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T'ETEPOLIMKIIN3ALINN HA OCHOBE 4-TMIPASUHO-6,7-AUTNAPO-5H-

HUKJIOITEHTA[4,5]TUEHO[2,3-DIINPUMUNINHA

TBY3 «YKpauHCKMii XMMHKO-TEXHOJIOTMYECKMii YHUBEPCUTET», T. [Henp
93amopoKCKMil roCyIapcTBEHHbI MeIUIMHCKHIA YHUBEPCHTET, I. 3amopoxKbe

ITpousBoaHBIE TUEHOTTUPUMUAMHOBOTO psiia TIPEACTABISIIOT HAYYHBI M MPaKTUYECKUI
uHTepec Oyarofapsi 6JM30CTH 10 CTPOEHUIO K MPUPOAHBIM COSAMHEHUSIM, Pa3HOIJIaHO-
BOI1 OMOJIOTMYECKON aKTUBHOCTU M BBICOKOIW pEaKIIMOHHOM CITIOCOOHOCTU, KOTOpasi OIl-
penessieT MMpPOKUe CUMHTETUUECKNE BO3MOXHOCTH MOJYyYeHUsT TeTePOLUKINYECKUX CUC-
TeM. B pabote mpencTaBieHbl pe3yJbTaThl B3aMMOACHCTBUS 4-TUAPA3UHO-6,7-ITUTHIPO-
5 H-nuknonenTtal4,5|tneno|2,3-d|mupumuanHa ¢ 37aeKTpoGMIbHBIMUA peareHTamu. [lpu
YCJIOBUM €r0 MCTIOJb30BaHUS B KaUECTBE KIIIOYEBOTO CMHTOHA C BHICOKMMU BBIXOJAMU B
OJIHY CTaW0, BO3MOXHO TOJYYUTh OOJIbIIIOE KOJWYECTBO TETEPOLMKIMYECKUX COEoM-
HEHUIA, I KOTOPbIX TEPCIEKTUBHO MpakTUyecKoe rnpuMeHeHue. Hanmpumep, ycTtaHOB-
JIGHO, YTO B XOJI€ peakiMy C 3TUJINMPYaTOM, C HaTpuil mMeTwi 4-apui-(retepui-)-2,4-
JNIMOKCOOyTaHOATaMM W alleTUJIXJIOPUIOM HaOJI0aeTCsl BHYTPUMOJIEKYJISIpHAST PELIMKITY -
3allMOHHAsT M30MEPU3allisl B COOTBETCTBYIOIIME MPOM3BOIHBIC TpuUa3suHOB [1,6-b]-ce-
pUU 10 MEXaHU3MY aHAJIOTMYHOMY MEXaHU3MY MeperpynnupoBKu Jumpora, HO B OTJIU-
YUM OT KJIACCMYECKMX YCJIOBUI B KUCJOW cpene. B Toxe Bpems mpu B3auMOICHCTBUU
TUIpa3uH TIPOU3BOAHOIO THEHOMUPUMUIMHA C MaJIEMHOBBIM aHTUAPUIOM O0paszyeTcs
[6,1-c]TpuasuH, 6e3 gajibHelIei neperpynnupoBku. B pesyibrate auuaupoBaHus OeH-
30MJIXJIOPUAOM 4-THUapa3suHO-TUeHO[2,3-d|mupuMuIrHA TIOJyYeH TPOAYKT, KOTOPBIi
CONIEPXUT CKOHACHCHUPOBAHHBINM TPUA30JIOBBIN LMK C TUEHOMUPUMUINHOBBIM.

Kmiouessbie cioBa: treHo[2,3-d|mupuMHUANHBI, TeTEPOLIMKIN3ALIMS, MEXaHU3M pPeaKIuu

Humpota, treHo[2',3":4,5|mupumuno[1,6-b][1,2,4]TprasuHel.

