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N-AIETWIUICPAIIETAMUL B CHHTE3E
GOVYHKIHOHANBHO 3AMEIHEHHBIX
TAPUIO[3',2":4,51 TUEHO|3,2-J IMPYUMHUIVIH-4(3H)-CHOB

3-Iuaronupunua-2 (1 H) -tuoss! pearupyiot ¢ N-aleTHIXIOpaueTaMuiOM B CIIHMp-
Te B mpucyrcrsuu KOH ¢ ofpasoeanueM mupuzo{3’,2:4,5] tueno[3,2-d] nupuvuus-
4(3H)-ouo0s.

QyHKIMOBANBREO 3aMenicausie mrpuno[3°,2":4,5 ruero [3,2-d lmmprvmnmso-
HEl HPEACTARASIOT HWHTEPEC KaK COCAWHEHHWs, MOTEHUZANBHO obiazaomue
HIFIPOK¥M CIIEKTPOM OuoAorEUecKO¥ aKTEBHOCTH. VI3BECTHBIC METOME HOMYUCHIAS
TAXWX COCAVHEHEN BKJHOUYAIOT B3AMMONECHCTERE 3-aMuHO-2-HuaHOTHCHOI PRIV -
HOB ¢ ameroHmTpwioMm B npmcytcrsmy HCl B muwokcame [1], ammwmaposanme
3-aMmHO-2-3TOKCHKapOOHMITHEHOMMPERUECE YKCYCEBIM aHTHAPUAOM C TOCIERY-
fomeit obpaborkoit NH3 [2 ], B3ammoneiicTaue 3-aMuro-2-Kap0aMOXITHCHOMUPH -
AWHOB ¢ YKCYCHEIM aHrmapuiaoM [3—35] mam tpustmnoprodopmmaroMm [6], a
TAKXE AHWIHDPOBAHUE 3-aMUHOTHEHOIMPALHH-2-KapOOHOBOY KHCJIOTH € HOCHE-
AYIOIAM B3aWMOACUCTBHEM O00pasyIOmerocs HHpUAOTHEHOoKcasmeoEa ¢ NH3
[6]. Taxme METORSI, OCYIXECTEISCMEIC B HECKOJIBKO CTAfEM, XapaxTepH3yioTcd
JKECTKOCTRIC YCIOBHI ¥ HE BCETHA BHICOKMMA BHXOMaMH. Kpome Toro, ¢ mOMOIIBI0
3TAX METOROB HEBO3MOXHO HOJYYHUTHh COEAMHCHWS C KOHACHCAPOBAHHBIMK
KapOonmkimyeckuME (DPATMEHTAMHE, . COREPXAIMUMYE HECUSTHOE YHMCJIO ATOMOB
yraepora [S].

Havm mpemioXxes HOBBIA, yHOOHBI MeETon pemocenexvmsﬁoro CHHTE3a
(PYEKOHCHANGHO  samemenubix  mupuao[3’,2:4,5 Irmeno[3,2-d Jouprmuas-
4(3H)-onor Ha ocHoee N-amermaxmopaucramuna () u 3-mwaso-2{1H)-mapr-
marrroEoR (11a—e), mossongromui #30eXarh YKA3apHHX HeOCTATKOB.

N-Anermnixmopaneramun 1 MoxeT ObiTh HONYUYSH aTWINPOBAHAEM XJI0paner-
amMuaa YKCYCHHIM aHIUAPHAOM B IDHCYTCIBHH AUCTHIXIOPAAA [7], peaxumei
XJICDANETORATPAIZ C JIEAIHOM YKCYCHOM Kmcjoro [8], B3amMonencTsmeM
aneramEna ¢ xjopaterammoM B npucytersum HCl [8], a Taxxe peaxmmen
aneTaMuaa ¢ xaopanermixiaoprmoM [91.

