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Konnencanus 4-dpenmnmmunason-1,2-nuamuHa ¢ 1-apwi-3-(ZUMETHIAMIHO)IPOI-2-eH-1-0HaMH TIPUBOJMT K oOpa3oBaHuio 4-apui-
5-penmmmmunasol 1,5-bnupunasun-7-aMUHOB, KOTOpBIE TIJIAJKO pEarupyroT IO 3K30LUKINYECKOW aMHHOTPYIE C YKCYCHBIM

AHTUAPHUIOM, (PEHIITH30LUUAHATOM U NApPA-TOTYUIOBBIM aJIbICTUAOM.

KnroueBbie cioBa: 1-apiui-3-(IMMETHIaAMUAHO))IpOI-2-eH-1-0H, 4-apmi-5-pennmmunazol 1,5-b|mupunasis-7-aMuH, eHaMuHOH, 4-(heHu-

AMHa3071- 1 ,2-TMaMiH, TeTepPOUKIN3AIIHS.

B Hacrosee BpeMst UMHIA30NIUPUIA3UHBI IPUBICKAIOT
BHMMAaHHE HCCJeoBaTeNlell BCIENCTBHE pPa3HOOOpa3HOU
OMOJIOrMYECKONH aKTHBHOCTH. Y 3THUX COCAMHEHHWIl BBIAB-
JIeHbl TIPOTHBOPAKOBOE,' AHTHKOHBYJILCAHTHOE (IPOTHBO-
SNMIIENTHYECKOE),” AHTHMAIAPHITHOE® JeiiCTBHE, AKTHB-
HOCTh B CTUMYJIMPOBAaHUM PAaCTBOPUMON T'yaHMJIATIHKIIA36I
(KynupoBaHHe CTEHOKapauu),' B OTHOIIEHHH BHDYCOB
uMMyHOZIeDUIMTA YenoBeKka® U rpumma.’ B KIMHMYeCKyrO
MIPAKTUKY JUIsl JIEYEHUs] XPOHUYECKON MHUEIIOMIHOM JeiiKe-
MHM BHEIPEH HOHATHHUG (ponatinib)'® — uarnGuTOp THPO-
3MHOBBIX KHMHA3 TPEThETro MOKoieHus. Cpeau BO3MOMKHBIX
BapHAaHTOB COWIEHEHHMS WMHIA30JHOTO U THpHJIA-
3MHOBOTO IMKJIOB HAaUOOJIBIIMK MHTEPEC C TOYKH 3PEHHUS
OMOJIOrMYECKON aKTHBHOCTH MPEJICTABISIIOT T'eTePOLMKIIU-
yeckue cucTeMbl MMmaaso|l,2-blmupumasuna'” U MMMIA30-
[1,5-b]nupunaszusa®’, mpHdeM MOCIIEHIE HCCIEIOBAHBI B
CYIIECTBEHHO MEHbIIEH CTENEHH.

OmHUM W3 METONOB CHHTe3a uMHAaso[l,5-blmmpun-
A3MHOB SIBJIIETCS TeTEPONNKIN3ANNS MMPUIA3UHOB, COJEP-
KAIX B TOJO0XEHUHU 3 alMJIaMHHOMETIIIFHYIO TPYIITY, C
o0pazoBaHUEM WMUIA30JLHOTO mikna.t® Opnako 3t0
HaTpaBjIeHHe, KaK IPaBHUJIO, BKIIOYAeT OOJBIIOE KOJH-
YeCTBO CTaAWH, B TOM YHUCIE C MIPUMEHEHHEM JOCTaTOYHO
TPYAHOMOCTYIIHBIX peareHToB.. I103TOMY CHHTETHUECKH
Oomee MPUBICKATEIBHBIM MPEACTABISIETCS MOCTPOCHHE
nmuzaasol 1,5-b]nupuna3nHOBOTO IMKIA M3 TPOU3BOIHBIX
MMHUJA30J1a, B  YaCcTHOCTH 1,2-IMaMHHOMMUA30JI0B,
He3aMeIleHHBIX 1o aTomy C-5.

