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(2)-4-Apununen-2-metun- 1 H-umuazon-5(4H)-0oHbl ¢ 3aMECTUTENEM, COACPXKAIllUM aMHHATWIOTPYHIy Opu atome N-1, BcrymaroT
B PEAKIHUIO N30BITOYHOTO OKUCICHHS AUOKCHIOM celieHa. B pe3ynbTrare 3T0ro0 nmpesparieHus IPONCXOIUT 3aMbIKaHHUE JOMOIHUTEIBHOTO
LIECTUWICHHOTO IMKJIAa ¢ 00pa3oBaHMEM aMUIHOH rpymnbl. [lodydeHHBIE COCIMHEHUs JIEMOHCTPHPYIOT CYIIECTBEHHOE 0aTOXpPOMHOE
CMEIlleHHe MAaKCHMYMOB TIIOTJIOIIEHHS! OTHOCHTEIBHO MCXOAHBIX (Z)-4-apunnaeH-2-metwi-1H-nmnuna3on-5(4H)-0HOB, YTO TOBOPHT
0 MEePCHEKTUBHOCTH MCIOIB30BaHMs 3TOTO METO/Ia B CHHTE3€ HOBBIX (DIyOPECIEHTHBIX U (DIyOpOTeHHBIX KPACHTEINEH.

KuroueBrble cJIoBa: JUOKCU CCJICHA, UMH/JIa30JI0HBI, d)nyopecueHTHme 6CJ'IKI/I, XpOMO(bOpLI, OKHCJICHHE.

TexHONOTHH COBpPEMEHHOW (HIYyOpPECIEHTHOH MUKPO-
CKOTIMH TO3BOJMIN BH3YaJIM3UPOBAaTh MHOXECTBO OMOIIO-
rHYecKkuX mponeccoB. OJHMM W3 BaXHEHWIIMX HHCTPY-
MEHTOB MOJOOHBIX METOJOB BCeria SIBISUIMCH (iyopec-
LIEHTHBIE KPAacHUTENH, OJHAKO HEJaBHUE MCCIICTOBAHUS
MOKa3aJM, 4YTO HE MEHBIIWH HHTEpeC MOTYT BBI3BIBATH
(IryoporeHsl — BelllecTBa, KOTOPbIE HE 00J1aJal0T 3aMETHOI
¢uryopecueHnuneil camu 1o cebe, a MpUOOPETAIOT ee JIHIIb
IpU CBA3BIBAHMM C LENEBHIM 0ObekTOM. ' OmHMM u3
NIPEACTaBUTENEH OSTOW TpPYyNNbl COEIMHEHHUH SBISIOTCS
MPOU3BOJHBIE XPOMOGOPOB  (HIYOPECIICHTHBIX OENKOB,
HMEIOIUE B CBOEH OCHOBE CTPYKTypy 4-apunuaeH-1H-
uMua30n-5(4H)-oHa,”® KOTOpEIE yKe OBUIM paHee C
YCIEXOM HCIIOJIb30BAHBI B POJIH KaK (hIIyOPECHEHTHBIX, ©
TaK U (IyOPOreHHbIX KpacuTenei.” >

B xoze Hammx ucciaen0BaHUi HaIllpaBJIEHHbBIX Ha cO3/1a-
HHE HOBBIX MPOWU3BOAHBIX XpOMO(OpPOB (IyopeceHTHBIX
0enKOB, KOTOpPBHIC OTIMYAIOTCS JAITBHEKPACHBIM IIOJOXKE-
HHMEM MaKCHMYMOB aOCOpOIIMM M SMHCCHH, MBI OOHAPYKWIIH,
YTO OKWCIICHHE METIILHOI TPYIIEI B MOJOKEHHH 2 WMHIA-
30JI0HOBOr0 LMKJIA JUOKCUAOM CEIeHa MOXET MPOTEKaTh
Mmo-pa3HoMy. B OTCyTCTBHE JOIMOJHUTENBHBIX (YHKITHO-
HaJBHBIX TPYNI B MOJeKylax 4-apuiuieH-1H-nmugazon-
5(4H)-0HOB JIeHCTBUE 3TOTO peareHTa MPUBOJIMIO K 00pa-
30BAHHIO AllbJIETHIHON WM KETOHHOM rpymmsl, ! oxHako
HaJlMYUe B TOJIOKCHUH | MMHUIA30JI0HOBOTO IUKIA (par-

© 2017 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

MEHTa OSTHICHIMAMHHA ajJ0 HEOXHUIAHHBIH pPe3yJbTar.
Bruto ycTaHOBIIEHO, YTO BHE 3aBUCHMOCTH OT HCIIONIB3Yye-
MBIX pacTBopuTeneil Bo3pelicTBue SeO, Ha 4-apuiuneH-
2-meTmin- 1 H-umunazon-5(4H)-ousl (cxema 1) IPUBOIHUT K
00pa30BaHUIO NUKIMYECKUX IPOU3BOHBIX.

