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BsaumopeiicTBueM 2-mmanoaneramuia ¢ 6ensmmaeHaneTonoM B IMCO, conepikamieM mpem-0yTHIAT Kajdus, CHHTE3UPOBAH 6-METHII-
4-thennn-3-unanommpuauH-2(1H)-0H, KOTOPHIA KHCIOTHBIM THAPOIM30M OBUI TpeBpamieH B 6-MeTwi-2-0Kkco-4-¢eHmn-1,2-auruapo-
nupuauH-3-kapookcamua. [lokazano, yto peakius ['opmana ITOro coeAMHEHMs NPU JASHCTBHM TMIOOPOMHUTA HATPUS TNPHBOIHUT K
3-aMHuHO-5-0poM-6-MeTni-4-¢penmmmupuant-2(1H)-oHy, a mpu AeHCTBHM XJIOPDHOW H3BECTH — K S-MeTwiI-7-(eHunokcasonolS,4-b]-
nupuauH-2(1 H)-ony. IlocnenHuil mpy HarpeBaHMH CO IIEJOYbI0 OBUI MpeBpamieH B 3-aMHHO-6-MeTmi-4-penutmupuaua-2(1H)-oH,
KOTOpBII B peakuuu ¢ OCH3AIBJCTHIIOM JaeT a30MeTHH, a B PEaKUMsAX C TaJOreHaHTMIPHIAMH KHCIOT — N-alWIMpOBaHHbBIC
npomssognsie. Harpesammem N',N*-Guc(6-merni-2-okco-4-(ermn-1,2-gurnapormupuans-3-un)okcamumamuga 1 POCl;  momyden

5,5"-mumernn-7,7"-pudermni-2,2'-6u(okcazono[ 5,4-b jnupuauH).

KiwoueBble ciaoBa: 3-ammHormpuauH-2(1H)-oH, oxcazono[5,4-b|nupunun-2(1H)-0H, BHYTPUMONEKYIApHAs IHUKIM3ALUSA, PEaKIusI

Topmana.

AwmunonupuanH-2(1H)-0HbI MHPOKO HCIONB3YIOTCS B
kadecTBe ckadoamoB s CHHTE3a OMOIOTUYECKU aKTHB-
HBIX COCJMHEHHMiL.' ° B WX psiy HaiieHbl NpenapaThl,
HCTIONB3YIOMIMECs B KIMHUYECKOW MpaKTHUKEe, HaIpuMmep
ampunon.” Hanmume "BCTpoeHHOro" (parMeHTa aMHHO-
KHUCIIOTHI JienaeT 3-amuHonupuanH-2(1H)-0HbI TpHUBIIEeKa-
TENbHBIMA  CTPOWTENBHBIMH  OJIOKAaMH  JUII  CHHTE3a
rlenTI/IL[OMI/IMeTI/IKOB.5’7

Panee wamu Obul pa3paboTaH CcHocoO MONYYCHHS
3-¢pyHKIMOHATIBHO 3aMeIIeHHBIX THpHAnH-2(1H)-0HOB U
-THOHOB, OCHOBaHHBI Ha BHYTPHUMOJEKYJISIPHOW ITUKIIH-
3ammuu N-(3-okcoankmn)- U N-(3-0KCOAIKEHHI)aMHJIOB U
troamuoB.* " DTHM crmocoGoM GBI TOTyYeHBI Maso-
n3ydeHHble 4-apunzamenieHHsle 3-amuHonmupuanH-2(1H)-
onpl.'*'® HekoTopele M3 STHX COGIMHEHMH SBISIOTCA

© 2017 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

moMuHOpOpamMu, 00IamalT aHTHPAJAMKAUIBHON aKTHB-
HOCTBIO'® M HpEACTABJSIOT MHTEPEC B KAUECTBE CIEIHU-
(UUeCKNX KIETOYHBIX 30HIOB, PETUCTPUPYIOIUX T'€HE-
pamuio akTUBHBIX (OpM Kuciopoaa. PazpaboTaHHBIN HaMU
paHee cmoco® mosryueHus: 4-apui3aMenieHHbIX 3-aMUHO-
nmupuanH-2(1 H)-0HOB He JIMIIEH He0CTaTKa, CBI3aHHOTO C
TPYAHOCTBIO  MacIITaOMPOBAaHHUS CHHTE3a HCXOJHOTO
N-(3-okcoankeHun)xaopaneramuaa, TpeOyromero O60b-
IOTO KoJuuecTBa pactBoputens. [lo 3Tolt mpuunHe MBI
W3YYUIA BO3MOXKHOCTh QJIBTEPHATHBHOTO TIOAXOJa K
CHUHTe3y 4-apwi3aMemieHHbIX 3-amMuHonupuanH-2(1H)-
OHOB, OCHOBAaHHOT'O Ha peakuuu I'opmaHa COOTBETCTBYIO-
IIMX aMHUJIOB.