[NonmmaykIeohMIFHBINA XapakTep AUAMHHOWMHIA30JI0B
00yCJIOBITBAET PA3/INYHBIC BAPHAHTHI B3aMMOACHCTBHUS C

© 2015 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

TUAICKTPOPUIBHBIME peareHTaMu. [l co3maHus THpH-
A3UHOBOTO [HWKJIAa |,2-THAMHHOMMUAA30IBI  JTOJDKHEI
peruocenekTuBHo pearupoBath ¢ 1,3-C—C—C-nuanexrpo-
¢mramu kak 1,3-C—N-N-guaykineodpmnsr. Ho 3tu peakunu
4acTO MPOTEKAOT HEOMHO3HAYHO. Tak, B3aUMOACUCTBHE
4-apun-1,2-THaMITHOUMHIA30JI0B  C o, -HenmpeaeTbHBIMU
KETOHAMH (XalIKOHAMH) MOXET IIPUBOAUTE K 00pa30BaHUIO
UMAIA30TPHA3CTIMHOB (quamMuHOMMHIa301 — 1,4-N-N-C-N-
z[I/IHyKJIeO(bI/In)8a WIH TeNeBbIXx umumgas3o[l,5-b|mupu-
na3uHOB," IpHYeM B TIOCTEIHEM CITydae 00pa3yeTcs cMech
TUTHAPO- W TIOMHOCTHIO apOMATHYECKUX IPOU3BOIHBIX.
Peakmust pmamuHOMMHEIA3070B ¢ 1-apmi-2,3-nubpom-
3-(4-aurpodpermn)nponanonamu (" muOpomMxaaKkoHaAMH'")
JaeT CMeCh WMHIA30IHPHUIA3UHOB U COOTBETCTBYIOIINX
enonoB.” VIMHIa30TpHasenuHbl TakKe O0OPasyloTcs Npu
B3aHMO/ICHCTBHH THAMUHONMHIA307I0B C alleTHIapeHAMHU
umn B-kerosdupamu,'' 0HAKO B TOCTEHEM Ciydae, B
3aBUCUMOCTH OT THUIIA PEAareHTOB, BO3MOXHO TaKXe
obpazoBanre mMHIa30[ 1,5-b|MUPUAA3MHOHOB WM HMHIA30-
[3,2-almupumunrHOHOB. PernocenekTuBHOE 00pa3oBaHUE
MMUAA30MUPUAA3UHOBBIX T€TEPOLMKIOB OTMEUYEHO B peak-
uusx ¢ B-aukeronamu,' 3-gopmuaxpomonamu,'? B-apoms-
AKPHIOBBIMH KHCIOTaMH'® M UX >bupamu;' ! B KacKagHbIX
MUKITH3ANUAX C APOMATUYCCKUMH ajJbJCTHIAMH U KHUCIIO-
Toif Menapyma'> mnn umkiorexkcanauonamu,'® a Taxke ¢
opTo3hupaMu WITH TUMETWIALETalleM TuMeTiIpopMaMuia
¥ LHKJIOTreKCaH HOHaMM,

B mnponomxeHue HamMX HCCIEAOBAHUNA IO CHHTE3Y
a3areTepOIMKINICCKAX COCTUHCHHH, COAePIKAINX NMHUIA-
30mbHBIH  (parment,’’ B HacTosmeil paGoTe ¢ ILEIBIO
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Cxema 1 fe)
NH, Ar/U\/\NMe2
N 2a-e
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Ph™>\7 TNH, AcOH, DMF —HNMe,
1 A, 1-2h

a Ar = Ph,

b Ar = 4-FCH,,

¢ Ar = 4-MeOC¢H,,
d Ar=3-O,NC¢H,,
e Ar = 2-naphthyl
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MOHUCKAa HOBBIX METOIOB CHHTE3a MPOU3BOJIHBIX MMHJA30-
[1,5-b]-mupupazuHa w3ydyeHO B3auMojeicTBHE 4-(QeHuUI-
nmunason-1,2-quamuna (1) ¢ 1-apun-3-(IUMeTHIAMHIHO)
mpon-2-eH-1-oHaMu 2a—e M BO3MOXKHBIE HAaIIPaBICHUSA
JanbHEHIeH (YHKIMOHATM3AIUU MOJYYCHHBIX COCIH-
HeHUH. EHAMHMHOKETOHBI 2 IIHPOKO IPUMEHSAIOTCS B
peaKIMsIX TIeTepPOIUKIN3AUN KaK CHHTETHYCCKHE HKBHU-
BaJeHTH |,3-TUKapOOHMIBHBIX COCOUHEHUH, mpudeM
IpOIleCChl C HMX YYacTHEM XapaKTepU3yIOTCS BBICOKOH
XeMO- H PErHOCENeKTHBHOCTHIO.

