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CHHTE3 2-APWJI-2,3-TUTUAPO-4H-[1,3] THAZHHO[3,2-a]-
BEH3UMMJIA30J-4-OHOB W 7-APWJI-2,3,6,7-TETPAI UJIPO-5H-
UMM IA30(2,1-5]-1,3-TUA3NH-5-OHOB

HccnenoBano B3aMMOJEHCTBHE 2-MepKaNTOOCH3MMHa30/1a, 2-MepKanTo-5-
9TOKCUOSH3UMH/Ia3071a U 2-MEPKaNTOMMHUIA30JIMHA ¢ IMHHAMOMIXJIOPHIOM, €ro
3aMEICHHBIMU U reTepoaHaioramu. HaiiieHbl ynoOHbIe METO/Ibl CHHTE3a 2-apuil-
2,3-murunpo-4H-[1,3]traszuHol(3,2-a]6en3nmunazon-4-oHoB u 7-apmi-2,3,6,7-TeT-
parunpo-SH-umunazo[2,1-b]-1,3-tra3uH-5-0HOB.

KmoueBsie cioBa: 2,3-guruapo-4H-[1,3]ruasuno[3,2-a]|6en3sumunazon-4-oHsl,
7-apun-2,3,6,7-rerparunpo-SH-umunazo[2,1-b]-1,3-tua3uH-5-0HsblL.

[Mpoussoansie 4H-1,3-Tna3un-4-oHa 00NaAal0T PA3IMYHBIMU BUJAMU OHUOJIO-
TUYECKOW aKTHMBHOCTU M MOTYT MPHUMEHSTHCS KaK MEeCTHIUABI U repOums 1],
¢yurummas! [2], antutybepkyiesnslie cpeactsa [3]. C 3Tol TOUKH 3peHHMs Hep-
CIIEKTUBHBIMUA COEJUHEHUSMH SIBISIIOTCSI U KOHJEHCHUPOBAHHBIE T'E€TEPOIMKIIN-
YECKHEe CUCTEMBI, cojepkamue ctpykrypy 4H-1,3-tnazun-4-ona, Hanpumep mpo-
n3BojHble 2,3-nuruapo-4H-[1,3]tnazuno[3,2-a]0en3umuaazon-4-ona u 2,3,6,7-
terparuapo-SH-umunazo[2,1-b]-1,3-tnasun-5-ona. YkazaHHbIE COEIUHEHUS IIO-
JIy4aroT, KaK [IPaBUJI0, MHOIOCTauiHbIM cuHTe30M [4—8]. CBeneHus o cuHTese
JIAHHBIX COCIMHEHUU B OJIHY CT/IMI0 B3aUMOJICHCTBHEM 2-MEpPKaNTOOCH3NMUI-
aszona (la) u 2-MepkanToMMHIa30IMHA (5) C XJIOPAHTUAPHIOM aKPHUIOBOU KH-
CJIOTHI BecbMa orpanuyeHnsl [9, 10].

Ilo mpemyio)keHHOMY HaMH OJHOCTAJUHHOMY METOAY B3aUMOJAECHCTBHEM
2-mepkanTobensumuaazona la u 2-mepkanto-5-3Tokcubenzumunazona (1b) c
XJIOPAaHTUIPUJIOM KOPUYHON KHUCIOTHI (2a), ero 3aMelieHHbIMU 2b—g u rere-
poananoramu 2h—j Oe3 BblJelIeHHs [IPOMEKYTOUHBIX N-LIMHHAMOMIMMUAA30-
noB 3 nosydensl 2-apwi-2,3-quruapo-4H-[ 1,3 tuazunol3,2-a]0eH3umunazon-4-

