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4-APUII-1-TUAPA3ZUHO-5H-2,3-BEH30/IUA3SEIINH
N 1-APNJI-4-TUAPASUHO-5H-2,3-BEH30JUA3EIINH
B CUHTE3E KOHAEHCHUPOBAHHBIX [1,2] IUASEIIMHOB

Pa3paboran meron rmknmzanmu 4-apui- 1 -rugpasuHo-SH-2,3-0eH3onuazenuHa U 1-apuir-
4-runpasuHo-5H-2,3-6eH30anazenuHa B TmpousBoaHble 3-R-6-apun-7H-[1,2,4]Tpua3omno-
[3,4-a]- m 3-R-6-apun-7H-[1,2,4]rpuazono[4,3-c][2,3]6eH30ana3enuHa C pPa3TUIHBIMA
3aMECTHUTEIISIMU B TPUA30JIbHOM ILIUKJIE.

Knarouessie cioBa: [1,2.4]tpuaszono[3,4-a][2,3]6en30amazenuy, [1,2,4]tprazomno[4,3-c]-
[2,3]0eH3011a3enMH, HUKITH3AIMS.

[MpousBoanbie 2,3-OeH30AMa3eNMHa TOKazanu cebsi Kak IepPCIEeKTUBHEIC
muraaasl AMPA rnytamatHbeix perentopoB [1]. AHHenIHpoBaHHE UMHIA30IbHOTO
IUKIa K TpaHU ¢ OEH30[Ma3eNMHOBONM CHCTEMBI COXpaHAET BBICOKHU YpPOBEHBb
HEHPOTPONHON AKTUBHOCTH, NONYEPKUBAsS AHTUKOHBYJIBCHBHBIA W HEHPOIPO-
TEKTOPHBI KOMITOHEHTHI B (apmakosiorndeckoM mpoduie [2, 3]. Cnektp
OHOIOrMYECKOM aKTUBHOCTH 2,3-0€H30Ma3eNMHOB C AHHEIHPOBAHBIMH K HUM
a30JlaMH TIO3BOJISIET HAAEATHCA, YTO W JAPYrHe MOIU(PHKAINU €r0 CTPYKTYpHI B
3TOM HampaBiIeHUH OyIyT BOCTpeOOBaHBI B MEIUIIUHCKON XUMHUHU.

B mpenwinymmeit padore [4] MBI ommcany CrocoO CHHTE3a MPOWU3BOTHBIX HOBOM
TETEePOIMKIINIEeCKOM cucTeMbl — [1,2,4]tpuazono[3,4-a][2,3]6en3oquazenyaa 2 — 1uK-
nuzaient 1-runpasuno-4-(4-merokcudenun)-SH-2,3-6en3oauasenuna (1) ¢ kapOoHo-
BBIMH KHCJIOTaMH B IPUCYTCTBUH KaTaTUTHIECKUX KOINYECTB CONSHON KHUCIIOTHL.

OMe OMe

R = Me, Et, (MeO),C,H,CH,

Bbio 3amedeHo, uTo OeH30IHAs KUCIIOTa B 3TUX YCIOBUSAX OaT WHBIE MPO-
JIYKTBI, CTPYKTYPY KOTOPBIX HaM YCTaHOBUTH HE YAAJIOCh.

Msbl ycranoBuiu, uto 4-(4-metokcudenun)-2,5-aurunpo-1H-2,3-6enzonnasze-
nHH-1-0H (3) NpH KUMSYEHUH B BOJE C IByKPATHBIM M30BITKOM COJISTHOM KHCIIOTHI
B TeueHHWE 1—2 MUH KOJUYECTBEHHO IMPEBpAIIACTCS B THUAPOXIOPUI 2-aMUHO-
3-(4-meTokcudennin)u3oxuHoymH- 1 (2H)-oHa (4).
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B T0 xe Bpems 1-ruapasuno-4-(4-meroxcudennn)-5SH-2,3-6enzoanazenus (1)
NpU KUISTYEHUH B BOJIC C JBYKPATHBIM M30BITKOM COJITHOH KHCIIOTHI B TE€UEHUE
30 MuH ocTaéTcsi HEM3MEHHBIM.

