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JI. 1O. UYymakoBa, A. M. Jlemuenko, A. H. Kpacoscknii®,
T. B. Joiummuak®, M. O. Jlozuncknii’

CHUHTE3 U NPEBPAIIIEHUA 2-(N-R-TUOYPEH0)-
3-9TOKCUKAPBOHUWJITUO®EHOB

BzanmozeiicTBreM 2-aMUHO-3-3ToKcHKapOoHUI-4,5,6,7-TeTparunpodensol b]-
THO(EHAa C WM30THOIMAHATAMH W 2-W30THOLMAHATO-3-3TOKCHKapOoHmI-4,5,6,7-
TeTparuapoOeH3o[h]trHodeHa ¢ nepBUYHBIMU U BTOPUYHBIMH aMUHAMH TIOJIYYCHBI
2-(N-R-Tnoypenno)-3-stokcukapbonun-4,5,6,7-rerparugpobenso[ b ]tuodenst.
W3ydenbl myTH LUKIW3ALMHM TOCICAHUX B IPOHM3BOAHBIC THEHO[2,3-d]mupu-
MuMHA U THeHO[2,3-d]-1,3-TnasuHa. AnkupoBanreM 3-R-2-trokco-3,4,5,6,7,8-rek-
carunpobenso[b]tueno[2,3-d|nupuMuInH-4-0HOB TMOJYyYEHbl COOTBETCTBYIOLHE
S-3ameleHHbIe TPOU3BOAHBIE.

KitioueBble ¢JI0Ba: H30THOLMAHAT, THPUMHIMH, THA3UH, THOQEH, aJKUIHPO-
BaHME, UKIU3aLIHSL.

CoenmuHeHus, cojJiepXkaiiie KOHJICHCHPOBAHHOE MUPUMHIMHOBOE KOJBIO
MPEJICTABNISIOT WHTEPEC B MOMCKE OMOJIOTMYECKH aKTHBHBIX BeliecTB [1-5].
W3BectHO, 4TO peakumst 2-amMuHO-3-3ToKcHKapOoHmnTrodeHos (1) [6] ¢ uzo-
THOIMAHATAMH OCTAHABJIMBACTCS HA CTaUM TNPOMEXKYTOUHBIX 2-(N-R-THO-
ypeu0)-3-arokcukapoonuntuodenos (2) [1-3, 7, 8] (metog A).

Hamu pa3paboraHbl anbTepHATHBHBIE IyTH CUHTE3a COCAMHEHUH 2, KOTO-
pble 3aKJIIOYAIOTCA BO B3aUMOJEHCTBUM 2-M30THOLMAHATO-3-3TOKCUKApOOHUII-
4,5,6,7-Terparunpodenso[b]tnodpena (3) ¢ MEpBUYHBIMA W BTOPHIHBIMH aMH-
HaMH JKUPHOT'O, apOMaTHYECKOI0 W TeTepOLUKIMYEcKOro psnoB (merox b)
(cxema 1). DTOT MeTOA J1aeT BO3MOXKHOCTh BBOJUTh B THOMOYEBUHHBIN (hpar-
MEHT MOJICKYJIbI TIPOJIYKTOB 2 3aMECTHUTEIH Pa3IMYHON MPUPOJBI, TOCKOIBKY
HabOp COOTBETCTBYIOUIMX M30THOIMAHATOB (METOJ A) OTpaHHYEH, a TaKXKe T0-
Jy4aTh COeIMHEeHUs Thma 4.

Ilpn HarpeBanum coenuHeHHS 3 ¢ 0-aMHHOTHO(EHOJIIOM OBLT BBIAEICH U
naeHTudunmupoBan 2-(2-6eH3THA30IMIIAMHHO)-3-3TOKCHKapOoHmi-4,5,6,7-tet-
paruapobenso[b]tuodes (5).

