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MEXAHHW3M PELHUKJIM3ALNHN
2-AMHUHO-5-BEH3WJIHUJEH-1,3-THA30.JI-4(SH)-OHA B ITPOU3BO/IHBIE
2-AMMUHO-5-BEH3WINAEH-1,5-TUTUIPO-4H-UMHUA30.J1-4-OHA

IpemwiokeHa cxeMa peakMOHHBIX PEBPAIEHHH, IPOTEKAIOIINX IPH HAPEBAHUH 2-aMUHO-
5-6enswmaen-1,3-tuazon-4(SH)-ona B cpelie BTOpHUHOTO aMUHA.

KonioueBble ciaoBa: 2-amuHo-5-6en3mmnneH- 1,3-tuazon-4(5H)-on, ustuinamuH, MopdoinH,
MUIEPHUINH, MPOM3BOAHBIC 2-aMUHO-5-OeH3mwnmIeH- 1,5-muruapo-4H-umunazon-4-o1a, aMuHO-
JIU3, PEIUKITA3AIHSL.

Panee Mb1 mokazanu [1], 9To mpu amMuHONIW3E 2-aMHHO-5-OeH3WIuAcH-1,3-
trason-4(5SH)-ona (5-0eH3WINACHIICEBAOTHOTMIAHTONHA, 1) B UIIEPUINHE WU
MOpQOJIHHE TPOUCXOMUT HE TONBKO OXUAaeMOe IepeaMHUHUPOBAHHE C
o0pa3oBaHuEM 2-TIUMIEPUIUHO- WIH 2-MOP(OIMHOTIPOU3BOAHBIX 2a uiH 2b, HO
W PEIMKIN3aINs B COOTBETCTBYIOIIIE UMHIA30JIbHbIC TIpou3BoaHbIe 3a min 3b.
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Xotst oOpa3oBaHue coenuHeHHWi 2a W 2b MOXHO TpPEACTaBUTH H 0e3
PACKpBITHSI TE€TEPOKOJbIA, T. €. HEMOCPEACTBEHHO U3 coeauHeHus 1 myrem
HOpUCOEIUHEHUs — 3MUMUHHpoBaHus 1o cBasu C=Np) [2], oOpa3oBaHue
coenvHeHu 3a u 3b BO3MOXKHO TOJNBKO B Pe3yJbTaTe PACKPBHITHS ITHKIA
Y TIOCNIEAYIOMIeH peruKian3auud. Mbsl mpeamnonoxuind [1], 4To BbIAEICHUE
coenuHeHuit 2a u 3a unu 2b u 3b U3 oAHON M TOH K€ PEaKIIMOHHON cMecH
SIBIIICTCSI PE3YJIbTaTOM CBOCOOPA3HOUM NeperpynmnupoBku J[uMpora — aMUHO-
JUTUYECKOrO0 pacKpwelTus Koibla IO cBi3u Cpy—S() U NocIexyroLux
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MapajulelbHbIX PENMKIN3AlUN MPOMEKYTOYHO OOpPa3yIoUIerocsl —AaluKIu-
YecKOro MHTepMeanaTa A B COOTBETCTBYIOIINE aMUHOTHA30JMHOH 2 U aMHHO-
MMUJA30IHMHOH 3. AMUHOIU3 S-OeH3mInAeHTICEBIOoTHOTHIaHTONHA 1 ¢ pacie-
IIeHHeM KonbleBol cBsizu C—S(jy corjacyercs € 3KCHEPUMEHTAbHBIMU
JAHHBIMH TI0 IMIEJIOYHOMY TUAPOIu3y [2], ankoronusy [3] u amuHOmM3y [4]
MPOM3BOAHBIX 2-aMuHO-1,3-THnazon-4(5H)-oHa (IceBIOTHOTHAAHTONHA).

