[aHnii BMHaxig CTOCYeTbCA ranysi opraHiyHoi Ximii, 3okpema Ximil reTepouuKniYHUX Cnonyk, a came crnocoby
OTpMMaHHs 1-3aMilieHnx 6-amiHo-3-LiaHonipnaoHiB-2 3aranbHoi dopmynu |,
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sIKi MOXYTb OYTW 3aCTOCOBaHI K (i3i0NOriYHO aKTMBHI PEYOBUHU B MeAMLMHI 200 NPOMBKHI NPOAYKTM NpU iX CUHTE3I.

Bigowmi Taki cnocotu oTpMmaHHsa 1-3amilleHnx 6-aMiHo-3-uiaHonipMAaoHIB-2.

OTtpumanHsa 6-okcun-1,4-gumeTnn-3-LUiaHonipuaoHy-2 KoHAeHcaljeln etunuiaHoauetaTty Ta N-Oytmnauetoauetamigy
B MPUCYTHOCTI eTunaTy HaTpito, MepeTBOPEHHS MOro Ha 1,4-AMMeTUNn-6-xnop-3-LiaHonipuaoH-2 peakLielo 3 XIOpPOKNCOM
docdopy Ta B3aemMofis OCTaHHbBOIO 3 pigkum amiakom B aBToknaBsi [Katritzky, Alan R., Rachwald, Stanislaw. Il
Regioselective conversion of 3-cyano-6-hydroxy-2-pyridones into 3-cyano-6-amino-2-pyridones // J.Heterocycl. Chem. -
1995. - Vol. 32(3). - P.1007-1010.], sk 306 paxkeHo Ha cxemi 1
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Heponikom Uboro cnoco®y € HeoOXiAHICTb KOHTaKTyBaTU 3 TOKCUYHMMMK OKCMXNopuaom docdopy Ta pigkim
aMiakom. A TakoX HeOOXiQHICTb NPOBEeAEHHS amiHyBaHHS B aBTOKMaBi MPY BUCOKOMY TUCKY Ta HEOOXIOHICTb po3ainATu
CyMiLL NpoaYKTiB Ha Apyrin ctagii. OCHOBHUM HeoMiKOM € Te, Lo Takum crnocobom Byna oTpMmaHa nvile ogHa crionyka.

IHWM cnocid nonsarae B AecTpykuii 7-aMmiHO-6-eTokcukap6oHin-1,4-guMeTun-2-okco-3-uiaHo[1,8]HadTnpignHy npu
Kun'aTiHHI B MopdponiHi [Mekheimer, Ramadan Ahmed // A New Approach to the Synthesis ofPolyfunctionally Substituted
1,8-Naphthyridin-2-one Derivatives from 6-Azidopyridones: A Novel Themal Decomposition to 6-Aminopyridones.//
Synthesis - 2001. - Vol. 1. - P.103-107.]:
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Heponikom Lb0ro cnocoby € TpYLOEMKICTb Ta CKNagHICTb OTPMMAHHS BUXIAHOT PEYOBMHU LICTb CTafill, a Takox
obMexXeHWn nepenik LinboBMX cnonyk, 06yMmoBneHui By3bkoto 6a30t0 BUXIZHUX CMIOMYK.

HamGinbw 6nu3bkuM 3a TEXHIYHUM pe3ynbTaToM € HaCTyMHUI crioci® oTpumaHHa 1-3amiweHux 6-amiHo-3-
uiaHonipmaoHie-2. Baaemogia deHinizoTiouiaHaTty 3 aueTMnaLeToHOM Ta MeTUNMOaNAOM Befile OO YTBOPEHHS MPOMDKHOT
CMONYyKW, HarpiBaHHA SKOT 3 eTunuiaHoaueTaToM, OLTOBOK KMUCIOTOK Ta aueTtaToM aMoHilo Aae Uinbosui npoaykT [Al-
Afaleq, Eljazi // A facile method for the synthesis of novel pyridinone derivatives via ketene N, S-acetals // Synth.
Commun. - 2001. - Vol. 31(22). - P.3557-3568.], Ak 306paxxeHo Ha cxeMi 2
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Heponikom uboro crnocoby € HeobXOHICTb KOHTaKTyBaTM 3 TOKCMYHMM (eHini3oTioliaHaToM, SKUA € CUSbHIM
anepreHToM, B NpoLUecCi peakLuii BUAINAETECA NETKUA Ta TOKCUYHUA METU MepKanTaH i oOMexeHu nepenik LinboBux
cnonyk, o6ymoBneHuii By3bkoto 623010 BUXiAHWUX PEYOBUH.

