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B. H. bpunyH, A. H. Ecunenxo, M. O. Jlo3unckuii

CHUHTE3
2-APNJI-5H-[1,3,4] TUAJINA30J10[2,3-b] X UHA30JIMH-5-OHOB

3-AMuHO-2-THOKCO-1,2,3,4-TeTparuApOoXMHA30IMH-4-0Hbl TIPH B3aUMOJICUCTBUU C KapOOHO-
BeiMH  kucinotamu M POCIl; npeBpamatotest B 2-apwit-SH-[1,3,4]tuangnazono|2,3-b]xuHazonuH-
5-0HbI. 3-ApWIMETHIMIECHAMUHO-2-THOKCO-1,2,3,4-TeTparuJpoXnuHa30JInH-4-0Hbl TP OKHUCIIE-
HUU  XJIOPATOM  KaJlus B YKCYCHOH KHUCIIOT€ TaKXe LMKIU3YIOTCs B 2-apwi-SH-
[1,3,4]tnamuazono-[2,3-b]XMHA30IMH-5-0HbI, a MPH HArpeBaHUH JC3aAMUHHUPYIOTCS B 2-THOKCO-
1,2,3,4-TeTparuipo-XxuHa30auH-4-0H 1 apUIHUTPUIIBL.

KioueBble ciioBa: 3-aMUHO-2-THOKCO-1,2,3.4-TeTparuipoXuHa3oinui-4-oH, 3-apuiMeTu-
HUIEHAMHUHO-2-THOKCO-1,2,3.4- TeTparuapoXuHa30IuH-4-0Hbl, apuWIHUTPUIbL, 2-apui-SH-[1,3,4]-
THaa30710[2,3-b [XuHa30IMH-5-0HBI, 2-THOKCO-1,2,3,4-TeTparuJpoXuHa30IuH-4-0H, XJOpaT Ka-
Jusl, 1e3aMUHUPOBaHUE, UKIH3ALHS.

3-AMuHO-2-THOKCO-1,2,3,4-TeTparuapoxnHa3zonui-4-on (1) comepKuT naBa
PEaKIMOHHBIX IIEHTPa — THOKCO- U aMUHOTPYTIIBI, © MOXET HCIIOJIb30BaThCS
JUII CUHTE32 KOHJCHCHPOBAaHHBIX TETEpOIUKIOB [1-5], B ToM uucie u obna-
JAIOIIAX AHTUTUIEPTOHUYECKUMH, aHTUOAKTEPUANBHBIMA ¥ (DYHTUIIUIHBIME
cBoiictBamu [4, 5]. IlosToMy noslydeHHE HOBBIX FE€TEPOLUKIIOB, COAEPKALLUX B
CBOEU CTPYKType (parMeHT XWHA30JIMH-4-OHA, SBISETCS aKTyaJdbHOW CHHTE-
TAYECKOU 3aJauei.

Hensto manHO# paboTsl sBisiercss cunTe3 2-apun-SH-[1,3.4]tnagmazono[2,3-b]-
XMHA30JIMH-5-0HOB, KOTOpBIE, HCXOIS W3 OOIMUX METOAOB OOpa3oBaHHUS
KOHJICHCUPOBAaHHBIX CHUCTeM, cofepxammux 1,3,4-tnaamazon [6], MOTYT OBITH
MOJTyYeHbl KOHJACHcauei coenuHeHust 1 ¢ KapOOHOBBIMH KHCJIOTaMH B TIPH-
CYTCTBUH BOJIOOTHHUMAOIIUX PEareHTOB, a TaKXKe OKHUCIUTEIHHON IMKIH3a-
uuel 3-apuiMeTUINACHAMUHO-2-THOKCO-1,2,3 ,4-TeTparuApoXuHa30I1MH-4-0HOB.

Hamu ycranosneno, uro 2-apuin-5H-[1,3,4]tuannazono[2,3-b|xuHa3omuH-5-
oHBl 3a—e 00pa3yroTcs MPH HarpeBaHWM COeAMHEHUs 1 ¢ apoMaTHYeCKUMH
kapOoHOBBEIMU KucioTamu 2a—e B POCI; B Teuenne 2 4. Beixomsl 3a—e mpu
3TOM COCTaBJISIOT 66—73%.