Peakiuto nuamuHonmMuiasona 1 ¢ eHaMHHOHaMHu 2a—e
mpoBoMIM Tpu KumsiueHnu B JIM®DA B mnpucyTCTBUU
karanutuueckoro konuuectBa AcOH B teuenne 1-2 4. Bo
BCEX CIy4asx IOJy4eHBl TPOAYKTHl TEMHO-KPacHOTO
1IBeTa, KOTOPbIM HAa OCHOBaHUU cneKTpoB AMP '"Hu BcC
NpUMKCaHa CTPyKTypa 4-apwi-5-¢pennnumunasol1,5-b]-
MUPUAA3UH-7-aMIHOB 4a—e.

B cnektpax SIMP 'H coenuuenuii 4a—e, Hapsaay c
CHUTHalaMU apWIbHBIX 3aMECTUTENEeH, MPHUCYTCTBYIOT
cUHTIIETHI TpoToHOB rpynn NH, (6.22-6.35 M. 1.) u ay6ie-
ThI MPOTOHOB MHPHUAA3MHOBOTO (hparMenra npu 6.26—6.43
u 8.05-8.13 m. 1. (J = 4.3 I'm). B cmextpax SIMP "°C
coequHEeHU 4a—e HaOIIOMAIOTCS XapaKTepHBIE CHTHAJIBI
atoma C-7 umppazonbHOro nukia mpu 144-147 M. 1. u
y3noBoro atoma C-4a mpu 114.0-114.8 M. a. CurHamnsl
aTOMOB YTJIeposia MUPHUIA3HHOBOTO IHMKJIA HaOIIOAAI0TCS
mpu 108.6-109.4, 123.3-126.0 u 140.9-143.6 m. 1. Hanu-
Yhe B CIEKTpPax NPOIYKTOB JBYXIPOTOHHOTO CHHIJETa
rpynnsl  NH; 0OZHO3Ha4yHO HCKIIIOYAeT M IPOAYKTOB
CTPYKTYPY UMHa30TPUA3ETIHHOB 4'.

CtpykTypa coequHeHwid 4a—e Takke ObLIa MOATBEPXK-
neHa nanaeiMu PCA Ha mpuMepe mMua3zonupuaazuHa 4a
(puc. 1).

Bo3mokHas cxema oOpa3oBaHHsI UMHUIA30MHUPHUIA3HHOB
4a—e BKIIIOYAET CJIEIYIONIYI0 MOCIENOBATEIFHOCT IIpe-
BpamieHuid. Ha mnepBoil cragum NpoTEKaeT IEepeaMHHU-
pOBaHHE TUMETHIAMHUHOIIPOIICHOHOB 2a—€ C OTIICTUICHHEM
JUMETHWIIaMHHA, KOTOpPO€ MOXKET TPHBOAWTH K 00pa3o-
BaHUIO HMHIA30JIBHBIX €HAMHHOHOB 3a—e. IlockombKy
u3BeCTHO,™ uto y 1,2-IMAMHHOMMHMIA301a HyKICO(DHIb-
HOCTh aMHHOTPYHIBI pH atoMe N-1 HAMHOTO BEIIIE, YeM
amMuHOTpynmnel mpu arome C-2, MOXHO MPEIIOIO0KHTH
HCKITIOYUTENbHOE O00pa3oBaHWE HWHTEPMEINAaTOB 3a—e,
KOTOpBIE, K COKaJIEHHUIO, BBICIHTH HE yaaiock. Kpome
TOTO, TIOCIEAYIOIAasi LUKIW3alUsi C€HaMHHOHOB 3'a—e
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npuBoamwia Obl K MMHAa3oTpuazenuHam 4''a—e, 4TO He
COOTBETCTBYET CTPOEHHIO MOJTyUYSHHBIX COSAUHEHUH.