B nacTosmed paboTe MBI yCTaHOBWJIM, YTO IPH KUISTYEHWH ruapasuHa 1 ¢
XJIOPUCTBIM OCH30MJIOM B abCONIOTHOM AWOKCAaHE B TE€UEHHWE | 9 ¢ BBICOKHM
BBIXOJIOM oO0pasyetcst ruapoxiopun 6-(4-meroxkcudenun)-3-benmn-7H-[1,2,4]-
Tpuazono[3,4-a][2,3]6en3zoanazenuna (5a). Mcnons3ysa Takod croco0, MBI TaKKe
NOJIYYHIH TPUA30JI00€H30IMa3enHbl Sb,c, OCYIIECTBIIN MUKIN3AIHI0 COCAHHE-
st 1 ¢ XuopaHruapuIaMu MOHOd(Upa STHTAPHOW KUCIOTHL U N-(hranmumugo3ame-
MIEHHBIX KapOOHOBBIX KHCIOT ¢ 00pa3oBaHMEM COCAMHEHHWA 6 W 7a—C COOT-
BETCTBEHHO.

oo (" )on
Juoxcan

N7 "N-N
A \ .
N:< HCl
Ar S5a—c¢
Q O OMe
1) MeOOCCH,CH,COCI, quokcan, A /
> _N
2) NaOH, H,0, A NN
N~
N

OMe
(6]
N i
O emy, SN OMe
o=< N N

cl \ = NaOH, N,H, /
Jlnokcan ,(CHz)n 2-PrOH, A N\ N
A O N N=
0 (CH),
HN 8a—c
Ta—c

5 a Ar=Ph, b Ar = 2-pypun, ¢ Ar = 1,3-mumernn-1H-nupazon-5-un; 7,8 an=1,bn=2,cn=3

I'mapasuHonu3oM (TasoMIBHOM TpymIbl TPUA30J00CH3a3€MUHOB 7a—C MBI
HOJIYYHIN 3-aMUHOAJKIII3aMENLICHHBIE IPOU3BOAHBIE 8a—c.

Huxnmzamust 4-rugpaszuHo-7,8-muMerokcu- 1 -gpernn-5H-2,3-0er3oamnazenyaa (9a)
u 4-ruapasuHo-7,8-numeTokcu- 1 -(2-xmopdenmn)-5H-2,3-6er3oauazenuna (9b) [5]
C XJIOPaHTUAPUAAMH T€TEPOLUKINIECCKUX H (QYHKIHNOHAIBHO 3aMEIEHHBIX KUCIOT
IPOTEKAeT B TEX K€ YCIOBHUSX, YTO M LMKIW3aUUs coequHeHus 1. 3To mOo3BOIMIO0
HaM TOJY4YuTh TpHazoioOeH3omuaszenuusl 10a,b u 11 mo cymiectBeHHO Ooree
MIPOCTON METOAMKE, YeM ObLjia MpeyiokKeHa B padore [6].
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OCHOBHEBIE XapaKTCPUCTUKU IMOJTYUYCHHBIX COC,Z[I/IHGHI/Iﬁ MPUBCIACHLI B Ta6J'I. 1.
CTpOCHI/Ie CUHTC3UPOBAHHBIX CO@,Z[I/IHGHI/Iﬁ NOATBCPIKAAOT NJAaHHBIC CIICKTPOB I/IK,
SIMP 'H u °C (tabu. 2).

Tabnuma 1

Du3uKo-XHMHYECKHE XapaKTePUCTUKU CUHTEC3UPOBAHHBIX coeTMHEeHHIt

Coenu- BpyTtTo- Lo, s Bexon
HeHIe (bopmyna Beruucneno, % T. ., °C % ?
C H Cl

4 C¢H,4N,0,-HCl 63.51 | 5.01 | 11.70 | 9.22 107-108 98
63.47 4.99 11.71 9.25

5a C,3H;sN4O-HCl 68.55 | 4.81 8.81 13.79 182-183 99
68.57 | 4.75 8.80 13.91

5b C,1H6N4O,-HCl 64.23 | 4.41 9.00 14.30 214-216 99
64.21 | 4.36 9.02 14.26

5¢ CyH,0NgO-2HC1 57.81 | 4.82 | 1552 | 18.42 178-179 89
5778 | 485 | 15.50 18.37

6 Ca0H sN,O; 6625 | 5.02 - 15.53 | 227-229 54
66.29 5.01 15.46

Ta C,6H19N50;3-HCl 64.29 | 4.13 7.13 14.42 197-199 92
64.27 | 4.15 7.30 14.41

7b C,7H,1N5sO;5-HCl 64.89 | 4.41 7.11 14.00 206208 94
64.87 | 4.44 7.09 14.01

Tc C,3H,3N505-HCl 6541 | 4.72 7.01 13.62 190-192 94
6543 | 4.71 6.90 13.63

8a CisHi7NsO 67.72 | 5.39 - 21.92 74-76 91
67.70 5.37 21.93

8b CioHgNsO 68.48 | 5.73 - 21.03 65-67 94
68.45 | 5.74 21.01

8c C,0H,1NsO-2HC1 57.11 | 5.50 | 16.89 | 16.68 159-163 92
57.15 | 552 | 16.87 16.66