[Toxoxxee M30BITOYHOE OKHCICHHUE METHJIBHBIX TPYIII
Pa3IMIHBIX apOMATUYECKUX COCTUHECHUH 110 KapOOKCHIIh-
HOM TPYIIBI XOPOIIO H3BeCTHO.  OJHAKO aHAJIOIHYHOE
MpeBpalleHne ¢ 00pa30BaHWEM aMHIOB OBLIO TPOICMOH-
CTPHPOBAHO TOJILKO Uil METHJIKETOHOB M JIMIIb Ha
HEOOJIBIIIOM YHCIIE TPUMEPOB, BKIIOYAIOIIUX BHYTPH-
MOJIeKyIIipHOe  oOpasoBanne m3atnmHOB'™'” u  mpyrmx
IUKJIOB, ~ a TaKkKe MEXMOJCKYIIpHOe OOpa3oBaHHE
amunoB'’ min umuoB. >

CHHTE3 HCXOMHBIX HMHUIA30JI0HOB 2a—€ TIPOBOIMIN C
MOMOUIBIO OIMCAHHBIX METOJMK C WCIOJb30BAHUEM HWMHHOB
COOTBETCTBYIOIINX apOMATHYCCKHX aNbJIeTHAOB la—e u
strn-2-[(1 —MeToKcmTI/IJH/Iz[eH)aMI/IHo]aueTaTa.2 122 Crour
OTMETUTh, YTO CHHTE3 ObUI 3aMETHO OOJIerdeH 3a CcueT
noOaBJICHUS B CHCTEMY KATAIHTHYCCKUX KOJIHYCCTB
nupponuauHa.” Mbl yCTAHOBHIIM, 4YTO IPEIIOKEHHOE
HaMHU OKHCIICHHEC HMMHIAa30JI0HOB 2 Hamboiee 3(pPeKTHBHO
nmpoTekaer mpu aevictBuu 3 9kB. SeO, B IUOKCaHE B
MPUCYTCTBUH HEOOIIBIINX KOJIMYECTB BOJEBI.

Mcxonas W3 JMTEpaTYpHBIX AaHHBIX,' 2’  MexaHm3M
NOZOOHOTO TPEBPALIEHUs] BEPOSITHEE BCETO BKIIIOYACT
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MIPOMEXYTOYHOE 00pa3oBaHWE anpAeruia 3, KOTOPBIH
3aTeM NOJABEpraercs HYKICO(QHIbHOW arake M JOIOJ-
HUTEJBHOMY OKHCIeHHI0 (cxema 1). Bmpouem Ham He
ynanocs 3aUKCHpOBaTh 00pa30BaHUS MPOMEKYTOUHOTO
NpoxykTa 3 W MEXaHW3M pEaKIHH MOXKeT OBITh HHBIM.
Hanpumep, oH MoOXeT BKIOYaTh 00pa3oBaHHE LUKINYE-
CKUX COCIMHEHMH CceleHa C ydyacTHeM aToMma a3oTa B
TIOJIOXKEHHH 3 IMH/a30JI0HOBOTO LIUKIIA.

OOpa3zyrouiuecs: B X0/ PeakLUH MPOIYKThI OKHCICHHS
4a—e JIeTKO OTHICIIISUIN 3alllUTHYIO TPYIILy, IpeBpaasch
B COCAMHEHHs S5a—e, 4yTO YaCTUYHO NPOUCXOJUIO KaKk B
XOJie peaKklUM OKHUCIEHHsA, TaK W IpU MOCIEAyIoUen
ouncTke. Ha mpumepe coenmHeHus 4e MBI MOKa3ajiH, 4TO
3aIIMIIEHHBIA MTPOLYKT MOKET OBITh BBIAEIEH U OXapaKTe-
PHU30BaH, OJJHAKO 3TO 3aMETHO CHUXAET CYMMAapHBINA BBIXO]]
U HE SIBISIETCS LIeJIECO00pa3HBIM.