WzBectHo, uTtO 3-mmano-3,4-puruaponmpunud-2(1H)-
OHBI, JIOCTYIIHBIE KOHJICHCAINEH o,B-HenpeaeabHbIX KEeTo-
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HOB W IMAHALETaMHUIa B IIEJIOYHOH CpeAe, CIIOCOOHBI
OKHCIATBCA ~ KHCIOPOAOM BO3AyXa C 0Opa3oBaHHEM
3-uHaH0anHzmH—2(1H)-0HOB.17 ODra wMeroauka OblLla
WCIIONB30BaHa HAMH ISl CHHTE3a 6-MeTHi-2-oKco-4-ern-
1,2-marnapormprauH-3-KapOoHUTpria (2), 00pa3yromerocs B
pe3ynbpTaTe KOHICHCAIWU OCH3WJIMICHALIETOHA W 2-I[HaH-
aneTaMpia B TPHUCYTCTBHM mpem-OyTWiaTa Kaiaus B
IMCO wu mocnenyromero OKHCICHHS AuaHuoHa 1 c
BeixomoM 80% (cxema 1). IlomeiTkm 3aMeHUTH mpem-
OyTunaTr Kanus Ha THAPOKCHZA WM 3THJIAT HATPUs THpH-
BOJIWIN K YMEHBIICHHIO BBIXOAA COEAMHEHHUS 2 10 35 u
51% cooTBeTcTBEHHO. KHCIOTHBIM THAPOIN30M HUTpHIA 2
B KOHIICHTPHUPOBAHHOW CEPHOH KHCJIOTE OBUI TOJyYeH
6-MeTHII-2-0KC0-4-peHmt-1,2- turuaponupuanH-3-kap0-
okcaMuz 3 ¢ BBIX0I0M 86%.
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Peaxnust amuna 3 ¢ 1 9kB. TUIIOOpOMUTA HATPUS, TOTY-
YEeHHBIM in situ U3 OpoMa M THAPOKCUIA HATpUs, NpH-
BOAMJIA K CMECH IpOAYKTOB, cocTosmeil u3 3-aMuHO-
6-meTtun-4-pennnnupuana-2(1 H)-ona (4) u ero O6pomu-
pOBaHHOTO Mpou3BoAHOro 5 (cxema 2). [lpu yBenudeHun
KOJIMYECTBA TUMOOPOMHTA HATpUsl 0 3 9KB. OCHOBHBIM IIPO-
TYKTOM PEaKIMH, BBIJEICHHBIM C BBIX0JI0M 68%, okazajcs
3-amuHO-5-0pom-6-meTmi-4-enunmupuann-2(1H)-oH (5).

Cxema 2
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NaOH, H,0 NN | BN AN
2) HCI, H,O |
[5) N O Me N o
H H
4 5
1) Bry (3 equiv), NaOH, H,0, 100°C, 4 h T

2) HCI, H,0, 68%

Hcnonp3oBanue B peaknun [ opmaHa XITOpHOH H3BECTH,
coleprKameil 2 3KB. aKTHBHOTO XJOpa Ha OJHY MOJIEKYIY
amuga 3, mpuBeno K S-MeTHi-7-peHuniokcasono[S,4-b]-
mpuanH-2(1H)-ony (7) (BeIXOA 92%) B pe3ynabTare BHYTPH-
MOJIEKYJIIPHOW  ITUKJIM3AIUN [IPOMEXYTOUYHO 00pa3yro-
merocs m3onuanara 6 (cxema 3). O6 aHaJIOTHYHBIX TPEBpa-
MEHMSIX 4-alIKUI3aMEeIIeHHBIX 2-0KCO-1,2- TUTUApOTIUPUINH-
3-xkapOOKCAaMHIIOB TIPH IEHCTBUH THIIOXJIOPUTA HATPHUS yiKE
coobmanocs B suTeparype. '’ Heo6X0MUMO OTMETHTD,
910 OKCca30y0[5,4-blmpunuH-2(1H)-0HBI TPEenCTaBIAIOT
€caMOCTOsTENbHBIN UHTepec. HenaBHO B MX psiny HaleHbI
MOJYIATOPI AKTHBHOCTH KAlIbLMEBBIX KAHAJIOB,” OHH
HCIIONB3YIOTCS TNpH JIeYeHHH auabeTa BTOPOTO THIIA,”
061a/1aI0T aHAJTBreTHYECKOi aKTHBHOCTHIO. >
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Peakmueit coenuuenns 7 ¢ METHIOBBIM 3(hUPOM OpOM-
YKCYCHOM KHCJIOTHI B IUMETWI(HOPMAMUJIE B TIPUCYTCTBUU
noTtamia HamMM ObUT MOJNydYeH MeTw(S-MeTui-2-0Kco-7-
¢ennn| 1,3 ]Jokcazono[5,4-blnupuann-1(2H)-nn)anerar  (8)
¢ BeixogoM 67% (cxema 3). Oxca3zono[5,4-b]mupuaun-2
(1H)-on 7 Obu1 npeBpamieH B 3-amuHonupuauH-2(1H)-oH 4
(Bpxon 87%) mpu HarpeBaHMM B CIMPTOBOM DPacTBOpE
TUAPOKCHUJIA HATPHSL.