B cnektpax SIMP 'H coennuenuii 3a—e XapakTepUCTHYECKHMH SBIISIOTCS
CUTHAJIBI TPOTOHOB XMHA30JIMHOBOTO U apoMatmdeckoro kouerl (7.11-8.41 m. 1.),
a B UK cnekrpax naGmromatorcsi mosiockl moryomenus rpym C=0 u C=N
(cootBerctBeHHO 16901710 1 1580-1610 cm ™).

3- ApWIMETUINACHAMUHO-2-THOKCO-1,2,3,4-TeTparuIpoXuHa30auH-4-0Hbl  Sa—
d OpuM TONydYeHBI ¢ BBIXOAaMu 67—79% peakuueit coenuHeHus 1 ¢ apomaTu-
qecKUMH abaeruaamu 4a—d B ykcycHoit kuciore. B cnextpax SMP 'H azome-
THHOB S5a—d XapakTepHCTUYECKHMHU SIBIISIOTCS CUTHAJIBl MPOTOHOB a30METH-
HOBBIX (N=CH) u troamunneix rpymn (NH-C=S) (cootBerctBenHo 8.51-8.91 u
13.00-13.21 m. 11.).
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2-7 a Ar=Ph, b Ar =4-MeOC¢Hy; 2¢-5¢ Ar = 3,4-(MeO),C¢Hj3; 2d, 3d Ar = 4- O,NCgHy;
4d, 5d, 7¢ Ar = 3-O,NC¢Hy; 2e, 3e Ar = 3-TreHun

[Ipy mombITKE TPOBECTH OKUCIMTENbHYIO LUKIM3AaLUI0 a30MeTHHOB 5a,b,d B
[1,3,4]Tragnazomno|2,3-b|XxuHa30IUH-5-0HBI 3 METOJOM HarpeBaHUs B HHUTPO-
OeHzone (kak 3To OBLIO TpeIokeHo B pabore [7] mis momydenus [1,2,4]-
tpuazono[3,4-b][1,3,4]tTnagnazona) u3 S-THOKCO-4-(EeHMIMETHINICHAMIUHO-
4H-1,2,4-Tprazona HaMu OBUIO YCTAHOBIIEHO, YTO B JAHHBIX YCIIOBHUSX IIPOTE-
KaeT He LUKJIM3alMsd, a Ie3aMUHUPOBaHNE a30MeTHHOB S5a,b,d ¢ oOpazoBaHuem
2-tokco-1,2,3,4-teTparuipoxuHazoiand-4-ona 6 U apuIHUTPUIOB 7a—c. DTO
e MpPEeBpalleHUe MPOUCXOOUT IPU HAarpeBaHUU a30MeTHHOB Sa,b,d 6e3 pac-
tBOpHUTENs mpu 200 °C.

[To Bce#t BuaMMOCTH, Je3aMUHHPOBAHHE a30METHHOB 5a,b,d oOBscHseTCS
TE€M, 4YTO OJJIEKTPOHHAs IUIOTHOCTb aroMa Ny 1,3-aMasuHOBOrO IMKIA
a30METHHOB S5a—d 4YacTUYHO CMEIIEHa B CTOPOHY COCETHHMX aKIENTOPHBIX
rpynn C=0 u C=S, 4ro, B CBOIO 0uYepenb, AenaeT cBsA3b N3 —N HeyCTOHUUBOU U
CIOCOOHOM JIETKO Pa3phIBAaThCS B YCIOBHSX MOBBIIICHHON TEMIIEPaTypHl.

[Ipu monbITKE MPOBECTH OKUCIUTEIBHYIO LUKIN3AIUI0 a30METHHA Sa ObLIO
BBISICHEHO, UTO €r0 B3aMMOJAEHWCTBUE C MOAOM B MPHUCYTCTBUU ITHJIATa HATPUS
NPUBOIUT K 00pa3oBaHUiO AM(3-(PeHMIMETHINIeHAMUHO-3,4-IMTHAPO-4-0KCO-
XMHA30JUH-2-W1)Aucyabduia 8.
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Tabnuma 1

