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PEIMKJIM3ALNS COJIEM BEH3WMMUIA30(2,1-b] THAZAHUS
B 1-(2,3-3IUTHONPONNI)BEH3UMHUIA30.1-2-OHBI
MO/ JIEWCTBHEM SMUXJOPTHAPUHA

[NokazaHo, 4TO peakiys SMUXJIOPTUIPUHA C COJISIMU 3-TUApOoKcuOeH3nmMuaasol2,1-b]-
THA3aHUs TPUBOJUT K PEIUKITH3ANNU THA3aHUEBOTO KOJIbIIa ¢ 00pa30BaHUEM 3aMEIICH-
HBIX 1-(2,3-3muTHOnpon)0eH3UMIIa3011-2-0HOB ¢ BBICOKMMH BEIXomamu. [Ipemmo-
YKEHHBIH CIT0CO0 MO3BOJISET BBOJUTH B CTPYKTYPY NPOU3BOAHBIX THHPAHOB (DYHKIIHO-
HaJlbHbIE I'PYIIIbl, HEYCTOWYUBBIE B LIEIOYHOU CPELE.

KioueBble cjioBa: comu 3-TUApOKCHOeH3MMUIA30[2, 1-b]trazanus, Tavpansl, 1-(2,3-
SMU-THONPOINI)0CH3UMH1a30J1-2-0HBl, AMUXJIOPTUAPUH, PEIUKIN3AIM.

HecMoTpst Ha TO, 4TO XMMHSI THMPAHOB JOJTOE BpeMsi MpPUBJIEKAeT BHUMA-
HUe uccnenoBarenei [1-4], konmuuecTBo 3P PEeKTUBHBIX MOIXOA0B K CHHTE3Y HX
MPOU3BOJHBIX, COJEpKaMX (YHKIMOHANBHBIC TPYIIbL, OrpaHu4eHo [5-7].
BaXHBIM METOJIOM TOJYYeHHsS] TMPOU3BOAHBIX TETAPHITHUPAHOB 2 SIBIISACTCS
peLuKIn3anus coyeil 3-TuapoKcu- U 3-rajJoreH3aMeleHHOro ThaszaHus 1 mox
nevictBueM meEnoveit [8, 9]. Takum crocoOOM MOXKHO TONYYUTh THUPAHOBEHIE
MPOU3BOJHBIC a30JI0HOB, C ANKHJIbHBIMA W apajKUILHBIMH 3aMECTHTEISIMHU.
OnHako AaHHBIM METOJI HENMPUMEHUM JUIs TOJyYeHHs COCITUHEHUH, coaepiKa-
IIUX, TOMUMO THUPAHOBOTO IHKJIA, ()ParMEHTHI, YyBCTBUTENBHBIE K JCHCTBHIO
ménouei (CNoxHOAPUPHBIE, aMUTHBIE, KETOHHBIE TPYIIIIH).
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Mzl YCTaHOBUIIM, 4YTO B CJIy4dasx, KOrja IpOTHUBOUMOHOM B KOHICHCHUPO-
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BaHHBIX COJIX THasanus 1 aBisgeTcs raJIOr€HU, UX Harp€BaHue C HA30BITKOM
SMUXJIOPTUAPHUHA HEMOCPECACTBECHHO IMPUBOAUT K PCHUKIIU3ALMNU B IMPOU3BO/I-
Hble THMHPaHOB — 1-(2,3-amuTHONpOonuiI)0eH3UMIIAa301-2-0Hbl 2 C BBICOKUMHU
BEIXOJaMHi U Oe3 3aTparuBaHus (DYHKIMOHAJIBHOW TPYMIBI B TOJOXKECHUH 3
nukia. B kauecTBe (yHKIIMOHAIBHBIX TPYII B JaHHOW paboTe HCIONb30BaIH
Q)eHaHI/IJII)HBIe, aMI/IHOKap6OHI/IJ'IMeTI/IJH)HLIe u aJ'IKOKCI/IKap6OHI/IJ'IMeTI/IJ'ILHBIe
TPYIIIIBL.