BonblIMHCTBO MCCeaoBaHU B 00JaCTU XM-
MMU TeTePOLUKINYECKUX COEAVMHEHUI CBSI3aHO B
JNAaHHOE BpeMs C pa3pabOTKOl HOBBIX MOAXOIOB K
ux cuHresy. [lepcneKTHBHBI B 3TOM HaNpaBieHUU
TUEHOMUPUMUANHDI, MOCKOJbKY CTPYKTYpPHOE pa3-
HOOOpa3ue CoeaMHEeHUIT JaHHOTO KJjlacca IMO3BOJIsI-
€T BOBJIEKATh UX B OOJIbILIOE YMCIO peakiuii [1—4]
M CcOo3[IaBaTh Ha UX OCHOBE DS BbICOKOA(DGhEKTUB-
HbIX U MaJJOTOKCUYHBIX JIEKaPCTBEHHBIX Mpernapa-
TOB ILIIMPOKOIO CIIEKTpa AehcTBUS [5—7].

4-T'uapasnHo-6,7-gurnapo-5 H-1nKioneHTa-
[4,5]Tueno|2,3-d|mupumuaux (1) mpeacraBisieT co-
001 YHUKAJIbHYIO CUCTEMY JUISI CUHTE3a Pa3anyHbIX
MOJIUYHKMOHATBHBIX T€TEPOLIMKIOB B XOJE peak-
LM BHYTPUMOJIEKYISIPHOTO HYKJI€O(DUIBHOTO MpHU-
coenuHeHus. HaMu HaiineHbl yCIOBUS CEIeKTHB-
HOI reTepolMKIN3aLMU coeaHeHus 1 ¢ aaeKTpo-
(uIbHBIMU peareHTamu, Ojarogapsi yeMy CUHTe-
3UPOBAH DS MOTEHLMAIbHO MPAKTUYECKU MOJIE3-
HbBIX T€TEPOLIMKIMYECKUX CUCTEM, KOTOPbIE COeaM-
HSIOT B CTPYKTYpPE MUPA30JIbHBIN, TPUA30JI0BbII WU
TPUA3UHOBBI LIMKJIBI BMECTE C TUEHOMUPUMUIM-

HoBbIM (Cxema 1).

B pesysbraTe B3auMoAeCTBHSI TUIPA3UH IIPO-
M3BOAHOTrO 1 ¢ aleTWIalleTOHOM ITOJYYE€HO IPOU3-
BoAHOe Tupaszona (2). BMecro obpasoBaHUsT OXKU-
JAeMOT'0 IMUPA30JIbHOIO IIUKJIA B XOA€ PeaKIuu CO-
eauHeHust 1 ¢ Hatpuil MeTun 4-apui-(reTepui-)-
2,4-1noKco0yTaHOaTaMU, KUIISTYEHUE MCXOIHBIX
KOMITOHEHTOB B YKCYCHOM KMCJIOTE IPUBOIUT K
00pa30BaHUI0 paHee HEM3BECTHBIX OCH30THUEHO-
[2',3":4,5|mupumuno|1,6-b][1,2,4]rprasuHos (3a—b)
C BBICOKMMM BbIxofgamu. [1oq00HasT IIMKIIOKOHICH-
calus ObUIa M3BECTHAsI TOJIBKO ISl O-THIPa3suHO-
a3uHOB ¢ 2,4-ketornpousBoaHbiMu [8—10]. BaxkHo,
YTO M3-3a IJIOXOM PacCTBOPUMOCTH IIPOAYKTOB 3a-b
CIIEKTPbl CHUMAaJIM B YUCTON TPpUGDTOPYKCYCHOM
kuciaote (TDY), BcaeacTBue 4ero CUrHaja MpoTO-
HoB CH,-rpynmsl He HabJtogaeTcsl U3-3a JACUTepO-
oOMeHa ¢ MOJIEKYJIaMH pacTBOpUTEs. B 1monb3y
00pa30BaHUsI COCAMHEHUI 3a—b yKa3bIBaeT TaKXKe
crenududeckass GpparMeHTalMsT MOJIEKYJIIPHBIX
noHoB B macc-crektpe (FAB). B macc-cnexkrpe
(bparmMeHTalsI MOJIEKYJISIPHOTO MOHA, KAaK U apyJI-
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Cxema 1

reTepUJIKeTOHOB, M3HAYAILHO pealu3yeTcs yepes a-
pa3pbiB allMJIMETWILHOU CBS3U. ¢ OOpa3oBaHUEM
noHoB [M — ArCa»O]*". Ilpu aToM 3apsii B 3aBU-
CUMOCTH OT CTaOWJILHOCTU (PparMeHTapHOro MOHa
JIOKaJM3yeTcsl Ha (pparMeHTe, CoAepKallluM apuilb-
HYIO TPYIIIY WM reTepoluki. BTopoe BaxkHOe Ha-
npapjieHue pparMeHTaluy MOJEKYJISIPHOTO MOHA B
CMEeKTpe, XapaKTepusywollee TPUa3MHOMUPUMUIM-
HbI [11], 310 pa3peiB cBs13u C(2)—C(3) 1 N(4)—N(5)
U obpazoBaHue nuka m/z 217.

