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B. 1. Hsqenxo, B. II. JIuteumoB

OIHOCTAOUWIHBIIA CUHTE3
2-AJIKUIITUO(CEJIEHO)-4-TETAPIJI-3-ITIMAHO-5,6,7,8-
TETPATAXPOXWHOJMHOB

BaammMoneiicrauem N-(1-nuknorexCenun)MopdoivEa, reTapuiMeTUICHIUMAHO-
THO{CENeHO0) aTleTAMIOB ¥ ATKHITAIOTCHUIIOB TIONYYSHbI 2-aIKuATHO (ceneno)-4-reta~-
pui-3-mano-3,6,7,8-terparunpotueso [ 2,3-b] xunomvHbL.

Ilponssommsie 3-mmano-5,6,7,8-TeTparaAPOXMHOINHTHOHOB M3BECTHH Kak
OMOJIOTHUECKY AKTUBHBIE BEIIECTBA, MNPOJBJANIOMME, B YaCTHOCTH, IPOTHBO-
vukpobuyio [1] m ¢ysrumumayo [2] akTWBHOCTS. OcHoBHEIE CHOCOOH HX
HONYUCHNS 3aK/II0UAIOTCS BO B3AWMOACHCTBEH XWHOJHH-2-OHOB C P2Ss5 I3, 41,
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1, IVa,s—c X =5, 6 X=Se; a Hal=Br, Z=CO0OCsH4Br-3, Het=2-bypur; 6 Hal=1, Z=H,
Het = 2-dypsur; B Hal = Br, Z = 2-tenou, Het = 2-bypundenun-5; r Hat= Cl, Z=COOH,
Het= Z-tuenwr;, g Hal =Br, Z = CsHsCHs-2, Het = 2-tuenn; ¢ Hal = Br, Z = 2-Terou,
Het = 2-tuenun; x Hal = Br, Z=COPh, Het = 2-tuenun; 3 Hal = Cl, Z= COOCH3, Het = 2-Ttuenurn;
u Hal = Cl, Z=Ph, Het= 2-tuenwn; k Hal = Br, Z = 3-xymapunoxap6onut, Het = 2-TneHuT,

1 Hal= Cl, Z= CONH>, Het=2-tuemur; M Hal = Cl, Z= COOCH3s, Het = 4-unpunumur; 1 Hal = Cl,
Z=CONHz, Het = 4-nupupunui; o Hal = Br, Z = COCsH4Cl-4, Het = 4-rmpunuswwr;, 1 Hal = Br,
Z = 2-tenoun, Het = 4-mupumuman; p Hal = Br, Z= CsH4CH3-2, Het = 4-mupuauswr, ¢ Hal=Br,

Z=COCe¢H4Cl-4, Het = 2-bypundenun-35; T Hal = Br, Z=COCsH4CHz-4; IlI, VIl a Het= 2-Gypua,
X =8; 6 Het = 4-rapunuaun, X = S; 8 Het = 2-tuerun, X =S; r Het=2-¢dypun, X = Se;
1 Het=5-dbenun-2-bypwr, X =S; IX a Z= COCsH4Cl-4, Het=2-Gypundenun-5;
6 Z=COCsH4CHz3-4, Het= 2-TueHma

1384



(43

XapakrepucTuKy CHHTE3HMPOBAHHBIX COeleMHEeHn la—c

Tabanuwa l

Ha#ineno, %

1

[4::31

Ty, °C -
Bpyrro- Borancieno, % (pacTBopuTENS WK cnesp, ¥, cm B?ﬁgﬂ’) %
copmyia st A/ IJ)‘I)
H N S(s¢) KPUCTAJLTM3aLAM) =0
2 4 s 6 7 9 10

Ca2H7BrN,0,8 58,45 3,89 5,99 6,80 128...130 1680 82 /178
58,29 3,78 6,18 7,07 (AcOH)

C1sH4N,0Se 56,86 4,22 8,97 24,70 156...158 - 68 /70
56,79 4,45 8,83 24,89 (i-PrOH)