[IpeBpamenne coequaeHnit 1 — 2 00yCIOBIEHO TEM, YTO SIUXJIOPTHAPUH
crioco0OeH CBSI3bIBATh TAIOTE€HU aHUOHBI, 00pa3ys alKOKCHI-aHUOH TUTaJIOTeH-
ruapuHa rmnepuHa 1B, KOTopeIii OBICTPO TMPOTOHHPYETCS 332 CUET THAPOKCH-
TPYMIIBI CONU THa3aHMs 1, cOneHCTBYS HEOOpATIMOMY TEUSHHIO PELUKIN3AIIH
MOCJEAHUX B THHUPAHbl Yepe3 OKCHAOTHA3aHWEBBIM IIBUTTEPUOH 2A U €ro
KoBaeHTHYIO (hopmy 2C. BO3MOXKHO Takke CHHXPOHHOE TIPOTEKAHNE PEaKITHH
C TPUCOETUHEHHWEM XJIOPHA-MOHA K OKCHpaHy M OTIICIUICHHEM IIPOTOHAa OT
conu trazanusa. Ecnu rpynma OH 3amuineHa anuimupoBaHUEM, TO PEIUKIH3a-
1Ml HE TIPOMCXOMUT, YTO O0YCIOBICHO HEBO3MOXXHOCTBIO PEaNTU3aI[Hl CTa I
oOpaszoBannus mHTepMenuata 2A. MHTepecHO, 9TO ¢ mepxioparamu coieit 1,
MOJTyYeHHBIMH aHAIOTHYHO [9], peakmus Taxke He MPOTEeKaeT H3-3a HHU3KOU
HYKJI€O(MIBHOCTH 3TOTO aHHOHA.

B crekrpax SIMP 'H coneii Tiasanns 1a—f HanGoiee XapaKTepHBIME SIBIIS-
FOTCSI CHUTHAJBI MpoToHOB rpymnsl OH B obmactu 5.95-6.15 u MeTHICHOBOI
TPYIIEI 3aMecTuTels B mojiokeHnn 1 (6.21-6.31 mis heHanuimpHBIX MPOMU3-
BomHBIX 1a,b u 5.49-5.53 M. 1. st amuHOATKOKCHTIPON3BOaHEIX 1¢—f). CurHa-
JIBI TIPONHIICHOBOTO (PparMeHTa HabOMromaroTcs B obmactax 3.42-3.76 (CH,S),
4.63—4.75 (CHO) u 4.33-4.58 M. a. (CH,N). XapakTepuCTHYHBIMH CUTHAJIaMHU
2,3-3IUTHONIPONIMIIBHEIX TPy coenuHeHn 2a—f SBIAIOTCS JBa MYJIBTHILIECTA
THAPAHOBBIX IHKIIOB (B paspenieHHOM Buae 2 m.4 B obmactsax 2.37-2.51 m
2.46-2.60 M. 1., oOyCIIOBJICHHBIX TEeMHHAIBLHBEIM ¥ BUIIMHAJIHHBIM pacIIIeriie-
HUASMH TIPOTOHOB MAJjIOTO ITMKJIA), MYJBTHILIETHBIC CHUTHAIBI TpoToHOB CHS
(3.14-3.31) u MmynpTHILIETH TPOoTOHOB (parmenTa CHoN (3.88-4.20 M. 1.).

Taxum o6pazoM, pa3paboTaH HOBBII MOAXO0A K TOTYUSHHIO a3alHKINIECKIX
MPOM3BOAHBIX THHPAHOB, COJAEPKAIMX HECTaOWIbHBIE B IIENOYHON cpere
(yHKIIMOHANBHBIE TPYIIIBI, KOTOPHIH BKIIOYAET PEIHKIN3ALMUI0 TaIOTeHHUIOB
oersumunaso[2,1-b]-1,3-tnazanneBeix coneii 1a—f mpu HarpeBaHWM B SITHXJIOP-
runpure. [lorydeHHbpIe MPON3BOAHBIE MOTYT OBITh TIOJE3HBI IS TIOUCKA HOBBIX
OMOIOTHYECKN aKTUBHBIX BEMIECTB, YTO MOATBEPIKIACTCS MPEACKa3aHUsIMH TI0
nporpamme PASS. Tak, nmpenBuauTcst BEICOKass akTHBHOCTEL THHpaHOB 2a—f kak
WHTHOUTOPOB TPOJIMIAMHUHOIIENITUAA3Hl M JMMOHEH CHHTETasbl, KaK KapAwo-
BaCKYJISIPHBIX aHAJIENTHKOB, MEePH(PEPUIECKUX Ba30qUIOTATOPOB, aHTarOHUCTOB
aIleTHIIXOJIMHOBBIX PELENTOPOB, HOOTPOIHBIX TepenapaToB, aHTUKOHBYJIbCAH-
TOB | JIp.