10a C,1HyoN4O4 64.32 | 5.22 - 1431 117-120 72
6428 | 5.14 14.28

10b C,1H9CIN,O4 59.11 | 4.52 8.33 13.19 110-112 57
59.09 4.49 8.31 13.13

11 C,3H»,CINGO,-2HCI 56.70 | 5.99 | 14.53 | 17.25 184-186 32
56.68 | 496 | 14.55 17.24
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B crextpax SIMP 'H coenumennii 5a—c, 6, 7a—c, 8a—c 10a,b, 11 npucyrcrByeT
cunrier B paiione 4.08-4.32 M. 1., oTHOocsamuiics k CH,-rpyrme nua3enuHOBOTO
nuka (o naHHeM [6] B cektpax SIMP 'H cTpykTypHO GINM3KMX COeIMHEHHil
CHTHAN 3TOil TpyHmbl Hposeiserca mpu 3.8-3.9 M. 1.). B cmextpax SIMP "°C
coenuHEeHUN Sa, 6, 8a—c NPUCYTCTBYIOT CHTHAIBI, MNPUHAICKAITAE aToMaM
yraeposaa Tpua3oidbHOro mukia — curaan atoma C-3 mpu 147-148 M. a., 4TO 1O
3HAYCHUSAM O COBMAJACT C JaHHBIMH PabOTHI [7] IS CIEKTPOB aHAIOTHYHBIX
coenunennii, U curHan atoma C-11b mpu 150-154 m. n. Curnan CH,-rpymnmst
nuazenuHoBoro 1ukia (C-7) mpossisercs mpu 53—54 . 1.

JIns CTPYKTYphl COGNMHEHMs 5a ObUI 3amucaH JIByMepHsIi crnektp 'H-"C
HMBC. KntoueBble B3aMMOACHCTBUS, MMOATBEPKIAIOMINE CTPYKTYPY COEAMHEHUS
Sa, npuBeACHBI HA PUCYHKE.

TakuM 00pa3oM, MPOBENEHHBIC HCCIICIOBAHHS MO3BOJSIOT MPEIIOKUTh yI00-
HBI METOJ CHHTE3a W30MEPHBIX TPHA30JIOKOHICHCHUPOBAHHBIX 2,3-0¢H301Ma3e-

IIMHOB C IMAPOKUMHU BO3MOXKHOCTSIMH HUX (YHKIIMOHAIM3AWH. Pa3zpaboTaHHBIM
HaM{ METOJI aHHETMPOBAHUS TPHUA30JIBHOTO IUKIIA K 2,3-0€H301a3eMuHy BBITO/I-

HO OTIIMYACTCA OT HM3BCCTHBIX MCTOHJOB HE TOJIBKO npenapaTHBHoﬁ HpOCTOTOﬁ n

BBICOKMMHU BBIXOAaMH KOHCYHBIX IMPOAYKTOB, HO W BO3MOXHOCTBIO IOJYUYCHUA
3-kapOOKCHAKHII-

U 3-aMUHOQJIKWI3aMEIIEHHBIX TPHA30JI00CH30I1a3CTIIHOB
C peryJjupyeMoi JUIMHOM JIMHKEpa, YTO JCJIaeT UX MPUBJICKATCIbHBIMU 00bEKTAMU
JUISl IOUCKA CTPYKTYP-IUIEPOB B MEAUIIMHCKON XUMUU
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IKCIIEPUMEHTAJIBHASI YACTb

UK cnektpsr 3apeructpupoBanbl Ha mpubope IR-75 B Tabnmerkax KBr. CnekTpsr
SAMP 'H u "*C 3anucans va npubope Bruker Avance II (400 u 100 MI'1; cCOOTBETCTBEHHO)
B JIMCO-dg, BHyTpenHnuii ctangapr TMC. DneMeHTHbII aHaiu3 NpoBeAEH C MCIOJIb30Ba-
Huem aHanusaropa Elementar vario El cube. TemnepaTypbl IUIaBICHHS ONpPEIC/ICHBI Ha
HarpeBareiIbHOM npubope Tuma Boetius 1 He UCTIPaBIICHBI.