XapaKTepnchm CHUHTE3UPOBAHHBIX coe}mneﬂnﬁ

Coenn- BpyTTo- T, S %:, Boi-
erme (bopyna Beruucieno, % T. m1., °C x((])u,
C H N %
3a* C5HoN;0S 64.72 3.41 15.29 227-230 73
64.50 3.25
3b Ci6H11N;0,S 61.85 3.81 13.33 225-227 68
62.12 3.58 13.58
3¢ Cy7H3N;05S 59.89 4.02 12.60 262-265 69
60.17 3.86 12.38
3d Cy5HgN4O5S 55.82 2.20 17.01 308-310 70
55.55 2.49 17.28
3e C3H,N508, 55.01 2.24 14.97 262-264 66
54.72 2.47 14.73
5a Cy5H11N;0S 63.82 4.21 15.17 272274 75
64.04 3.94 14.94
5b Ci6H13N30,S 62.00 4.04 13.22 282-284 73
61.72 4.21 13.50
5¢ Cy7H15N;305S 60.07 4.19 12.52 278-280 67
59.81 443 12.31
5d Cy5H(N4O3S 55.50 2.80 16.92 273-275 79
55.21 3.09 17.17
6 CgHgN,OS 54.15 3.20 16.00 299-302 64
53.92 3.39 15.72 (304-305 [11])
Ta C7HsN 81.76 3.16 13.40 e 59
81.53 4.89 13.58
7b CgH,NO 71.96 5.42 10.35 53-55 52
72.17 5.30 10.52 (57-59 [13)])
7c C;H4N,0, 56.48 3.01 19.20 112-115 49
56.76 2.72 18.91 (115-117 [14])
111-117
8 C30H0N605S, 63.98 3.50 15.21 299-301 69
64.27 3.60 14.99

* Haiineno, %: S 11.22. Beruucneno, %: S 11.48.
** T. xun. 185-188 °C (760 MM pr. ct.); T. kum. 191 °C [12].

Hamu pa3paboTaH HOBBIM METOJ] OKUCIIUTEIHLHOW MUKITH3AITIN a30METHHOB 5
B [1,3,4]tnamnazono[2,3-b]XxuHa30auH-5-0HBI 3, KOTOPBIM 3aKIFOYaeTCs BO
B3aUMOJICUCTBUM a30METMHOB 5 C XJIOpATOM Kajlusl B KHUISIIEH YKCYCHOM
kuciore. OMHAKO peakIysl MPOTEKaeT TONBKO C a3oMeTHHaMu Sh,c, KoTopbie
conepkaT JOHOPHBIE 3aMECTHTEIH B ()EHIIIHHOM KOJIBIIE, PHYEM BCIEIICTBHE
MOOOYHBIX OKHCIHTENBHBIX TPOLECCOB BBIXOIBI IIENEBBIX MPOAYKTOB 3b,c
coctaBisAOT Bcero 32-38%. [lo Bcelt BUAMMOCTH, MaHHAS pEaknusd, KaK H
OKHCTUTENbHAs muKIu3aius 1-(R-metrmmmnenaMuHo)-2-aMHHO(THIPOKCH )OSH-
30710B B 2-R-OeH3umunazon (2-R-0eH30kca30i1), mMpoTeKaromas npu JICHCTBUN
TeTpaarierara cBuHIa [8, 9] m muamerata memam [10] B yKcycHO# kuciore,
OCYIIECTBIISIETCS TT0 CBOOOHO-PAAUKATIEHOMY MEXaHU3MY.
Takum oOpa3zoMm, Hamm pa3paboTaHBl JBa MeToma CHHTe3a 2-apwi-SH-
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[1,3,4]tnaguazono[2,3-b]xuHa30IuH-5-0HOB, OAMH M3 KOTOPHIX (HarpeBaHue
3-aMuHO-2-THOKCO-1,2,3,4-TeTparuipoXnHa30InH-4-oHa U

kap-00HOBBIX KUcIOT B POCI;) MeeT mpenapaTHBHOE 3HAUCHHE.