SKCHHEPUMEHTAJIbBHASI YACTb

Cnektpsl SIMP 'H 3anmcanbl Ha npubope Varian Gemini 200 (200 MI'm) B
JAMCO-dg, BuyTpennuii cranmapt TMC. XpomarorpadupoBaHie B TOHKOM CJIO€ CHJIU-
kareins Beiu Ha riacturax Silufol (Uexwst), amoenT xiaopodhopm—meranosn, 10 : 1, mpo-
SIBIICHHE TTApaMH HOJIA.

Coau 3-ruapoxcu-10-R-6en3umunazo[2,1-b]-1,3-tuazanus la—f (obmas meto-
nuka). Cmech 1 1 (5 Mmone) 3-ruapokcudensumunasol2,1-b|tuazana, 5.5 MMOJIb aJlKu-
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mupyromero areara U 1 min JIM®A marpesator 40 mun npu 150 °C. [{ns BeineneHus
coequHeHUH 1a,b BBRIMABIINI MMOCHE OXJIXKIIECHHUS OCAIOK OT(QMIETPOBBIBAIOT, TIPOMEI-
BatoT JIM®A, aneroHuTpmioM, BeICymuBaioT. i BbeimeneHus coexmHermid 1c—f
MOCJIC OXJIKACHUS MPHIUBAIOT 5 MJI 3(Hpa, BHIIABIINN 0CaJ0K OT()UIHTPOBHIBAIOT,
MIPOMBI-BAIOT ALIETOHUTPUIIOM, BEICYIIINBAIOT.
3-T'uapoxcu-10-penanuadenzumuaaso|2,1-b]-1,3-Tuazanuiiéopomu (1a).
Beixon 84%, 1. m. 237-238 °C (u3 JIM®A). R, 0.09. Cnextp SMP 'H, 8, . 1. (J, Tnn):
3.42 (1H, 1. 1, *Jye = 5.0, 2oy = 12.4, CH,S); 3.58 (1H, 1, *.., = 12.4, CH,S); 4.33
(1H, 1, *J..,, = 13.4, NCH,); 4.47 (1H, 1, /.., = 13.4, NCH,); 4.63 (1H, M, CHO); 5.95
(1H, n, J= 3.4, OH); 6.21 (2H, &, J = 6.8, CH,CO); 7.43 (2H, M, CH apowm.); 7.52 (2H,
M, CH apom.); 7.68 (1H, m, CH apom.); 7.83 (2H, m, CH apom.); 8.05 (2H, m, CH
apom.). Haiineno, %: C 53.5; H 4.3; N 6.7. C;sH;7BrN,O,S. Beraucneno, %: C 53.3; H
4.2;N6.9.
10-(4-bpomdenanmn)-3-rugpoxcudenzumugaszo|2,1-b]-1,3-ruazanuiiopomus (1b).
Beixon 90%, 1. m1. 232-233 °C (u3 AM®A). R, 0.08. Cnekrp SAMP 'H, 8, m. 1. (J, Tn):
3.54 (1H, 1. 11, Jye = 4.8, *ooy = 12.5, CH,S); 3.69 (1H, 1, >V, = 12.5, CH,S); 4.45
(IH, 1. 1, e = 2.4, *Jop = 13.5, NCHy); 4.58 (1H, . 11, *Jopane = 2.7, “Joew = 13.5,
NCH,); 4.74 (1H, m, CHO); 6.07 (1H, ¢, OH); 6.31 (2H, x. 1, J = 6.9, CH,CO); 7.57
(2H, M, CH apowm.); 7.92 (2H, 0, J = 8.6, CH apom.); 7.94 (2H, M, CH apom.); 8.09 (2H,
1, J = 8.6, CH apowm.). Haiineno, %: C 44.5; H 3.4; N 5.9. C;sH;¢Br,N,0,S. Brruucie-
HO, %: C44.7, H 3.3; N 5.8.
