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O B3AVIMOJAENCTBUU COJEU
BEH30THREHO[2,3-c|IIMPNINWA C TUIPAZHMHOM.
IIPOU3BOIHBIE 5H-[2,3]BEH30THUEHO[2,3-c] AMASEIINTHOB

Wsyuena peaxuus 1,3-nusamMemennsix coneit Genzorueno[2,3-c]nupunmusa ¢
ruppasuHoM. ITokasamo, gro 1,3-AuankunsamMemenssie conu GenzoTneHo[2,3-c]-
OUPMITHSE C THAPA3UHOM AatoT N-amuso-1,3-muankunbensotueno [ 2, 3-c] mupumumus:. Ha-
JIMNUE B OFHOM M3 HOJIOXKEHUH NHUPHIIMEBOro IMKia (eHuIbHOM Ipynnbl IPUBOAUT K
cMecu N-amunonpoussopusix u SH-[2,3]6ensorueno [2,3-¢] muasenunos. Iepxiopat
1,3-mudennnbensoTreso [2,3-c] mpuiuns gaeT uckmounteasHo SH-[2,3]6ensotueno-
[2,3-¢] nuazenuH.

CTuMyJIOM /i1 HETCHCHBHEIX MCCICIOBAHMH COCAMHEHMN OEH30ANA3EIUHOBO-
IO pSfa DOCAYXWIO OTKPHTHE V HHUX TPAHKBAUIAZUPYIOMmX cBoMCTB. OcoberHo
XOPOINC H3VYEHH B 5TOM mane 1,4-Oensonuasemass [1]. 2,3-ben3oguaszenyas
TAKXKEe MNPOSBALIOT NOJOOHYIO axTHBHOCTB. Tak, mnpemapar Tofizopam —
NOMyASPHBIA THEBHOW TPAHKBWIM3ATOP — COSAWHEHME pana Oenso-2,3-guazenn-
ga [2]. Ogme m3 myTtedl cumHresa 2,3-IMHMA3ETIMHOB COCTOMT B DEaKIWy COJEH
Oerso [¢ Tmvpmmua ¢ rugpasmaoM [3]. OgHAako rumpasvH MOXET PEarupoBaThk C
cosamu Gerzo[c jmuprams xax MOHOHYKIeo(ws, Hogo0HO NEPBAUHEM AMEHAM,
Hasas N-aMWHOM3OXWHOIMHEL, ¥ Kak Sunykiacodmn, obpasys nuazemmasl {4, 5].
C menpro c@ETe3a He m3BecTHHX papee SH-[2,3 Wenzomaeno|2,3-e Inmazernmaos
MH HCCACAOBANMA Deakimio 1,3-mmsamemennnx coneit Oemsorueno[2,3-c¢ jou-
PUWIAS C TMAPASHHOM. PEaxiuio DPOBOAWIY UpPW KUNIIEHWH COJEH HUpHIAS C
u3GRITKOM rUApasuHATHApaTa B crmpre. Oxazanoce, uro 1,3-qmankuisamMemenasie
comm  Oemzormeno[2,3-clmapmwma I—I1I1 ¢ ruppasmmErmaparoM o0pasyior
WCK/DOYATENABHO  Hepxiopatet  N-amummo-1,3-pmankunbenszormeso [2,3-c jon-
paguaos IV—VI, upmuem mampasienwe peaxrnmm coned 1—III me sasumcur or
InwEs  amadaTHUecKoro pajgmkana R, BpeMEHW NPOBCACHHWS pEakmugyl H
KOJMYECTBA HCIOMb3YEMOTO TMAPA3HHIUAPATA.

R2 R
R P o7 NHHO R? 1\ A qo”
T\ —_— | NH,
S Rl S R!
Ia—r, Ila,6, Ila,6 IVa—rt, Va6, VIa,6