Rl . Rl
R% CN RX CN
RS O KOH =
+ Ct ———i— I e
EtOH X 0O
Rr? N S NHCOMe - R N S
H
fa—e I IVa, 6 NHCOMe
: Me
R! R!
5 NHZ H ) N="
R N Me R NH
KOH Z | AN }{ —_— Z | AN
BtOH BN s 85 Y S o}
v Hla—e

I, [0, IV aR! = CFs, R2=H, R®=Ph; 6 R'=R®>=Ph, R* = H; s R' =R?=H, R* = Me;
rRI=R?=Me, R?=H; 1R} = H, RR® = (CH2)¢; e R' = H, R’R> = (CH2)3
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BrIXOAK W XapakTepucTuku coexmuenmii I, IV

Coenn- BpyTTO- Bm:ﬁc;}elgo % WK criexrp, 1 Boixon, %
oo oy ' Ty °C - . Cmextp ‘H 1MP, 8, m. 1. (J, Tw) (Merer)
c H N i
Ila Cy7H1gF3N3SO 36,20, 2,64 1172 >280 2840, 1669 (C=0), 1607, | 2,49 (3H, ¢, CH3); 7,57 (BH, M, m-Hpnh u | 69 (A),
56,51 2,79 11,63 1583, 1555 p-Hprn); 8,27 (2H, M, o-Hppn); 8,38 (1H, ¢, | 81 (B)
8-H)
1116 CyoH1sN3S0 71,34 411 11,30 >280 | 2978, 1632 (C=0), 1588, | 2,22 (3H, ¢, CH3); 7,52 (6H, M, m-Hpn u | 72 (A),
71,52 4,09 11,37 15785, 1543, 1522 p-Hphn); 8,27 (4H, M, o-Hpn); 7,98 (1H, ¢, | 79 (B)
8-H)
s C11HoN380 57,38 3.91 18.31 >280 2834, 1660 (C=0), 1560, | 2,45 (3H, c, 2-CH3); 2,65 (3H, c, 7-CH3); 69
: 57,13 3,92 18,17 1561, 1506 7,49 u 8,42 (2H, AB,J =17, 8-H u 9-H)
ir C1H{N3SO 58.71 4.36 17.29 >280 | 2852, 1666 (C=0), 1603, | 2,47 (3H, c, 2-CH3); 2,60 (3H, ¢, 7-CH3); | 71
58,76 4,52 17,13 1541, 1439 2,92 (3H, c, 9-CH3); 7,22 (1H, ¢, 8-H)
Iz C16H7N3S0 64,34 5.51 13.95 >280 | 2921, 1665 (C=0), 1590, | 1,31 (4H, m, 9-CHz u 10-CHy); 1,72 (4H, , | 57
64,19 5,72 14,04 1550, 1508 8-CH2 u 11-CH2); 2,44 (3H, ¢, CH3); 2,92
(2H, M, 12-CH3); 3,06 (4H, M, 7-CH2); §,28
(1H, ¢, 13-H)
e C13H11N3SO 60.92 4,52 16.45 >280 2855, 1668 (C=0), 1593 2,17 (2H, ™, 8-CH3); 2,42 (3H, ¢, CHz3); 3,06 63
60,68 4,31 16,33 (4H, M, 7-CH2 u 9-CH2); 8,29 (1H, ¢, 12-H)
IVa C7H1F3N;80; 53.49 3.20 1125 | 207..208 | 2999, 2212 (CN), 1621 | 2,15 (3H, c, CHa); 4,52 (2H, ¢, CH2); 7,57 | 94
‘ 53,82 3,19 11,08 (C=0), 1601, 1560, 1536 (3H, M, m-Hp h v p-Hpn); 8,22 (3H, M, 0-Hph
u 8-H); 11,20 (1H, ¢, NH)
1V6 CH17N380, 67.94 4,55 10.92 193...195 | 3042, 2210 (CN), 1650 | 2,19 (3H, ¢, CH3); 4,50 (2H, ¢, CH2); 7,55 90
68,20 4,42 10,85 (C=0), 1590, 1570 (6H, M, m-Hpn u p-Hpn); 7,74 2H, M,
o-H7pn); 7,90 (1H, c, 8-H); 8,20 (2H, w,
o-Ho.ph); 11,05 (1H, ¢, NH)




Panee mamm c00SIHasocs 0 IPEMEHEHHM KACKANHHX DEAKIWi B CHHTE3E
IMPUACTHCHONAPARUHEOR, THPAAOTACHOINPAMARHHOR, TACHONUPUOAHOB W THA-
somommpunuaos [10—13]. B macrosmel pabore 5TOT HORXOR PACIPOCTPAHEH Ha
CHHTE3 THPUNOTHCHONNDAMALMAOHOS.