oHbI 4a—K.
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laR=H,bR= EtO; 2,4 a—jR=H, a Ar=Ph, b Ar =4-MeOC¢Hy,, ¢ Ar =4-FC¢H,,
d Ar = 3-O,NCgHy, e Ar = 3,4-(MeO),C¢H3, f Ar = 3,4,5-(MeO);CsH,, g Ar =2-MeOCgHy,
h Ar = 2-tuenun, i Ar = 2-ypun, j Ar = 1-(3,4-metunenanokcu)penni; 4k R = EtO, Ar = Ph;
3 R=H, Ar=2-MeOCgH,4
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JlaHHBIE 3IEMEHTHOTO aHalin3a, TEMIEPaTyphl IUIABJICHNS W BBIXOJIbI CHHTE-
3UPOBAaHHbIX COEJUHEHUH mpencTaBieHsl B Tabi. 1, a ux cnexrpst SIMP 'H -
B Tabn. 2. KoHTponupoBaTh MpoTeKaHWe Mpoliecca 0Ka3auoch yI0OHBIM C MO-
MoOIIbIO cieKTpockonuu AMP lH, TaK Kak B X0/ie peakuuu B crektpe SAMP 'H
BMECTO JByX aybneToB B obOmactu 7.6-7.9 M. 1. (CHrHambl MPOTOHOB ABOW-
HOM CBSI3M MCXOJHOTO XJIOPAHTHIpHa 2a—j) MOSBISIOTCS CUTHAIBI B 00JIACTH
3.3-5.5 M. 1. (cucrema ABX-IpOTOHOB THA3MHOBOTO KOJIBIA).

JocToMHCTBaMH MPEJIOKEHHOTO HAMH OJHOCTaJUHHOTO METO/a SIBIISIOTCS
JIOCTYMHOCTh MCXOAHBIX COSAMHEHHWH, IMPOCTOTa MPOBEACHUS IKCIIEPUMEHTa U
BBICOKHE BBIXOJBI LEJIEBBIX COCAUHEHNN. Peaknus mpoTekaer B MATKHAX YCJIO-
BUSIX NIPU KUISIYEHUH B CMECH IMUPUAMH—OEH30I1 B TeueHue 2 4. Hanbonpime
BBIXOJbI (69—82%) momy4eHsl ¢ IUHHAMOWIXJIOPUIOM 2a U €ro napa- u mMema-
¢ernmamenieHHbIME 2b—d. Ilpu mcnonb3oBaHUM 3-TeTEPHIAKPHIOMIXIOPH-
JI0B 2h—j BBIXO/BI IIETIEBBIX MPOIYKTOB HECKOIBKO HIKE (61-72%).

B peakuuu coenunenuid 1b u 2a Bo3MOXHO 00pa3oBaHue ABYX M30MEPOB —
Aub:

o) 0]
6 4
7 5 3 R s T\
s N 2 Ar 7 N 2
8 Ar
R /)\s /)\s
9 9 N |
10 10
A <

o namubiM crektpockoruu SIMP 'H, mpoxyxt 4k mpejcraBiser coGoii
oIuH U3 nm3oMepoB. Tak Kak 3TOKCUIpymna sBsEeTcs 3amectureneM 1 poza,
€CThb OCHOBaHMA IOJIaraTh, YTO B 3TOM Cilydae alMIMPOBAaHHE JOJDKHO IPO-
TeKaTh MPEUMYLIECTBEHHO M0 aTOMy a30Ta B MOJOXEHUH 5 ¢ 00pa3oBaHUEM
uzoMmepa A. UToObl BBISICHUTH THUIl 0Opasyrouieroca usomepa 4k, Hamu ObLIO
MPOBEJICHO COOTHECEHHE CUTHAJIOB NMpoToHOB 6-H m 9-H B cmekrpax coenun-
HeHull 4a u 4k. YCTaHOBNIEHO, YTO B CIEKTPE COSIUHEHUS 4a CUTHAJI MPOTOHA
6-H mnop BiusHMEM aMHIHOW TPYMNIBI JIEXKHUT B cirabom mose pu 8.16 m. 1., a
curHan nportoHa 9-H maxoamrtcs B obnmactu 7.42 m. n. B cmektpe coeanne-
Hus 4k xumudeckuil casur npotoHa 6-H pasen 7.99 m. 1., npudeM ero curaan
apnsiercss nyonerom (J = 8.7 I'u), a xumuyeckuii caBur mnpotoHa 9-H pasen
7.13 M. A. (CHHIJIET), YTO COOTBETCTBYET CTPYKTYpe A.