BHyTpuMmonekysipHas IMKIN3aLisd WHTEPMEAUAToB 3a—e
TakXKe MOXKET IPOTEeKaTh IO JOBYM HyTsAM: Ho mytu [
JIOJDKHBI 00pa3oBbIBaThesi nMUaso[ 1,5-b|nupunasuuel 4a—e,
B TO Bpems kak no nytu 1l — mmupnazo[1,2-b][1,2,4]tpu-
azenuHbl 4'a—e. OOpazoBaHue coenuHeHHH 4a—e, BEPOST-
HO, CBS13aHO ¢ OoJiblIel HyKICO(QUIPHOCTBIO aToMa yriepoja
C-5 uMuAa30na U MOJHOCTRI0 apPOMAaTHIECKUM XapaKTepoM
MOJTyYaroeiicst FeTepOIMKINIECKON CUCTEMBI.

Hannume B umMuiazonupunazuHax 4a—e HykineoQuIsHON
9K30IMKINYECKO aMHHOTPYIIBI aeT BO3MOXHOCTh HX
JMabHEHIeH (yHKIMOHAIN3AIKH, YTO OBLJIO MOKAa3aHO Ha
IpUMepe peakiuil coeluHeHHs 4a C YKCYCHBIM aHTUJ-
puaoM, (EHWIN30LMAHATOM U 71dpa-TOJIYWIOBBIM ajbje-
rugoM (cxema 2). CooTBeTCTBYyIOIME N-aleTHIaMHHO-
Mpou3BOJIHOE 5, MoueBHHA 6 1 ocHoBaHue [Iudda 7 Opian
MOJIyYEHBI C XOPOIINMH BBIXOAAMHU U TAKXKe IPEICTABISIOT
HHTEpeC KaK MOTEHIMAJIbHbIE KaHIUAATHI U1 UCIBITAHUN
Ha OMOJIOTHYECKYIO0 aKTUBHOCTD.

Pucynok 1. MonekynspHas CTpyKTypa COCOUHEHHS 4a B Tpea-
CTaBJICHUH aTOMOB 3JUIMIICOMJAMH TEIIOBBIX Koiebaumit ¢ 50%
BEPOSTHOCTBIO.



Chem. Heterocycl. Compd. 2015, 51(6), 573-577 [ Xumus cemepoyuxn. coeounenuii 2015, 51(6), 573-577]

Cxema 2
ArCHO

4a
2-PrOH
A 1h

dioxane /N
A 1-2h N

ACOH, Py

, A, 15 min
A\

7 PhNCO

Ph N Ph

N I
o~
Ph N/)\NHAC Ph N/)\N Ar
7
Ar = 4-MeCgH,

N
Ph N/)\N
H
6

5 Ph

Q
»\NH

Ph

Takum oOpa3oM, HaiineHHast HOBas peakuus 4-(peHun-
ummunason-1,2-quamuna ¢ 1-apui-3-(AMMeTHIaMHHO )IIPOII-
2-eH-1-OHaMM IIPOTEKAaeT MOJHOCTHIO PETHOCETIEKTHBHO C
obpazoBanreM  4-apwi-5-¢eHmwmmunaso[ 1,5-b Jnupunasus-
7-amuHOB. Hanmuuue B MOJMYyYEHHBIX COCJUHEHUSAX aMUHO-
rpynnbl  00YCIIOBIMBAaET BO3MOXKHOCTh WX JalIbHEHIIeit
(bYHKIMOHAIN3AIHH.

JKCcIepUMMEeHTAIbHAS YaCTh

Crextper SIMP 'H u "C saperucrpupoBansr Ha
cnekrpomerpe Bruker DRX-500 (500 u 126 MI'n coot-
BercTBeHHO) B JIMCO-ds, BHyTpeHHuit ctanmapt TMC.
Macc-cnekTpsl 3anucanbl Ha criektpomerpe Finnigan MAT
Incos 50 (unonmzamus 3V, 70 3B). DnemeHTHbIN aHamH3
npoBezeH Ha npubdope Carlo Erba NA 1500. Temneparypsr
IUTaBJICHUS OmpeenacHsl Ha mpubope Stuart SMP30.
KoHTponb 3a X0J0M peakiuii U YHUCTOTOH MOJyYEeHHBIX
coenuHeHu ocymiecTBieH merogoM TCX Ha miuacThHax
Merck TLC Silica gel 60 F,s4, amoentsr — cmecu MeOH u
CHCIl; B pa3nu4HBIX COOTHOLICHUSIX, NposiBieHHe B YO
CBeTE U B Mapax Hoja.