OcoOblii MHTEpeC MpeacTaBisieT METO/A aHe-
JupoBaHus [4+2] ruapasuH MPOM3BOAHOIO TUEHO-
MUpUMUAMHA 1 TaKUMM peareHTaMHM KakK STUJIIHN-
pyar, OeH30WIXJIOPUA U XJIOPAHTUIPUI MOHOXJIO-
pykcycHoi kuciotel. [lepBasi craausi peakudu uc-
XOJHOTO coenuHeHus1 1 ¢ aTmanmmpyaroM — oOpa-

3oBaHue ocHoBaHMs Iludda, 3atem ciaemyer LUK-
nu3anus o npoaykra (4) — 3-metun-10,11-gurua-
po-2 H,9 H-uuknonenral4',5'|tueno|2',3'-:4,5 |nupu-
muao[1,6-b][1,2,4|tpnasun-2-ona. I[pu amumnupo-
BaHUM OEH30WIXJOPUIOM coenuHeHus 1 BHauase
BbIIEJEH MPOMEXYTOUHI ruapasun (5), KOTOPhIid B
KUCJION cpenie 00pa3yeT por3BoaHOE TpruaszoJa (6).
OmHOCTanUIHBIM CHUHTE30M M3 TUAPA3UH IMPOU3-
BOAHOIO 1 M XJOpaHTMAPUAA MOHOXJIOPYKCYCHOM
KUCJIOTHI ObUT MOJYYEH LUKIUYeCKUid TpuasuH (7).

Ha cxeme 2 Ha mpuMepe MojsydyeHUsT Tpuazu-
HOB 3a—b mokaszaHa xapakTepHasi 0COOEHHOCTb 00-
pa3oBaHUsI MPOIYKTOB 3a—b, 4, 6, 7. B3aumoneii-
cTBUe cyocTpaTa 1 ¢ 2eKTpodUIbHBIMU peareHTa-
MU peaiM3yeTcsl yepe3 MpOMeKyTOUYHbIE THEHO-
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[2',3"4,5|mupumuno|6,1-c|[1,2,4]Tpnasunsr (A), ¢
MocJenyoleil BHyTPUMOJIEKYISIPHOM pPeLMKIn3a-
LIMOHHOI M30Mepu3allieii B COOTBETCTBYIOLIME
[1,6-b]-cepuy Mo MexaHU3MY aHAJIOTMYHOMY Me-
XaHU3MY MeperpynnupoBku yMMpoTa, HO B KHUC-
Joit cpene. B mosb3y ux oOpa3oBaHUST yKas3bIBaeT
paHee npoBeaeHHbIH PCA momoOGHbBIX cTpyKTyp [12].