C sKCneprMEHTAIBHOW TOYKM 3pEHUsS JaHHAs peakiusi — OAHOCTaJAWHHBINA
NPOIIECC, OAHAKO B JEHCTBUTEIHHOCTH OHA MpEACTaBIseT cOOOW mociienoBa-
TEIBHOCTh MO KpailHell Mepe ABYX peakuuii — N-aIuinpoBaHUS U MPHUCOETU-
HEHHMS MEpPKaNTOrPyMIbl MO IBOWHOW CBSA3M, MPUYEM HESICHO, Kakas W3 HHUX
MEepBUYHA, a Kakas — BTOpHYHA. [l03TOMYy HaM NpeaCTaBIAIOCH HEOOXOANMBIM
BBISICHATH BEPOSITHYIO CXEMY JAaHHOW peakiu. J{is aToro ObUT0 N3ydeHo B3au-
MOJIEHCTBUE COETUHEHNS 1a C XJIOPaHTUIPUIOM O-METOKCUKOPUIHON KUCIIOTHI
2g, METOKCHTPYIIa KOTOPOTO CTEPUYECKH IPEMSITCTBYET T'eTEPOLNKIN3AINH.
W3 peakunonHO# Macchl HaM ynanoch BeIAenuTh MpoAykT 3 (R = H). Tak xak B
crektpe SAMP '"H sroro COCIMHEHUS] CUTHANBl MPOTOHOB IBOMHOW CBSI3U
HaxoasATcs B oomactu 7.72 u 7.94 M. 7., Kak ¥ B UCXOJHBIX 2, TO OHO SBIISIETCS
npoaykroM N-amunuposanus. B MK crnexkrpe 1aHHOrO COeAMHEHHS MPUCYT-
CTBYIOT Tosiochl konebanuit kak rpynnsl NH (3100-2900), Tax u rpynnel SH
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(2600-2450 cm ). BeposTho, coeamuenne 3 (R = H) maxomutcst B BHjE
PaBHOBECHO cMecH TUOHHOH U THOJIBHON (OpM, a reTepoLuKIn3alus, 1o BCel
BUAMMOCTH, IPOTEKAET Yepe3 THOIbHYIO GpopmMy. Takum oOpa3om, ecTh OCHOBA-
HUS TIOJlaraTh, YTO TMEPBUYHON peakiuell sBisercs N-aluIupoBaHHE, 3aTeM
clleflyeT TayTOMEpHOE IPeBpallieHue THOHHOH (POpMBI B THONBHYIO U B3aUMO-
JeficTBUE TUOJBHOM IpyNIbl ¢ aKTUBUPOBAHHON ABOIHOH cBA3bIO ¢ 00pa3o-
BaHMEM THa3MHOBOTO KOJIbLA.

Hanpasnenne peakuvu IMHHAMOWJIXJIOPHIA M €r0 3aMELICHHBIX ¢ 2-Mep-
KallTOUMMJA30JMHOM S CYILIECTBEHHO 3aBUCUT OT IPUPOJbI HNPUMEHIEMOIO
pactBoputens. Tak, B nupuauHe o0pa3yroTcs b NPOLYKThl N-alldiIupoBa-
HUsL 6a—c (aHANIOTWYHO AIMJIMPOBAHUIO 2-MEPKANTOMMHUAA30JIMHA YKCYCHBIM
anruapusom [11]), a B alieToHe TIIaJ K0 MPOTEKaeT reTepOoIMKIn3aius (BeposT-
HO, 4epe3 MHTepMeanaTr 7) ¢ oO0pa3oBaHWMEM THIPOXJIOpUAOB 7-apmn-2,3.6,7-
tetparuapo-SH-umunazo[2,1-b]-1,3-tuazun-5-onos (8a—d):

(@)
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2, 6,8 a Ar="Ph, b Ar =4-MeOC¢H,, ¢ Ar =3-O,NC¢Hy; 2, 8 d Ar = 2-TueHun