Ca6H0N, 0,5, 68,52 4,64 6,02 14,11 190...192 1678 80 /73
68,40 4,42 6,14 14,04 (AM®DA)

C6H14N2028; 58,01 4,35 8,59 19,22 135...137 1700 72/ 175
58,16 4,27 8,48 19,41 (EtOH)

CoHyoN,S, 70,38 5,54 7,28 16,80 118...120 - 81/ 83
70,18 5,35 7,44 17,03 (E1O1)

CooH;N,083 60,65 4,11 7,25 24,03 123...125 1710 79/ 85
60,58 4,07 7,06 24,26 (AcOH)

C2HgN,08; 67,76 4,42 7,29 16,78 131...133 1700 82/ 80
67,66 4,65 7,117 16,42 (AcOH)

C17H6N20,8,; 59,39 4,74 7,95 18,50 124...126 1725 72/ 64
59,28 4,68 8,13 18,62 (EtOH)




98¢€1

Oxounuanue Taba 1

2 3 4 5 6 7 8 9 10

C,iHsN;S; 69,70 4,84 7,82 17,64 142...144 2219 — 78 / 88
69,58 5,01 7,73 17,69 (EtOH)

CasH15N2058, 65,55 4,11 5,93 14,04 218...220 2224 1700 79/ 81
65,48 3,96 6,11 13,98 (1-BuOH)

Cy6H15N308, 58,15 4,40 12,89 19,54 138...140 2216 1654 77/ 71
58,33 4,59 12,76 19,47 (1-BuOH)

C18H17N30,8 63,51 4,86 12,43 9,60 154...156 2218 1738 80/ 77
63,70 5,05 12,38 9,45 (EtOH)

C17H36N4OS 63,09 515 17,10 9,74 88...90 2218 1680 75/ 82
62,94 4,97 17,27 9,88 (EtOH)

Cy3H;5CINSOS 65,84 4,13 10,15 7,89 170...172 217 1684 74 / 60
_ 65,79 4,32 10,01 7,64 (AcOH)

Cy1H7N;08, 64,58 4,49 10,65 16,21 180...182 2230 1664 85/ 82
64,42 4,38 10,73 16,38 (AcOH)

CaaHyN3S 74,45 5,57 11,45 8,53 153...155 2212 - 71/ 69
, 74,36 5,70 11,31 8,63 (AcOH)

Cy8H,1CIN, 0,8 69,20 4,14 5,89 6,78 195...197 2218 1680 86/ 82
69,34 4,36 5,78 6,61 (1-BuOH)




L8ET

Crexrpst TIMP CUHTE3MPOBAHHBIX COeAMHEHHMHA Ia—cC

Ta6nuuma 2

XUMUMECKHE CHABHUIM, (S, M. ..