Hcxoauplii [uaMuHOMMHUA301 1 TOJIy4eH 1O JuTepa-
TypHOil MeTonuke.”’ CoenuHeHHs 2a—e NPHOOPETEHBI B
koMmnanuu Acros Organics.

Cunre3 4-apua-5-pennmnumunaszo[l,5-b|nupunazun-
7-amuHoB 4a—e (obmas wmeroamka). Cmech 0.87 T
(5 mmonp) nuaMuHOMMUKazona 1, 5 mmons 1-apun-3-(au-
METHJIAMHHO)IIpon-2-eH-1-oHa 2a-e, 5 mn [M®A u
1-2 xarumn AcOH kunatar B konbe ¢ 00paTHBIM XOJIOMIIb-
HUKOM B TedeHue 1-2 4. BemaBmmil ocajok OTQHUILTPO-
BBIBAIOT U TEPEKPUCTAJUIM30BBIBaIOT U3 cMmecu 2-PrOH-
JAM®A, 2:1. TlonydeHHble coeMHCHUS 4a—e MMEIOT BHI
TEMHO-KPACHBIX UTOJIBYATHIX KPHCTAIIIOB.

4,5-Inpennanmuaaso|1,5-b|nupuaa3un-7-amun (4a).
Brxog 90%, T. ot 220-221 °C. Cnektp AMP 'H, §, m. 1.
(/, T'm): 6.26 (2H, ¢, NH,); 6.29 (1H, x, J = 4.3, H-3); 6.91—
6.98 (4H, m, H-2,3,5,6 5-Ph); 7.04 (1H, . 1, J = 7.1,
J = 1.5, H-4 5-Ph); 7.19 (2H, ym. c, H 4-Ph); 7.20 (2H,
ymr. ¢, H 4-Ph); 7.31-7.35 (1H, m, H-4 4-Ph); 8.08 (1H, &,
J = 4.3, H-2). Crextp SIMP C, &, m. x.: 109.1 (C-3);
114.6 (C-4a); 125.9 (C-4(5)); 126.9, 128.1, 128.8, 128.9,
134.9, 135.7 (C Ph); 142.0 (C-5(4)); 143.6 (C-2); 144.1
(C-7). Macc-criextp, m/z (I, %): 286 [M]" (100). Haiine-
Ho, %: C 75.83; H 491; N 1948. CsH4N,. Berumcaeno, %:
C75.51; H4.93; N 19.57.