3-Uwmanonupunun-2 (1 H)-tmomsr [la—e pearmpyror ¢ N-amermaxmaopaper-
amupoM B crmpre B npucytcrsun KOH ¢ o6pasosasuem mmpuno[3',2':4,5 Jrue-
80{3,2-d jimpavenue-4 (3H) -osos (I1la—e). Mexanmam 06pasopasms COEXHHE-
it 11T MOXHO IpencTapuTh KakK HOCISHOBATENBHOCTD CTAMMI ATKUINPOBAHAS O
atoMy cepel, peakrmum Topma—Liurnepa, npuBoRgme# X 3aMBIKaHUIO
THO(MEHOBOTO [WMKJIZ W BHYTPHMOJNCKYJIADHOM KOHACHCAIIMA AaMHHO- H
KapOOEWABHOA rpynn ¢ o0pascBaHumeM DMPHMETHHOBOIO IWXiad. B ciayuae
mcnonb3oBanns 4-rpudropMmermin-o-demmimupuamaTrona [la u 4,6-nudenw-
mepuxuaTHoRa 116 yAaeTcd BEASARTD OPOMEXYTOUHEE NPOXYKTH: 2- (N-amermi-
kapbamomrruo) -3-muaponvpamuasr  (IVa,5). 3-Ammmo-2-(N-anermkapbamo-
wi) Treso [2,3-5 Imupuaums (V) , mpoMexyTowso o0pasyIommecs B XOAE PEaKIam,
BHIIE/IATh HE YHASTCH, OO-BANAMOMY, %3-32 OBICTPO OPOTEKAIOMEH  Peaknuy
DEKIE3ALNE, NOPUBOAAMEN K OOpasOBAHVEO KOHEYHBIX TPUIAKIIVICCKUX
TIPOXYVKTOE. '

Vnentuduranms DOXYYCHHBIX COSOWHEHWM mnpoBeieHa ¢ momompo MK
COEKTPOB, AaHHNX IIMP @ sreMeHTHOrO aHanm3a. BHIXOOH ¥ XapaKTepPHCTUKH
coemuaenni [1la—e u IVa,0 npeacragaees 5 Tabaane.

B cmextpax IIMP coepmmenwit [V mposBiASiOTcd CHIHAAB MCTHIBHBIX
IIPOTOHOB aleTANBHOro ¢parmenTa npu 2,15...2,19 w MeTmieHOBOrO 38€Ha IpH
4,50..4,52 M. n. B cryyae TpumEKIRYecKMX coequHeHmM Il cmrHANH
METHJAECHOBOTO 3BEHA OTCYTCTBYIOT, & CUTHAE METH/IBPHOU IPYIIEl CABUTAIOTCH B
craboe mone (2,42..2,49 m. p.). Hcekmouenue cOCTaBISET DPOW3BONHOE
madbesmwmuprnvea [Ila, MeTwiIcHBIE IPOTOHBl XOTOPOTO UPOSBIASIOTCS IIPH
2,22 M. 8. -

B UK crnexTpax MOHOLHKIMYECKHX EpoRykToB IV mpogsistorcy carsamst CN
rpyom npu 2210...2212, a rtaxxe xapbomwisaeix rpym: npu 1620...1650 o LB
CHEKTpax TPHIAKINYECKuX coeguueEn 111 currans MEaBOTPYIIIEL OTCY TCTBYIOT.
Hosoca wommomenws  kapbomwnpHoro  (parMeHTa  LHpOSBNASETCS  NPH
1632...1670 cm ™.