N3yyeHne ONTUYECKUX CBOMCTB IIPOU3BOJHBIX Sa—e
mokaszano (tabm. 1), 4ro Bce OHHM O0O0MagalOT KpailiHe
HmskuMu (Menee 0.1%, 4YTO HE MO3BOJHMIO KOPPEKTHO
OIIEHUTH 3TU BEIMYMHBI U TOYHO OMNPEACIUTH IMOJOKECHUS
MaKCHMYMOB 3MHCCHH) KBAaHTOBBIMH BBIXOAaMH (ryopec-
LEHIIUH, YTO XOPOIIO KOppeNupyeT C pe3ylbTaTaMH
U3y4eHHs] TOIYYEHHBIX paHee AaHAJIOTHYHBIX COEIUHE-

uit. > 2% B 1o e BpeMs Mbl OKa3a/IH, YTO TIPOMCXOIA-
1iee OKUCJIECHUE NPUBOAUT K CMEILEHUIO MaKCUMYMOB IIOLJIO-
menus Ha 30-50 HM. IIpm 3TOM mpupona 3amecTUTENEH,
HaxXoJIMXCS B OCH3WIMICHOBOH YacTH MOJIEKYJIB,
OKa3bIBAET 3aMETHOE BIMSHIE Ha MOJ0KEHHE MAKCHMYMOB
abCopOIMK HE TOIBKO MCXOAHBIX COeIMHeH i1 2a—e,” Ho n
oOpasyrommxcs amMunoB Sa—e. Tak, HanOonee JTMHHO-
BOJIHOBBIMH TOJIOKECHHUSIMH MaKCHMYMOB XapaKTepH30Ba-
JIMCh COEJIMHEHMs, CoAepiKalye Oonee CHIbHBIE JIEKTPOHO-

JIOHOPHBIE 3aMECTUTENH. JTOT (aKT OMpEeHeil BBIOOD
3aMecTUTeNe, BBEJEHHbIX HaMHU B MOJIEKYJbl Sa—e, Tak
KaK JJINHHOBOJIHOBOE IIOJIO)KEHHE MAaKCUMYMOB SIBJISIETCS
OIIHUM W3 KIIOUCBBIX TPCOOBAHUM, MPEABSIBIIEMBIX K
HOBBIM ITOTEHIIHATBHBIM (QIryopodopaM U GIryoporeHaMm.

Takum o0Opa3oM, HamMH OBUT MPOAEMOHCTPHUPOBAH
HHTEPECHBIA TMPUMEP PEaKIUH H30BITOYHOTO OKHCJICHUS
4-apunmuneH-2-metn- | H-umunazon-5(4H)-0HOB  THOKCH-
oM ceneHa. [lonmydyeHHbIe POU3BOIHBIE TEMOHCTPUPYIOT
3aMeTHOe OaTOXPOMHOE CMEIIeHHE MaKCHMyMOB abcop0-
LU OTHOCHUTEIHLHO MCXOMHBIX UMHIA30J0HOB U SIBIISIIOTCS
HE TOJIKO XOpOUICH MOJENBI0 IS HM3Y4YCHUS (PUIUKO-
XMUMUYECKHX CBOWCTB (DIYOPECIICHTHBIX OEJIKOB M HX
XpoMOo(OpOB, HO W OTIMYHBEIMH TPETCHICHTAMH Ha POJb
HOBBIX () JTYOPOTCHHBIX KPACUTEIICH.

3RC]’[CpHMeHTaJ’ILHaH HacTb

CrexTpsl morsomenuss B Y® u BUAUMOM JHana3oHax
3aperucTpUpOBaHbl Ha crekTtpodoromerpe Varian Cary
100 Bio. Cnextper AMP 'H u C 3aperucrpuposanbl Ha
npubope Bruker Avance III (700 m 176 MIm coot-
BeTcTBeHHO) B JIMCO-dg, BHyTpenHuii crannapt TMC
ocTaTouyHble cuUTHaNBI pactBoputens (2.51 M. 1. i sanep
"H u 39.5 m. 1. ast simep °C). Macc-CIieKTphbl BBICOKOTO
paspenieHus 3amucanbl Ha npubope Bruker micrOTOF 11,
MOHM3aLUs JIEKTpopacnbuieHHeM. TeMneparypsl IuiaBie-
HUS onpeaesneHsl Ha mpudope SMP 30 u He ucTipaBIeHHI.

