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B. IL. JiutBHUHOB

4-BPOMOTHJIKPOTOHAT B CHHTE3E
TIMPHUI0[3',2":4,5] TUEHO[3,2-J] ITUPUIH-2(1H)-OHOB

Tloxasana MPUEIMIMATBHAS BO3MOXKHOCTS cunTe3a rmpuio[3',2':4,5] tueno[3,2-d] -
mpuruH-2 (1H) -0n0B Ha ocHOBe 3-muanomupuuH-2 (1H) -THOHOB U 4-GpOMSTHIIKPOTO-
HaTa. :

Bavemenssie  mmapEnoi3’,2":4,3 Irueno[3,2-d jmapumpa-2 (1H) -orer npencras-
JISTFOT MHTEPEC KK COCHMHEHNS, NOTEHIAATBHO 00Iafaomue IEPOKAM CIIEKTPOM
fmosmormaeckoil  akTuBHOCTH., ONMCAHC HECKOJIBKO METOHOB IIOCTPOCHHS
muprpo [37,2":4,5 Itueno [3,2-d Jumpupmaosoil  cucreMel. Ilepspii 3axmodaercd
B 3AMBIKAHVY NHPHAFHOBOTO KOJIBIA B PE3Y/IBTATE B3aUMONEHCTBYS J-aMHIHOTH-
eno[2,3-b jmupuamHa ¢ amerajeM MajoHOBOro muamsaermpa [1]; Bo BTOpOM
HCIOMb3yeTca peakmms 2-ammi-3-amuso [2,3-d lmaprmuHa ¢ aTmaoprodopmu-
aTOM WUIH AHRATIIALCTaneM qaMerwidopMamuaa [2 1; Tperwit METOR 3aK/II0TAETCS
B KACKAAHOM TETEPONMKIA3ANUA HA OCHOBE J-HUAHONUDHIMHTUOHOE H
2-6poM-1-apUAsTHAMAEHMAIOHOHATPAIA ¥ OPUBOAUT K  (DyHKIWOHAIBHO
saMemenHEM mEprxo (3,2 :4,5 Itaeno[3,2-d Imupuamaam [3 . Ilyta noxyuennd
POW3BOMEKEX, copepxkamux nupuaue-2(1H)-oHosE dparMesnT, 10 HACTOSIETO
BPEMEHH HE M3BECTHHL ’

B pmamsoii paboTe mMOKA3aHA NPUHOMOINAIBHAS BO3MOXHOCTE CHHTE3a TaKUX
COCAMHEHMH Ha OCHOBE AOCTYIHBIX PEAreHToB — 3-nmanonupuaua-2 (1H) -tronos
7 4-OpOMITHIKPOTOHATA. OTOT METOX SBASETCS PpA3BUTHEM CTPATErHA
TIOCTPOCHHS TETEPONUK/IMYECKMX CHCTEM Ha OCHOBE KACKAJHBIX peaxilui,
KOTOPHE paHee NPUMEHEHSLUINCH B CHHTE3C MMPHOTACHONNPUARHOB, THPHI0THE-
HOIMPUMMIMHOE, THEEOIMPHIWHOE ¥ THA30I0NMpAARHOB [3—6 1.

3amemennne  3-puanonupuann-2(1H)-tross (Ia—B) pearmpyrorT B OCHOB-
HBEIX yCaoBuax ¢ 4-Opomsrmnxporosarom (II) ¢ ofpasosammem 3-ammmo-2-(2-
KapOsrokcuBmawT) TR0 [2,3-b Tnupupmos (IT1la—&).

Mexannzm obpasopamuga coempgHerEuii 1[I MOXHO HpEACTaBHTE Kak
TIOCIEHOBATEAREO MPOTEKAKIME ANKIIMPOBAHKWE TO aTOMY CEepH M DEaKIuio
Topma—I{mraepa, EPEBOASIYIO K 00pa3osaHmio THO(HEHOBOTO MUK A,
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Xapakrepucruky coenupenmit III, 1V, Va