Coenu-
HEHHUe
6-u7-CHy, m | 5-CHy, M 8-CHy, M Het XCHy, ¢ Z
Ia 1,63 2,49 2,65 6,75 (1H, M, 3-H); 7,04 (1H, gz, 4-H); 8,02 (1H, M, 5-H) 4,80 8,13 (14, ¢); 7,62 (3H, m)
16 1,73 2,65 2,91 6,73 (1H, M, 3-H); 7,04 (1H, 1, 4-H); 7,99 (1H, g, 5-H) 2,46 —
In 1,68 2,53 2,78 7,25...7,60 (SH, M, 5-Ph); 8,04 (1H, n); 8,17 (1H, n) 4,73 7,20 (2H, M, 3-H u 5-H); 7,87 (1H, M, 4-H)
Ir 1,66 2,24 2,86 7,83 (1H, x, 4-H); 7,25 (2H, M, 3-H u §-H) 4,04 13,20 yur ¢
In 1,80 2,90 3,25 7,85 (1H, M, 4-H); 7,23 (2H, M, 3-H u 5-H)* 4,54 2,45 (3H, ¢, CH3); 7,23 (4H, ™, Ar)*
Ie 1,63 2,51% 2,51* 7,28 (2H, M, 5-H u 3-H)*; 7,86 (1H, a. n, 4-H) 4,77 7,28 (1H, m, 5-H)*; 8,09 (1H, g, 4-H);
8,23 (1H, n, 3-H)
Ix 1,60 2,48*% 2,48% 7,27 (2H, M, 3- u 5-H); 7,84 (1H, . 1, 4-H) 4,83 7,63 (3H, M, Ph); 8,07 (2H, M, Ph)
I3 1,69 2,50 2,83 7,27 (2H, M, 3- u 5-H); 7,82 (1H, 1. g, 4-H) 4,08 3,67 (3H, ¢, OCH3)
In 1,74 2,51 r 2,98t | 7,26 (2H, M, 3- u 5-H); 7,83 (1H, 1. 1, 4-H) 4,51 7,30...7,65 (5H, M, Ph)
Ik 1,67 2,50 2,71 7,27 (2H, M, 3- u 5-H); 8,74 (1H, M, 4-H) 4,80 7,35...8,12 (§H, M, kymapuuui)
In 1,76 2,55 2,93 T 7,31 (2H, M, 3-u 5-H); 7,88 (1H, a. 1, 4-H) 3,97 7,19 u 7,62 (2H, jpsa ym. c, NHz)
ImM 1,69 2,32 2,85 8,75 2H, n, 2-u 6-H); 7,44 (2H, x, 3- u 5-H) 4,11 3,67 (3H, ¢, OCH3)
In 1,71 2,341 2,98 1 8,77 (2H, x, 2~ n 6-H); 7,44 (2H, 1, 3- n 5-H) 3,98 7,63 u 7,20 (2H, ana c, NH2)
Io 1,60 2,27 2,51 8,74 (2H, gz, 2- v 6-H); 7,43 (2H, 5, 3- u 5-H) 4,82 8,10 u 7,43 (4H, nna x, Ar)
Int 1,62 2,29 2,52 8,77 (2H, 1, 2- u 6-F); 7,45 (2H, x, 3- u 5-H) 4,80 7,33 (1H, M, 4-H); 8,08 (1H, g, 3-H);
8,21 (1H, g, 5-H)
Ip 1,71 2,31 3,0l 7 |8,73 (2H, 5, 2- u 6-H); 7,42 2H, &, 3- u 5-H) 4,54 2,39 (3H, ¢, CH3); 7,18 (4H, m, Ar)
Ic 1,70 2,56 2,78 4,80 8,09 u 8,60 (4H, nsa g, Ar)

*

CHTHAJIBI NEPEKPbIBALOTCS,

7,22 (2H, M); 7,35 (3H, M, 5-Ph); 7,87 (2H, M, 5-Ph)’




peakmmm  2-XJi0p-3-OuaHOXMHOIMHOB C THOMOYEBMHOM [5], penmuksmsanuu
3aMEMEHHX 1,3-AuTHa-4-muKIorekceHos [6—8 ], peaxkmumm apuIMeTHICHITAK-
JIOTEKCAHCHOB ¥ pmuaHotuoancramuna [1, 9] u s3anMomelicTBuy NEKIOrEKCAaHOHA
[4, 10] wim ero emamwmua [10, 11] ¢ apriMeTHICHIHAHOTAOANECTAMATAMA.
COOTBETCTBYIOMIME 3aMEMEHHBIC XHHOINHCEICHOHB HE U3BECTHEL