Tabnuma 2

MK u SIMP 'H CIIEKTPbI CHHTE3HPOBAHHbBIX COCIMHEHHUH

Coenu- 4 1
HeHe UK crniektp, v, cM Crextp SIMP 'H, 8, m. 1. (J, ['m)
3a 3100, 1700 (C=0), 1590 7.54 (2H, M, Ha,); 7.64 (3H, M, Ha,); 7.87 (1H,
(C=N), 1565, 1555, 1505, M, Ha); 8.00 (2H, M, Ha,); 8.29 (1H, 1,
1475 J=17.5,Ha)
3b 3000, 1700 (C=0), 1610 3.84 (3H, ¢, CH;0); 7.11 (2H, o, J = 8.1,
(C=N), 1580, 1550, 1505, p-CeHy); 7.53 (1H, M, Hyp,); 7.65 (1H, &,
1460 J=8.4,Ha,); 7.88 (3H, M, Hy,); 8.25 (1H, g,
J=28.4, Ha)
3¢ 3100, 3000, 1690 (C=0), 1600 3.86 (3H, ¢, CH;0); 3.90 (3H, ¢, CH;0); 7.14
(C=N), 1580, 1560, 1520, 1470 | (1H, m, J = 7.8, Ha,); 7.46-7.57 (3H, M, Ha,);
7.67 (1H, n, J = 7.8, Hay); 7.88 (1H, M, Ha,);
8.26 (1H, n, J = 8.7, Hay)
3d 3100, 1710 (C=0), 1600 7.58 (1H, M, Hap); 7.70 (1H, 1, J = 7.8, Hay);
(C=N), 1580, 1560, 1470, 1410 | 7.91 (1H, m, Ha,); 8.25-8.31 (3H, M, Ha,); 8.41
(ZH, I, J = 87, p-C6H4)
3e 3100, 1700 (C=0), 1610 731 (1H, #. », J, = 5.1, J, = 2.8, Hye-4); 7.55
(C=N), 1580, 1560, 1505, 1465 (1H, M, Ha,); 7.68 (1H, 0, J = 7.8, Ha,);
7.86-7.93 (2H, m, Ha,); 8.03 (1H, n, J = 5.1,
Hye-3); 8.27 (1H, 1, J= 8.4, Ha,)
5a 3250, 1680 (C=0), 1620 7.32-740 (2H, M, Hay); 7.59 (3H, M, Hay);
(C=N), 1540, 1490, 1410 7.74 (1H, m, Hp,); 7.95-8.01 (4H, M, Ha,); 8.67
(1H, ¢, N=CH); 13.09 (1H, ¢, NH)
5b 3250, 3000, 1660 (C=0), 1630 3.87 3H, ¢, CH;0); 7.12 (2H, n, J = 8.5,
(C=N), 1610, 1570, 1540, 1490 | p-C¢H,); 7.36 (1H, m, Ha,); 7.44 (1H, g,
J=28.1,Ha,); 7.76 (1H, M, Ha,); 7.88 (2H, g,
J =18.5, p-C¢Hy); 8.01 (1H, o, J = 8.1, Hay);
8.53 (1H, ¢, N=CH); 13.00 (1H, c, NH)
5¢ 3200, 3000, 1710 (C=0), 1620 3.85 (3H, ¢, CH;0); 3.87 (3H, ¢, CH;0); 7.14
(C=N), 1600, 1580, 1540, 1520 | (1H, n, J = 8.4, Ha,); 7.37 (1H, m, Ha,); 7.45
(2H, M, Ha,); 7.55 (1H, 1o, J = 1.2, Hay); 7.78
(1H, M, Ha,); 8.00 (1H, 1, J = 7.2, Hy); 8.51
(1H, ¢, N=CH); 13.08 (1H, ¢, NH)
5d 3200, 3100, 3000, 1690 (C=0), 7.39 (1H, M, Ha,); 7.47 (1H, 0, J = 8.4, Hay);
1620 (C=N), 1540, 1490 7.81 (1H, M, Ha,); 7.90 (1H, M, Ha,); 8.02 (1H,
n,J =17.5,Hay); 8.39 (1H, 10, J = 7.8, Ha,); 8.50
(1H, n, J = 8.4, Hya,); 8.76 (1H, ¢, Hyy); 8.91
(1H, ¢, N=CH); 13.21 (1H, ¢, NH)
8 3100, 1680 (C=0), 1600 7.52-7.70 (4H, M, Hp,); 8.02 (2H, M, Hy,); 8.15
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(C=N), 1580, 1550, 1470