Coenunenus 1a u 5 MOryT CyliecTBOBaTh Kak B THOHHOM, TaK U B THOJIBHOM
(opmax; pasHUIlAa B WX PEAKIMOHHOW CHOCOOHOCTH, MO BCEH BUIMMOCTH,
COCTOMT B TOM, YTO cOoelvWHEHHe la B CYIIECTBEHHOW CTENEHH HaXOTUTCS B
THOJIBHOM (opme, a Jsi coeMHEHHS 5 Ooliee XapakTepHa THOHHas (opma,
IpUYeM COJepKaHUEe ero THOJbHOM (OpMBI BO3pacTaeT C YyBEIUYEHHEM
noJsisipHocTH pactBopurens [12]. [loaromy rereponuknusanysi COeIMHEHNs 5 B
MPOAYKT 8 MPOXOAWT TOJBKO B YCIOBHUSIX YBEIHUYEHUS COAEpPKaHHs THOJBHOMN
(hopMBI (3TOMY OTBEYAET CTPYKTYpa coiu 7).

Takum 00pa3zom, peakuyi HIHHHAMOMJIXJIOPUAA, €r0 3aMEIEeHHbIX U reTepo-
aHaAJIOTOB C coenuHeHMsIME 1a 1 5 umeroT obmuii xapakTep U SIBISIOTCS y100-
HBIM METOJIOM CHHTe3a 2-apwi-2,3-muruapo-4H-[1,3]tnasunol3,2-a]6en3umu -
azon-4-onoB (4a—k) u rugpoxnopunos 7-apui-2,3,6,7-rerparuapo-SH-umu-
azo0[2,1-b]-1,3-tnazun-5-onoB (8a—d). [Ipeanoxena cxema reTepoLUKIN3ALIH.
CrpoeHne CHMHTE3MpPOBAHHBIX COEIMHEHHH 0Ka3aHO ¢ momoinpio SIMP 'H u
UK criekTpockomnuu, a COCTaB — JaHHBIMHU 3JIEMEHTHOTO aHaJIH3a.
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SKCIHEPUMEHTAJIBHASA YACTb

Crexrpst SIMP 'H sarmcansl Ha npuope Varian-300 (300 MI'n) 8 JIMCO-dg, BHyTpeHHHI
cragpapt TMC. UK criekTpsl moydens! Ha mpubope Specord IR-75 B Tabnerkax KBr.

1-[3-(2-MeTokcudenna)akpuiona]densumuaaszon-2-tuoi (3). K pacreopy 1.5 r (10 Mmmorns)
coenunenus 1la B 5 mu mupuauna npu 20 °C nob6asnstot pactBop 1.96 r 3-(2-meTokcudeHu)-
akpuiowixiopuna (2g) B 4 mu Oensona, nepemermBaor 20 MuH U 106aBisitor 30 M1 BOZBL.
BrimaBmmmii 0cafok OT(MIBTPOBBIBAIOT, MPOMBIBAIOT 3TAaHOIOM M BheIcymmBaroT. UK crmekrp,
v, em.”: 3000 (NH), 2500 (SH), 1690 (C=0), 1600 (C=N), 1510 (NH-C=S).

Tab6numa 1
XapaKTepMCTHKﬂ CHHTE3UPOBAHHBIX Coeﬂl/lﬂeﬂl/li’i
Coenn- Bpyrro- B%i%’% % T. ., Beixon,
2 o 0,
HEHUe (hopmyna C o N C* %
3 C17H1aN>02S 65.90 4.61 9.08 206-208 52
65.80 4.52 9.03
4a Ci6H12N,0S 68.65 4.34 10.20 121-123 73
68.57 4.29 10.00
4b C17H14N20,S 6591 4.33 9.09 140-143 69
65.80 4.52 9.03
4c Ci16H11FN2OS 64.31 3.61 9.53 135-138 71
64.44 3.69 9.40
4d C16H11N3O3S 59.24 3.17 13.12 192-195 82
59.08 3.38 12.92
4e C[xH[(,NzO}S M w w 170—173 67
63.53 4.70 8.23
4f Ci19H1sN204S 61.54 4.98 7.50 215-218 68
61.62 4.86 7.57
4g C17H14N20,8S 65.62 4.35 9.18 100-103 53
65.80 4.52 9.03
4h C14H10N20S;» 58.99 3.66 9.71 120-123 72
58.74 3.50 9.79
4i C14H10N202S 62.03 3.51 10.17 130-133 63
62.22 3.70 10.37
4j C17H12N>03S 62.71 3.93 8.52 157-160 61
62.96 3.70 8.64
4k CigH16N202S 65.87 4.78 8.83 152-155 68
66.66 4.94 8.64
6a C21H1sN20,S 69.87 4.48 7.51 197-200 49
69.61 4.97 7.73
6b C23H2oN>204S 65.28 5.06 6.48 184-185 50
65.40 5.21 6.63
6c C21H16N40(,S M m M 207—210 52
55.75 3.54 12.39
8a Ci2Hi13 CIN2OS 53.88 4.71 10.30 142-145 50
53.63 4.84 10.43
8b Ci13H5CIN20,S 52.47 5.21 9.47 175-179 49
52.26 5.03 9.38
8c C12H2CIN303S 45.47 3.71 13.17 205-208 54
45.93 3.83 13.40
8d C10H11CIN,0S, 43.57 4.22 10.43 153-156 47
43.72 4.01 10.20