575

5-®enni-4-(4-propdenna)nmunaso(1,5-blnupunasun-
7-amun (4b). Bexoa 60%, 1. . 232-233 °C. Cnektp
SAMP 'H, 8, m. 1. (J, Tn): 6.27 (2H, ¢, NH»); 6.29 (1H, x,
J =4.3, H-3); 6.92-6.95 (2H, m, H-2,6 Ph); 6.99—7.05 (4H,
M, H-3,5 Ar, H-3,5 Ph); 7.06-7.10 (1H, m, H-4 Ph); 7.21—
7.25 (2H, m, H-2,6 Ar); 8.08 (1H, n, J = 4.3, H-2). Cnektp
AMP °C, 8, m. 1. (J, T'): 109.0 (C-3); 114.6 (C-4a); 115.0
(m, J = 22, C-3,5 Ar); 126.0 (C-4(5)); 127.0 (C-3,5 Ph);
128.1 (C Ph); 129.0 (C-2,6 Ph); 130.4 (n, J =9, C-2,6 Ar);
132.1 (m, J = 3, C-1 Ar); 134.9 (C Ph); 140.9 (C-5(4));
143.6 (C-2); 144.1 (C-7); 162.4 (1, J = 246, C-4 Ar). Macc-
cextp, m/z (I, %): 304 [M]" (100). Haitneno, %:
C 71.34; H 4.29; N 18.32. C;gH;sFN,. Bwruncneno, %:
C71.04;H4.31; N 18.41.
4-(4-Metokcudenui)-S-pennaumunaso[1,5-b|nupua-
azun-7-amun (4¢). Bexox 70%, 1. min. 201-202 °C.
Cuextp AMP 'H, 5, M. 1. (/, T'm): 3.72 (3H, c, OCHj3); 6.22
(2H, ¢, NH,); 6.26 (1H, 0, J = 4.3, H-3); 6.72-6.76 (2H, M,
H-3,5 Ar); 6.94-6.97 (2H, M, H-2,6 Ph); 6.98-7.02 (2H, M,
H-3,5 Ph); 7.07 (1H, . 1, J = 1.5, J = 7.1, H-4 Ph); 7.11—
7.14 (2H, m, H-2,6 Ar); 8.05 (1H, n, J = 4.3, H-2). Cnektp
SAMP “C, 8, m. 1.: 55.3 (OCH3); 108.6 (C-3); 113.6 (C-3,5
Ar); 114.8 (C-4a); 125.8 (C-4(5)); 127.0, 128.0, 128.1,
129.0, 129.6, 135.0 (C Ar); 141.8 (C-5(4)); 143.6 (C-2);
144.0 (C-7); 159.9 (C-4 Ar). Macc-cuextp, m/z (Iom, %):
316 [M]" (100). Haitneno, %: C 72.44; H 5.12; N 17.63.
C9HN4O. Beruncneno, %: C 72.14; H5.10; N 17.71.
4-(3-Hutpodenun)-5-penunumunaso[1,5-b|nupun-
asuH-7-amuH (4d). Bwxox 65%, 1. mi. 269-270 °C.
Crextp SIMP 'H, §, m. 1. (J, T'n0): 6.35 (2H, ¢, NH,); 6.43
(IH, n, J = 4.3, H-3); 6.89-6.92 (2H, M, H-2,6 Ph); 6.97
(2H, 1, J = 7.7, H-3,5 Ph); 7.01-7.05 (1H, M, H-4 Ph); 7.55
(1H, T, J = 7.9, H-5 Ar); 7.75 (1H, n, J = 7.8, H-4 Ar);
7.84 (1H, T, J = 2.0, H-2 Ar); 813 (IH, n, J = 4.3,
H-2 Ar); 8.16 (1H, a. n, J = 7.8, J = 1.8, H-6 Ar). Cnextp
AMP C, 8, m. a: 109.3 (C-3); 114.0 (C-4a); 123.3
(C-4(5)); 123.5, 126.2, 127.1, 128.1, 129.1, 129.9, 134.6,
134.7, 136.7 (C Ar); 139.5 (C-3 Ar); 143.6 (C-5(4)); 144.3
(C-2); 147.0 (C-7). Macc-cniextp, m/z Iy, %): 331 [M]"
(100). Haiineno, %: C 65.51; H 3.94; N 21.03. C;sH;3N50,.
Brruucaeno, %: C 65.25; H 3.95; N 21.14.
4-(2-Hadtua)-5-penunumuaaso[1,5-b|nupunasuu-
7-amun (4e). Beixog 80%, 1. . 229-230 °C. Cnextp
SAMP 'H, &, m. 1. (J, T'n): 6.29 (2H, ¢, NH,); 6.43 (1H, 1,