3-T'uapokcu-10-(2-okco-2-nunepuauHOITHI)0eH3uMuaa30(2,1-b]-1,3-tuazanmii-
opomun (1c). Beixon 76%, 1. . 197-198 °C (u3 IM®A). R; 0.07. Cnexrp AMP 'H,
o, m. n. (J, T'm): 1.39-1.71 (6H, m, CH, munepunuuo); 3.41-3.71 (6H, m, CH,S,
CH,N munepumuno); 4.41 (1H, 1. 1, *Jye = 2.4, °L,, = 13.4, NCH,); 4.52 (1H, 1. n,
3Jm,,aHC =2.6, %J..,, = 13.4, NCH,); 4.71 (1H, M, CHO); 5.49 (2H, ¢, CH,CO); 6.15 (1H,
¢, OH); 7.59 (2H, M, CH apom.), 7.91 (2H, m, CH apom.). Haiineno, %: C 49.7; H 5.3;
N 10.1. C7H»,BrN;0,S. Berancneno, %: C 49.5; H 5.4; N 10.2.
3-T'uapoxcu-10-(2-mop ¢ oaunHo-2-0kcodITUN)0eH3uMHUAa30[2,1-b]-1,3-Tuazanmii-
o6pomun (1d). Beixoxn 75%, 1. mn. 237-238 °C (u3 AM®A). R, 0.06. Cuexrp SAMP 'H,
S, M. 1. (J, I'm): 3.45-3.76 (10H, m, CH,S, CH, mopdonuno); 4.42 (1H, . n, 3Juuc =23,
*Loow = 13.4, NCH,CH); 4.54 (1H, 1. 11, *Jypanc = 2.6, “Joon = 13.4, NCH,CH); 4.72 (1H,
M, CHO); 5.53 (2H, ¢, CH,CO); 6.11 (1H, ¢, OH); 7.59 (2H, m, CH apom.); 7.90 (2H,
M, CH apowm.). Haiineno, %: C 46.7; H 4.8; N 10.2. C;H,,BrN;0;S. Boruucneno, %:
C46.4;H4.9; N 10.1.
3-I'uapoxcu-10-(2-MeToKCH-2-0KCOITUHIT)OeH3uMHUAa30[2,1-b]-1,3-Tnazanuii-
nonun (le). Beixon 60%, T. . 212-213 °C (u3 AM®DA). R, 0.08. Cnextp SIMP 'H,
o, ™. 1. (J, I'm): 3.58 (1H, n. &, 3JW =49, %, =12.4, CH,S); 3.72 (1H, 1, /.., = 12.4,
CH,S); 3.78 (3H, ¢, OCH3); 4.42 (1H, 1, /.., = 13.4, NCH,); 4.57 (1H, 1, *J..,, = 13.4,
NCH,); 4.75 (1H, m, CHO); 5.51 (2H, 1, J = 7.2, CH,CO); 6.07 (1H, ¢, OH); 7.60 (2H,
M, CH apom.); 7.93 (2H, m, CH apom.). Haiineno, %: C 38.6; H 3.8; N 6.8.
C3H;5IN,O;S. Berauciaeno, %: C 38.4; H3.7; N 6.9.
3-T'uapoxcu-10-(2-okco-2-3ToKCHITHI)OeH3uMuAa30[2,1-b]-1,3-THa3zaHuiiopo-
muj (1f). Berxon 71%, 1. 1. 179-180 °C (u3 AM®A). R, 0.09. Cnexrp SIMP 'H, &, m. 1.
(J, Tm): 1.26 (3H, 1, J = 7.1, CH3); 3.58 (1H, 1. 1, *Jyue = 4.8, *Jooy = 12.5, CH,S); 3.71
(1H, 1, *.e,, = 12.5, CH,S); 4.24 (2H, x, J = 7.1, OCH,); 4.41 (1H, 1. 1, 3J,W =24,
*Lew=13.5,NCH,); 4.55 (1H, 2. 11, Jyppane = 2.7, *Joen = 13.5, NCH,); 4.75 (1H, m, CHO);
5.49 (2H, n, J = 8.0, CH,CO); 6.07 (1H, x, J= 3.4, OH); 7.61 (2H, m, CH apom.); 7.95
(2H, M, CH apowm.). Haiineno, %: C 45.3; H 4.5; N 7.6. C{4H{7BrN,O;S. Boruucneno, %:
C45.1;H4.6;N7.5.