Huknuzanus coequHennii 2 3aBUcUT OT pH cpe/bl M NPUBOAKT K BEIIECTBAM
pasnuuHoro crpoeHus [7, 8]. Tak, B cimyyae HarpeBaHus THO(QEHOB 2a—0 B IIe-
JIOYHOW cpejie BbIEJCHBI KaineBble conu 3-R-2-mepkanro-3,4,5,6,7,8-rekca-
ruapoOeHn3o[b]tueno|2,3-d|nupuMuuH-4-0HOB 6a—0, MPU MOJAKUCIEHUN KOTO-
PBIX TOJIy4EHBI COOTBETCTBYIOIIME coelquHeHus 6'a—g (cxema 2). B kucioi
cpene coenuHeHus 2e.k mpespamarorcs B mpousBoaHble 2-(R-amuuo)-4(H)-
5,6,7,8-terparuapobdenso b]tueno[2,3-d]-1,3-tnazun-4-ona (7a,b; cxema 2).
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Cxema 1
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2 a R =CH,CH=CH,; bR =Ph; ¢R=C¢H;Me-4;d R =C¢HsMe-2; e R = C¢H,Br-4;
fR= C6H3C12-2,4; g R= C6H4OMC-4; hR= C6H4OMC-2; iR= C6H4OCHF2-4, j R= Bn,
k R = CgH,NHCOMe-4; 1R =N=CHC¢H,F-4; m R = 5-xnopnupua-2-ui; n R = 1-penmn-2,3-
JUMETHINUPa30i-5-0H-4-ui; 0 R = 4,6-mu(3tnnamuHo)-1,3,5-Tpua3uHui-2-aMruHo;
p R =C¢H4OH-3; q R =NHPh; r R =NHCOC¢H,Br-4

CoennHeHust 6a—n Jerko BCTYNAIOT B PEAKIUIO C ATKWIMPYIOIUMU peareH-
TaMU B IIEJIOYHON CpeJie M 00pa3yIoTcsl COOTBETCTBYIOIINE S-3aMelIeHHbIe 3-R-
2-ankwun(apwn)tio-3,4,5,6,7,8-rekcarnapobenzo| btueno| 2,3-dmupumuina-4-0HOB
(8a—b") (cxema 2). [TonbiTKa OAHOCTAIMHHOIO CHHTE3a BEUIECTB CTPYKTYpPHI 8
B3aUMoJIeHcTBHEM coenuHeHus 2b ¢ n-mpem-OyTun-o-OpomManeTopeHOHOM
IpUBeTa K 00pa30BAaHMIO NTPOM3BOJHOTO THA30JMHA — MHKpara 2-(3-peHmn-4-
(n-mpem-OyTrindeHun) THa30MMHUINIEH-2-aMUHO)-3-3TOKCUKapOoHm-4,5,6,7-
TeTparuapodenso[b]tuodena (9).
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Cxema 2
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6aR= CHzCH:CHz, 6'3, 6b R = Ph, 6¢c R = C6H4MC-4; 6dR = C6H4MC-2; 6e R = C6H4Br-4;
6f R = C4H;Cl,-2,4; 6g, 6'b R = C¢H,OMe-4; 6h R = C¢H,OMe-2; 6i, 6'c R = C4H,OCHF,-4;
6j, 6'd R = Bn; 6k R = CcH,NHCOMe-4; 6, 6'e R = N=CHC4H,F-4; 6m R = 5-xnoprnupuz-2-
ui;, 6n, 6'f R = 1-penmn-2,3-qumernnnupason-5-ou-4-ui; 60, 6'g R = 4,6-nu(atunamuno)-1,3,5-
Tpuasunmi-2-amuno; 7 a R = C¢HyBr-4; b R = CcH,NHCOMe-4; 8 a R = CH,CH=CH,,
R' = CH,COPh; b R = Ph, R' = CH,COBu-#; ¢ R = Ph; R' = CH,COC¢H,Br-4; d R = Ph,
Rl = CH2C006H4OCHF2-2, e R = Ph, Rl = CH2COC6H4Ph-4, f R = Ph,
R! = CH,CONPhCHMe,; g R = C¢H;Me-4, R' = CH,COPh; h R = C¢H,Me-2,
R' = CH,CONPhCHMe,; i R = C¢gHMe-2, R! = Me; j R = C¢H,Br-4, R' = C¢H3(NO,),-2,4;
k R = CgHBr-4, R' = CH,COCgH,Cl-4; 1 R = C¢H;CL-2,4, R' = CH,CONPhCHMe,;
mR = C6H4OM€-2, R] = CH2C0C6H4Br-3; nR = C6H4OM€-4; R] = CH2COC6H4-t'BU'4;
o R = C¢H,OMe-4, R' = CH,COC¢H,Cl-4; p R = C¢H,OCHF,-4, R' = CH,COC¢H,F-4;
q R = C¢H,OCHF,-4, R' = CH,COCgH,Cl-4; r R = CgH,OCHF,-4, R' = CHMeCOCGH,CI-4;
S R = C6H4OCHF2-4, R] = CH2COC6H4OCHF2-4, t R = C6H4OCHF2-4,
R' = CH,COC¢H4OCH,)-3.4; u R = Bn, R' = CH,COCH,Cl-4; v R = Bn,
R' = CH,CONPhCHMe,; w R = CqH,NHCOMe-4, R' = C4H3(NO,),-2,4; x R = CgH,NHCOMe-4,
R' = CH,COC4H,F-4; y R = C(H,NHCOMe-4, R' = CH,CONPhCHMe,; z R = N=CHCH,F-4,
R! = CH,CONPhCHMe,; a' R = S-XJIOpIIUPUI-2-1IT; R! = CH,CONPhCHMe,; b'R = 1-¢pennin-
2,3-IMMeTHIITPA30II-5-0H-4-111, R'= CgH3(NO,),-2,4; X = Hal