LIVR =H, 2R =R?=Me, 6 R = Pr, R>=Me, s R = Bu, R*=Me, rR = Me, R? =Et;
I, VR =Me, a R' =R®*=Me, 6 R*=Pr, R2=Me; IIL, VIR>=CL, aR' = Me, 6 R =By, 2,6 R*=Me
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OnMHAKOBEIE PE3YIBTATH HOLYYCHE P KANSICHUA PEAKIHOHHON MACCE OT
1 mo 10 u mpm ucnonpr3osanmy w30sITKa TUApasuHrEApara or 2 go 10-xparHoro.
B MUK cmekrpax mepxioparos  N-ammuo-1,3-muankuiabenzorneno[2,3-
¢ Joapunuaos IV—VI cogepxarca mOMoCH HOTIOMEHHS MHPAANHUCEOrO IIWKIA
B obmacru 1620...1610 n rpymost NH2 5 o6iacru 3250 w 3320 o L. B CIEKTPAX
IIMP cursan opotoHos rpynnsi NH2 mposasagercs mpu 7,2 M. &., B OCTATBEOM
CuekTps 1omo0HEl criekTpaM Oensormeso[2,3-c lnupuavsEoE w conei GeHzoTHE-
H0[2,3-¢ Jrmpumma [6] (tabn. 2). Comm Gensorumeno [2,3-¢ Jrmprmms VII, Xa,o,
mMeromue B nosioxennu | wim 3 GpesunpayIo rpyuiry, Py PEakiyy C FHIpa3znHEOM
oaloT CMECH coorsercrBymomux N-ammmompomssogmsix VI, XIa6 =
SH-[2,3 J6ensorreno[2,3-e Jnmazenmuos IX, XIla,0. Iepxnopar 1,3~madenmi-
tensorueno[2,3-c lmupwimma XIII nmaer wckmoumrtensEo SH-{2,316en3orme-
H0[2,3-¢ Jamazenun. B cuexrpe ITMP 1,4-mudenun-5H-{2,3 1bersorneno[2,3-¢ }-
muazemwua X1V, cagroro npm 20 °C, HaOIFOmAIOTCS CHTHAIE HPOTOHOB TDYIIIEL
CH; B Bufe ABYX YIIHPEHHHX XyOneToB ¢ xumuueckuMu cpBuramu 5,20 u
2,91 M. n. m remMuHaTbHOR xoHCTAaHTOM >13 T, HesxswBasieHTHOCTH TIPOTOHOB
o0ycroB/ieHA pPAsHOM IPOCTpAHCTBEHHOM opuenTangueii ceaser C—H 1o
OTHOIIEHWIO K APOMATAYECKOMY SAPY M OTHOCATEIHHOMR XECTKOCTHIO CEMITICHAOTO
oEKA. TeMOepaTypHbi SKCOEPEMEHT MOXTBEPXAAST 3TOT BHBOX (MATepHasbl
SKCIIepUMenTa GYAyT MPEACTABIICHB B BIJIE OTACIBHON YO IMKanmm).

Me
Me B PF Q07 NHHLO
S '
vII
Ph
Me + _
i /0 Go, N,H,H,0
S7 Rl
Xa,6
Ph
I \ /o+ Clo,~ NoH,-H,O
S Ph
Xl

X, XI,XITaR'=Me, 6 RZ=Pr

SKCHEPVMEHTAJIBHAL 9ACTB

WK crmeKTpsI 320K CaHbI B BA3€JIMHEOBOM Maclie Ha cuektpomerpe Perkin-Elmer 180, cnextper IIMP
— na npubope Gemini-200 8 IMCO-Ds, sayrpensui craegapt TMC.

O0Gmas Merommka noxydeHus mepxaoparos N-ammHoGeHnzotHeso|2,3-c]mapmmmaos IV—VI,
VIIL XL K cycrensuu 0,01 Monn coemunernwmit [—ITT, VII, X B 50 M compTa 06aBastor 2... 10-kparab:i
u30BITOK TUNPASUHIUADATA U DEAKUMOHHYI0 MacCy xumsarar 1...10 u. Hepes HECKONBKO MMHYT
HPOMCXOIMT HOJIHOE PACTBOPEHKE MCXONHBIX COSHMHEHMIA M HAUMHAT0T OCAXKAAThCS IepXiopaTs N-amu-
uo-6enszotueno [2,3-c] nupuannos. CMecs OXJIaXAAOT, 0CAAOK OTOUIBTPOBEIBAXOT, HPOMBIBAIOT
crmproM M 3dupom. Kpuctamwmsyor 13 cnupra. XapaKTePUCTUKK CHHTE3MPOBAHHBIX COCAMHEHMM
npuBeaeHs! B Talu. 1.
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Tabnrunma 1