1-R-3-(2,3-OnuTHonponui)oeH3nMuIa30J1-2-0HbI 2a—f (00mas meroauka). Cob
3-runpokcudenznmunaszol2,1-b|tnazanans la—f xumartar B 20-KkpaTHOM MOJIBHOM
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M30BIT-K€ SMUXJIOPTHIAPUHA JI0 PACTBOPEHHS U JOMOJHUTEIBHO 5 MHH, OXJIAXKIAIOT,
0CaZioK OT(MIBTPOBBIBAIOT M TMEPEKPHUCTAUTU30BBIBAIOT M3 cnupTa. B ciydae, eciu
MPOAYKTHI PEAKIHH PACTBOPUMEI (coenuHeHus 2c¢—f), SMUXIOPTUAPUH YIIAPUBAIOT B
BaKyyMe, OCTaTOK PACTBOPSIOT B XJIOPO(OpME, MPOIYCKAIOT Yepe3 CIOH CHIMKAres,
xJI0poOpM YIApHBAIOT B BaKyyme, MOJIYYEHHOE BEIIECTBO MEPEKPUCTAILIN30BBIBAIOT
13 cMecH rekcan-2-nponanoi, 10 : 1.
1-®enanui-3-(2,3-3nMTHONPONNT)0eH3NMHIA30J1-2-0H (2a). Beixon 80%, T. mi.
134-135 °C (u3 2-nponanona). R, 0.72. Cnextp SIMP 'H, &, m. 1. (J, T'm): 2.50 (1H,
1, Sy = 5.4, CH,S); 2.59 (1H, 1, *Jppane = 6.2, CH,S); 3.28 (1H, m, CHS); 4.02 (1H,
1 1 pane = 6.5, oo = 14.7, NCH,); 4.19 (1H, 1. 11, *Jye = 5.6, *Joer = 14.7, NCH,);
5.52 (2H, ¢, CH,CO); 7.01-7.14 (3H, m, CH apowm.); 7.34 (1H, m, CH apom.); 7.57—
7.71 (3H, m, CH apom.); 8.09 (2H, m, CH apowm.). Haitneno, %: C 66.9; H 5.1; N 8.5.
C,3H¢N,O,S. Breruuciaeno, %: C 66.7; H 5.0; N 8.6.
1-(4-Bpompenanui)-3-(2,3-3nuTHonponui)deH3umMuaa3zos-2-on  (2b). Brixon
85%, T. mn. 209-210 °C (u3 2-nponanona). R, 0.65. Cnektp SAMP 'H, 8, m. 1. (J, T'):
2.51 (1H, m, CH,S); 2.60 (1H, n, 3Jmpallc = 6.2, CH,S); 3.31 (1H, m, CHS); 4.03 (1H, n.
1 pane = 6.5, oo = 14.8, NCHy); 4.20 (1H, 1. 11, *Jye = 5.6, *Joer = 14.8, NCH,);
5.53 (2H, ¢, CH,CO); 7.03-7.10 (2H, M, CH apom.); 7.14 (1H, x,J= 7.5, CH apom.);
7.35 (1H, o, J= 7.6, CH apom.); 7.83 (2H, n, J = 8.3, CH apom.); 8.03 (2H, 1, J = 8.3,
CH apom.). Haiineno, %: C 53.8; H 3.7; N 7.1. CigH;5sBrN,O,S. Bsraucneno, %:
C 53.6; H3.8; N 7.0.
1-(2-Oxco-2-nunepuaAnHOITHI)-3-(2,3-30UTHONPONMT)0e H3BUMHUAA30J1-2-0H  (2¢).
Beixon 78%, 1. mn. 157-158 °C (u3 cmecu rexcan—2-nponason, 10 : 1). R, 0.64.