I'uapoxaopua 2-amuno-3-(4-meroxkcudenumn)uzoxunoaun-1(2H)-ona (4). K cycnen-
3un 1.0 r (3.76 mMmoib) 4-(4-merokcudennn)-2,5-murunpo-1H-2,3-6en3011a3enus- 1 -oHa
(3) B 10 Mt kunsimei Boxer noodasistor 0.3 mun (4 mmons) xoHn. HCL. CMech KHUIIATST B
TeyeHne S5 MuH. McxomHoe coenuHeHHWE 3 B TeUEHUE MEPBOM MHUHYTHI IOJHOCTHIO
pacTBOpsieTCsl, ¥ II0CJIe ero pacTBOPEHHs Cpa3dy HayMHaeT Bbinanarbh Npoiykt 4. Cmech
OXJIXK/AIOT, OECUBETHBIH KPUCTAUIMYECKUH O0CaJ0K OT(UIBTPOBBIBAIOT, MPOMBIBAIOT
BO/JIOHM M BBICYILIMBAIOT HA BO3/yXE€.

T'uapoxaopun  6-(4-meroxcudenui)-3-pennn-7H-[1,2,4]rpuazono|3,4-a][2,3]6en30-
nuazenuna (5a). B kpyrinononuyto konby oosémom 20 M momerrarot 1.0 r (3.6 MMoIb)
1-runpaszuno-4-(4-merokcudenun)-SH-2,3-0en3oaunaszenuna (1) m 5 M abc. AMOKcaHa.
CMech HarpeBaroT 1O MOJHOTO PAacTBOPEHHs OCajKka W 3aTeM K pacTBOpYy NpHU Iepeme-
mmBanuu npwinBatoT 0.5 mu (4.3 mMmonb) Genzomnxiopuaa. CMech KUISITAT B Kojibe ¢
00paTHBIM XOJOAMJIBHUKOM B TeueHHe | 4. BeimaBiwmii B Hauvane npuOaBicHHUS OCaIOK
IMOCTCICHHO PAaCcTBOPACTCA, a 3aTEM HAYMHACT BbITNIaJ1aTh KOHEYHBIN MPOAYKT. ITo oxoHUaHMHU
KUIBTYCHUS PACTBOP OXJIAKIAIOT IO KOMHATHOW TEMIEepaTyphl, OTQUIBTPOBBIBAIOT OCAJIOK,
MPOMBIBAIOT €r0 HEOOJIBIINM KOJIMYECTBOM a0C. TMOKCaHa U BHICYIIMBAIOT HAa BO3/yXeE.

I'uapoxaopua  6-(4-meroxcudennn)-3-(2-pypun)-7H-[1,2,4]tpuazoo|3,4-a][2,3]-
O0ensoguasenuna (Sb). [lomyuyaroT aHaIOTMYHO, UCTIONB3YS XJIOPAHTHIPHU] MMUPOCIU3EBOI
KHCJIOTHI.

Jurnapoxsopun 3-(1,3-numernii-1H-nupa3zoin-S-nin)-6-(4-meroxkcugenni)-7H-[1,2,4]-
Tpuazoo[3,4-a][2,3]6en3oqnazenuna (S5c¢). B kpymiomonHyro koimOy o00bEMOM 20 M
nomeriatot 1.0 © (3.6 Mmone) ruapasuHa 1 u 5 mut abc. auokcana. CMech HarpeBaroT 10
MOJIHOTO PAcTBOPEHWsI OCaJKa M K pacTBOpy MNpu nepemelnnBanuu jnooasimstor 0.7 T
(4.4 Mmonb) xnopanruapuaa 1,3-1MMeTHINIpa3oi-5-KkapOooHOBOH KHCIOThL. CMECh KUIISATSIT
B KOJIOE ¢ OOpaTHBIM XOJIOJWILHUKOM B TeueHue | 4. BpimaBimii B Havane nprOaBieHUs
0CaJIOK TOCTENEHHO pacTBopsieTcs.. [10 OKOHYaHUM KHILTYEHHS PAacTBOP OXJAKIAIOT JIO
KOMHATHOM TeMIepaTypbl U BbUTHBAtOT B 30 M1 ropsiueid Bojibl, copepkaried 2 mi koni. HCL
BeinaBiiee macio nmpu pacTUpaHHM 3aKpUCTALIM30BbIBaeTCs. [locie oxJaIeHHs 0cajok
OT(MIBTPOBBIBAIOT, IPOMBIBAIOT BOJIOH M BHICYILIIMBAIOT HA BO3IYXE.