J =43, H-3); 6.78 2H, T, J = 7.6, H-3,5 Ph); 6.89 (1H, T,
J=17.4,H-4 Ph); 6.93 (2H, a,J = 7.2, H-2,6 Ph); 7.28 (1H,
n. g, J=284,J=1.6,HNaph), 747 (1H, 1,J=7.1) n 7.52
(IH, T, J = 7.0, H-6,7 Naph); 7.66 (1H, n, J = 8.0, H Naph);
7.68 (1H, n, J = 8.5, H Naph); 7.79 (1H, c, H-1 Naph);
7.87 (1H, n, J = 8.0, H Naph); 8.13 (1H, n, J = 4.3, H-2).
Crextp SIMP “C, §, m. 1.: 109.4 (C-3); 114.6 (C-4a);
125.7 (C-4(5)); 125.9, 126.4, 126.8, 127.5, 127.8, 128.1, 128.2,
128.9, 132.4, 132.9, 133.0, 135.1 (C Ph, C Naph); 141.9 (C-5
(4)); 143.6 (C-2); 144.2 (C-7). Macc-cniektp, m/z Iy, %): 336
[M]" (100). Haitneno, %: C 78.86; H 4.77; N 16.57. CyoH gN,.
Berunciieno, %: C 78.55; H4.79; N 16.65.
N-(4,5-Iudpennaumuaaszo|1,5-b|nupuga3zun-7-ui)-
aneramua (5). Cmech 0.86 r (3 Mmoinp) amuHa 4a, 0.28 M
(3 mmomp) Ac,O W 1 M mupuAWHA KUIATAT B KOJIOE C
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00paTHBIM XOJOAWJIBHHKOM B TeueHHE 15 MuH, 3areM
PCaKIMOHHYI0 CMECh BBUIMBAIOT B BOMY. BhImaBmmii ocanok
OT(UIBTPOBBIBAIOT U MEPEKPHUCTAIUIM30BBIBAIOT U3 CMECH
2-PrOH-IM®A, 2:1. Brixong 50%, opaH>KeBble KpUCTAaI-
ab1, T. 1. 190-191 °C. Crextp SIMP 'H, 8, m. 1. (J, I'n):
2.15 (3H, ¢, COCH;); 6.75 (1H, n, J = 4.4, H-3); 6.96-6.99
(2H, M, H-2,6 5-Ph); 6.99-7.04 (2H, m, H-3,5 5-Ph); 7.11
(1H, t. T, J =72, J = 1.9, H-4 5-Ph); 7.18-7.24 (4H, M,
H-2,3,5,6 4-Ph); 7.32-7.36 (1H, m, H-4 4-Ph); 8.38 (1H, &,
J =43, H-2); 10.51 (1H, c, NH). Cnextp AMP 13C, o, M. II.:
22.5 (CHj); 112.6 (C-3); 118.2 (C-4a); 126.4 (C-4(5));
127.0, 128.0, 128.2, 128.9, 129.0, 129.6, 134.1, 134.8
(C Ph); 141.6 (C-2,5(4)); 144.9 (C-7); 169.5 (C=0). Macc-
cnextp, m/z Iy, %): 328 [M]" (100). Haiineno, %:
C 73.44; H 4.88; N 16.97. C,0H;sN4O. Beruucneno, %:
C73.15;H4.91; N 17.06.
N-(4,5-Inpennanmuaazo|1,5-b|nupuaazun-7-ua)-N'-
(penusnmoueBuna (6). Cmeco 0.86 r (3.0 MMoub) amuHa 4a,
0.39 mn (3.3 mmoub) ¢eHWIHM3OIMaHATA ¥ 2 MIJI abdc.
1,4-muoKcaHa KUMATAT B KOJOE ¢ 0OpaTHBIM XOJIOIMIbHH-
KOM B Te4yeHue 1-2 4. BeimaBummii ocafiok OTGHILTPOBBI-
BAlOT W TMEPEKPUCTAUIM30BBIBAIOT M3 cMecu 2-PrOH-
JAM®A, 2:1. Beixoa 85%, opaHxeBble KPUCTAJUIBI, T. TUIL.
226227 °C. Cnektp SIMP 'H, 5, m. 1. (/, Tm): 6.70 (1H, 7,
J =4.4,H-3); 7.00-7.06 (SH, M, H Ph); 7.10-7.14 (1H, M,
H Ph); 7.18-7.26 (4H, m, H Ph); 7.27-7.38 (3H, M, H Ph);
7.51 2H, n. n, J =8.5,J=1.0, H Ph); 8.36 (1H, n, J = 4.4,
H-2); 9.41 (1H, ¢, NH); 9.89 (1H, c, NH). Cnektp SIMP 13C,