PeaktuBel ¢upmbl Acros Organics NpuUMeHEHbI 0Oe3
JIOTIONTHUTEIbHON OYHMCTKH, MJISI TPOBEICHHS PEaKIHi
UCTIOJIb30BaHBI CBEXKEIIEPErHAHHBIE PACTBOPUTEIH.

Moayyenue mpem-0yTHia-[2-(2-MeTHJI-4-apuiInjieH-
5-oxco-4,5-quruapo-1H-umuaazou-1-un)tuwi|kapéama-

Tadauma 1. OnTudeckue cBOWCTBA coeAnHEeHNH 2a—e 1 Sa—e B arjeroHuTpuiie (KoHneHTparms 20 uM)

Coenu- Makcumym Koa¢pdunuent momsproro Coenu- Maxkcumym Koadpuument monsaproro
HEHHE TIOTJIONIEHHUS], HM norsomenus, M ' -cm ! HEHHE TIOIJIOIIEHUS], HM norsomenus, M ' -cm !
2a 368 26500 Sa 399 20000
2b 374 27000 5b 411 26000
2c 354 16000 Sc 382 16000
2d 359 16000 5d 388 17000
2e 420 35000 Se 476 37000
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TOB 2a—e (00mas metoauka). K pacteopy 0.48 T (3 MMoIIb)
mpem-0yTin(2-amuHoaTHn)Kapbamara B 20 M CHCl;
NO0ABIAIOT 3 MMOJIb COOTBETCTBYIOMIETO anbaeruna, 20 T
6e3BonHOro Na,SO4 m 7 mr (0.1 MMOJB) MUPPOIHIMHA.
[lonydyeHHy0 CMeCh BBIAECPKHUBAIOT PU KOMHATHOM TeM-
mepaTtype B TE€UCHHE 2 CYyT, 3aT€M OTQIIBTPOBHIBAIOT U
yIapuBalOT Ha POTOPHOM wucmaputene. K morydeHHOMY
ocratky nobapitror 480 mr (3 mMmomb) strn-2-[(1-MeTokcH-
STWJIUJICH))aMUHO |arieTaTa, TEPEMEIINBAIOT J0 TOMOTCH-
HOCTH W BBIICPKMBAIOT NPH KOMHATHOW TeMIIEpaType B
TeueHue 2 cyT. CMech ymapHBalOT Ha POTOPHOM HCHApH-
Tele W OYMIIAIOT (hem-xpomarorpadueil Ha CHIIMKareie
(omoent CHCl;-MeOH, 20:1), cobupas oOKpaileHHbIE
¢paxouu ¢ Ry 0.3.
mpem-ByTnin-{2-[(4Z)-2-mernn-4-MeToKcuOeH3 NI IeH-
5-oxco-4,5-guruapo-1H-umuaazoa-1-uia|arua} kapéamat
(2a). Breixox 890 mr (82%), sxenToBaThIil MOPOIIOK, T. I
168-171 °C. Y@ cnektp, Amax, HM (Ig €): 368 (4.42).
Cnextp SMP 'H, 8, m. 1. (/, T'm): 1.34 (9H, ym. ¢, C(CHs););
2.32 (3H, ¢, CCH;); 3.11 (2H, ymr. kB, °J = 5.6, CH,NH);
3.58 (2H, ym. T, °J = 5.4, CH,CH,NH); 3.81 (3H, c,
OCH,); 6.91 (1H, ¢, =CHAr); 7.00-7.04 (3H, m, H-3,5 Ar
u NH); 8.17 (2H, n, °J = 8.3, H-2,6 Ar). Cnexrp SIMP "°C,
6, M. a.: 15.2; 28.1; 38.5; 40.1; 55.3; 77.8; 114.2; 124.6;
126.9; 133.7; 136.9; 155.7; 160.5; 169.9. Haiineno, m/z:
360.1942 [M+H]". C¢H,sN;0,. Beruncneno, m/z: 360.1923.
mpem-byTun-{2-[(42)-3,4-numeroxkcudeH3nau1eH-2-
MeTHJI-5-0Kkc0-4,5-1uruapo-1H-umunazon-1-ua]d3Tuia}-
kap6amar (2b). Beixon 860 mr (74%), sxenToBaThIiA TOPO-
moK, T. I 153-155 °C. Y@ cnextp, Am.x, HM (Ig €): 374
(4.43). Cnextp SIMP 'H, 8, m. 1. (J, I'm): 1.34 (9H, ym. c,
C(CHs)3); 2.33 (3H, ¢, CCH;); 3.11 (2H, ymr. k8, °J = 5.1,
CH,NH); 3.58 (2H, yur. T, °J = 5.0, CH,CH,NH); 3.78 (3H,
¢, OCH3;); 3.81 (3H, ¢, OCHj3); 6.90 (1H, ¢, =CHAr); 7.01—
7.06 (2H, m, H-5 Ar u NH); 7.74 (1H, z, *J = 6.6, H-6 Ar);
8.02 (1H, ¢, H-2 Ar). Criextp SIMP “°C, 8, m. 1.: 15.3; 28.1;
38.5; 40.1; 55.4; 55.5; 77.8; 111.6; 114.6; 125.0; 126.2;
127.1; 136.9; 148.5; 150.6; 152.3; 155.6; 169.9. HaiineHo, m/z:
390.2051 [M+H]". CoH»N;Os. Beruncnero, m/z: 390.2029.
mpem-byTnn-{2-[(42)-2-meTni1-5-oxkco-4-propoeH3nam-
ned-4,5-nuruapo-1H-umuaazon-1-uadruijkapdamar (2c).
Brixon 940 mr (90%), xenToBaThIil MOPOMIOK, T. L. 161—
164 °C. YO® crektp, Amax, HM (Ig €): 354 (4.20). Cmektp
SMP 'H, 8, m. 1. (J, T)): 1.33 (9H, ym. ¢, C(CHs)3); 2.34
(3H, ¢, CCH3); 3.12 (2H, yur. k8, >J = 5.9, CH,NH); 3.59
(2H, yur. T, °J = 5.6, CH,CH,NH); 6.96 (1H, ¢, =CHATr);
7.01 (1H, ym. 7, °J = 5.6, NH); 7.28 (2H, 1, *J = 8.6, H-3,5 Ar);
8.28 (2H, 1, °J = 6.1, H-2,6 Ar). Cuextp SIMP "C, 5, m. 1.
(J, Tm): 15.2; 28.1; 38.4; 40.2; 77.8; 114.6; 115.6 (m,
“Jor = 22.0, C-3,5 Ar); 123.1; 130.9; 134.1 (1, *Jop = 7.3,
C-2,6 Ar); 155.7; 162.7 (n, 'Jor = 249.4, C-4 Ar); 164.1;
169.9. Haﬁ}ICHO, m/z: 348.1751 [M+H]+ C]gszFN303.
Beraucneno, m/z: 348.1723.
mpem-bytni-{2-[(42)-4-u3onponunjadeH3uauaeH-2-
MeTHJ-5-0Kkc0-4,5-1uruapo-1H-umuaazon-1-ui]d3Tuia}-
kap6amar (2d). Bexox 960 wmr (86%), >kenToBaThId
MOpOMIOK, T. . 172—174 °C. Y® cuextp, Ama, HM (Ig €):