3-[6-(4-MeTokcudenun)-7H-[1,2,4] rpuazono|3,4-a][2,3]6en3oquazenun-3-ui|npo-
nnoHoBasi Kucjiota (6). B kpyrnomonnyo koinoy o0wsémom 30 mu momemator 1.0 T
(3.6 monp) THmpazuHa 1 w 5 i abc. amokcaHa. CMmech HarpeBaroT JI0 MOJHOTO
pacTBOpEHHUs] Ocalka M K PacTBOPY IpHU mnepeMeninBanuu nodarisor 0.6 T (4.0 MmMoib)
XJIOPAHTUAPHIA MOHOMETHIIOBOTO 3(upa SHTapHOH KHCIOTH. CMech KUILITAT B KOJIOE C
00OpaTHBIM XOJIONWIBHUKOM B TeueHue 1 4, mobasisitoT BoaHbli pactBop NaOH (10 mu) no
CHJILHOILICJIOYHOM peakliy Ha JIAKMyC W TPOJOJDKAIOT KUIISYCHUE eli€é B TeyeHHe 2 4.
JlokcaH OTTOHSIOT B BaKyyMe, a K octatky n00aBistoT AcOH 10 cinabokuciaon cpemsl.
BeimaBimii 0ocagiok OTGUIBTPOBBIBAIOT, IIPOMBIBAIOT BOJIOW M BBICYLIMBAIOT Ha BO3AyXE.

I'uapoxaopua 2-{[6-(4-meToxcudenunn)-7H-[1,2,4]tpuazoo|3,4-a][2,3]0enzonua3ze-
nuu-3-uialmerunia}-1H-uzounnono-1,3(2H)-nuona (7a). B kpyriogoHHymo  Kojily
00BséMomM 20 mi momemaroT 1.0 T (3.6 mmonp) runpasuna 1 u 5 M adc. muokcana. CMech
HarpeBaloT 70 IIOJIHOTO pAacTBOPEHWS] OcCajka M K pacTBOpy NpH IepeMelIMBaHHU
nobarisor 1.6 T (7.2 MMoab) xitopaHruapuaa GpramowiriuinuHa. CMech KUILITAT B KOJIOE ¢
0OpaTHBIM XOJIOAMIBHUKOM B TeueHHe | 9, OXJIaXJAlT N0 KOMHATHOH TeMIepaTyphl,
0Ca/1I0K OTQHIBTPOBBIBAIOT U TPOMBIBAIOT HEOOJIBIINM KOJINYECTBOM adC. TUOKCaHA.

I'uapoxaopua 2-{2-[6-(4-meToxcudenni)-7H-[1,2,4]rpuaszonol3,4-a][2,3]6en3zoqmna-
3enuH-3-wi|3Tua}-1H-uzounnono-1,3(2H)-nmona  (7b).  IlomyyaroT  aHaJIOTHYHO
coeMHeHUIo 7a u3 runpasuHa 1 u xsopanruapuaa B-GpramMuIonponuoHOBOH KUCIOTHI.
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CHeKTpaJIbHLle XaPaAKTEPUCTUKHU CHHTE3UPOBAHHDLIX coe}mneﬂnﬁ