XapakTepUCTHKA CHHTE3HPOBAHHLIX COSAMHEHMH

Co- Haifnero, %
emv- BpyTro- BEREWCHERD, % T Brr-
HE- chopmyta i xom, %
EHE C H N Cl S
Wa | CisHisN2ClO4S 47,8 4,2 8.7 10,8 9.9 260...261 | 87
47,5 4,0 8,5 10,8 9,7
ive Ci1sHp7N2C104S 50,4 4,6 1,7 10,1 9.2 240 S0
50,1 4,8 7.9 10, 9,0
IVe CisHi1oN2Cl04S . 51,5 5,2 1.8 9,8 8,5 263 88
51,8 5,1 7.6 9,6 s
IVr C14H15N2Cl04S 49,4 4.5 8.4 10,6 9,1 255 91
49,1 4,4 8,2 10,4 3
Va Ci14H15N2C1048 49,3 4,5 8,0 10,2 9,5 241...242 ¢ 90
49,1 4,4 8,2 10,4 9,3 -
A% C16H1oN2C104S 51,5 5,3 7,5 9.8 8.3 247 87
51,8 5,1 7,6 9,6 8,6
Via C13H12N2C2048 44,7 3.5 8,3 20,5 9.2 289 91
44,4 3.4 8,0 20,2 9,1
Vi6 | CicHisN2Cl2043 47,7 4,6 6,7 17,2 7.6 | 280...281 | 89
. 47,4 4,4 6,9 17,5 7,9
VII | CisHisN2ClO4S 55,5 3.6 7.5 9,0 8,5 247 53
55,3 3,8 7,2 9,1 8,2
X Ci9H16N2S 74,7 5.4 9.3 —_ 10,3 218 449
75,0 5,3 9,2 10,5
XIa | CigH17N2Cl04S 56,7 4,4 6.8 8.7 7.7 220 22,3
56,4 4,2 6.9 8,8 7.9
X6 Co1H2iN2Cl048 58,5 4,8 6,7 8,0 7,6 163 48.4
58,3 4, 6.5 8,2 7,4
XIMa | C21H2oN2S 75,3 5,1 9,2 — 10,7 |177...178 74
75,0 5,3 9,2 10,5
XII6 | Co1H20N2S 75,7 6,2 8.5 — 9.8 160...161 | 42
75,9 6,0 8.4 9,6
X1V | Ca3HisN2S 78,6 4.4 82 — 9,2 190 89
78,4 4,6 8,0 9,1
Tabnuna 2
CriexTpanbHEIE XaPaXTePUCTAKY CHHTE3HPOBAHHBIX COCHABEHMA
(}:122:11: Crextp IMP, O, . 1, J, Tu
Iva | 2,88 (3H, ¢, 3-CH3), 3,04 (3H, ¢, 1-CH3), 7,27 2H, ¢, 2-NH»), 7,77 (1H, 1, 7-H), 7,84
(1H, 1, 6-H), 8,30 AH, x, J = 8,0, 8-H), 8,56 (1H, x, 7 = 8,0, 5-H), 8,79 (H, c, 4-H)
v6 | 1,05 (3H, 1, 1-CH,—CH>—CHz3), 1,86 (2H, M, 1-CH;—CH—CHz3), 2,91 (GH, c,
3-CH3), 3,41 (2H, 1, 1-CH,—CH,—CHz»), 7,21 (2H, ¢, 2-NHy), 7,75 (1H, 1, 7-H), 7,86
(1H, 1, 6-H), 8,23 (14, x, J = 8,0, 8-H), 8,60 (1H, x, 7= 8,0, 5-H), 8,85 (1H, ¢, H)
Ivr | 1,43 (34, 1, 3-CH>—CH3), 3,25 (2H, x, 3-CH,—CH3), 7,23 (2H, ¢, 2-NH2), 7,70 (1H,
1, 7-H), 7,82 (1H, T, 6-H), 8,26 (1H, J = 8,0, 8-1D, 8,63 (1H, », J = 8,0, 5-H), 8,66
(1H, c, 4-H)
Va | 2,55 (3H, ¢, 6-CH3), 2,89 (3H, ¢, 3-CHas), 3,05 (3H, ¢, 1-CH3), 7,24 (2H, ¢, 2-NHy),
7,70 (1H, n, J=8,2, 7-H), 8,20 (1H, J =8,2, 8-H), 8,40 (1H, c, 5-H), 8,75 (1H, ¢, 4-1D
V6 1,06 (3H, 1, 1-CH>—CH>—CHz»), 1,86 (2H, M, 1-CH»—CH>—CH3), 2,55 GH, ¢,
6-CHz), 2,89 (3H, ¢, 3-CHz), 3,05 (3H, ¢, 1-CH3), 3,41 (2H, 7, 1-CH,—CH>—CHz),
7,21 (2H, ¢, 2-NHy), 7,70 (1H, x, 7 = 8,2, 7-H), 8,20 (1H, z, J = 8,2, 8-H), 8,40 (1H, c,
5-H), 8,75 (1H, ¢, 4-H)
X 2,08 (3H, c, 4-CHz), 2,49 (3H, ¢, 7-CH3), 2,70 (1H, »n, J =13,1, 5-1), 4,30 (AH, z, J =
13,1, 5-H), 7,30...8,05 (8H, H apom.)
Xila | 2,55 (3H, ¢, 7-CHa), 3,17 (3H, ¢, 1-CHz3), 3,86 (1H, 1, J = 13,0, 5-H), 4,98 (1H, x, J =
13,0, 5-H), 7,18...8,10 (8H, Hapom.)
X1V | 2,91 (H, x, /= 13,1, 5-H), 5,20 (1H, 7, J = 13,1, 5-H), 7,37...8,46 (14H, H apom.)
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O6man MeToauka noxygerna SH-[2,3]6ensorneno[2,3-¢] auazenmnor. K cycnenszum 0,01 Moan
coemuuennit VII, X, XIII B8 50 mn coupra po6asisrOT S-KpaTHBNI M30BITOK THAPAsMHTUAPATE U
PEaKIMOHHYI0 CMECH KUOSTAT 2 4. K 0xJ1a>XneHHoi peakumonnoil cmecu aobasisor 30 M sdupa no
FIOJIHOTO OCAXKAECHUS! COOTBETCTBYIOIX N-aMMHOTIPOU3BOAHAIX OeH30THEHO [2,3-¢] mupuaunoB. Ocanox
OTUIBTPOBBIBAIOT, NPOMBIBaIOT 10 M adupa u dunsrpar ynapusaT. OCTaToX KPUCTALIMSYRT M3
cmecu Genson—rexcas (tabi. 1).
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