Cxema 3
Ph
Ca(OCl N=C=0
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rt,1h Me ” @) o
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87%
M3BecTHO, uTO N-aumnupoBaHHbIE 3-aMUHO-4-apuil-
XMHOIIMHBI MOTYT BCTyHaTb B peaknuio bummepa—

Hanmpanbsckoro ¢ obpasoBanuem andensolc,f][1,7|nadpTu-
puanHOB. > MbI H3y4HIH BO3MOXKHOCTb 3TOH PEaKINH HA
mpuMepe amua 9, MOIyd4eHHOTO HAarpeBaHWEM COCIHMHE-
HUS 4 C STUIOBBIM 3(HUPOM IIAaBEICBOI KHUCIOTHI IO METO-
muke paGotel.'* B mamem ciyuae peakuus burmiepa—
Hanmpanbckoro nomkHa OBLTa TMPUBECTH K 2,2'-TAMETHII-
6,6'-0un(muoenso|c|[ 1,7 [nadTupummn)-4,4'(3H,3'H)-murony (11).
OpHako, B pe3yibTaTe HarpeBaHHs COCTUHEHUS 9 ¢ XIop-
OKHUCEIO (hocdopa ObLT momydeH 5,5'-mumMeTtin-7,7'-mudeHm-
2,2'-6u(okcazono[5,4-bJmmpuaun) (10) ¢ BeixomoMm 88%
(cxema 4).
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i- PACHO, HCO,H, i-PrOH, A, 5 h; ii: AcCl, ACls, CH,Cly, 1t, 1 day

JUia  3aMBIKaHMS H30XMHOJIMHOBOIO LIMKJIA TaKke
HCTIONB3yeTCsl aMHIOANKHINPOBAHUE,” KOTOpOE B psiie
CllydaeB TpOTEKaeT B Gojee MATKHMX ycoBusaX,” ' uem
peakuus bummnepa—Hanupansckoro. Peaknueit coennne-
HUSL 4 ¢ OCH3aIBJCTHIOM B U30-TIIPOIIAHOJIE HaMHU ObLI
noiaydeH asoMeTuH 12 ¢ BeIxogoM 82%, NpOAYyKTOM
B3aMMOJIEHCTBUA KOTOPOTO C XJIOPHUCTBIM  aleTHIIOM
okazaicst N-(6-meTui-2-okco-4-peHun-1,2-TuruaponupuIuH-
3-un)aneramun (15) (cxema 5). OOpasyromasics B pe3yiib-
TaTe alWIMPOBaHUS a3oMeTHHa 12 anmiIMMUHMEBas COJb
13, mo-BuAMMOMY, TakXe IUKIN3YyeTCs B IPOU3BOJHOE
okcazona 14, koTtopoe B pe3yiabTare 00pabOTKH peak-
LIMOHHOW CMECH TUAPONIN3YeTCs, 00pa3ys aneramun 15.

ArumupoBanue  3-amuHomupunuH-2(1H)-ona 4 mpu
HCIIONB30BAaHUM 2 9KB. XJOPALETHIXJIOPHUIA NPHUBOAUT K
COOTBETCTBYIONIEMY  XJOpaleTaMuay. .  AHANOrHYHO
HCTIONB30BaHUE  XJOPAHTHApHUIA  3-OpOMIPONMHMOHOBOM
KHUCJIOTHl B XJIODUCTOM METHJIEHE B IPUCYTCTBHM IHPHU-
nuHa naet amupa 16 (cxema 6). Ilpu yBennyeHMH KOJIU-
YyecTBa XJIOpALETWIXJIOpPHAAa 10 3 S3KB. B KauecTBe
OCHOBHOTO TPOYKTa PEAKIUU HEOKUIAHHO ObUI TOTy4eH
nmug 17 ¢ Berxogom 75% .

Cxema 6
Cl
\'; i Phoﬁ)
rI 67%  75% /f\IN\g/\CI
Me H O

16

i BrCH,CH,COCI (2 equiv), Py, CH,Cly, rt, 15 h
ii: CICH,COCI (3 equiv), Py, CHoCly, 1t, 15 h

CtpoeHre BCEX CHHTE3MPOBAHHBIX COEAMHEHHUIl OBLIO
YCTaHOBJIEHO Ha ocHOBaHuM JaHHbIX MK crnekrpockonuu,
cnekrpockornuu SIMP 'H u °C u snemenTHOrO ananusa.

Takum oOpa3om, ObUT HalIeH HOBBIM MOIX0J K CHHTE3Y
5-meTtun-7-penmnokcasono|S,4-bmupuannu-2(1H)-ona,
3-amuHO-6-MeTII-4-peammupunud-2(1H)-ora  u  ero
OpPOMHPOBAHHOTO POU3BOTHOTI0, OCHOBAaHHBIN Ha PEAKIUH
lopmana 6-meTwin-2-okco-4-heHmn-1,2-TuruIponupuaAnH-
3-kapOokcaMmia, TMOJYYCHHOTO B JIB€ CTaJUU U3 JOCTYII-
HbIX OeH3WJIWACHAlleTOHa U 2-mMaHaneTamuaa. llpen-
JIO)KEHHBI METOJ| MO3BOJISIET MOJIyYaTh 3-aMHHO-6-METHII-
4-penmwnmmupuanH-2(1H)-0H B TpenapaTHBHBIX  KOJIH-
4eCTBaX C CYMMAapHbBIM BBIXOJOM [0 YEThIPEM CTaIUsIM
55%, IpEBBIIAIONTIM BBIXO paHEE U3BECTHOI'O METOJa Ha
ocHoBe l-peHmnOyraH-1,3-muoHa W XJopareTaMmuaa

188

(Beixon 42%). U3 3-amMuHO-6-MeTH-4-(QEeHUITIHPHUINH-
2(1H)-oHa mosyueHBl paHee HEU3BECTHhle N-aIuiu-
pPOBaHHBIC TPOUM3BOAHBIC M 5,5'-muMeTHi-7,7'-audeHun-
2,2'-6u(oxcazono[5,4-blnupuaun).