Tabnuma 2

i(;iﬁ: K cg;ﬁTp’ Vs Crexrp SIMP 'H, 8, m. 1. (J, T'rr) Criexrp SIMP °C, 8, m. 1.
4 |1595, 1720, 3.05 (2H, ym. ¢, NH,); 3.84 (3H, ¢, OCHa); 6.98 (2H, 1, J = 8.8, H Ar); 7.09 -
2830, 2920, 2980 | (1H, c, H-4); 7.46 (1H, 1, J = 7.6, H Ar); 7.56 (1H, 1, J= 7.6, H Ar); 7.72 (1H,
1,J=8.0, H Ar); 7.82 (2H, n, /= 8.8, H Ar); 8.13 (1H, 1, /= 8.0, H Ar)
5a 1600, 1795 3.86 (3H, ¢, OCH3;); 4.32 (2H, ¢, 7-CH,); 7.01 (2H, 1, J = 8.8, H Ar); 7.49-7.59 | 165.0 (C-6); 161.3 (COMe); 150.0 (C-11b); 148.0 (C-3); 133.3;
(4H, m, H Ar); 7.61 (1H, 1, J = 7.6, H Ar); 7.71 (1H, n, J = 7.6, H Ar); 8.06—|131.3; 129.6; 128.9; 127.5; 127.3; 127.2; 127.0; 126.8; 124.1;
8.12 (4H, m, H Ar); 8.16 (1H, n, J= 7.6, H Ar) 123.3; 122.3; 113.1; 54.1 (7-CH,); 32.4 (OCH3;)
5b 1595, 1820 3.88 (3H, c, OCHj); 4.23 (2H, c, 7-CH,); 6.67 (1H, ¢, H Ar); 7.05 (2H, g, -
J=8.8, HAr); 7.18 (1H, n, J=3.2, H Ar); 7.50 (1H, T, J= 7.2, H Ar); 7.58 (1H,
T, J=72,HAr); 7.67 (IH, 1, J = 7.2, H Ar); 7.87 (1H, ¢, H Ar); 8.12 (1H, 1, J
—7.6,H An); 8.16 (2H, 1, J = 8.4, H Ar)
5¢ 1600, 1700, 2910 |2.25 (3H, ¢, CH3); 3.87 (3H, ¢, OCH;); 4.15 (2H, c, 7-CH,); 4.22 (3H, ¢, CH3); -
6.56 (1H, c, H Ar); 7.01 (2H, x, J= 8.8, H Ar); 7.49 (1H, 1, J="7.2, H Ar); 7.54
(1H,1,.7=7.2, H Ar); 7.62 (1H, 1,/ = 7.2, H Ar); 8.02-8.15 (3H, m, H Ar)
6 1600, 1730, 2900 |2.82 (2H, T, J = 7.2, CH,CH,COOH); 3.17 (2H, 1, J = 7.2, CH,CH,COOH); | 171.7 (COOH); 161.8 (C-6); 160.8 (COMe); 151.9 (C-11b);
3.88 (3H, ¢, OCH3;); 4.08 (2H, ¢, 7-CH,); 7.01 (2H, 1, J = 8.4, H Ar); 7.45 (1H. | 147.4 (C-3); 131.9; 129.6; 128.4; 126.9; 126.4; 126.1; 124.9;
1,J=7.6,H Ar); 7.51 (1H, T, J= 7.6, H Ar); 7.59 (1H, o, /= 7.6, H Ar); 8.03|124.7; 112.8; 539 (7-CH,); 32.5 (OCH;); 29.0
(1H, o, J="7.6, H Ar); 8.11 (2H, 1, J= 8.4, H Ar); 12.13 (1H, ¢, COOH) (CH,CH,COOH); 18.8 (CH,CH,COOH)
7a | 1600, 1710, 3.87 (3H, ¢, OCH,); 4.16 (2H, ¢, 7-CH,); 5.17 (2H, ¢, CH,N); 7.03 (2H, 1, -
1760, 1820, 2910 | J= 8.8, H Ar); 7.48 (1H, T, J= 7.6, H Ar); 7.57 (1H, 1, J= 7.6, H Ar); 7.65 (1H,
1, J = 7.6, H Ar); 7.84-7.95 (4H, m, H Ar); 8.02 (1H, 1, J = 7.6, H Ar); 8.09
(2H, 1, J = 8.4, H Ar)
7b 1580, 1710, 3.44 2H, 1, J = 6.4, CH,CH,N); 3.88 (3H, ¢, OCH3;); 4.05-4.15 (4H, M, 7-CH,, -
1760, 1850, 2900 | CH,CH,N); 6.97 (2H, 0o, J = 8.8, H Ar); 7.51 (1H, T, J=7.6, H Ar); 7.59 (1H, T,
J =176, H Ar); 7.65 (1H, o, J = 7.6, H Ar); 7.72 (4H, ¢, H Ar); 8.02 (2H, 1,
J =84, H Ar); 8.05 (1, 1,/ = 7.6, H Ar)
Tc 1580, 1690, 2.23 (2H, k8, J = 6.8, CH,CH,CH,N); 3.06 (2H, T, J = 6.8 CH,CH,CH,N); 3.77 -

1760, 1840, 2920

(2H, 1, J = 6.8, CH,CH,CH,N); 3.85 (3H, ¢, OCHs); 4.17 (2H, ¢, 7-CH,); 6.96
(H, 1, J = 8.4, H Ar); 7.50 (1H, T, J = 7.6, H Ar); 7.59 (1H, 1, J = 7.6, H Ar);
7.68 (1H, 1, J = 7.6, H Ar); 7.75-7.85 (4H, m, H Ar); 7.98 (1H, 1, J = 7.6,
H Ar); 8.06 (2H, 1, J = 8.4, H Ar)




6v¢

8a

8b

8c

10a

10b

11

1600

1590

1590

1600, 1710, 2920

1590, 1710, 2920

1600

3.92 (3H, ¢, OCH;); 4.09 (2H, c) u 4.14 (2H, ¢, 7-CH,, CH,N); 7.05 (2H, g,
J=28.4,H Ar); 7.50 (1H, 1, J= 7.6, H Ar); 7.57 (1H, T, J= 7.6, H Ar); 7.63 (1H,
n,J=17.6,H Ar); 8.05 (1H, o, J=7.6); 8.13 (2H, o, J= 8.4, H Ar)