OpHako TpeAnpuHATOE B JaHHOW paboTe YriyOileHHOe H3yueHHe 3STOU
PeaKIuy MOKa3ajao, YTO MeXaHu3M 00pa30BaHus coequHeHn 3 uHoi. [leicTBU-
TEIbHO, U3 PEAKIIMOHHBIX CMECEeH yAaJoCh BBIJCIUTH AlUKIMYECKHE COeIU-
HeHus 4a (mpu amuHONM3e MOphonuMHOM) U 4b (IpH aMUHONU3E MUTIEPUIHU-
HOM), KOTOpBIE OKa3aJMCh BEChbMa JAOWIBHBI M INPEBPAIIAIUCh B UMUIA30JIb-
Hble IPON3BO/IHEIE 3a U 3b, COOTBETCTBEHHO, MPH IMOMBITKAX UX MEPEKPUCTATI-
JU30BaTh U3 TOJIyOJa WK 2-TIponaHoia. AHATU3 3KCIIEPUMEHTANbHBIX JaHHBIX
MOKa3ajl, YTO MPAaKTUYECKH BO BCEX CIydasX MOJIY4YEHHS aMHHOMMHJA30-
nuHOHOB 3a 1 3b HekpHCcTaUTM30BaHHBIC CYyOCTAHIIMK TIPEICTaBISUTH COOOM
MpoMeXXyTouHble akpunamuasl 4a u 4b coorBercTBeHHO. [loaTOMy MBI
[IOJIara€éM, 4TO OCHOBHOM PpEaKIMOHHBIM IyTh, NPUBOIAIIMN K IOJIYYECHHIO
AMHUHOMMH/Ia30IMHOHOB 3, COCTOMUT W3 IIOCIEAOBAaTEeNbHBIX IPEBPALeHUN
1>A—>4—>3, 1. e. peacTaBIsAeT COOOW MPOLECC ABYXCTYNEHYATOTO aMUHO-
Jiu3a — PEUKIM3alMi C 3aMEHOW reTepoaroMa. PeakIMOHHBIH MapuipyT IO
nytd 1->A—3, eciu 1 IpOTEKAET, TO B BECbMa HE3HAUUTEILHOU CTEIICHHU.

Cnemyer OTMETUTh, YTO TIONYYECHHBIE JKCICPUMEHTAJbHBIEC JAHHBIE HE
MO3BOIISAIOT CAENAaTh BBIOOP B MOJB3Y KaKOTO-IMOO0 OJHOTO M3 ABYX BO3MOXKHBIX
MEXaHU3MOB 00pa30BaHUs COEINHEHHH 2 — HETIOCPEACTBEHHO U3 coeqHeHus 1
(1— 2) wn u3 uatepmenunara A (1-A—2).

B ciayyae amuHONM3a B cpelle AMATHIAMHHA U3 PEAKIIMOHHONW MacChl ObLI
BBIIEJIEH JIMIIb AMUHOMMUIA30IMHOH 3¢, COOTBETCTBYIOIINE K€ aMHHOTHA30-
JIMHOH THIA 2 ¥ IPOMEXKYTOYHOE COEAMHEHUE TUIIA 4 BBIIEINUTh HE YAAIOCh.

SKCIIEPUMEHTAJIbHAS YACTb

Crextpsl SIMP 'H 3armcanbl Ha crextpomerpax Bruker AM-400 (400 MI') u
Bruker AM-200 (200 MI'n) B AMCO-ds, BHyTpeHHuii crangapr DMSO-dg. UK cnek-
TphI noiy4eHs! Ha criekTpodoromerpe Shimadzu FTIR-8400S. Macc-criekTpbl coenu-
Henwnii 3a u 3b 3apeructpuponans! Ha npudope Finnigan MAT INCOS 50 (3Y, 70 3B).
TCX npoBoamiack Ha miactunkax Silufol UV-254, smroeHTs! aneToH—TekcaH, 1:2, u
sTaHoa—xaopodopm, 1:10.

2-AMuHO0-5-0en3unnaen-1,3-tnazon-4(SH)-on (1) moryyaiot mo croco06y [5].