JKcnepuMeHTAIbHAN YacTh

WK crexTpsl 3aperucTpupoBaHbl Ha (ypbe-CIEeKTPO-
metpe DT-801 B Tabnerkax KBr. Criektpst SMP 'H u °C
3anucanbl Ha npudope Bruker DRX-400 (400 u 100 MTI'ng
COOTBETCTBEHHO), BHYTpeHHHUIl crapmapt TMC. Cnextpsl
SIMP "3C zanmcanb B pexkuMe J-MOIYIISIIH. DIIeMEHTHBIN
ananu3 BoinoiaHeH Ha CHN-ananu3atope Carlo Erba 1106.
TemmepaTypsl IIaBI€HHUS ONpEAETEHBl Ha  CTOJIMKE
Kodnepa. KoHTponap 3a XOA0M peakuuil W YHCTOTOU
MOJy4eHHBIX coeluHeHUH npoBeneH MerogoM TCX Ha
mwiactuHax Sorbfil UV-254, mpossienne B Y® csere.
OurcTKka KOJIOHOYHOW XpomaTorpadueil mMpoBelcHa C
UCIIOJIb30BAaHUEM CHIIMKArelisi B Ka4eCTBE COpOEHTa.

6-MeTnia-2-okco-4-pennn-1,2-quruponupuanu-3-
kapoonutpuia (2). Meron L. K pactBopy 20.0 1 (0.137 mons)
6emsmnuneHanerona u 12.6 r (0.150 ™mosp) 2-nman-
aneramuza B 200 mit JIMCO npu oxnaxaeHun BHOcAT 61.5 T
(0.548 wmomap) #-BuOK. Cmycts 30 MuH oOXJaxaeHue
yOHUpaloT U pEakIHOHHYI0 CMECh IEepEeMEIINBAIOT MPH
KOMHATHOW TeMIlepaType B Te€4eHHe 4 4, MpoayBas CyXum
BO3AYXOM, TIOCJIE Yero MEepeHOCAT B CTAaKaH, COAEpIKaIIuit
1 1 Bompl, u He#lTpanmsyroT 2 H. pactBopom HCI.
BpimaBmmii  ocaok  OTQUIBTPOBHIBAIOT, MPOMBIBAIOT
BOJIOH M nmepekpuctautu3oBeBatoT u3 EtOH. Beixon 23.0 T
(80%), Genple kpuctamibl, T. wi. 274-275 °C (1. . 274—
275 °C*). MK cmextp, v, cM ' 1669, 2234, 3069, 3156.
Crextp SIMP 'H (JIMCO-dq), 8, m. 1.: 1.81 (3H, ¢, CH;);
6.31 (1H, ¢, H-5); 7.51-7.59 (5H, m, H Ph); 12.60 (1H, ym.
¢, NH). Criextp SIMP °C, 8, m. 1. (JIMCO-dq): 18.7 (CH;);
97.7 (C-3); 107.0 (C-5); 117.1 (CN); 128.4, 129.2
(C-2,3,5,6 Ph); 134.4 (C-4 Ph); 136.5 (C-1 Ph); 141.1
(C-4); 152.6 (C-6); 163.2 (C-2).

Merton II. K pactBopy 1.46 T (0.010 mMoins) OeH3minaeH-
artetona u 0.92 1 (0.011 monp) 2-nmananetamuaa B 10 mi
JAMCO mpu oxnaxaenuu BHocaT 1.6 T (0.04 monp) NaOH.
Crycrs 30 MHH. OXJaXJCHHE YOHWPAOT W PEaKIMOHHYIO
CMeCh TepEeMEIIMBAlOT NPH KOMHATHOM TemIeparype B
TeueHue 18 4, mpoayBas BO3AyXOM, ITOCIIE YETO MEPEHOCAT
B CTakaH, cojepkamuii 50 M BOABI, U HEUTPATU3YIOT 2 H.
pactBopom HCI. BrmaBmmii ocamox OT(QHUIBTPOBHIBAIOT,
MIPOMBIBAIOT BOJIOW WM mMepekpucTaum3oBeiBaoT 3 EtOH.
Brrxon 0.73 1 (35%).