3.04 2H, T, J = 5.6, CH,CH,NH,); 3.13 (2H, 1, J = 5.6,CH,CH,NH,); 3.92 (3H,
¢, OCHy); 4.08 (2H, ¢, 7-CH,); 7.05 (2H, 10, J = 8.4, H Ar); 7.44 (1H, 1, J= 7.6,
H Ar); 749 (1H, 1, J = 7.6, H Ar); 7.57 (1H, n, J = 7.6, H Ar); 8.01 (1H, &,
J=17.6,H Ar); 8.08 (2H, n, J= 8.4, H Ar)

225 (2H, kB, J = 6.8, CH,CH,CH,NH;"); 3.01 (2H, kB, J = 6.8,
CH,CH,CH,NH;"); 3.18 (2H, 1, J = 6.8, CH,CH,CH,NH;"); 3.86 (3H, c,
OCH;); 4.26 (2H, ¢, 7-CH,); 7.03 2H, n, J = 8.4, H Ar); 7.52 (1H, 1, J = 7.6,
H Ar); 7.63 (1H, 1, J = 7.6, H Ar); 7.71 (1H, n, J = 7.6, H Ar); 8.04 (1H, n,
J=17.6,H Ar); 8.17 (2H, n, J = 8.4, H Ar); 8.33 (3H, ym. ¢, NH;")

2.75 (2H, T, J = 7.6, CH,CH,COOH); 3.11 (2H, T, J = 7.6, CH,CH,COOH);
3.60 (3H, ¢, OCHs;); 3.93 (3H, ¢, OCHj;); 4.08 (2H, ¢, 11-CH,); 6.58 (1H, c,
H Ar); 7.19 (1H, c, H Ar); 7.47-7.56 (3H, m, H Ar); 7.73 (2H, n, J= 7.2, H Ar)
2.72 (2H, 1, J = 8.0, CH,CH,COOH); 3.02 (2H, T, J = 8.0, CH,CH,COOH);,
3.45 (3H, ¢, OCHz); 3.85 (3H, ¢, OCHjy); 4.18 (2H, ¢, 11-CHy); 6.34 (1H, c,
H Ar); 7.29 (1H, c, H Ar); 7.57-7.60 (3H, m, H Ar); 7.79 (1H, o, J= 8.0, H Ar)

2.32 (3H, ¢, CHs); 3.59 (3H, ¢, OCH;); 3.92 (3H, ¢, OCHj); 4.09 (3H, ¢, NCH;);
4.16 (2H, ¢, 11-CH,); 6.58 (1H, ¢, H Ar); 6.70 (1H, ¢, H Ar); 7.24 (1H, ¢, H Ar);
7.46-7.59 3H, m, H Ar); 7.71 (2H, 1, J=7.2, H Ar)

162.1 (C-6); 160.8 (COMe); 154.0 (C-11b); 147.5 (C-3); 132.0;
129.7; 128.5; 127.0; 126.5; 126.1; 124.8; 124.7; 112.8; 54.0 (7-
CH.); 35.0 (CH,N); 32.5 (OCH3)

162.0 (C-6); 160.8 (COMe); 151.6 (C-11b); 147.3 (C-3); 132.2;
131.0; 129.6; 128.5; 126.9; 126.4; 126.0; 124.7; 112.8; 53.0 (7-
CH,); 32.5 (OCH;); 26.9 (CH,CH,N); 24.6 (CH,CH,N)

166.2 (C-6); 161.5 (COMe); 151.8 (C-11b); 147.1 (C-3); 133.8;
132.0; 129.4; 127.6; 127.2; 126.8; 123.8; 120.9; 113.0; 54.1 (7-
CH,); 366 (CH,CH,CH,N); 322 (OCHs); 216
(CH,CH,CH,N); 20.1 (CH,CH,CH,N)

173.6 (COOH); 164.1; 153.3; 152.7; 150.7; 147.8 (C-3); 137.5;
132.9; 132.8; 132.0; 131.8; 130.4; 127.9; 123.5; 113.4; 112.3;
56.4 (OCH;); 56.1 (OCH3); 30.8 (CH,CH,COOH); 30.3 (CH,);
20.1 (CH,CH,COOH)

167.1; 153.2; 152.1; 147.6 (C-3); 146.8; 144.6; 137.7; 133.9;
131.7; 130.3; 129.3; 129.9; 122.1; 114.7; 111.9; 107.9; 56.4
(OCH;); 56.0 (OCH;); 39.2 (NCH;); 30.0 (CH.); 13.8 (CH;)



I'mapoxaopua 2-{3-[6-(4-meToxcudenun)-7H-[1,2,4] rpuazoo|3,4-a][2,3]0en3o-
auazenuH-3-wi|nponui}-1H-uzounnono-1,3(2H)-quon  (7c). IlonydaroT aHaIOTHYHO
COEIMHEHUIO 7a U3 ruapasuHa 1 ¥ XJIopaHruapuaa y-QTaluMiIOMaciIsTHON KUCIIOTHI.