5-bensunauaen-2-mopdoauno-1,5-murnapo-4H-umnnazon-4-on (3a) u 5-Gen-
3usmaen-2-mopgoanno-1,3-tuazon-4(SH)-on (2a). Kunsatar 2.00 r (9.79 mmoib)
coeauHenus 1 B 9.20 r (9.20 mn, 106 MMonb) MopdoIMHA 10 TOJHOTO PAaCTBOPEHHS
HCXOJHOTO peareHTa (~5 MHH), OCTaBJISIOT peakuoHHyI0 cMmech mpu ~20 °C Ha 12 4
Brmasmmii ocamok oTGHUIBTPOBBIBAIOT, MPOMBIBAIOT CMECHIO METPOJIEHHBIN 3Pup—ITa-
Hou, 1:1, W mocnenoBaTesibHO 00pPadATHIBAIOT KUISAIIAMHU allETOHOM U 2-IIPOIIAHOJIOM.
BrimaBmmii yepes 2 cyT U3 NpONaHOIEHOTO pacTBOpa 0CAJ0K EPEKPUCTAIIN30BBIBAIOT
n3 2-npomnanona. Breixox coemmuenus 3a 0.24 v (9%), T. mr 220221 °C (mns
Z-uzomepa T. . 232 °C [6]).

U3 obbenunenHoro ¢uibrpara B TeueHne 30 MHUH BBINAJAaeT OCAIOK COCIMHEHHMS
2a, KOTOPBIA JIBaXKIBI MEPEKPUCTAIUIN30BBIBAIOT U3 Tonyona. Brixon 0.14 r (5%), T.
. 202-204 °C (t. . 202-204 °C [7], 1. 1. 203-204 °C [8]).
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N-[AMuno(MopdoanH-4-nia)MeTusien]-2-mophoauH-4-ui-3-peHuIaKpujIaMmua
(4a). Kumsarsar 2.00 T (9.79 mmonb) coenuuenus 1 B 10.0 T (10.0 mn, 115 mmons)
Mop¢omuHa 30 MuH, depe3 1 cyT BBIABIIMK OCAJOK OT(QIIBTPOBBIBAIOT, CYIIaT
obOpabaTpIBalOT KuIAmmMM arneroHoM. Beixon 0.674 r (20%), 1. mn. 208-210 °C.
UK crextp (ToHKHMiT croif), v, M 't 3420, 3182 (N-H), 1677 (C=0), 1592 (C=N).
Cnektp SIMP 'H, 8, m. 1. (J, T'n): 8.00 2H, 1, J = 8.3, apom.); 7.33 QH, 1, J = 7.4,
apom.); 7.19 (1H, 1, J = 7.0, apom.); 6.32 (1H, ¢, =CHC¢Hs); 3.70 (4H, M, OCH,
Mop¢onuno); 3.61 (4H, m, NCH, mopdonuno); 3.49 (4H, 1, J = 4.5, OCH, mopdo-
muHO); 2.66 (4H, T, J = 4.5, NCH, mopdonuno). Haiineno, %: C 62.20; H 7.60;
N 16.32. C;3H4N,4O;. Brruncneno, %: C 62.77; H 7.02; N 16.27.

5-bensnauaen-2-mopdoauno-1,5-qurnapo-4H-umunazon-4-on (3a). A. Kunsrsar
1.00 T (4.90 mmomns) coemurernus 1 B 4.60 t (4.60 mi, 52.8 MMmonp) MopdonuHA 110
MIOJTHOTO PAacTBOPEHHS UCXOAHOTO coenuHenus (~10 muH). BeimaBmmii gepes 2 cyT oca-
JIOK OT(HIBTPOBBIBAIOT, IIPOMBIBAIOT AllETOHOM U NEPEKPUCTAUTU30BBIBAIOT U3 2-1PO-
maHoxia. Berxox 0.132 r (10.5%), 1. . 210 °C (mia Z-uzomepa T. mwi. 232 °C [6]).
UK crextp (ToHKHMit cioif), v, eM 't 3437, 3113 (N-H), 1706 (C=0), 1643 (C=N).
Cnextp SIMP 'H, 8, m. 1. (J, ['m): 11.24 (1H, ¢, NH); 7.96 (2H, 1, J = 6.8, apom.); 7.30
(2H, T, J= 7.3, apom.); 7.18 (1H, 1, J = 7.9, apom.); 6.30 (1H, ¢, =CHC¢H5); 3.70 (4H,
M, OCH, mopdonuno); 3.62 (4H, m, NCH, mopdonuno). Macc-ciextp, m/z (Lo, %):
259 [M™+2] (1.4), 258 [M'+1] (17), 257 [M]" (100). Haiineno, %: C 65.35; H 5.83;
N 16.47. C4H5sN50,. Beruucneno, %: C 65.35; H 5.88; N 16.33.