- Hawmm paspaboran mpocroit MeTOx CMHTE3a 2-aJKWATHO(CEIEHO) -4-TeTapHI-
3-muawno-3,6,7,8-rerparuapoxmuommaos (1), 3aKmIOUAOmMMBECT BO B3aWMMOACH-
crere N-(l-mukiorekcesnwn) mopgommaa (I1), rerapunMeTmieHIIaEOTHO (CEJie-
Ho)aneramupos (III) u amxwaranorenunos (IV) B abComioTHOM STAHONE HpHA
20 °C. B3amMOZEUCTBHE IPOTEKAET, BEPOATHO, MO THIY NPHCOCAHHEHHS IIO
Muxasmo ¢ ofpazosanmem amgykta (V), KOTODHIA 34TEM IHKIA3YETCS
B rexcargppoxusonune-2(1H)-xanmskorenon (VI). Ilpenmonaraemoe Hampasie-
HHE pEaKHu\ COMNACYeTCS C JIMTCPATYPHBIMM HAHHBIMEA O IOBBIIEHHON
PEAKIMOHHOH COOCOOHOCTH EHAMUHOB B KAUECTBE HYKJIEO(DWIOE B CPABEEHNH C MX
kapborawisaEMu aHagoramu [12—14). Ilpn panpHelmeM HOCIECKOBATEALHOM
BBEJICHUY B DEAKIIMOHHYIO CMECh 9KBUMOAIpHOTO Kommyectsa KOH u ankwirano-
reauga IV ¢ KOJWYECTBEHHBIMM BHIXOAAMEH O0pasyIOTCS XaTbKOTEHMIb |
(Meroxm A), DOXyYEHHBIC BCTPEYHBIM CHEATE30M w3 wm3BecTHmix [10, 11]
rerparugpoxuromue-2 (1 H)-xanexorenonoe (VII) u coemmuenmit IV B mpm-
cyrcreum ocHoBaHus (Meton bB). Heobxomumo ormermTh, uTo 0OpasoBanme
xanekoreauos | 6e3 noGasneana KOH mo merony A He HaGmoqaeTcs, 4T0 MOXHO
OObSICHNTS OTCYTCTBHEM B PEAKIIHOHHOM CMeCH MOPGOIMHAEBHX coeit Tama VIII.
KOH, mo-smmmvomy, kpome oOpasosamms comm VIII xaranmsmpyer ne-
FUAPUPOBAHVE THICTETHYECKHX HPOXYKTOB VI OO MX apoMaTHUYCCKHAX AHAJIOTOB
VIili. Ilo mpumsemeHHOH BHIIE CXeMe YAANOCh OFHOPEAKTOpHO (MeTox A)
CHHTE3HUpPOBaTh 3aMewmeHusie J,0,7,8-rerparmaporuecuo[2,3-5 xunomuasr (IX)
(CM. IKCIEPUMEHBTAABHEYIO YACTD).

UK cmextpsr crHTe3upoBanueix coemuucHmit I, VII comepxar xapakrepabie
[IOJIOCH! IOIVIOMICHWS BAJCHTHHIX KOAEOAHWHN CONPSDKEHHOM MWAHOTPYIIIE! IPH
2220cM °, a B mx coektpax IIMP DOpHCYTCTBYIOT CHTHAMBL IIPOTOHOB
TeTpaMeTHAeHoBoro (parmenta B obaacta & 2,55..2,90 (4H, m, (CH2)2) n
1,60...1,75 (4H, M, (CH2)2), rerepoapoMaTHUECKOTO 3aMECTHTENS B COOTBETCT-
Byfomux ob0nacrgx (tabn. 2) w curEansi oporoHoB rpymnsi XCHz npm
S 3,98...4,80 M. m.

Crpoenue coemmueHus [u mopTBepxacHo ¢ momompbio PCA, pesyabrarst
KOTOpOro OyayT onyOiMKOBAHEL B AaIbHEHIIEM.

SKCHNEPUMEHTAJIBHAS YACTDH

Criexrpst IIMP sarmcaust Ha npubope Bruker WP-100 SY (100 M) 8 IMCO-Ds, sHyTpennmit
craugapt TMC. MK cnexrpst cusiTel Ha ciextpodoromerpe MKC-29 B BazemuoBoM Macie. Kourpoas
32 XOJOM PEaKUMH M MHAUBUAYATIbHOCTHI0 BEIECTE OCYIECTRILIM ¢ nomompio TCX na roractuEkax
Silufol UV-254 (smoeHT auetoH—renTau, 3 : 5).

I'etapmMeTHIeHIIMAHOTHOATETaMuABI [TTa—E, X moJywanu no u3secTHOMH Meropuke [14].