Meron III. K pacrBopy »TwiaTa HaTtpus, HPUTOTOB-
neaHoMy u3 0.24 mr (10 MmMois) Hatpus 1 10 M abcoumroT-
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HOro OTaHoia, BHocaT 0.92 r (11 MMmosp) 2-mMaH-
arieTaMu/1a, THTEHCUBHO NIEPEMEIINBAIOT B TeUeHNE 15 MUH 1
mpuKaneBaoT pacteop 1.46 r (10 mMMoms) OGeH3WIHICH-
aleToHa B 5 MJ aOCONIOTHOTO 3TaHONA. PeaknnoHHYIO
CMECh KHIISTAT B TEUCHHE § U, IMOCIE OXJIAXICHHUS BEI-
muBaoT B 100 Mi BOABl M HEWTpaJU3yIOT 2 H. PacTBO-
pom HCI. BrimaBmuii ocamox OT(QUIBTPOBBIBAIOT, IPOMBI-
BAIOT BOJOW M KPUCTAIIM3YIOT U3 3TaHona. Beixox 1.07 r
(51%).
6-MeTn-2-okco-4-penun-1,2-nuruaponupuanu-3-
kapookcamun (3). Pacteopsror 21.0 r (0.1 Momnp) HUTpHIIA
2 B 30 M koHneHTpHpoBanHoi H,SO,4u HarpesatoT 10 90—
95 °C B Teuenne 3 u. [locrme oXiaxIeHUS PEAKIHOHHYIO
cMech BoUIMBAKOT B 100 T pga U HEHTPAIU3YIOT BOAHBIM
pacTBopoM aMMHaka. BEIaBmIne KpUCTALTBI OTHUIBTPO-
BEIBAIOT, TPOMBIBAIOT BOJOW M TEPEKPHUCTAIUIM30BBIBAIOT
3 EtOH. Bexon 19.6 T (86%), T. 1. 255-257 °C (T. mi.
253-255 °C*"). MK cnektp, v, cM : 1658, 1677, 3313,
3436. Crekrp SIMP 'H (AIMCO-dg), 6, m. 1.: 2.20 (3H, c,
CHj;); 6.01 (1H, ¢, H-5); 7.15 (1H, ¢, CONH,); 7.36-7.41
(5H, M, H Ph); 7.70 (1H, ¢, CONH;); 11.94 (1H, ym. c,
NH). Crextp IMP °C, §, m. 1. (IMCO-dy): 18.4 (CH3);
106.5 (C-5); 122.9 (C-3); 127.5, 128.1 (C-2,3,5,6 Ph);
128.2 (C-4 Ph); 139.0 (C-1 Ph); 145.4 (C-4); 150.8 (C-6);
161.3 (C-2); 167.3 (3-CONHy,).
3-AMuHO0-5-0pom-6-MeTHI-4-penunanupuaun-2(1H)-
oH (5). K pactBopy 240 mr (6 mmons) NaOH B 2 mit Boagl,
nobasinsttor 5 T apna u 0.16 M (3 mmoine) 6poma. Cmech
NEPEMENIMBAIOT 10 MOJHONW TOMOTIE€HHU3alH, BBOJAT 228 Mr
(1 mmonp) amupaa 3 u HarpesatoT 10 100 °C B TeueHue 4 4.
TTocne oxmaXkmaroT Ha JEIIHONW OaHe M ITOIKUCISIOT 6 H.
pactBopom HCI (pH ~3), nepemenuBarot emie 30 MUH. TIpA
KOMHAaTHOW TeMIIepaType, a 3aTeM HEWTpalu3yrT Hackl-
merasiM NaHCO; (pH ~7-8). Ocagok oTHUIBTPOBEIBAIOT,
MIPOMBIBAIOT BOJOW U MEpeKpUCcTauIn30BbIBIOT M3 EtOH.
Bexon 190 mr (68%), T. pazn. 191-192 °C. UK crekrp, v,
eM 't 1617, 1646, 3349, 3456. Criekrp SIMP 'H (IMCO-d;),
6, M. 1. (J, T'm): 2.23 (3H, ¢, CH3); 4.36 (2H, ¢, NH,); 7.18
(2H, 1, °J = 7.0, H-2,6 Ph); 7.38 (1H, T, °J = 7.4, H-4 Ph);
7.47 (2H, T, °J = 7.4, H-3,5 Ph); 11.87 (1H, ym. ¢, NH).
Cnextp IMP *C (IMCO-dg), 8, m. 1.: 18.9 (CHs); 100.7
(C-5); 124.7 (C-3); 127.7 (C-4 Ph); 128.7, 129.1 (C-2,3,5,6
Ph); 133.5 (C-1 Ph, C-4); 136.8 (C-6); 156.9 (C-2).
Haiineno, %: C 51.49; H 3.81; N 10.16. C;,H;;BrN,O.
Brruucneno, %: C 51.63; H 3.97; N 10.04.
5-Metuu-7-¢genni|1,3]okcazouno[5,4-b|nupuann-2(1H)-
on (7). K cycniensun 2.28 r (0.1 monb) amuna 3 B 40 M
2 n. pactBopa NaOH BHocaT 2.53 T XJIOpHOH HU3BECTH
(comeprkanue akTHBHOTO XJ0pa 56%; 0.2 monb Cl,), cMech
WHTCHCUBHO MEPEMEIIUBAIOT IIPH KOMHATHOM TeMIeparype
B TeueHue 1 4. [lo okoOHUaHHMM peakUUU cMech HeHTpa-
mu3yroT. Ocamok OTQIIBTPOBBIBAIOT, TPOMBIBAIOT BOJIOMU, &
3areM nepekpuctainm3oBbiBaroT u3 CHCI;. Beixog 2.08 T
(92%), Genbre kpucTawsl, T. pasi. 225-228 °C. UK cnexrp,
v, eM ' 11642, 1798, 3122 (yur.). Criextp SIMP 'H (anetos-dy),
o, M. 1.: 2.43 (3H, c, CHj); 7.12 (1H, ¢, H-6); 7.43-7.48
(3H, M, H-2,4,6 Ph); 7.60-7.62 (2H, m, H-3,5 Ph); 10.61
(1H, yur ¢, NH). Cnextp SIMP "C (aueron-ds), 8, m. n.:
22.7 (CHj;); 118.2 (C-6); 119.04 (C-7a); 127.9, 129.1
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(C-2,3,4,5,6 Ph); 131.4 (C-1 Ph); 134.7 (C-7); 149.9 (C-5);
152.7 (C-3a); 153.2 (C-2). Haiineno, %: C 68.89; H 4.53;
N 12.52. C;3H(N,O,. Brruucneno, %: C 69.02; H 4.46;
N 12.38.
3-AMuH0-6-MeTui-4-pennnnupuaun-2(1H)-on  (4).
K cycnen3uu 226 mr (1 mmonp) okcasoioHa 7 B 2 MI
staHona no06asisor 160 mr (4 Mmoip) NaOH u kunstsT B
TeueHue 1 4, 3aTeM PEaKkUMOHHYIO CMECh BBUTHBAIOT B 10 M
BOJBl M HEUTpaNu3yIOT. BeimaBmimii ocanok OTGHILTPO-
BbIBalOT. Beixon 174 mr (87%), Oesble KpUCTAIBI, T. ILI.
194195 °C (3tanon) (1. mr. 194-195 °C'%).
Metua(5-meTunn-2-okco-7-gpenunsi[1,3]oxkcazono[5,4-b)-
nmupuaud-12H)-na)auerar (8). K pactBopy 2.25 r
(0.1 mounp) okcazonona 7 B 10 mn cyxoro JIM®DA no6as-
astoT 5.52 1 (0.4 monp) mpokaneHHoro K,CO; u 0.95 mn
(0.1 monb) MerunoBoro 3¢upa OPOMYKCYCHOI KHCIIOTHI.
Peaknmonnyo cmech HarpeBatot npu 60 °C B Teuenue 3 ,
BBUIMBAIOT B BOAY, HEUTPAIU3yIOT, SKCTPAarupyIOT XJIOPO-
GOpMOM U OYHMINAIOT KOJOHOYHOW Xpomarorpadueii,
HCTIONB3Ys XJI0podopM B KadecTBe 3imoeHTa. Beixon 2.00 T
(67%), 6enbie kpuctamwibl, T. wi. 92-93 °C. UK cnekrp,
v, eM 1 1635, 1742, 1796. Criektp SIMP 'H (CDCLy), 8, M. 1.
(/, T'm): 2.56 (3H, c, CH;); 3.52 (3H, ¢, OCHs;); 4.24 (2H, c,
NCH,CO); 6.89 (1H, ¢, H-6); 7.29 QH, 1. 1, *J =74, *J= 1.5,
H-2,6 Ph); 7.44-7.50 (3H, m, H-3,4,5 Ph). Cnextp
SMP “C (CDCl3), 8, m. a1.: 23.5 (CHs); 44.1 (OCH3); 52.4
(NCH,CO); 119.1 (C-7a); 121.2 (C-6); 128.5, 128.6
(C-2,3,5,6 Ph); 129.2 (C-4 Ph); 133.2 (C-1 Ph); 134.0
(C-7); 150.3 (C-5); 151.4 (C-3a); 153.2 (C-2); 167.0
(CH,CO,CHj3;). Haiineno, %: C 64.31; H 4.85; N 9.28.
Ci6H14N,Oy4. Beruncieno, %: C 64.42; H 4.73; N 9.39.
5,5'-Aumerui-7,7"-nupenni-2,2'-6u(oxcazoo[5,4-b]-
mupuauH) (10). Cmecs 0.227 r (0.5 MMOJIB) OKCaTMIIaMUIA
9'* 11 1.0 M POCI; narpesarot g0 100 °C B Tedenne 9 u.
PactBopuTens ymapuBaroT, OCTaTOK 00pabaThIBAIOT JIE/si-
HOW Bojoi. OOpa3oBaBIIMICA 0CATOK OT(UIBTPOBBIBAIOT
U TEepeKpPHCTAIIIM30BBIBAIOT M3 CMECH pPaCcTBOpHUTEICH
i-PrOH-/IM®A. Brixox 0.185 r (88%), Genblif mOpoOIIOK,
T. 1. 263-265 °C (i-PrOH). UK cnektp, v, em ! 1608,
1675. Cnextp SIMP 'H (IMCO-d), 8, m. 1. (J, T'm): 2.71
(6H, c, 5,5'-CH3); 7.59 (2H, n, °J = 7.3, H-4,4' Ph); 7.66
(4H, T, °J = 7.3, H-3,3,5,5' Ph); 7.86 (2H, ¢, H-6,6'); 8.26
(2H, 1, *J=7.3, H-2,2'6,6' Ph). Criekrp SIMP °C (IMCO-d),
S, M. 1.0 24.2 (5,5'-CHj); 119.4 (C-6,6"); 127.6 (C-7a,7a");
128.9, 129.0 (C-2,2',3,3',5,5',6,6' Ph); 130.1 (C-4,4' Ph); 133.6
(C-1,1' Ph); 141.0 (C-7,7; 150.2 (C-5,5"; 157.6 (C-3a,3a");
159.4 (C-2,2"). Haiineno, %: C 74.44; H 4.50; N 13.52.
C26H13N402. BBI‘[I/ICJ'IGHO, %: C 7463, H 434, N 13.39.
3-(beH3MIUIeHAMUHO)-6-MeTHI-4-peHUINUPHIAN H-
2(1H)-on (12). Cmecs 200 mr (1 mMMmonb) coeauHeHHS 4,
160 mr (1.5 mmonp) OeH3ampleruaa, KaTaTUTHYECKUX
KOJIMYECTB MYPAaBBHHOW KHCIOTHI B 5 MII u30-TIpOIIaHOIA
KUISATAT B TedeHue S5 4. [locne oxJa)ceHHsl BbINABIIUE
KPHUCTAUTBl OTGHIHTPOBBIBAIOT U MPOMBIBAIOT XOJIOHBIM
430-TIPOTIAHOJIOM, a 3aTeéM TreKcaHoM. Beixom 236 wr
(82%), xenteie kpuctamibl, T. T 208-209 °C (u3o0-
npomnanon). UK cmekrp, v, oM 1525, 1636, 3352, 3450.
Crextp SIMP 'H (CDCly), 8, m. x. (J, T'm): 2.41 (3H, ¢,