1-[6-(4-Metoxcudennn)-7H-[1,2,4] tpua3zono|3,4-a][2,3]0enzonuazenun-3-ui|Mmerui-
amun (8a). B kpyrioponnyro kondy o6sémom 30 Mt momeraror 1.500 r (3.1 mmonb) coenu-
Henust 7a, pobGasmstor 0.124 r (3.1 mmons) NaOH, 10 mur 2-PrOH u 0.3 mu (6.2 momns)
runpasunruapara. Cmech KumstaT B TedeHue 4 4. Ilo ucreuenun storo Bpemenu 2-PrOH
OTTOHSIOT TIPH TIOHW)KEHHOM JiaBieHuH, nobasinsror 5 mur H,O, noakucnsror HCI no cumbHO-
KHUCJION peakUU Ha JJAKMYC U IOBOJST PAacTBOp 10 KuneHus. [locne MeaIeHHOro oxXJakKaeHus
pacTBOpa BBINABIIAN OCaIOK OTHWIBTPOBBIBAIOT, MPOMEIBatOT Ha ¢uietpe 2 Mt H,O u x
¢unpTpary nobasistor TBEPABI NaOH no cupHomenoynoll peakuuu. BrimaBmomii macio-
00pa3HbIi OCaZoK coeMHEHHsI 8a co BpeMEHEM 3aKpHCTa/UIM30BBEIBacTcs. Ero ordmibTpo-
BBIBAIOT, IIPOMBIBAIOT BOJIOH Ha (DMIIBTPE M BHICYIINBAIOT Ha BO3/IyXE.

2-[6-(4-MeToxcupennn)-7H-[1,2,4] tpuazoiio|3,4-a][2,3]6enzonnazenun-3-ui3tuia-
amuH (8b). [Tonyuarot aHanornyHo coeAMHEHUIO 8a U3 coeanHenus 7b.

Juruapoxaopun  {3-[6-(4-metoxcudennn)-7H-[1,2,4]Tpuaszono|3,4-a]0enzoquaze-
nuH-3-wijnponuiajamul (8c). IlomyyaroT aHaJIOrMYHO COEAMHEHMIO 8a U3 COEIUHEHUS
7c¢. Bemasmee nocie nojmenaynBanus ¢uibTpara Macio skcrparupytor CH,Cl, (2 x 5
MJI), 9KCTpakThl o0beauustor W ymapuBaoT CH,Cl,. Ocrarok pacTtBopsitoT B 5 M
JIrokcaHa u noOasisitor pactBop HCI B adupe 10 cuibHOKHCIOH peakuuu. Brimasmee
Macjo NpU PacTUPaHUH 3aKpUCTALIM30BbIBaeTCs. Ocas ok OTQHIBTPOBHIBAIOT, IIPOMBIBAIOT
JMOKCAHOM U BBICYIIMBAIOT Ha BO3JYXE€.

3-(8,9-Mumerokcu-6-penna-11H-[1,2,4] tpuazoo[4,3-c][2,3]0enzoquazenun-3-mi)-
nponuoHoBasi kuciaora (10a). [lomydaroT aHANOrMYHO COEAMHEHHUIO 6 W3 4-ruapa3uHoO-
7,8-mumerokcu- 1 -penmn-SH-2,3-6en3oquazenuna (9a).

3-18,9-AumeTtokcu-6-(2-xsoppennn)-11H-[1,2,4]rpuazonol4,3-c][2,3]0en3onuazenuH-
3-uajunponuonoBasi kucjaora (10b). IlonyyaroT aHaJOrM4YHO coeMHEHUIO 6 U3 4-ruapa-
3uHO-7,8-1uMeTokcu- 1-(2-xnopdenun)-5H-2,3-6enzoanazenuna (9b).

Jurnapoxaopun  3-(1,3-numernn-1H-nmupa3zon-5-ni)-6-penna-11H-[1,2,4]| tpuazono-
[4,3-c][2,3]0en30ana3zenun (11). [Tony4aroT aHaTOTHYHO COEAUHEHHIO S¢ U3 4-ruapa3suHo-
7,8-mumerokcu-1-permn-5SH-2,3-6en3oquazennna (9a) u xmopaHruapuna 1,3-auMeTH-
MHPa30JIHI-5-KapOOHOBOW KUCIIOTHI.
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