(H, 1,J = 7.5, Hy,); 9.68 (2H, ¢, N=CH)

apOMaTUYECKHUX



SKCHEPUMEHTAJIBHASI YACTb

Crnexrpsr IMP 'H samucans! Ha npu6ope Varian 300 (300 MI'n) 8 IMCO-dg, BHyTpeHHHMit
crangapT TMC. UK cnektpsl cHATh Ha npubdope UR-20 B Tabnerkax KBr. ®dusuko-xumuyeckue
U CIEKTPAJIbHBIC XapaKTEPUCTUKH CUHTE3UPOBAHHBIX COCANHEHUH NpUBeeHbl B Tabi. 1 1 2.

Cunre3 2-apun-SH-[1,3,4]tuanuazono|2,3-b|xunazonun-5-onos 3a—e. A. PactBop
2.1 mmonp kuciotsl 2a—e u 0.386 T (2 Mmonb) 3-ammHO-2-THOKCO-1,2,3,4-TeTparnapoxuHa-
3omuH-4-ora 1 B 2.30 r (15 mmons) POCl; kumsartar ¢ oOpaTHBIM XOJOAWIBHUKOM 2 .
OxakaarT, BbUTMBAIOT B 10 M XOJOAHON BOIbI, OT(QUIBTPOBBIBAIOT NPOAYKT 3a—e, MPOMbI-
BatoT ero 5 mi 5% Boanoro pactsopa NaOH, 10 M Bozpsl, cylaT U nepekpHCTaTH30BbIBAIOT U3
YKCYCHOM KHCIJIOTBI.

B. PactBop 10 Mmmosib azometuna Sb,c u 0.49 r (4 Mmmouip) xjopara kanus B 10 M1 yKCyCHOI
KHCIIOTHI KUTATAT 30 MuH, oxnaxnaror U pazbasisitor 30 mi Bomsl. Ocanok 3b,c ordmibtpo-
BBIBAIOT, CyIIAT ¥ IEPEKPUCTAIIN30BBIBAIOT U3 YKCYCHON KHCIOTHL. Berxox 3b 38%, 3¢ 32%.

Cunre3 3-apuiMeTHIMIEHAMHHO-2-THOKCO-1,2,3,4-TeTparuApoXuHa3oauH-4-oHoB Sa—d.
PactBop 10 mmonb anpaeruna 4a—d u 10 mmonb coexunenust 1 B 15 M1 YKCYCHOM KHCIIOTBI
KUIATAT 7 9, OXJIAKAAIOT, OT(GMIBTPOBBIBAIOT a30METHH Sa—d, IpOMBIBAIOT €ro AWUITHIOBBIM
a¢upoM (2 x 5 M) u cymiar.

Je3amuHupoBanue coenuHenmii Sa,b,d. Harpesator 10 Mmonps azomeruna 5a,b,d 30 mun
mpu 200 °C, oxJIaXIalT W PEaKIMOHHYI Maccy oOpabathiBaroT 10 M1 AMATHIOBOrO 3dupa.
Ocanok 2-tnokco-1,2,3,4-TeTparuqpoxuHa3onun-4-o1a 6 oTGMILTPOBHIBAIOT U cymaT. Ddup-
HBIM pacTBOp yHapuBaOT U HUTPWI 7a OUYMILAIOT MEPErOHKOM, a HUTpUibl 7b,c — nepexkpucrai-
nmu3anreil U3 2-mpomaHoda.

Cunre3 1u(3-peHnaMeTHIMAe HAMMHO-3,4-TUT UAPO-4-0KCOXMHAZ0INH-2-WI)AUCYIbpuaa
(8). K pactBopy 1.405 r (5 mMmonb) azomeTHHa Sa M 5 MMonb 3Twiata Hatpus B 10 M
6€3BOHOrO dTaHoIa JO00ABISIOT 1Mo KarusiM pactBop 0.635 r (2.5 mmorb) nona B 10 Mt sTaHoNA.
Ocagox aucynspunaa 8 OTQUIBTPOBBIBAIOT, CyIIAaT W  HEPEKPUCTAIIM30BBIBAIOT U3
OCH30HHUTpPUIIA.
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