359 (4.20). Crextp SIMP 'H, §, M. 1. (J, Tw): 1.22 (6H, x,
3J=6.9, CH(CHs),); 1.34 (9H, yur. ¢, C(CHs)3); 2.34 (3H,
¢, CCHs); 2.91 (1H, cenrer, 3= 6.9, CH(CHj;),); 3.12 (2H,
yur. kB, >J = 5.9, CH,NH); 3.59 (2H, ym. T, °J = 5.4,
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CH,CH,NH); 6.91 (1H, ¢, =CHAr); 7.01 (1H, yu. T, °J = 5.4,
NH); 7.32 2H, 1, °J=7.8, H-3,5 Ar); 8.12 2H, 1,°J = 7.8,
H-2,6 Ar). Cnektp IMP “°C, &, m. 1.: 15.2; 23.5; 28.1;
33.4; 38.4; 40.2; 77.8; 124.6; 126.6; 131.8; 131.9; 138.2;
150.6; 155.7; 163.3; 170.0. Haiimeno, m/z: 372.2305
[M+H]". C5H,oN305. Beraucienro, m/z: 372.2287.
mpem-ByTun-(2-{(42)-[4-(4-nudTUIAMUHO)OeH3UTU/IEH] -
2-MeTna-5-0kco-4,5-quruapo-1 H-umunazoun-1-uia}drun)-
kap6amar (2e). Beixog 860 mr (72%), )KenThli MOPOIIOK,
T. L. 148151 °C. Y@ crextp, Amax, BM (Ig €): 420 (4.54).
Cnextp SIMP 'H, 8, m. a. (J, Tm): 1.12 (6H, T, *J = 7.0,
NCH,CH;); 1.35 (9H, ym. c, C(CHs);); 2.29 (3H, c,
CCHs); 3.10 (2H, ym. k8, *J = 5.7, CH,NH); 3.40 (4H, ks,
’J = 7.0, NCH,CH;); 3.57 (2H, ym. 1, °J = 5.6,
CH,CH,NH); 6.70 (2H, n, °J = 8.6, H-3,5 Ar); 6.81 (1H, c,
=CHAr); 6.99 (1H, yu. T, °J = 5.1, NH); 8.02 2H, 1, *J = 8.4,
H-2,6 Ar). Cnektp SIMP °C, &, m. x.: 12.4; 15.0; 27.8;
28.1; 38.6; 43.7; 77.8; 111.0; 120.9; 126.3; 134.0; 134.1;
148.7; 155.6; 159.4; 169.7. Haiineno, m/z: 401.2553
[M+H]+. C22H32N403. BI)I‘-II/ICJ'ICHO, m/z: 401.2547.
Hoany4yenue (22)-2-(apuianaen)-6,7-1uruipoumMuaaso-
[1,2-a]nmpa3nn-3,8(2H,5H)-nuonoB Sa—e (o0mias MeTo-
muka). K pactBopy 1 MMOIB COOTBETCTBYIOIIETO IIPO-
M3BOJHOTO 2a—e B 20 MJT TUOKCaHa JO0ABISIIOT 2 MJ BOJBI
n 033 r (3 Mmmonp) SeO,. CMech KUIATAT B TCUYCHHC
30 MUH ¥ ynapuBalT Ha pOTOpHOM Hcnapurene. [lomyden-
HBI octaTok pacTtBopsitoT B 75 Mia EtOAc, mpombIBaroT
HachlmeHHbIM pacTBopoM NaHCO; (2 x 35 mu), 35 mn
Boabl 1 35 mut pactBopa NaCl. Opraamdeckyto a3y BhICY-
muBatoT Haa Na,SO4 u ynapusarot gocyxa. [HomydyeHHnyro
cMech coeiuHeHuH 4 u 5 pactBopstoT B 10 M1 AiHoKcaHa U
nob6asmsror 0.26 ma (1.5 mmons) pactBopa 33% HBr B
yKCycHOU kucnoTe. CMech BBIIEPKUBAIOT B TeueHue 10 MuH
Ipu KOMHATHOH Temnepatype, nodasisttor 100 ma CH,Cl,,
MIPOMBIBAIOT HAchIeHHBIM pacTtBopoM NaHCO; (2 x 35
MIT), Bozoit (2 X 30 Mu1) m HachImeHHBIM pacTBopoM NaCl.
Oprannyeckyto (aszy BeicymuBaroT Hajg Na,SO, u ynapu-
BalOT Jocyxa. [loTydeHHBIH MPOAYKT OYHUINAIOT KOJOHOY-
HOW xpomarorpadueit Ha cumukarene (dmoentr CHCl—
MeOH, 10:1), cobupas okpameHsbie ppaxmwm ¢ Ry 0.3.
(22)-2-(4-MeTokcubeH3WIN1€H)-6,7-TMTrMIPOUMH/1a30-
[1,2-a]lnupa3un-3,82H,5H)-nuon (5a). Brixox 150 mr
(55%), xentelii mopomok, T. i >275 °C (¢ pasm).
Y@ cnektp, A, BM (Ig €): 399 (4.30). Crextp SIMP 'H,
o, M. 1. (J, T'm): 3.52 (2H, ym. T, 3= 6.9, CH,NH); 3.70
(2H, T, °J = 6.4, CH,CH,NH); 3.85 (3H, ¢, OCH;); 7.07
(2H, 1, *J = 8.8, H-3,5 Ar); 7.19 (1H, ¢, =CHAr); 8.27 (2H,
1, °J = 8.8, H-2,6 Ar); 8.77 (1H, yu. ¢, NH). Cnextp
SAMP BC, 8, m. x.: 37.2; 38.8; 55.5; 114.6; 126.4; 131.5;
135.0; 137.1; 150.6; 156.8; 161.9; 168.2. Haiineno, m/z:
272.1040 [M+H]+. C14H13N;05. Beruucneno, m/z: 272.1035.
(22)-2-(3,4-AumeTOKCHOEH3NIN/IEH)-6,7-TUTHAPO-
umuaaso[1,2-a|nupasuu-3,8(2H,5SH)-nmon (5b). Brixon
210 mr (70%), >xenTblii mopomok, T. mi. 262-270 °C
(c pa3n.). YO ciexTp, Amax, HM (Ig €): 411 (4.41). Crextp
AMP 'H, §, M. x. (J, T): 3.51 QH, yur T, °J = 6.6,
CH,NH); 3.70 (2H, 1, °J = 6.2, CH,CH,NH); 3.80 (3H, c,
OCHa); 3.85 (3H, ¢, OCH,); 7.10 (1H, 1, °J = 8.4, H-5 Ar);
7.30 (1H, ¢, =CHAr); 7.90 (1H, n, °J = 8.5, H-6 Ar); 8.02
(1H, ¢, H-2 Ar); 8.77 (1H, yur ¢, NH). Crekrp SIMP °C,
0, M. 1.: 37.2; 38.7; 55.6; 55.7; 111.8; 115.6; 126.5; 127.9;
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131.8; 137.2; 148.7; 150.5; 152.0; 156.8; 168.1. Haiineno, m/z:
302.1148 [M+H]". C;sH;sN;O,. Beramcrero, m/z: 302.1141.

