 (M, 1 H, CHX"ma3),
7.92—7.95 (m, 1 H, CH¥"a3)  8.03—8.05 (M, 1 H,
CHxma3) 8 48—8.50 (m, 1 H, CH¥™a3) 8,61 (m, 1 H,
H-3',J4.2Tu), 8.71 (¢, 1 H, H-3). BC AMP (IMCO-d,
6, M. 1m.): 116.7,120.2, 123.3, 127.9, 128.6, 132.0, 132.6,
134.4, 135.4, 139.8, 142.1, 151.0, 153.9. Macc-cnekTp,
m/z (I, , %): 332 [M + 2]* (100), 331 [M + 1]* (26),
330 [M]* (91), 251 [M—Br]" (65). Haiineno, %: C,
47.29; H, 2.24; N, 16.81. Beramncierno mist C;H,BrN,S,
%: C, 47.14; H, 2.13; N, 16.92.

5-(5-bpommuodgpen-2-un)-3-smun-[1,2,4]mpuaso-
a0f4,3-c[xunazonrun 2d. Beixon 0.354 v (79%), T, =
= 135—137°C. 'H AMP (AMCO-dq, o, M. 1., J, T):
1.44 (1, 3 H, CH,, J 7.4 T), 3.02 (xB, 2 H, CH,,
J7.4Tn),7.51 (u, 1 H, H-4', J 4.2 Ttn), 7.77-7.79 (M,
1 H, CH*"a3) 7.91-7.93 (M, 1 H, CH*")  8.00—
8.02 (M, 1 H, CH"a3) 8.41—-8.43 (M, 1 H, CH*"Has)
8.55 (n, 1 H, H-3', /4.2 Tn). *C AMP (IMCO-dq, 9,
M. 1.): 11.9, 21.6, 116.2, 119.9, 123.1, 127.7, 128.1, 131.7,
132.2, 134.1, 135.4, 139.4, 142.0, 151.3, 167.8. Macc-
cnekTp, m/z (I, , %): 360 [M + 2]+ (100), 359 [M + 1]+
(60), 358 [M]* (99), 279 [M—Br]* (25). Haiineno, %: C,
50.26; H, 3.21; N, 15.47. Berancneno msa CsH, BrN,S,
%: C, 50.15; H, 3.09; N, 15.60.

Obwas memoduxa cunmesa 5-[4'-(9H-kapbazon-9-
un)-(1,1'-6ugpenun)-4-unj-3amewennvix [1,2,4Jmpu-
azonof4,3-c [xunazoaunos 3a,b. CycrieH3uI0 COOTBET-
CTBYIONIETO TpHAa30J10X1Ha3011MHa 2a,b (0.28 MMoib) B
ToJiyose (4.2 MJT) TiepeMeliuBaiy Mpu KOMHATHOM
TeMIlepaType B Te4eHWEe 5 MUH, 3aTeM M00aBIIsIIN
MAHaKoJOBbIN  3up  [4-(9H-kapbazon-9-un)de-
HW1]|60poHoBoit KucaoThl (0.30 mmone), PACL,(PPh;),
(0.028 mMomb), PPh; (0.056 MMoite), pactBop K,CO,
(0.26 ) B Bome (1.6 mu) m EtOH (4.2 mi1). CMmech BBI-
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nepxuBanu 1pu 85°C B TeueHue 18 4 B atmocdepe
aproHa 1 oxJjaxjaajaud J10 KOMHATHOI TeMIlepaTyphl.
BreimaBmmii ocamok ceporo 1BeTa OT(UILTPOBHIBA-
JIV, TIPOMBIBAJIA TEKCAHOM.

5-(4'-(9H-xapbaszon-9-un)-[ 1, 1'-6ugpenun[-4-un)-
[ 1,2,4]mpuaszonof4,3-c[xunazosun 3a. Beixon 0.101
(67%), T,, = 257—259°C. 'H AMP (AMCO-d, 9,
M. 1., J, T): 7.27—7.31 (M, 2 H, 2CH*aP0%3) 7. 4] -7 .45
(M, 2 H, 2CH®@P%3) = 749751 (m, 2 H), 7.76—7.78
(M, 2 H), 7.83—7.85 (m, 1 H, CHX™"3%) 7.96—7.98 (M,
1 H, CH¥™3) 8.03—8.05 (M, 2 H), 8.08—8.10 (M,
2 H), 8.14—8.17 (m, 1 H, CH*"*)  8.19—8.21 (M, 2 H),
8.53—8.55 (M, 1 H, CH™") 8.68 (c, 1 H, H-3),
8.76—8.78 (M, 2 H). BC AMP (JIMCO-d;, 8, M. 1.):
109.5, 116.9, 119.9, 120.2, 122.7, 123.0, 126.0, 126.3,
126.9, 128.2, 128.4, 128.5, 130.4, 130.7, 132.2, 136.8,
137.9, 140.0, 141.9, 142.1, 145.4, 151.2, 153.4. Macc-
criektp, m/z (I, , %): 488 [M + 1] (37), 487 [M]*
(100). Haiineno, %: C, 81.50; H, 4.45; N, 14.28. BbI-
gyucneno miss Cy3H,Ng, %: C, 81.29; H, 4.34;
N, 14.36.