*

Hatigeno, %
) : A UK 2
Coen @%’;{;ﬁ’m Beriucrexo, % T, °C Cneirp Crexrp TIMP, IMCO-Dg, &, m. 1, KCCB, Ty Beixon,
c H N o
IIla Ca4HyoN, 0,8 71,85 5,14 6,72 240 3375 (NH); 1,22 (3H, r, J = 7, CH,CH3y); 4,14 (2H, k, J = 7, CH,CH3); 5,40 (2H, | 56,
71,98 5,03 6,99 1690 (C=0); | yun c, NHp); 5,80 (1H, n, J = 15, CHCO,E?); 7,40...7,62 (8H, ™, 0- m~, | 81%
1600, 1536 p-Hapy u m-,p-Hgpyp); 7,74 (1H, ¢, 5-H); 8,15 (IH, n, J =15,
CHCHCO,E; 8,20...8,25 (2H, M, 0-Hg.pp)
16 C14H16N2 058 60,90 5,71 10,30 238...241 | 3245(NH); 1,26 (3H, 1,/ =7, CHyCH3); 2,48 (3H, ¢, 6-CH3); 2,71 (3H, ¢, 4-CH3); | 52,
60,85 5,84 10,14 BO3I. 1671 (C=0); 4,18 (2H, x, J =7, CH,CH3); 5,70 (1H, n, J = 15, CHCO,Et); 6,09 (2H, | 79*
1643, 1596, | yu. ¢, NHp); 6,96 (1H, ¢, 5-H); 8,23 (1H, 1, J = 15, CHCHCO,E!)
1548
s Ci15Hy6N20,8 62,38 5,41 9,84 229...231 | 3010 (NH); 1,22 3H, 1,/ =7, CH,CH3); 2,12 (2H, k, J = 8,6-CH>); 2,47...2,53 (4H, | 58,
62,48 5,59 9,71 1702 (C=0); | ™, 5- u 7-CHy); 4,16 (2H, k, J = 7, CH,CH3); 5,62 (1H, x, J =15, | 77*
1609, 1479 CHCOzED; 6,61 (2H, ym. ¢, NH); 8,00 (1H, ¢, §-H); 8,16 (1H, &,
J =15, CHCHCO,EY)
IVa Cy4 N, 0,8 71,71 5,06 7,14 119...120 | 2221 (CN); 1,20 (3H, r, J = 7, CH,CH3); 4,11 (2H, x, J =7, CH;CH3); 4,29 (2H, n, | 91
71,98 5,03 6,99 1728 (C=0); | J =8, SCHy); 6,18 (1H, x, J = 15, CHCO,EY; 7,03 (1H, . 1, J' = 15,
1655, 1578, | J"=8, CHCHCO;E); 7,50...7,63 (6H, M, m~, p-Hy_ yu 6pn ); 7,75 QH,
1532 M, 0-Happ); 7,91 (1H, ¢, 5-H); 8,27 (2H, M, o-Hgpp)
1V6 C14H1N20,8 60,74 5,61 10,35 81...83 2221 (CN); 1,20 (3H, 1,/ =7, CHoCH3); 2,37 (3H, ¢, 4-CHa); 2,43 (3H, ¢, 6-CH3); | 87
60,85 5,84 10,14 1725 (C=0); | 4,03...4,18 (4H, m, CH,CH3 u SCHy); 6,10 (1H, xn, J = 15, CHCO,E?);
1620, 1587 6,87 (1H, p. 1, J' = 15, J" = 8§, CHCHCO,EY); 7,13 (1H, ¢, 5-H)
Ve C15H N2 0,8 62,72 5,52 9,65 95...96 2222 (CN); 1,20 (3H, 1, J = 7, CHyCH3); 2,08 (2H, ks, J = 8, 6-CHy); 2,88 (2H, x, | 93
62,48 5,59 9,71 1710 (C=0); | 5-CHjy); 2,97 (2H, 1, 7-CH,); 4,01...4,15 (4H, M, CH,CH3 u SCHy); 6,07
1678, 1450 (1H, g, J =15, CHCO,EY; 6,87 (1H, a. 1, J' = 15, J" = 8, CHCHCO,E!);
8,02 (1H, c, 8-H)
Va CyHN,08 | 7449 | 4,10 7,76 >270 | 1670(C=0); | 6,79 (1H, m, J = 9, 3-H); 7,47...7,62 (6H, M, m-, p-H u p-Hy. y 6p1); | 33
7455 | 3.99 7,90 1554 7,20...7,30 (2H, w, 0-Hopp); 7,90 (1H, ¢, 8-H); 8,19...8,31 (3H, m,
0-H7.py u 4-H)

Brixop o MeTony B.