(22)-2-(4-DPTopOeH3NINIEH)-6,7-TUTHAPOUMHUIA30-
[1,2-alnupa3un-3,8(2H,SH)-nuon (5¢). Beixon 145 mr
(56%), xenThIil mOpoOMIOK, T. 1. 247-250 °C. Y® crektp,
Amaxs BM (Ig €): 382 (4.20). Cnextp SIMP 'H, 8, m. 1. (J, T'):
3.53 (2H, ym. T, °J = 6.9, CH,NH); 3.71 (2H, 1, °J = 6.4,
CH,CH,NH); 7.36 (2H, ym. T, 3 = 8.8, H-3,5 Ar); 7.38
(1H, ¢, =CHAr); 8.37 2H, n. 1, °J = 8.8, YUyr = 5.9,
H-2,6 Ar); 8.82 (1H, yur. ¢, NH). Cnexrp SIMP C, 5, m. 1.
(J, Tn): 37.2; 38.7; 116.1 (1, *Jer = 22.1, C-3,5 Ar); 129.9;
130.3; 135.2 (1, *Jor = 8.7, C-2,6 Ar); 138.8; 152.1; 156.7;
163.5 (n, 'Jor = 251.9, C-4 Ar); 168.3. Haiineno, m/z:
260.0845 [M+H]". C3H,;FN;0,. BoruucieHo, m/z: 260.0835.