* Coenunenus 4a,c,g—i, 8a nepekpucTaiin3oBaHel U3 3TaHomna, coequHenus 4b,e.j.k, 8b,d —
13 CMECH 3TaHOI-TIMpHUINH; coenunaeHns 3, 4d.f, 6a—c, 8¢ — u3 mupuauHa.
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Tab6numa 2

Jlannbie cnexkTpos AMP 'H coeaunenmii 3, 4a—k, 6a—c, 8a—d

Coenu- XUMHUECKUE CABHUTH, O, M. 1.
HECHUEC
3 3.94 (3H, ¢, CH30); 7.17-7.58 (7TH, M, Ar); 7.72 (1H, 1, Ar); 7.94 (1H, 1, Ar); 8.22 (1H, 1,

Ar)

4a 3.14 (1H, M, H-3); 3.85 (1H, M, H-3); 5.40 (1H, M, CH-2); 7.35-7.60 (8H, u, Ar); 8.16 (1H, 1,
Ar)

4b 3.75 (3H, ¢, CH30); 3.85 (1H, m, H-3); 5.37 (1H, m, H-2); 7.00-7.52 (6H, ™, Ar); 7.62 (1H,
1, Ar); 8.17 (1H, 1, Ar)

4c 3.43 (1H, m, H-3); 3.80 (1H, n, H-3); 5.41 (1H, m, H-2); 7.26-7.59 (7H, m, Ar); 8.16 (1H, 7,
Ar)

4d 3.55 (1H, m, H-3); 3.93 (1H, M, H-3); 5.59 (1H, M, H-2); 7.39-8.40 (8H, M, Ar)

de 3.24 (1H, M, H-3); 3.73 (6H, 1, 2CH;0); 3.85 (1H, m, H-3); 5.31 (1H, m, H-2) 6.99-7.36 (SH,
M, Ar); 8.17 (1H, 1, Ar); 8.18 (1H, 1, Ar )

4f 3.67 (3H, ¢, CH30); 3.79 (6H, ¢, 2CH;0); 3.93 (1H, m, H-3); 5.31 (1H, v, H-2); 6.80 (2L, c,
Ar), 7.38 (2H, u, Ar); 7.63 (1H, 1, Ar); 8.18 (1H, 1, Ar)

4g 3.42 (1H, M, H-3); 3.71 (1H, o, H-3); 3.91 (3H, ¢, CH30); 5.55 (1H, m, H-2); 7.02-7.57 (7H,
M, Ar); 8.18 (1H, 1, Ar)

4h 3.65 (2H, m, CH>); 5.67 (1H, M, H-2); 7.03—7.65 (6H, M, Ar); 8.16 (1H, x, Ar)

4i 3.61 (2H, M, CHy); 5.44 (1H, m, H-2); 6.46 (2H, c, Ar); 7.36-7.66 (4H, , Ar), 8.19 (1H, 1,
Ar)

4 3.17 (1H, o, H-3); 3.79 (1H, o, H-3); 5.33 (1H, m, H-2); 6.05 (2H, ¢, OCH:0); 6.96-7.37
(5H, M, Ar); 7.60 (1H, 1, Ar); 8.17 (1H, 1, Ar)