CH;); 6.25 (1H, ¢, H-5); 7.35-7.40 (5H, m, H 4-Ph); 7.48—
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7.53 (3H, m, H-3,4,5 Ph); 7.75 H, 1. 1, J = 7.1, *J = 2.4,
H-2,6 Ph); 9.35 (1H, ¢, N=CH); 13.18 (1H, ym. ¢, NH).
Cnektp SIMP *C (CDCl3), &, m. m.: 18.7 (CH3); 108.7
(C-5); 121.6 (C-3); 127.5, 128.0 (C-4 Ph); 128.4 (C-2,3,5,6
Ph); 128.6, 130.0 (C-2,3,5,6 Ph); 130.6 (C-4 Ph); 131.0
(C-1 Ph); 131.7 (C-1 Ph); 140.8 (C-4); 146.3 (C-6); 161.2
(C-2); 162.6 (N=CH). Haiizeno, %: C 79.52; H 5.87;
N 9091. C;oH;N>O. Bwrumcneno, %: C 79.14; H 5.79;
N 9.72.
N-(6-meTniI-2-0kco-4-penni-1,2-1urugponupuauH-
3-mim)aneramupn (15). K pactsopy 200 mr (0.69 Mmois)
azoMeTrHa 12 B 5 MJ1 aOCONIOTHOTO XJIOPHCTOTO METHIICHA
npu oxyaxaeHuu nobasisrot 93 mr (0.69 MMoIb) xiTopuaa
amoMuHus. YUepes 45 MHUH K peakLMOHHONH cMecH NpHU
oXJIaKIeHNH TpuKanbiBatoT pactBop 0.059 miu (0.83 mmouns)
aleTHIXJIOpHAA B 1 MII XJIOPHCTOrO MeTHiIeHa. Peakunon-
HYI0 CMeCh IIepeMelINBalOT NMPH KOMHATHOM Temmeparype
B TeueHue 1 cyT, 3areM noGaBistoT 10 Mi BOIbI, 3KCTpa-
TUPYIOT 3TUIAUETaToM. IIpoayKT OuYMIIArOT KOJIOHOYHOMH
xpomarorpadued, HCIOJB3Yys B KadecTBE DIIIOCHTA
cuctemy OeHzon—uzo-nponanon, 1:1. Bexoa 95 mr (41%),
OnenHo-xkenTeie Kpucrawel, T. mi. 159 °C. UK cnekrp,
v, eM 'z 1631, 1696, 3479 (ym.). Criextp SIMP 'H (JIMCO-dy),
5, M. n.: 1.75 (3H, ¢, 6-CHs;); 2.20 (3H, ¢, COCH;); 5.96
(1H, ¢, H-5); 7.33-7.38 (5H, m, H Ph); 8.64 (1H, ym. c,
NHCOCH;); 11.63 (1H, yur. ¢, 1-NH). Crextp SIMP C
(AMCO-d), o, m. a.: 18.3 (CHj); 22.5 (COCHj;); 106.3
(C-5); 121.5 (C-3); 127.6, 128.1 (C-2,3,5,6 Ph); 129.0
(C-4 Ph); 137.7 (C-1 Ph); 143.1 (C-4); 149.2 (C-6); 160.8
(C-2); 169.0 (NHCOCH;). Haiineno, %: C 69.29; H 5.94;
N 11.38. C|4H|4N202. BI:I‘H/ICJ'IeHO, %: C 6941, H 582,
N 11.56.
3-Bpom-N-(6-meTnI-2-0Kc0-4-Ppennii-1,2-quruapo-
nupuaun-3-uan)nponanamua (16). K pactesopy 100 mr
(0.5 mmonb) coequneHus 4 B 3 MII XJIOPHCTOTO METHIIEHA
no6asmstor 0.081 mi (1 MMOJIB) MUPUIMHA M IIPU OXJIaXK-
neanu 10 5 °C npukansBaioT 0.1 ma (1 Mmons) 3-6pom-
MIPONAHOMIXJIOPH/IA. PeaKIMOHHYIO0 CMeCh NMePEeMEIINBAIOT
B TedyeHwe 15 4 mpu KOMHATHOW TemmepaType. PacTBo-
pHUTENIb  YNApUBAIOT, OCTATOK 00pabaTHIBAIOT JIEASHON
BO/OI. BpImaBmmmii ocagok OT(UIBTPOBHIBAIOT, HMPOMBI-
BalOT JAMCTH/UIAPOBAHHONH BOJOH M IEPEeKpUCTaLIN30-
BBIBAIOT U3 CMECH u30-TpomnaHoi-TekcaH. Beixom 111 mr
(67%), 6enbie kpuctaibl, T. . 186—188 °C. UK cnekTp,
v, eM 1 1632, 1651, 1675, 3224, 3283. Cnekrp SIMP 'H
(AMCO-dy), 9, m. n.: 2.20 (3H, ¢, CH3); 2.57-2.60 (1H, m)
u 2.71-2.74 (1H, m, COCH,CH,Br); 3.49-3.51 (1H, M) u
3.64-3.67 (1H, m, COCH,CH,Br); 6.00 (1H, c, H-5); 7.31—
7.41 (5H, m, H Ph); 8.98 (1H, ¢, NHCOCH,); 11.78 (1H, c,
1-NH). Crektp SIMP "*C (IMCO-dy), 3, m. 1.: 18.2 (CH3);
28.4 (COCH,CH;Br); 40.3 (COCH,CH,Br); 105.4 (C-5);
121.0 (C-3); 127.6 (C-4 Ph); 127.9, 128.0 (C-2,3,5,6 Ph);
137.4 (C-1 Ph); 142.8 (C-4); 148.6 (C-6); 160.6 (C-2);
168.5 (NHCOCH,). Haiineno, %: C 53.89; H 4.39; N 8.20.
C,sHsBrN,O,. Berancneno, %: C 53.75; H 4.51; N 8.36.
N-(6-MeTuna-2-oxco-4-penna-1,2-AuruAponpuauH-
3-mi)-2-xa0p-N-(2-xaopanermwmn)aneramus (17). K pactsopy
200 mr (1 mmoiss) coemuHeHHs 4 B 6 MJ XJIOPHCTOTO
metwiena nobasisroT 0.243 mur (3 MMOJb) THpUAWMHA U