Cnektp SIMP 'H, 8, m. 1. (/, T'm): 1.39-1.68 (6H, M, CH, nunepununo); 2.48 (1H, m,
CH,S); 2.58 (1H, g, 3Jmpw = 6.2, CH,S); 3.27 (1H, M, CHS); 3.39-3.56 (4H, M, CH,
numepuuno); 4.01 (1H, 1. 1, *Jypaie = 6.5, *Joer = 14.8, NCH,); 4.16 (1H, 1. 1, °J,,. = 5.6,
*Lew= 14.8, NCH,); 4.72 (2H, ¢, CH,CO); 7.03 (3H, M, CH apom.); 7.28 (1H, M,
CH apowm.). Haiineno, %: C 61.9; H 6.2; N 12.5. C{;H,;N;0,S. Brruucieno, %: C 61.6;
H6.4;N 12.7.
1-(2-MopdosmHo-2-0kc03THI)-3-(2,3-3nuTHONPONNI)0eH3NMUAa30.1-2-0H (2d).
Beixon 80%, T. mn. 161-162 °C (u3 cmecu rexcan—2-nponanon, 10 : 1). R, 0.59.
Criextp SIMP 'H, 8, m. 1. (J, T'w): 2.50 (1H, M, CH,S); 2.59 (1H, x, 3.],,,,3,”,c =6.2, CH,S);
3.28 (1H, m, CHS); 3.40-3.71 (8H, M, CH, mopdommno); 4.02 (1H, n. &, 3J,,7pm =6.5,
*Joow = 14.7, NCH,); 4.17 (1H, 1. 1, *Jyue = 5.6, *Joow = 14.7, NCH,); 4.79 (2H, c,
CH,CO); 7.06 (3H, M, CH apom.); 7.29 (1H, m, CH apom.). Haitneno, %: C 57.3; H 5.8;
N 12.7. C16H19N303S. Bl)I'-Il/ICJ'IeHO, %: C 576, H 57, N 12.6.
1-(2-MeTokcu-2-0Kkc03TII)-3-(2,3-3MuTHONPON I )0eH3NMH1a301-2-0H  (2e).
Beixon 85%, 1. mn. 100-101 °C (u3 cMecu rexcan—2-nponanon, 10 : 1). R, 0.70.
Cnextp SIMP 'H, 8, M. 1. (/, T'm): 2.49 (1H, M, CH,S); 2.57 (1H, &, 3J,,,p,,m. = 6.2, CH,S);
3.26 (1H, m, CHS); 3.68 (3H, ¢, OCH;); 3.99 (1H, n. n, 3Jmpm = 6.5, 2o = 14.8,
NCH,); 4.15 (1H, 1. 11, *Jye = 5.6, *Jooy = 14.8, NCH,); 4.75 (2H, ¢, CH,CO); 7.06 (2H,
M, CH apom.); 7.17 (1H, n, J= 7.2, CH apom.); 7.32 (1H, a, J= 7.0, CH apowm.). Haiineno,
%: C56.4;H5.2; N 10.2. C;3H4N,0O;5S. Beruncneno, %: C 56.1; H5.1; N 10.1.
1-(2-Oxco-2-3ToKcHITHI)-3-(2,3-3 M THONP O )-3-0e H3NMHUAA30.1-2-0H (21).
Beixon 75%, 1. . 127-129 °C (u3 cmecu rexcas—2-nponanod, 10 : 1). R,0.74. Cnektp
AMP 'H, 8, m. a. (J, Tw): 1.08 (3H, T, J = 7.1, CH3); 2.37 (1H, m, CH,S); 2.46 (1H, x,
pare = 6.2, CH,S); 3.14 (1H, m, CHS); 3.88 (1H, 1. 1, *Jypaue = 6.5, *Jopn = 14.8, NCH,);
4.01-4.07 (3H, m, NCH,, CH,0); 4.61 (2H, ¢, CH,CO); 6.95 (2H, m, CH apom.); 7.05
(1H, n, J=7.5, CH apom.); 7.21 (1H, g, J= 7.0, CH apom.). Haiineno, %: C 57.7; H 5.3;
N 9.5. C14H16N203S. Bl)I'-Il/ICJ'IeHO, %: C 575, H 55, N 9.6.
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