4K 1.35 (3H, 1, CH3CH,0); 3.40 (1H, m, H-3); 3.78 (1H, , H-3); 4.06 (2H, x8, CH3CH,0); 5.37
(1H, M, H-2); 6.90 (1H, 1, Ar); 7.13 (1H, ¢, Ar); 7.31-7.60 (5H, m, Ar); 7.99 (1H, 1, Ar)

6a 4.30 (4H, ¢, 2CHy); 7.47 (6H, , Ph); 7.60 (2H, 1, 2 =CH-CO-); 7.68 (4H, m, Ph); 8.08 (2H,
1, 2Ar-CH=)

6b 3.80 (6H, ¢, 2CH;0); 4.38 (4H, ¢, 2CH,); 7.04 (4H, 1, p-CsHa); 7.61 (6H, m, Ar); 7.98 (2H,
1, 2Ar-CH=)

6¢ 4.11 (4H, ¢, 2CH» ); 7.72-8.08 (8H, ™, Ar); 8.27 (2H, n, m-NO»CsHa4); 8.49 (2H, c,
m-NO2CgHy)

8a 3.22 (1H, m, H-6); 3.41 (1H, m, H-6); 3.92-4.20 (4H, m, 2CH>); 5.29 (1H, m, H-7); 7.47 (5H,
M, Ph); 8.05 (1H, ym. ¢, NH)

8b 3.13 (1H, M, H-6); 3.53 (1H, o, H-6); 3.76 (3H, ¢, CH;0); 3.81-4.20 (4H, M, 2CHo); 5.25
(1H, M, H-7); 7.17 (2H, 1, p-CeHu); 7.44 (2H, 1, p-CeHa); 8.10 (1H, yu. ¢, NH)

8¢ 3.36 (1H, M, H-6); 3.58 (1H, M, H-6); 3.85-4.18 (4H, M, 2CH,); 5.47 (1H, M, H-7), 7.76 (1H,
T, m-NOzC(,H4); 7.94 (IH, , m-NOzC(,H4); 8.23 (IH, , m-NOzC(,H4); 8.35 (lH, C,
m-NO2CeHa ); 8.18 (1H, ym. ¢, NH)

8d 3.32 (1H, m, H-6); 3.63 (1H, m, H-6); 3.67-4.13 (4H, M, 2CHy); 5.46 (1H, M, H-7); 7.04 (1H,
1, Het); 7.16 (1H, n, Het);7.59 (1H, n, Het); 8.15 (1H, yur. ¢, NH)

2-Apua-2,3-qurugpo-4H-[1,3]Tuazuno[3,2-a|6enzumugazon-4-onsl  (4a-k), 1,3-mu(3-
apuwil-  aKpWJIOHMJI)MMHUAA30aMH-2-THOHBI  (6a—c). K  pactBopy 10 mmomp  2-
MepkanrocoequHenus lab uS B 5 M nupuamnHa pobasmstor pactBop 10 mMmons  3-
apyIaKpuIonIxyiopusaa 2 B 4 mi 6eH30I1a, KHISTAT ¢ 00paTHBIM XOJOAMIBHUKOM 2 4 (B ciiydae
4g — 12 u), oxnaxngaroT U ao0aBsitoT 30 M Bojbl. BeimaBmmii ocamok OT(UIBTPOBBIBAIOT,
NPOMBIBAIOT 3()UPOM, BBICYIIHBAIOT W IE€PEKPH-CTAUIM30BBIBAIOT M3 COOTBETCTBYIOLIETO

pacTBOpUTEIIS.
1107



T'uapoxiopuasl 7-apui-2,3,6,7-terparnapo-SH-umunazo|2,1-b]-1,3-tuazun-5-ono  (8a—
d). K cmecu 10 mmonpe 2-mepkantoumuziazonnna 5 u 20 mia anerona pobasnsior 10 mMmons
3-apuI-akpwiIOWIXJIOpHIa 2, KHIATSAT C OOpaTHBIM XOJIOJMJIBHUKOM 4 9 W OXJaXJaroT.
Berinasimii oca-10K OTGUIBTPOBBIBAIOT, IPOMBIBAIOT AlIETOHOM U BBICYIIIHBAIOT.
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