5-[4'-(9H -kapbazon-9-un)-(1, 1'-6ugenun)-4-unj-
3-amun-[1,2,4]mpuazonof4,3-c[xunazosun 3b. Boixon
0.071 1 (49%), T,,, = 286—288°C. 'H AMP (AMCO-d,
6, m. 1., J, T): 1.49 (1, 3 H, CH5, J 7.6 Tx), 3.03 (xB,
2 H, CH,, J 7.6 Tu), 7.27—7.31 (M, 2 H, 2CHx*ap%a3)
7.41-7.45 (m, 2 H, 2CH®@%3) 7 50—7.52 (M, 2 H),
7.76—7.80 (M, 3 H, CHX™a3 2CH?°M), 7.91—-7.93 (M,
1 H, CH¥ma3) '8.00—8.02 (M, 2 H), 8.06—8.12 (M, 3 H,
CHxmas. - 2CH®oM), 8.18—8.20 (M, 2 H), 8.48—8.50
(M, 1 H, CH¥"a3) /8. 77—8.79 (M, 2 H). Macc-cniekTp,
m/z7 (I, %): 516 [M + 1]7 (40), 515 [M]* (100).
Haiineno, %: C, 81.29; H, 4.47; N, 13.50. BeruucieHo
st CysH,sNs, %: C, 81.53; H, 4.89; N, 13.58.

3AKJIIOYEHHME

Takum o6pazom, HaMu pa3paboTaH MaJIOCTAIHNM -
HBIIA MeToH, MOJy4eHUs S-apuI(TUEeHWII)-3aMelleH-
HbIX [1,2,4]Tprazono|4,3-c]xnHa30JIMHOB, OCHOBaH-
HBI Ha MCITOJIb30BAHUM IOCTYITHBIX peareHToB. Ha-
Juyue atomMa OpoMa B apUJIbHOM(TUEHWIBHOM)
¢dparmeHTe coenrHeHui 2a—d OTKpbIBAET LIMPOKUE
BO3MOXHOCTH [JIsI XHMMYECKOW MoauduKamuu
CTPYKTYPBI C MCMOJIb30BaHUEM peaKIIMil Kpocc-Cco-
yeTaHUsI, YTO BaXKHO IUISI pallMOHAJILHOIO Iu3aiiHa
OMOJIOTMYECKN aKTUBHBIX COCTUHEHUIN M (PIyopo-

¢dopos..

BJIIATOJAPHOCTHU

ABTOpBI BBIpaXaloT 0JarogapHOCTb COTPYOIHUKAM U
3aBenyolieMy Jaboparopueit KOMITJIEKCHBIX HCCienoBa-
HUU U IKCIIEPTHOM OLIEHKM OPraHUYeCKMX MaTepuajioB
LleHTpa KomeKTuBHOTO Toib3oBaHus Yp®Y O.C. EnblioBy
3a IPOBelIeHNE CITEKTPATbHBIX UCCIICTOBAHUIA.
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NCTOYHUK OMHAHCUPOBAHU A

PaGora BrinosiHeHa npu prHaHCOBOI oaaepkke Mu-
HUCTEPCTBAa HayKHU U BbICIlIeTo oopa3zoBaHusi Poccuiickoit
Denepanun  (rocysapctBeHHbIi KoHTpakT Ne FEUZ-
2020-0058 (H687/42b.223/20)).

COBJIIOJEHUE CTAHIOIAPTOB
PABOTHI C 2KWBOTHBIMUA

Hacrostimast ctatest He COIOCPXKUT OIMMCAHUA BBIITOJI-
HCHHBLBIX aBTOpaMMn MCCJIEIOBAaHUI C ydyaCTuem Joaeu uin
HMCHOJIb30BaHNEM XHUBOTHBIX B KAUeCTBE OOBEKTOB.

KOH®JIUKT MHTEPECOB

ABTODBI 3asIBJISIIOT 00 OTCYTCTBUU KOH(MDIMKTA UHTEPE-
COB B (pMHAHCOBOI MM KaKoii-1100 MHOM cdepe.
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SYNTHESIS OF NOVEL DERIVATIVES
OF 5-ARYL/THIENYL-[1,2,4] TRIAZOLO[4,3-c]QUINAZOLINE

E. V. Nosova“~*#, A. E. Kopotilova?, M. D. Likhacheva’, T. N. Moshkina“, and D. S. Kopchuk*?

“Department of Organic and Biomolecular Chemistry, Ural Federal University, 620002 Yekaterinburg, Russian Federation
b Postovsky Institute of Organic Synthesis, Ural Branch of the Russian Academy of Sciences, 620137 Yekaterinburg, Russian Federarion
#E-mail: emilia.nosova@yandex.ru

A series of [1,2,4]triazolo[4,3-c]quinazolines, bearing p-bromophenyl or 5-bromothiophen-2-yl fragment at
position 5, was synthesized by cyclocondensation of the corresponding hydrazinoquinazolines with ortho
esters in ethanol or glacial acidic acid under reflux. Obtained tricyclic derivatives represent valuable interme-
diates for design of fluorophores and biologically active compounds. The possibility of modifying 5-(4-bro-
mophenyl)derivatives by cross-coupling reaction has been demonstrated.

Keywords: [1,2,4]triazolo[4,3-c]quinazoline, quinazolin-4-one, 4-hydrazinoquinazoline, ortho esters, cyclo-

condensation, cross-coupling

JOKJAIBI POCCUMCKOM AKAJTEMUU HAYK. XUMUS, HAVKU O MATEPHAJIAX
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