Vkazagaele TPONECCH OPOXONAT B CXOOHHIX YCJIOBHAX, UYTO IIO3BOIFET
moxyyath TrcHommpunmes [1la—s B ogry cragmio. OpHAKO MPU MPOMEXYTOYHOM
BHIETCHUH TPONYKTOBR ankwaumposarmsa (IVa—zs) seixon tmemonmpuamHOoB 111
pomme. (DparMeHT KpPOTOHOBOM KHCHOTHI B coemumHeHusx IIla—B comepxut
IBOMEYIO CBI3b B Mpanc- (OPME, HOITOMY CIOHTAHHAS MAK/IM3ANMS B OCHOBHBIX
YCIOBAAX, NPHBOASMAS K 00pasoBaH@I0 UMPHAMHOBOTO IWKJIA, HEBO3MOXHA.
B KHCHHX YCIOBHSX YOAJAOCh HOCTMYL OOpas0BAHMS TPEXAHHEIAPOBAHHOIO
TMPOAYKTA C YMEPEHHEHM BEIXOHOM B CAyYae WCIONb30BAHMS 3-amwmHO-4,0-mmde-
H1-6- (2-xapbosrokcueuama) TaeHo (2, 3-b Jmuprmuaa 11la. [To-smmmmMomMy, mpo-
mecc o0pasoBamud DHPUAWHOBOTO LMKJIA IPOTEKAET KakK MOCIAETOBATEIBHOES
TIPUCOETMHEHUE XJIOPOBOKOPOA 1O ABOWHOM CBS3U, 3aMBIKAHUE TIHAIIEPHTHHOHO-
BOTO LHWKJIA W NOCAEHYIOMAsS apoMATU3amysd, NpUBONAMAS K O0pa30BaHHIIO
mupugo [3',2":4,5 Jrueno [3,2-d Jnupunus-2 (1H) -ora (Va).

Vinenrnduranua DOIyyeHHBIX COSNAHEHMN HposeieHa ¢ momomsio [IMP, UK
COEKTPOB ¥ 3JICMEHTHOIO aHaM3a. XapakTepucTuku coenmaernmit 11Jla—s, IVa—s
7 Va npeacrasacHs B Talbmmue.

B UK choexTpax MOHOUUKJIMUCCKHMX MPONYKTOB 1Va—B WMEIOTCS CHTHAJIEL
rpyon CN mpm 2221..2222 oM ), a Takxe KapOOHWIBHBIX TIPyIn IpH
1710...1729 cm . B cuekrpax coemmmenmi [[la—B cwrsamer rpymmer CN
OTCYTCBYIOT, a KapOOHMABLHE (DparMenT NPogBisgeTcs B 0ojiee JUIMHHOBOIHOBOR
obxacta mpu 1671...1702 e . B crextpe mapuno [37,2":4,5 Jrueno[3,2-d Junpn-
nun-2(1H)-ora Va mabmonaerca curaan rpymmsr C=0 mpu 1670 e .

B cmextpax IIMP coemmaermit Illa—s mw IVa—s KCCB nporonos
KpoToBOBOTO (hparMenTa cocrasuager 15 I'm, gro yxa3sBaeT Ha UX mMpaHC-pacoc-
noxenue. Y mupupol3’,2:4,5 Jrueno[3,2-d Jmmpunmna-2{(1H)-ora Va cureamm
TIPOTOHOB €HOHOBOTrO (bparmMenTa uMeloT BuA AB cucremsl B Gomee caboM moue ¢
KCCB, paproit 8 ['u. D10 CBHACTENLCTBYET O LuC-DPACTIONOXCHUM yKa3aHHBIX
upoToHoB. OTCYTCTBHE CHTHAIOB XKapOOSTOKCWIBHON TPYIIBI, 4 TAKXE AAHHEIES
SMIEMEHTHOTO AHAMW3a IO3BOJJIOT MPHINCATE COCAMHCHHIO Va CTPYKTYPY,
copepxanryro mapunrt-2 (1 H) -0HOBBIA UKL,

Taxum 00pa3oM, HAMH HOKA33HA NPAHIUITAAIBHAS BO3MOXHOCTS IOy YCHUS
mupuno [37,2":4,5 Jrueno[3,2-d Jompunun-2 (1 H) -0H0B — mEepCOEKTUBHEBIX COENH-
HeHul B cuHTE3e GHOJIOrMUecKr aKTUBHEIX BEIIECTB.