Panee namu [13] Ha mpumepe 4-ruapasvHoO-
rekca-[4,5]tueno[2,3-d|nmupumMuanHa moxkasaHa
BO3MOXXHOCTb XMMUUYECKON MOAUMUKALIMU TPOU3-
BOJHBIX TUEHONMMPUMUIMHOB peaklMell ¢ aHTUI-
puIaMu TMKapOOHOBBIX KMUCIOT. ['eTepormkimnza-
LIMST C MaJIEMHOBBIM aHTMIPUAOM BKJIIOYAeT BHaya-
Jie peaklyio aluJIMpoBaHMs, a 3aTeM HYKJIeo(pub-
HOe TpUCcOoeIuHEeHne ¢ obpa3zoBaHueM 2-(3-0Kco-
3,4,9,10,11,12-rekcaruapo-2 H-6eH3o[4',5'|tTueHo-
[2',3":4,5|mupumuno|6,1-c][1,2,4]TprasuH-4-umn)
KUCJOTBI, IS KOTOPOMl AajibHellas mM3omMepusa-
ums B [1,6-b] mpousBogHoe He Habmomatack. Link-
Jm3auus ¢ GpTajieBbiM U SHAMKOBBIM aHTUAPUIAMU
10 NMPUYMHE OTCYTCTBUSI B IPOMEXKYTOUHOM UHTEP-
Meauare akTUBHOWM JBOMHOM CBSI3W BeneT K obpa-
30BaHMIO0 UMUK Tpou3BoaHbIX. CoenrHeHue 1 (cxe-
Ma 3) ¢ MaJIeMHOBBIM aHTUAPUIOM pearupyer aHa-
JIOTMYHBIM 00pa3oM ¢ obpaszoBaHueM [6,1-c| Tpua-
3uHa (9).
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TakuM oOpa3zoM, B paboTe moKazaHbI IIyTU
TpaHcdopManyu 4-ruapasuH-5,6,7,8-runpol1]6eH-
30TUeHO[2,3-d|mupuMuUIMHA B MEPCIEKTUBHBIC
npousBoaHbie 1,2,4-TpUa3snHOB(TPUA30JIOB).

DKcnepumenmanvHaa 4acmo

Crnektpbl AMP 'H 3apeructpupoBaHbl Ha MpU-
o6ope Bruker Avance II 400 (400 MI') B pacTBOpe
AMCO-d,/CCl, unu B pactBope CF;CO,D, BHYyT-
penHuit crangmapt TMC. Crnektpsl FAB 3aperuct-
pupoBaHbl Ha crektpomerpe VG7070. HdecopOuus
MOHOB M3 pacTBopa B Mema-HUTPOOEH3UIOBOM
CIIUPTE OCYLIECTBJEHA MYYKOM aTOMOB aproHa ¢
sHeprueit 8§ koB. DieMeHTHbBII aHaU3 BBIMOJIHEH
Ha ipudope LECO CHNS-900. Temmepatypbl 1iaB-
JIeHUsT ompeaeneHbl Ha mpubdope Tuse. KoHTposb
32 XOIOM peaklMU U YMCTOTON MOJYYEHHBIX CO-
eIMHeHU ocylecTBiaeH MetonoM TCX Ha ruiac-
tuHax Silicagel 60 F,;, (Merck) B cucreme aimoeH-
toB CHCI,"2-PrOH, 10:1.

4-(3,5-/Tlumemua- IH -nupazoa- 1-ua)- 6, 7-ouzuo-
po-SH-uuraonenmaf4,5]muenof2,3-d [nupumuoun (2):

9 MMoJb coeauHeHus 1 ¢ 1 M alleTuiianeTo-
Ha (9 MMoOJIb) KUMATAT 4 4 B 30 MJ1 yKCYCHOM KuC-
Jotel. Ilocne peakuMOHHYIO Maccy BbUIMBAIOT B
Boay. Ocamok OUMIIAIOT KpUCTAUIM3alueil 13 Me-
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ta”Hosna. Beixom 90%. T,, 190—192°C (MeOH).
Cnextp JAMP 'H, o, m. a. (J, T'n): 9,63 (1H, ¢, 2-
CH); 7,07 (1H, ¢, CH-niupason); 3,57—3,58 (2H,
M, 5-CH,); 3,05—3,08 (4H, M, 6,7-CH,); 3,00 (3H,
¢, CH,); 2,88 (3H, ¢, CH;); Macc-cnekrp, m/z (I,
%): 271 [M+H]* (100). Haiineno, %: C 62,25; H
5,18; N 20,76. C,,H,N,S. Boruucneno, %: C 62,20;
H 5,22; N 20,72.

Metonuka monydeHus: coenvHeHuii 3a—b: K
pactBopy (10 Mmonb) coeauHenust 1 B 30 mi yk-
CYCHOI KHUCIOThl no6aBisgioT (11 MMoJb) HaTpuii
MeTull 4-apui-(retepui-)-2,4-nuMokcodyTaHoara.
PeakiimoHHy10 cMech KUIIATAT B Te4eHUU 4—8 u,
OXJIAXKIAIOT 10 KOMHATHOM TeMIlepaTyphl, J100aB-
JISTIOT HEMHOTO BOJIBI M OCTABJISTIOT KPUCTAJLINA30-
BaThcsl Ha 12 yacoB. BemaBiimii ocagok oT(uibT-
POBBIBAIOT.