(2Z)-2-|4-M3onponuiideH3uIN/1eH] -6, 7-TUr HIPOMMHAA30-
[1,2-a]lnupa3un-3,82H,5H)-nuon (5d). Beixox 110 mr
(39%), xenThIit MOpOMIOK, T. L. 235-238 °C. Y® crektp,
Amaxs EM (Ig €): 388 (4.23). Cnextp SIMP 'H, 8, m. 1. (J, T'ur):
1.22 (6H, 1, °J = 6.9, CH(CH),); 2.94 (1H, cenrer, J = 6.9,
CH(CHs),); 3.52 (2H, yur. T, °J = 6.6, CH,NH); 3.71 (2H,
T,°J= 5.9, CH,CH,NH); 7.32 (1H, ¢, =CHAr); 7.39 (2H, 1,
3J = 8.1, H-3,5 Ar); 8.20 (2H, x, °J = 8.1, H-2,6 Ar); 8.81
(1H, ym. ¢, NH). Criexrp SIMP °C, §, m. 1.: 23.5; 33.5; 37.2;
38.7; 126.9; 131.3; 131.4; 133.0; 138.5; 151.5; 152.3;
156.8; 168.3. Haiineno, m/z: 284.1410 [M+H]". C;sH;;N;0,.
Brruucneno, m/z: 284.1399.