4-T'eraprur-3-umano-3,6,7,8-rerparunpoxunonun-2 (L H) -tuonst Vila—s,X noxygasm no omu-
cauubiM B padote [11] meronam.

2- Anxuatuo (ceseno) -4-Het-3-nmano-5,6,7,8-terparunpoxunonuast (Ia—c). A. Cmecs 1,67
(10 MMosin) enamuua ITu 1,78 r (10 MMos) 3amemmensoro akpuiaouutpwia Ila—i s 20 M a6e. sTanona
nepememusaioT upu 20 °C 4 4 (B ciygae IIr — B armocdepe aprosa). 3areM K peakUMOHHON Macce
nobassor 5,6 ma (10 mvoms) 10% eomsoro pacrsopa KOH, a uepes 5§ mun — coegumenue IVa—c u
nepeMemmBaioT § 9. O6pasosasmuiics 0ca 0K OT(HUIBTPOBBIBAIOT, HPOMBIBAIOT BOJOM, STAHONOM, TeK-
cauom. [omywaror xusomuHs! la—c, fanubie 0 KOTOPBIX MPeCTaBIeHbI B Ta0x. 1, 2.

B. K cycnensuy 10 Mmons xuuOMMHEXANMEKOTeHORA Vila— B 10 Mt AM®A npu nepemenmsanuu
nobasnszor 5,6 M (10 Mmons) 10% somsoro pactsopa KOH, a uepes 3 My — 10 MMOJIE TasioreHUMEA
IVa—c. Yepes 4 4 peaxipoHHy0 cMech pasbasistor 10 M1 Bogb! 4 OTMUIBTPORBIBAIOT 06pa30BABIILIICS
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ocanok. IMomywaror coemunenys la—c, vaenTuunpe (0 TeMrepaType WwiaszeHus u UK CHIEKTPaM)
ofpasmaM, CUHTESUPOBAHEBIM 110 METOAY A (Tabu. 1, 2).

2-@ypuaMerwieruEasoceaenoaneramu (IIr). K cycnensuu 0,83 mn (10 mmoss) dbypdypona

u 1,47 r (10 mmMone) nuanocenenoaneramMuna 8 10 M abc. 3tanona B arMocdepe aproHa 100aBaSIOT
3 xamm N-MeTHaMOpdOMEa, PEaKImMOHHYIO MACCY [IEPEMENTHBAIOT | U U Jajiee BhIEPXKUBAOT 24 U
npu 20 °C. O6pa30BasmMEICs OCAROK OT(UILTPOBRIBAIOT, MOTyHatoT 1,25 T (70%) coemumenus Iir
BUpe PyOMHOBSIX KpHCTAWIOB, Ton 142...144 °C. MK cmextp: 3240...3335 (NH2), 2215 cm* (CN).
Coextp IIMP: 10,86 u 10,08 (2H, x8a ¢, NH2); 8,20 (1H, ¢, CH=); 8,06 (1H, ¢, 5-Huen); 7,5 (1H, 1,
4-Hpet); 6,85 M. 1. (1H, ¢, 3-Huet) . Haiineno, %: C 42,78; H 2,81; N 12,30; Se 34,85. CsHsN20Se.
Beraucneno, %: C 42,69; H 2,69; N 12,44; Se 35,08.

4-(2-®ypun) -3-umano-5,6,7,8-reTparunpoxusoaun-2 (1H) -cexenon (VIIr). Cmecs 1,67 T

(10 mmous) enamuma [T u 1,78 r (10 Mvons) cenenoamuna ITIr g 20 M abc. sTazona NEPEMETIMBAIOT 4 1
mpu 20 °C B at™Mocdepe aprona. O6pasoBaBUIMICS 0CATOK OTQMIBTPOBLIBAKT, IPOMBIBAIOT TAHOIOM U
rexcaoM. Ilomymaror 2,1 r (69%) cexenona VIIr. Toy 205...207 °C. UK comextp: 2215 et (CN).
Crexrp ITMP: 7,99 (1H, ¢, 5-Hyet); 7,07 (1H, M, 4-HHet); 6,73 (1H, M, 3-Huet); 2,84 (2H, M, CH2);
2,50 (2H, m, CH2); 1,71 M. a. (4H, M, (CH2)2). Hadineno, %: C 55,63; H 4,13; N 9,01; Se 25,85.
Ci14H12N20Se. Boraucneno, %: C 55,46; H 3,99; N 9,24; Se 26,04.