3-(2-Oxco-2-nupudun-4-uasmua)-10,11-0ueuo-
po-2H, 9H -uyurxaonenmal4', 5 '[muenof[2',3 -:4,5 [nupu-
muoo[1,6-b ][ 1,2,4Jmpuazun-2-on (3a):

Beixon 78%. T,,, 274—275°C (AMCO). Criektp
AMP 'H, n, m. o. (J, Tu): 9,85 (1H, ¢, 6-CH);
9,35-9,37 (2H, M, H-3,5 Ar); 9,02—9,04 (2H, M,
H-2,6 Ar); (curnan npotoHoB CH,-rpyniibl He Ha-
OiomaeTcs M3-3a JeiiTepooOMeHa ¢ MOJIEKYJIaMu
pactBoputens — CF,CO,D); 3,67—3,72 (4H, m, 5,7-
CH,); 3,12—3,15 (2H, m, 6-CH,); Macc-cnexrp,
m/z (1., %): 364 [M+H]* (50). Haiineno, %: C
59,43; H 3,64; N 19,30. C,;H,;N;O,S. BeruncieHo,
%: C 59,49; H 3,61; N 19,27.

3-{2-0xkco-2-[4-(mpugpmopomemua)penun]-
amua}-10,11-0ucudpo-2H,9H -yurxaonenmal4',5']-
mueno[2',3"-:4,5 [nupumuoo[ 1,6-b ][ 1,2,4]mpuazun-2-
on (3b):

Beixon 70%. T,,, 289-290°C (AMCO). Criektp
SAMP 'H, d, m. a. (J, Tu): 9,45 (1H, ¢, 6-CH);
8,67—8,69 (2H, M, H-3,5 Ar); 8,31-8,33 (2H, M,
H-2,6 Ar); (curaan npotoHoB CH,-rpyniibl He Ha-
OofaeTcs M3-3a JeiiTepooOMeHa C MOJIEKYJIaMu
pactBoputenst — CF;CO,D); 3,82—3,85 (4H, m, 5,7-
CH,); 3,69—3,71 (2H, m, 6-CH,); Macc-cnexrp,
m/z (I, %): 431 [M+H]* (5). Haiineno, %: C
55,77; H 3,08; N 13,04. C,,H;F;N,O,S. Bbruucie-
Ho, %: C 55,81; H 3,04; N 13,02.

3-Memua-10,11-0uzudpo-2H, 9H -yuxaonenma-
[4,5 [muenof2',3"-:4,5 [nupumudof1,6-bJ[ 1,2,4]mpu-
asun-2-on (4):

2 1 coenuHeHus 1 (9 mMonb) ¢ 1,1 M aTUa-
nupyara (9 MMoJib) KUMATAT 4 4 B 20 MJT YKCYCHOM
kucyioThl. [locie peakiIMOHHYIO MacCy BBUIMBAIOT
B Booy M (UIBTPYIOT ocanok. Kpucramsyor u3
MeOH. Beixon 88%. T, 260—262°C Cnektp AMP
'H, d, m. o. (J, T'm): 9,26 (1H, ¢, 6-CH); 3,49—3,51
(2H, M, 5-CH,); 3,37-3,39 (2H, m, 7-CH,); 2,88—
2,90 (2H, ™M, 6-CH,); 2,84 (3H, ¢, CH;); Macc-
criekrp, m/z (1., %): 259 [M+H]* (76). Haiineno,
%: C 55,76; H 3,92; N 21,62. C H;N,O,S. Bbi-
yuciaeno, %: C 55,80; H 3,90; N 21,69.