SKCHNEPUMEHTAJIBHAYL 9ACTD

TemepaTypsl IIaBIeHyst Oupefelsiiy Ha crosmke Kodnepa; VIK cexTpsi cHymaly Ha upubope
Specord-M80 s Tabnetxax KBr; criexrpsr [IMP — ma npubope Bruker AC-200 (200 MI'n) B pacTBOopax
JIMCO-Ds. 3nemenrrsiit anams sa C, H, N nposogunu ua npubope Perkin-Elmer C, H, N-analyser.
Coenuuenus Ila—s ObUM DOMy9eHs! 0 CTAHAAPTHLIM METOEMKAM [7]. BBIXOZBI M XapaKTepUCTHKU
coegunenuii I, IV, V npuseness: B Tabnuue.

2-(3-Kap0atoxcunponenui-2-1u0) -3-uagomupranasl (IVa—z). K cycnienanu 2 Mmons 3-1u-
anonupunuu-2{1H)-tuoua 8 15 mu stanona godasisor 2 mmons KOH s supe 109, Bogzoro pacreopa.
CmMech HarpeBaoT 10 mOIHOoM ee roMoreHusanuy. Yepes 5 MuH 7o6asnsior 2,1 MMoIs 4-GpOMOITIIIKPO-
TOHATA U PEAKIMOHHYIO MacCy BHIIEPIKMBAIOT 5 4 IIPM KOMHATHON TeMIeparype. BrimasniMii 0cafiok
rpogykra IV OThMILTPOBBIBAIOT, IPOMBIBAIOT HEGONBIIMM KOIMYIECTBOM STAHONQ, TEKCAHOM U CYIIAT
Ha BO3ZyXe.

3- AMuHO-6- (2-KapOaTokcuBrEEN) THEHO [2,3-b ] mupamuunt (Illa—B). A. K cycnensuu 2 MMOJb
3—uﬁaﬂonmpnnm-2(1H) -tmona I B 15 mu1 stanona pobasnsror 2 mmoas KOH s sune 109 BomsO0rO
pacreopa. CMeCh HATPERAXOT FO MOJHOM € FOMOTEHM3ALMH U Yepes 5 Mum jo0asnaroT 2,1 MMons 4-6po-
MO3THJIKDOTOHATA, 2 ueped 30 MuH 2 MMOJIb 3THIATA HATPUS B BUAE CIIMPTOBOrO PAacTBOpa. Brumrasimynt
ocanok npogykra I oTduIbTPOBEIBAIOT, NPOMBIBAIOT HEOONBIIMM KONMIECTBOM STAHOA, TEKCAHOM U
CyIaT Ha BO3AYXeE.

B. X pacrsopy 1 mmoms 2-tuo(3-xapbosToxcunponenmn-2) -3-muanompuausa IV B 15 MMons
rOPSTYETO ITAHONA BOGABAIOT 1 MMOJI STHUIATA HATPUS B BUJIE CTMPTOBOTO PACTEOPA. BBINABIIHIL 0CANOK
npopyxTa I oThMIBTPOBBIBAKOT, MPOMBIBAOT HEOOIBUIMM KOJMIECTBOM STAHOAA, FEKCAHOM M CYDIAT
Ha BO3ZyXeE.
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7,9-Xudbeanmmapunof3’,2":4,5] memno[ 3,2 <} nupuaua-2 (1H) -0 (Va). CycrieHsuio THEHOIM-
punuaa M2 xumaTsT § 9 B METaHOJE B NPUCYTCTBUY KATAIMTHUECKUX KONMUYECTB COMSHON KMCHOTSI.
Hanee wetirpamusyior 109, pacreopom comst (pH 7). Boimasmuil 0cagok npofaykra Va oThuiIsTpoBsmBa-
¥OT, MPOMBIBAIOT ITAHOJIOM M TEKCAHOM, CYIIAT HA BO3AYXeE.

Paboma evinonnena & pamkax Poccuiickoeo GoHOa GyHOAMEHManbHbIX
uccredosanuil (epanm Ne 96-03-32012a).
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