[Ipu B3auMoAeMCTBUM COENMHEHUS 6m C XJIOPUCTHIM METUJICHOM BBIAENEH
[ 4-oxco-3-(5-xnopnupua-2-un)-3H-5,6,7,8-terparunpodenso[ b]tueHo|[ 2,3-
d]-mupumuanann-2-tuometan (10) (cxema 3).
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Cxema 3
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CTpoeHue CHHTE3MPOBAHHBIX COCAMHEHHMH MOATBEP)KICHO NAHHBIMU OHJle-
1
MEHTHOTO aHaiu3a u criektpoB IMP "H (tabn. 1-3).

SKCIHEPUMEHTAJIbHAS YACTb

Crextpel SIMP 'H cuHTe3HpOBAaHHBIX 06pa3lioB 3amucadbl Ha mpubope Bruker-300 (300 MI'm),
pactBoputens IMCO-dg, BHyTpennwuii cranaapt TMC.

Hcxonuble 2-aMuHO-3-3TOKCHKapOOHUI-4,5,6,7-Terparunpobenso[b]tuoden (1) u 2-u3oTno-
LIMaHATO-3-3TOKCUKapOOHUI-4,5,6,7-TeTparnapoben3o[b]tnodeH (3) CHHTE3UPOBAaHBI, COOTBET-
CTBEHHO, [0 METOAUKaM padort [6, 9].

2-N-R-Tuoypenno-3-3rokcuxapoonni-4,5,6,7-rerparuapodenso[b]tnodennr (2a-r, 4).
A.K pacrBopy 2.25 r (10 mMmonp) 2-amMuHO-3-3TOKCHUKapOOHMII-4,5,6,7-TeTparunpobensolb]-
tnopena B 20 mu 3TaHOoNa mpubaBisoT 10 MMOJIB COOTBETCTBYIOILETO H30THOLMAHATA, PEak-
[HOHHYIO CMECh KUMATAT 3—4 4, OXJIAXKIAIOT, BBIIABIINN 0CaJ0K OTQMIBTPOBBIBAIOT. [TomydaroT
2a—-c¢,g,ij.

B. K pactBopy 10 mMmoune cootBercTByrOmero amuHa B 30 mi 3taHona npubasisitor 2.67 T
(10 MMob)  2-M30THOLMAHATO-3-3TOKCUKApOOHMII-4,5,6,7-TeTparunpobens3o[b]tnodeHa, peak-
[HOHHYIO CMECh KHIATIT 4—6 4, OXJIaXKIAIOT, BBIIABIINN 0CaJ0K OTQMIBTPOBBIBAIOT. [ToaydaroT
2b-r, 4.

2-(2-AMHHO0eH3THA30/11.T)-3-3TOKCUKapOoHnI-4,5,6,7-TeTparuapodenso[b| Tuoden  (5)
HOJIy4eH U3 2-U30THOLUAHATO-3-3TOKCHKapOoHui-4,5,6,7-rerparuapodenso[b]Tnodena u o-amu-
HoTHO(eHoNa o MeToay b.

KanueBble conu 3-R-2-mepkanro-3.,4,5,6,7,8-rexcaruapoéenso|b|tueno|2,3-d|nupumu-
auH-4-0oHOB (6a,c—f,h,k,m). PactBop 10 mmomb coorBercrByromero 2-(N-R-troypenno)-3-
3TOKCHKapOoHMI-4,5,6,7-rerparuapobenso[b]ruodena u 1.12 r (20 mmons) KOH B 20 mi 3tano-
Ja KHISITAT 3—4 4, OXJIXK/AAI0T, 0CaJ0K OT(HIBTPOBBIBAIOT.