b. Kumsarsr 1.18 r (3.43 MMoinp) coenuHeHUS 4a B 2-TIpOTIaHOJE IO TTOJIHOTO pac-
TBOPEHHS, IOCJIE YEro MPOJOJIKAIOT KUIATUTH eme 10-15 MuH. BeimaBmuii mnpu
OXJIXKJCHUHM PEaKLHOHHOTO PAacTBOpa OCA/OK MEPEKPUCTAIIM30BBIBAIOT U3 TOJYOJIa.
Bexox 0.449 r (51.3%), 1. ut. 200 °C (mns Z-uzomepa 1. . 232 °C [6]).

5-Ben3uauneH-2-nunepuauno-1,5-nuruapo-4H-umunazon-4-on (3b) u 5-6en3uii-
uneH-2-nunepuauno-1,3-rnazon-4(SH)-on (2b). Kunsrar 1.00 r (4.90 mmois) coenn-
Henus 1 B8 9.57 r (11.1 M, 112 MMoJIb) MUNIEPUAMHA IO TTOJHOTO PACTBOPEHUS MCXO/I-
Horo peareHTa (~10 MHH), IOC/IE Yero OCTaBISIOT peakunoHHYyIo cMmech npu ~20 °C Ha
1 cyr. BemaBmmii ocaok OT(HWIBTPOBEIBAIOT, IPOMBIBAIOT CMECHIO METPOJICHHBIN
a¢up-stanon, 10:1, ¥ nepeKpUCTaINTU30BBIBAIOT U3 ToJdyosa. Beixon coexunenus 3b
0.250 r (20%), 1. 1. 208-210 °C (mist Z-uzomepa 1. wi. 198 °C [6]).

Yepes HECKOJIBKO CYTOK N3 00bEIMHEHHOT0 (PUIIbTpaTa BRINAIAET 0CaIOK COEANHE-
HUS 2b, KOTOPBINA NEPEeKPUCTAIIN30BBIBAIOT ITOCIEI0BATEIRHO M3 TOIYOJIa U 3TaHOJA.
Beixoz 0.253 r (19%), T. . 202-204 °C (1. 1. 202-204 °C [7], 1. 1. 209-211 °C [8]).

N-[AMuno(munepuauH-1-mn)meruiieH|-2-nunepuan-1-ui-3-peHnaakpuiaMug
(4b). Kumsatat 1.00 r (4.90 mmons) coequnenus 1 B 6.02 T (7.00 mu, 70.7 MMOJIB) mHIIC-
PHIMHA JI0 TOJHOTO PacTBOPEHUs HCX0oaHOTro peareHrta (~20 MuH), yepe3 | cyT BbInas-
WA 0CaJOK OTQIIBTPOBBIBAIOT, IIPOMBIBAIOT MIETPOJICHHBIM 3(hrpom, cymaT u o0pada-
TBIBAIOT KUISIUM aretoHoM. Bexonx 0.337 r (20%), 1. 1. 204-205 °C. UK cuextp
(ToHKHiT c110#1), v, cM ': 3433, 3181 (N-H), 1675 (C=0), 1579 (C=N). Crrextp SIMP 'H,
o, M. 1. (J, I'm): 7.91 2H, n, J = 6.7, apom.); 7.28 (2H, 1, J = 6.7, apom.); 7.14 (1H, T,
J=17.3, apom.); 6.25 (1H, ¢, =CHC4H5); 3.58 (4H, M, NCH, nunepuauno); 2.69 (4H, m,
NCH, nunepununo); 1.61 (6H, m, (CH,); munepununo); 1.45 (6H, M, (CH,); nume-
punuHo). Haiineno, %: C 71.36; H 8.44; N 16.60. CyoHsN4O. Beruncneno, %: C 70.56;
H 8.29; N 16.46.