N’-(6,7-ucuopo-5H -uyuxaonenmal4,5Jmu-
enof2,3-d Jnupumudun-4-ua)oenzoeudpasud (5):

K pactBopy 0,5 T coenuHeHust 1 B MeTaHoe
(15 M) pobassitor 0,3 M TpusTuinamuda (TDA) u
0,3 M GeH3omIxIOpyaa. PeakiimoHHYI0 cMeCh Ku-
matar 1 4. [Ipy oximakneHWM BBITAJaeT KPUCTa-
mmueckuit ocagok. Kpucramnusytor uz UIIC. Bei-
xon 85%. T,, 220—223°C. Crektp AMP 'H, d, m.
a. (J, T'): 10,50 (1H, yur.c, NH); 8,81 (1H, yuui.c,
NH); 8,32 (1H, ¢, 2-CH); 7,95—7,97 (2H, m, H
Ar); 7,51-7,56 (3H, M, H Ar); 3,09—3,11 (2H, ™,
5-CH,); 2,95—2,97 (2H, m, 7-CH,); 2,41—2,43 (2H,
M, 6-CH,); Haiineno, %: C 61,96; H 4,50; N 18,09.
C,HsN,0S. Bruucneno, %: C 61,92; H 4,55; N
18,05.

2-Denua-9,10-oucudpo-SH-yurxaonenmaf4,5]-
mueno[3,2-¢e ][ 1,2,4]mpuazoaof 1,5-c Jnupumudun (6):

Tuapaszun 5 B 15 MJ1 YyKCYCHOI KUCIIOTBI KU~
ATt 4 4. [Tocie oxyaxkaeHue peakIMOHHYIO CMeCh
BBUIMBAIOT B Boay. OcamoK Mpoaykra 6 KpUCTaJlIu-
sytor u3 JIM®A. Beixon 74%. T,, 273—275°C .
Cnextp AMP 'H, d, m. 1. (J, T'm): 9,75 (1H, ¢, 5-
CH); 8,13—8,15 (2H, m, H Ar); 7,89—7,91 (3H, M,
H Ar); 3,43—3,46 (4H, M, 5,7-CH,); 2,93—2,95 (2H,
M, 6-CH,); Macc-criekrp, m/z (L, %): 293 [M+H]*
(64). Haiineno, %: C 65,70; H 4,09; N 19,19.
C,H;;N,S. Boruucieno, %: C 65,73; H 4,14; N
19,16.

10,11-/[uzudpo-2H, 9H -uuraonenmaf4',5'lmu-
enof[2',3"-:4,5nupumudof[6,1-bJ[1,2,4]mpuaszun-
3(4H)-on (7):

K pactBopy 1,5 r coenunenus 1 B IM®DA (10
M) no6asisior 1 v tpuastrinamuba (TDA) u 0,6
MJI alleTWI XJopuaa. PeakimoHHYI0 cMech KUIIsI-
T 6 4. [Ipy oXJaXKIeHUU BhINAgaeT KPUCTaJLIU-
yeckuil ocamok. Kpucramnusytor nz JIMCO. Bbl-
xon 81%. T,, 267—269°C. Crektp AMP 'H, d, m.
a. (J, T'm): 9,70 (1H, ¢, NH); 9,18 (1H, ¢, 6-CH);
3,40—3,44 (6H, ™, 2,5,7-CH,); 3,52—3,54 (2H, M,
6-CH,); Macc-cnexrp, m/z (1., %): 247 [M+H]*
(8). Haitneno, %: C 53,67; H 4,14; N 22,71.
C,,H,(N,OS. Bruucneno, %: C 53,64; H 4,09; N
22,75.

4-[2-(6,7-/lucudpo-5H-uyuxaonenmal4,5mue-
Ho[2,3-d [nupumuodun-4-ua)eudpasuno |-4-oxcodym-2-
enosasn Kucaoma (8):

1 1 (0.005 monb) coeauHeHust 1 pacTBOPSIOT B
AllETOHUTPUJIC, K ITOJIy4eHHOMY PacTBOpY J00aB-
a7 1 1 (0.01 Moab) MaJleMHOBOIO aHTUAPUAIA.
PeakiimoHHYI0 cMeCh TPEIOT ¢ 00PaTHBIM XOJIOIUIb-
HUKOM B TeueHMu 1,5 4. BeinmaBuumii ocagok ¢pusib-
TPYIOT ¥ KPUCTAIU3YIOT U3 alleTOHUTpuiIa. Brixon
67%. T, 254—256°C. Crektp SIMP 'H, d, m. 1. (J,
I'u): 9,82 (1H, ¢, CO,H); 9,05—9,07 (2H, yu1. c,
2NH); 8,66 (1H, c, 2-CH); 6,02, 6,10 (2H, dd,
CH=CH), 3,47—3,50 (4H, M, 5,7-CH,); 3,02—3,05
(2H, M, 6-CH,); Haiineno, %: C 51,26; H 3,96; N
18,45. C;H,,N,O;S. Brruucneno, %: C 51,31; H
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3,97; N 18.,41.