3-R-2-Tuokco-1,2,3,4,5,6,7,8-oxkraruapodenso| b tueno|2,3-d|nupumuaun-4-ousl (6'a—g).
PactBop 10 mmons cootBerctBytromiero 2-(N-R-troypenno)-3-arokcukapoonun-4,5,6,7-tetpa-
runpobenso[b]tnodena n 1.12 r (20 mmons) KOH B 20 mn sraHona kunstat 3—4 4, peax-
LIMOHHYI0 CMECh BBUIMBAIOT B BOJY, HEHTPAIU3YIOT JIEASHOW YKCYCHOH KHCIOTOH, OXJIaXKAaloT,
0Ca/I0K OT(UIBTPOBBIBAIOT.

2-(R-Amuno-4(H)-5,6,7,8-Tterparuapoden3so[b] Tueno[2,3-d]-1,3-tuazun-4-oust  (7a,b).
PactBopsitor 10 Mmmons coenurenns 2e,k B 15 mir ko, H,SO,, pactBop octaisitor Ha 24 4 npu
temnepatype 18-20 °C, mocne vero BbumMBaoT B 100 M1 sensHoi BOAbL, HEHTpalU3yrOT
aMMMAKOM, 0Ca/I0K OT(GUIBTPOBHIBAIOT.
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Iukpar 2-(3-pennn-4-(n-mpem-6yTniaeHuJI) THA30JIHHHIIHICH-2-aMHHO)-3-3TOKCHKAp-
0onm1-4,5,6,7-rerparuapodenso|b] Tuodena (9). Kursitsar 3.6 r (10 mmosb) coeaunenus 2b u
2.53 r (10 MmMoub) n-mpem-0yTui-a-6pomatieTodeHona B 25 M1 3TaHoNa 4 4, OXJIAXKAAIOT,
nprOaBISIOT HACKIIIEHHBIH PACTBOP MUKPHHOBOI KHCIIOTHI, BBHINABIIHI 0CaI0K OT(HHUIIb-
TPOBBIBAIOT.

S-3amewiennbie 3-R-2-mepkanto-3,4,5,6,7,8-rekcarunpodenso|b| tueno|2,3-djnupumuun-
4-onoB (8a',b'). K pactBopy 10 mmonb kamueBoit comu 6 B 20—30 mu 3taHosa (TOTOBOH WM
nosydeHHou pactBopenueM 10 mmonb coenunenus 6' B 20-30 mut ciuproBoro pactsopa 0.056 T
(10 mmonb) KOH) npu6asisor 10 MMOJIb alKMIIMPYIOLIETro areHTa, peakiHOHHYI0 CMECh OCTaB-
10T Ha 20-24 4 nipu 20 °C, ocaiok OTGUIBTPOBIBAIOT.

Ju[4-oxco-3-(5-xaopnupua-2-ui)-3H-5,6,7,8-Terparugpodenso[b| tueno|2,3-d|nupumu-
auaua-2-tuo]meran (10). K pacreopy 0.85 r (10 mmonb) mermnenxinopuaa B 10 mu staHona
MpUOAaBISAIOT MO KaluisiM TP TepemeninBanud pactBop 10 MMosp kanueBoit comu 6m B 20 mi
BozHOro 3taHoia. Ocrasnstor Ha 24 4 npu 20 °C, 3aTeM KUIMATAT | 4, OXJIAXIAI0T, BBIIABIIMI
0CaZoK OT(HILTPOBEIBAIOT. Brxox 52%. T. mi 295-296 °C (u3 JIM®A). Cuexrp SIMP 'H
(AMCO-dy), 6, M. 1. (J, I'y): 1.68-1.82 (8H, M, 2 (CH,),); 2.65-2.83 (8H, M, 2 (CH,)4); 4.90 (2H,
¢, CHy); 7.72 (2H, n, J = 8.7, Hpy); 8.20 (12H, n, J = 8.7, Hpy); 8.70 (2H, ¢, 6-H (5-C1-Py),).
Haiineno, %: N 12.0; S 18.46. C3,H,4C1,NO,S,. Beruucneno, %: N 11.81; S 18.00.
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