3-Amunio-4-[2- (5-permmndypnn) }-2- (4-x0pbensonn)-5,6,7,8-rerparunporaeno| 2, 3- b xumo s
(IXa) cunTe3upyIOT 0 METOAMKE A, OIMCAHHOM BBIIIE JUISt XMHOIMHOE I, ucnons3yd 2,34 r (10 mmoim)
coequuenus IVe u 11,2 mr (20 mmons) 10% sogsoro pacrsopa KOH. Ioaywaror 3,27 1 (66%) tueno-
xunonuaa IXa. Ty 165...167 °C (1-Gyranon) . UK cnekrp: 3280, 3465 oMt (NHD). Crekrp IIMP: 7,78
(2H, 1, Har); 7,65 (2H, 1, Hao); 7,50 (SH, M, H pw); 7,00 (1H, M, 3-Hper); 7,28 (1H, M, 4-Hier); 7,15
(2H, ¢, NH2); 3,05 (2H, ¥, CH2); 2,73 (2H, 1, CH2); 1,81 M. a. (4H, M, (CH2)2). Haiineno, %: C 69,22;
H 4,10; N 5,92; S 6,69. CasH21CIN202S. Borurcnieno, %: C 69,34; H 4,36; N 5,78; S 6,61.

3-Amun0-2- (4-Mermibensonn) -4- (2-rueHmnn)-5,6,7,8-rerparuaporueao]2,3-blxunomms (IX6).
A. Coepunenye IX6 CHHTE3HPYIOT [0 METOAMKE A, OIMCAHHOE 71 XMHOMMHOB I, MCTIONB3Yst COOTBETCT-
BeHHO 2,13 r (10 Mmous) ramoreswmga IVT 1 11,2 M (20 mmons) 109, Bogeoro pacteopa KOH. oyua-
10T 1,38 T (65%) coemmerus IX6. Tun 170...172 °C (1-6yramom . HK crextp: 3300, 3480 cv L (NH2).
Crexrp IIMP: 7,94 (1H, x, 5-HHet); 7,66 (2H, 1, Har); 7,32 (2H, 1, Har); 7,28 (2H, M, 3- u 4-Hier);
6,79 (2H, ym. ¢, NH2); 2,99 (2H, x, CH2); 2,52 (2H, M, CH2); 2,40 (3H, ¢, CH3); 1,76 M. 1. (4H, M,
(CH2)2). Haitpeno, %: C 68,39; H 5,19; N 6,77; S 15,71. C23H20N208S2. Berumcneno, %: C 68,29;
H 4,98; N 6,92; S 15,85.

B. K cycmensuu 2,4 r (5 Mvons) coegusenus Ic 8 10 mn JIM®DA noGasnstor 2,8 M (5 vvoss) 10%,
BozHOTO pactopa KOH, peaxsimonsyro mMaccy nepemermsaror 4 ¢ mpu 20 °C, pasbasnsmor 10 Mx Bogs!
¥ OTMIBTPOBKIBAIOT 00pasorasmuiicst ocagox. [omyuaror 1,5 r (62%) coenuuenus (IXa), uaenTus-
HOro 06pasmy, CMHTE3MPOBAHHOMY I10 METORMKE A (pofa cMemenust He FaeT ETIPecC TEMIICPATY D5l
TLIABJICHMS) .

Pafoma ewinoanena npu Qunarcosord noddepxke Pocculickozo ¢onda
dyroamenmanbHolx uccacoosanuli (npoexm Ne 96-03-32012aq).
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