(22)-2-14-(And>THIaMKUHO)OeH3WINAeH |-6,7-1uruapo-
umuaaso[1,2-alnmpasun-3,82H,5H)-nuon (5e¢). Brixon
215 mr (69%), kpacHelii mopomok, T. mi. >275 °C
(c pa3n.) Y@ coekTp, Amax, HM (Ig €): 476 (4.57). Cnektp
SAMP 'H, §, m. 1. (J, Tn): 1.14 (6H, T, °J = 7.0, NCH,CH;);
3.45 (4H, kB, °J = 7.0, NCH,CHs); 3.50 (2H, yur T,
3J=5.5, CH,NH); 3.69 (2H, yur. T, °J = 5.5, CH,CH,NH);
6.76 (2H, 1, °J = 8.9, H-3,5 Ar); 7.21 (1H, ¢, =CHAr); 8.14
(2H, yur. 1, °J = 7.2, H-2,6 Ar); 8.63 (1H, ym. ¢, NH).
Cnextp SIMP PC, 8, m. 1.: 12.5; 37.1; 38.9; 44.0; 111.4;
120.5; 133.2; 133.9; 135.7; 147.4; 150.1; 157.1; 167.6.
Haﬁ}leHO, m/z: 313.1672 [M+H]+ C|7H20N402. Brerunc-
J1eHo, m/z: 313.1665.

mpem-byTun-(22)-2-[4-(am3THIAMUHO)0eH3UITU/IEH |-
3,8-1mokco-2,5,6,8-rerparugponmunaso|1,2-ajnupasun-
7(3H)-xapookcmaar (4e). K pactsopy 400 mr (1 mmonb)
npousBogHOr0 2e¢ B 20 MIJI JHMOKCaHa AO0ABISIOT 2 M
Boael 1 0.33 T (3 Mmoab) SeO,. CMech KUTIATAT B TCUCHUE
30 MMH W YymapuBalOT Ha POTOPHOM HCHApHUTEIE.
IMomyuyennslii ocrtatok pactBopsaoT B 75 i EtOAc,
MIPOMBIBAIOT HAchIIEHHBIM pacTtBopoM NaHCO; (2 x 35
M), 35 mut Boas! M 35 mut HaceimeHHoro pactBopa NaCl.
Opranudeckyro ¢aszy BeIcymuBaoT Hag NaSO; u
ymapuBaroT nocyxa. [lony4eHHy0 cMech coeTMHCHUN 4€ U
Se pa3mensroT ¢ MOMOIIBI0 KOJIOHOYHOW Xpomartorpaduu
Ha cunukarene (3moeHT CHCL;—MeOH, rpaauent ot 50:1
1o 10:1), momygator 90 mr (22%) coenunenwus 4e u 85 mr
(27%) coenunenus Se.

Coennnenue 4e. KpacHelii nopomok, T. i >250 °C
(¢ pasm.). Crektp IMP 'H, &, m. a. (J, Tw): 1.15 (6H, T,
J=17.0, NCH,CH,); 1.51 (9H, ym. ¢, C(CHs)3); 3.48 (4H,
kB, °J = 7.0, NCH,CHs); 3.74 (2H, ym. T, °J = 5.3,
CH,NBoc); 4.05 (2H, ym. T, 3= 5.3, CH,CH,NBoc); 6.79
(2H, 1, °J = 8.8, H-3,5 Ar); 7.27 (1H, ¢, =CHAr); 8.14-8.18
(2H, ym. ¢, H-2,6 Ar). Cuextp SIMP C, §, m. 1. 12.5;
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27.6; 36.9; 43.3; 44.0; 83.1; 111.6; 120.5; 134.1; 134.5;
136.1; 146.3; 150.5; 152.2; 155.1; 167.1. Haiineno, m/z:
413.2195 [M+H]". C5,H,sN,O,. Boruncneno, m/z: 413.2189.

Hccneoosanue gvinonneno npu uHancosoll noooepaiicke
epauma Ilpezuoenma PO MK-189.2017.3.

Paboma evinonnena c ucnoavzosanuem 060pydosanus
LIKII UBX, nodoepacannoeo Munobpnayku Poccuu, uoen-
mugurxamop coenawenuss REMEFI62117X0018
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