npu oxiaxzaeHnn 1o 5 °C npukansBator 1 mi (3 MMoIb)
XJIOpalleTUIXJIoOpuaa. PeaknnoHHyr0 cMech mepeMelIn-
BalOT B TeYeHWE 15 U IpM KOMHATHOW TemIepaType.
PacTBopuTeNs yHapuBalOT, OCTaTOK 00pabaTHIBAIOT JieNsi-
HOM Bonod. Ocagok OTQUIBTPOBHIBAIOT, HPOMBIBAIOT
JMCTHJUIMPOBAHHOM BOIOW M NEPEKPHCTAJUIN30BBIBAIOT U3
50% ostaHona. Beixon 208 mr (75%), Oenble KpucTamibl,
T. 1. 192-194 °C. UK crektp, v, cM ': 1633, 1648, 1732,
3305. Crektp SIMP 'H (IMCO-d), 8, m. a. (J, T'): 2.42
(3H, ¢, CHs); 434 (2H, 1, *Jag = 8.0) u 4.36 (2H, n,
2Jag = 8.0, 2CH,); 6.23 (1H, ¢, H-5); 7.24-7.28 (2H, ™,
H-2,6 Ph); 7.42-7.46 (3H, m, H-3,4,5 Ph); 13.50 (1H,
yur. ¢, NH). Crekrp SIMP C (IMCO-dg), 8, M. 1.: 19.3
(CHj); 45.2 (N(COCHCl)y); 108.7 (C-5); 120.4 (C-3);
127.1, 129.4 (C-2,3,5,6 Ph); 130.0 (C-4); 135.2 (C-1 Ph);
147.8 (C4); 154.3 (C-6); 161.9 (C-2); 169.0 (N(COCH,Cl),).
HaﬁueHo, %: C 5429, H 412, N 8.06. C16H14C12N203.
Brruucneno, %: C 54.41; H 4.00; N 7.93.

Paboma evinonnena npu unancosoll nodoepoicke
Poccuiickoco gonoa gynoamenmanohvlx ucciedo8anuil
(npoexm 15-53-45084 UH/ a).
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