Takum ofpazoM, Hamu pa3paboTad HOBbIA, DETMIOCECKTWBHEIA METOX
curTesa GYHKETOHATbHO 3aMEIICHEHX nupraoTacHonuprmuauna-4 (3H) -onos Ha
OoCHOBE mOMA(YHKOWOHANBHOIO pearcHra — N-aneTHnxIopanceTaMuid o
3-mmanorvprnma-2 {1 H) -TH0HOR. 3TOT METOR MO3BOAYET IOIYYATh HEACCTYIHEIC
paHee COSAWHEHWs, COACPXAIMWE HEUETHOS YWCIO METHWISHOBHX IPyHI B
kapbomurmgeckoM dparmMeaTe (HanpmMmep, 111e).

SKCHEPUMEHTANBHASG HACTD

TeMIepaTyph! ITABNEHUS OnpeAeastM Ha cromuke Kodnepa; MK criekTps cHuMAay Ha npubope
Specord-M80 = tabnerxax KBr; cuexrpst ITMP — sa npubope Bruker (200 MI'n) s pacteopax IMCO-
Ds. DnemenTasnt ananns Ha C, H, N nposoguu ma npubope Perkin-Elmer, C,H,N-analyser. Bexozst
u xapaxTepucTuxu coepunesumit I11 u IV npusegens! & Tabuue.

N-Anermixaopaneramy I 65Ul TOAy9eH 0 METOAMKE, IPETIOKEHHO% B patore [7].

2-(N-Aneruaxapbamonrmno) -3-maasormpunuast (IVa,0). K pactsopy 2 MMOJIb IUPHAUHTHOEA
Ha,5 B 20 mx coupta pobasaszor 2 Mmoas KOH 8 sune 109, BoAHOrO pacTeopa, NONYUEHHYI0 CMECH
marpesaioT A0 50 °C u wepes 2 mun pobasnsmor 2 Mmoab N-anerwmxopaneramuna 1. Peaknuoruyo
MACCY BeIepxMBa0T npu 50 °C 30 MeH, 0XJI23KIA10T ¥ BHICAXKUBAIOT MPOAYKT HEGOIBIIMM KOJIKIECTBOM
Bozpr. Ocaziok NPOMBIBAEOT CMECHEO 3TAHOI—BOAA, 60 : 40, rekcaHoM M CyIuaT Ha BOSAyXE.

Hupupof3’,2":4,5 meno[ 3,2« miprvunnua-4(3H)-o8s1 (Illa—e). A. X pacTeopy 2 MMOJIB IH-
pupuaTHOoHA ITa—e B 20 Mt criupTa nobasassor 2 mmois KOH s euae 10 %, BOMHOTO pacTBOpa, HArPEBatoT
10 50 °C u uepes 2 mua gobasnsror 2 mmois N-anetunxiopaneramuza 1. Ioxyuessay 0 cMech BEep-
xusaoT npu 50 °C 30 mun, sarem gobasisor eme 2 mvoss KOH s sune 109, BogsOro pacrsopa. Hanee
PEAXIMOHHYIO CMECh KMIIATIT ¢ O0pAaTHBIM XONONMILHMKOM 1,5 u, OXJaxAaior u Jo6aBisioT K Hel
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Ppa30aBICHHEYIO CONSHYO KUCAOTY 20 PH 7. Bourasnivil 0CazioK IpORYKTa OThwIIsTPOREIBAIOT, IPOMBIBA-
KT 3TaHOJOM, TEKCAHOM ¥ CYIIaT Ha BO3NyXe.

B. Kunsarar 1,5 mmons 2- (N-anetmixapbamounTno) -3-uuanonupuavaa 1Va,6 B ataxone ¢

1,5 mvons KOH s sune 10% soguoro pacteopa B reuenue 1,5 4. Janee peaxMOHHYIO MACCY OXAAXKAAIOT
¥ [00aBasIOT PasbaBIeHHYI0 COTHYI0 KUCIOTY A0 pH 7. Bomasmeit 0cafok IPORyKTa OThMIGTPOBEI-
BAIOT, IPOMBIBAIOT STAHONOM, TEKCAHOM M CYIIAT HA BO3AYXE.

Patoma evinonnena @ pamxax Pocculickoeo @onda GynOamenmanbHbix

uccnedogariuli (epaum N 96-03-32012qa).
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