(3-0xkco-3,4,10,11-mempazudpo-2H, 9H -yur.ao-
neumaf[4',5'|muenof2',3"'-:4,5 nupumudof[6,1-c]
[1,2,4]mpuazun-4-ur)yxcycnaa xucaoma (9):

1 T coeqrHeHUsT 8 pacTBOPSIOT B 15 M1 yKcyc-
HOM KMCJIOTBL. [peloT ¢ oOpaTHBIM XOJIOAMJIBHU-
KOM Ha IpOTSCKeHUMU 4-X 4yacoB. BeimaBiimii oca-
JIOK OT(MIBTPOBAIM U MPOMBUIM Bopoit. Kpucrai-
syt u3 JIMCO. Beixon 70%. T,, 280—282°C.
Cnexkrp AMP 'H, d, m. a. (J, T'm): 9,76 (1H, c,
CO,H); 9,00—9,02 (1H, ym1. ¢, NH); 8,60 (1H, c,
6-CH); 5.57 (1H, T, —CH); 3,45—3,48 (4H, ™, 5,7-
CH,); 2,93—2,97 (2H, M, 6-CH,); Macc-cnekrp,
m/z (1, %): 320 [M+H]* (8). Haiineno, %: C
52,53; H 5,08; N 17,43. C,,H,(N,O,S. BbruucieHo,
%: C 52,49; H 5,03; N 17,49.

Paboma ocywecmensinacy npu ghurarcosoii noo-
depocke Munucmepcmea obpazosanus u Hayku Yi-
PAuHbl 6 pamkax e2o0cO0NcemHOU  meMbl
No 0115U003159 «Hoeble cunmemuueckue memoobl
oduzatina azom- u cepocooepiucauux buoioeu4ecKu-aK-
MUBHBIX COCOUHEHULD.
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THE REACTIONS OF HETEROCYCLIZATION BASED ON
THE 4-HYDRAZINO- 6,7-DIHYDRO- 5H-CYCLOPENTA
[4,5] THIENO [2,3-D] PYRIMIDINE

D.O. Kolomieitsev ¢, S.A. Varenichenko ¢, V.O. Astakhina ¢, V.I.
Markov ¢, S.1. Kovalenko *, O.V. Kharchenko °

* Ukrainian State University of Chemical Technology, Dnipro,
Ukraine

b Zaporozhye State Medical University, Zaporozhye, Ukraine

Thieno [2,3-d] pyrimidines are of great scientific and practical
interest because of the similarity in structure to natural compounds,
diverse biological activity and high reactivity, which defines the broad
synthetic possibilities of synthesis of heterocyclic systems. The paper
presents the results concerning the interaction of 4-hydrazino- 6,7-
dihydro-5H-cyclopenta [4,5] thieno [2,3-d] pyrimidine with
electrophilic reagents. When used this compound as a key synthon,
it is possible to obtain a large number of heterocyclic compounds
with promising practical application in a one-step and with high
yields. For example, it was found that during the reaction with ethyl
pyruvate, 2,4-diketoesters and acetyl chloride we observed
intermolecular recyclization isomerization giving the corresponding
triazin [1,6-b]-series via an acid-catalyzed mechanism analogous
to Dimroth rearrangement. At the same time, from the above reaction
with maleic anhydride gives [6, I-c] triazin as the end product. The
acylation with benzoyl chloride 4-hydrazino-thieno [2,3-d] pyrimidine
results in a product which contains a condensed cycle of thienof2,3-
d|[pyrimidine triazole.

Keywords: thieno [2,3-d] pyrimidines; heterocyclization;
Dimroth rearrangement mechanism; thieno [2,3:4,5] pyrimido
[1,6-b] [1,2,4] triazines(triazoles).
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