5-Bensuauaen-2-nunepuauHo-1,5-muruapo-4H-umunazon-4-on (3b). A. Kumsrar
2.00 r (9.79 mmons) coemunenns 1 B 6.88 T (8.0 My, 80.8 MMonb) munepuanHa 110
TIOJTHOTO PacTBOPEHUs MUCXOAHOTO peareHTa (~15 MUH), BHIMABIINN Yepe3 HECKOIbKO
4acoB 0Ca/I0OK OT(QHIBTPOBBIBAIOT, IPOMBIBAIOT allETOHOM W IE€PEKPHCTAJUIN30BBIBAIOT
u3 Toayona. Berxox 1.43 1 (57%), T. . 200-202 °C (s Z-uzomepa 1. ot 198 °C [6]).
UK crextp (ToHKH cioii), v, cM @ 3441, 3117 (N-H), 1702 (C=0), 1651 (C=N).
Cnextp SAMP IH, S, M. 1. (J, I'm): 11.06 (1H, ¢, NH); 7.98 (2H, 1, J = 7.9, apom.); 7.30
(2H, T, J= 7.3, apom.); 7.18 (1H, T, J = 7.3, apom.); 6.23 (1H, ¢, =CHC¢H5s); 3.61 (4H,
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M, NCH, munepuanno); 1.66 (6H, M, (CH,); munepuanao). Macc-criektp, m/z (Lym, %):
257 [M'+2] (1.0), 256 [M'+1] (16), 255 [M]" (89). Haiineno, %: C 70.71; H 6.60;
N 16.38. C;sH;7N;0. Beraucneno, %: C 70.56; H 6.71; N 16.46.

b. Kumsarat 0.633 r (1.86 mMmonb) coenuHenns 4b B TOIyolie 10 TIOHOTO pacTBOpPE-
HUS, TIOCJIE YEeTO MPOAOIDKAIOT KUnATHTh eme 10—15 mua. Yepes 1 cyT ocagok oTduis-
TpoBbIBatoT. Brixon 0.109 1 (23%), 1. 1. 200 °C (qys Z-uzomepa 1. . 198 °C [6]).

5-ben3unaugeH-2-nmTuaamMuno-1,5-muruapo-4H-umunazon-4-on (3c¢). Kumarsar
1.00 r (4.90 mmonp) coequnenus 1 B 10.58 r (15.0 mn, 144.7 MMoIIb) AMATHIIAMHHA JI0
MIOJTHOTO PacTBOPEHUsI HCXOAHOTO peareHra (~5 ), IM3THIAaMUH OTTOHSIOT B cllaboM
BakyyMme nipu ~20 °C, 3aTBepAeBIINI Yepe3 HECKOIBKO JHEH OCTaTOK MEepEeMEIINBAIOT
30 muH ¢ 30 M 6en3oma npu ~20 °C, neKaHTUPYIOT OSH30JIbHBII PACTBOP C MACIISTHH-
CTOr0 OCTaTka 4epe3 OYMaKHbIH (QHUIBTP W OTIOHSAIOT OCH30JI B CIa0OM Bakyyme
Jocyxa. 3aTBEpJEBIIMI OCTATOK KUIATAT B 25 Mi 2-npona”ona. Bemasmmil depes 1
CcyT ocagok oT¢miabTpoBeBalOT. Beixox 0.108 r (9%), 1. . 165 °C. UK cnekrp
(ToHKwHii c110i), v, cM : 3382, 3122 (N-H), 1699 (C=0), 1650 (C=N). Criextp SIMP 'H,
S, M. 1. (J, Tm): 11.17 (1H, ¢, NH); 8.00 (2H, n, J = 5.9, apom.); 7.30 2H, T, J = 6.9,
apom.); 7.17 (1H, 1, J = 6.4, apom.); 6.21 (¢, 1H, =CHC¢Hs); 3.51 (4H, m, NCH,CHj3);
1.19 (6H, m, NCH,CH;). Haiineno, %: C 69.08; H 7.18; N 17.35. C4H7N;0.
Brruucneno, %: C 69.11; H 7.04; N 17.27.
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