6, M. a.: 112.1 (C-3); 118.6 (C-4a); 122.4 (C-4(5)); 126.4,
127.1, 128.0, 128.2, 128.7, 128.8, 128.9, 129.0, 129.1,
134.0, 134.7, 134.8 (C Ph); 139.1, 141.8 (C-2,5(4)); 144.6
(C-7); 151.6 (C=0). Macc-cextp, m/z (Iyy, %): 405 [M]"
(100). Hattneno, %: C 74.36; H 4.70; N 17.19. C,sH;9NsO.
Brruucaeno, %: C 74.06; H4.72; N 17.27.
N-[(4-Metundpenun)mernanaet]-4,5-1upeHnIuMuIa30-
[1,5-b]lnupunazun-7-amun (7). Cmech 0.86 r (3.0 MMOIIb)
amuHa 4a, 0.40 mi (3.3 MMOITb) 7apa-TOYUIIOBOTO aJlbJie-
runa u 2 mMa 2-PrOH kunstsaT B koyibe ¢ oOpaTHBIM XOJI0-
JUILHUKOM B TeueHHe | 4. BpImaBmiuid ocamok OT(QHIBT-
POBBIBAIOT U MEPEKPUCTAITU3ZOBBIBAIOT U3 cMecu 2-PrOH—
JAM®A, 2:1. Beixox 60%, opaHxeBble KPUCTAIUIBI, T. TUIL.
204-205 °C. Cnextp AMP 'H, §, m. 1. (J, T'm): 2.42 3H, c,
CH;); 6.79 (1H, 0, J = 4.4, H-3); 7.01-7.06 (4H, m, H Ph);
7.10-7.15 (1H, m, H Ph); 7.17-7.25 (4H, m, H Ph); 7.33
(1H, . T, J =173, J = 1.3, H Ph); 7.39 (2H, &, J = 8.0,
H-3,5 Ar); 8.01 (2H, n, J = 8.1, H-2,6 Ar); 8.46 (1H, &,
J = 4.4, H-2); 9.42 (1H, ¢, N=CHAr). Cnextp SIMP "C,
o, M. a.: 21.2 (CHj3); 112.9 (C-3); 119.7 (C-4a); 126.6
(C-4(5)); 127.0, 127.9, 128.3, 129.0, 129.1, 129.6, 1314,
133.2, 134.2, 134.7, 141.8 (C Ph); 142.3 (C-5(4)); 143.6 (C-2);
1454 (C-7); 160.2 (N=CHAr). Macc-criektp, m/z (Iym, %):
388 [M]" (100). Haiimeno, %: C 80.71; H 5.21; N 14.35.
Cy6HooNy4. Berancneno, %: C 80.39; H 5.19; N 14.42.
PenTreHonu(ppakiuoHHbIe MCCIEJ0BAHUS COeJMHe-
Hus 4a. Kpucranns! coenuuenus 4a, npurognsie st PCA,
BeipamieHbl w3 JIM®PA. PeHTreHOCTpYKTypHOE HCClie-
JIOBaHME€ MOHOKpPHCTaJJIa COEIWHEHUS 4a TMpPOBEISHO Ha
mudpakromerpe SMART APEX II CCD (MoKoa-u3my-
deHme, rpaUTOBBII MOHOXPOMATOpP, M-CKaHMpPOBaHHE).”
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Crpykrypa pacmmppoBaHa NpsMbIM METOAOM H YTOYHEHA
MHK B aHH30TPOITHOM MOJTHOMATPUYHOM MPUOIMKCHUH
no F’,. Bce pacuersl mpoBeleHb MO KOMILIEKCY IPOT-
pamm SHELXTL PLUS (PC Version. Rev. 5.1).>' Koopau-
HAThl aTOMOB M TeMIIepaTypHbie (aKTOPHI ACTIOHUPOBAHBI
B KeMOpumxckoM GaHKe CTPYKTYPHBIX JaHHBIX (JCTIOHECHT
CCDC 1034970).

Paboma evinonnena npu noodepxcxke Munobpuayku
Poccuu 6 pamkax eocydapcmeennozo 3adanus 6y3am 6
cpepe Hayuuoui Oeamenvhocmu Ha 2014-2016 ee.:
cunmemuyeckas uacme — no npoekmy Ne 4.2100.2014/K,
PEeHm2eHOCMPYKIMypHble U CNeKMpaibHble UCCIe008AHU —
no npoexmy Ne 1546.
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