B ocHoBy BMHaxo4y NOCTaBMeHO 3afavy CTBOPUTU HOBUI BinbLu 3pydHMiA cnocib oTpMMaHHsA 1-3aMmilieHnx 6-amiHo-
3-uiaHonipuaoHiB-2 wnsaxomM umknisauii N-MoHo3amilLleHUX LiaHaueTaMifis 3 B-3aMilleHUMN HiTprnaMmu KOpUYHUX KUCnoT
nia Oieto OCHOB, 3a paxyHOK 4oro 3abesneunTy po3LUMPEHHS aCoOPTUMEHTY crnonyk Tuny | 6e3 cyTTeBux ycknagHeHb
npoueaypu iX OTPUMaHHs.

MoctaBneHa 3agada BUPILYETLCA NPWU 34JNCHEHI cnocoby OoTpMMaHHsA 1-3aMmileHux 6-amiHo-3-uUiaHonipuaoHiB-2
3aranbHoi hopmynu |, skuiA nonsirae B Tomy, Wwo N-MoHo3aMileHi UiaHaueTamiam 3aranbHoi cpopmynm Il Ta (3-3amilleHi

HiTpunn kopmyHux kucroT lll, ge R T1a Ar mawTb HaBedeHi BuUlUe 3HA4yeHHd, 0OpobnslT> OCHOBOK, K OCHOBY
BMKOPMCTOBYIOTb FApoKcKA Kanito abo eTmnar HaTpito, sk 306paxeHo Ha cxeMi 3.
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BuHaxia niatBepoOKYETHCA HUXKYEHABEAEHMM NPUKNagaMu.

MeToankun cuHTesy 1-3amilleHmnx 6-aMiHo-3-LiaHonipMaoHiIB-2.

Mpuknag 1

MeTtoguka A

0,02mornb B-3aMileHoro HiTpuny KopuyHoi kncrot Ta 0,02monb N-MoHo3aMmilLeHoro LjaHaueTamigy po3vmHS0Tb Y
15mn gumeTtuncynbdokengy. 1o oTpMMaHoro po3ynHy Npuv iHTEHCMBHOMY NEpPeMiLLyBaHHI MO Kpannsx 4o4alTb PO3ymH
0,04monb rigpokecmay kanito B 3-5mn Boan. OTpuMaHy cymill 3ammwwaiTb Ha ABi JoOu, NoTiM BUNUBAOTL Ha BOAY, Ocad,
Lo YTBOPUBCS, BiAdINbTPOBYIO Tb, MEPEKPUCTaNI30BYIOTb 3 BiAMOBIQHOMO PO3YMHHYIKA.

MeTtoauka B

0,042monb HaTpito po3unHAlo™ B 50mn 6e3BogHOro etmnosoro cnvpTy. [Jo po3ynHy eTunaTty HaTpilo npucunarTs
cymiw 0,02morb (3-3amilLeHoro HiTpuny kopuyHoi kucnotu 1a 0,02monb N-voHosamileHoro uiaHaueTamigy. PeakuinHy
CyMill KUN'ATATb MNPOTAroM TpbOX [OAWH, BWNMBAKTL Ha BOAY, Ocaj, WO YTBOPWBCH, BiAGINbTPOBYOTh,
nepekpucTanisoBytoTb 3 BiAMOBIAHOTO PO3YMHHMKA.

Mpwvknag 2

6-AmiHO-1-meTnn-4-(4-xnopodeHin)-3-uiaHonipugoH-2. C13H1oN3CIO (Mr=259,5).

MeTtoguka B. Buxin 64%, T.tonn. 251°C (3 outoBoi kucrnotm). 14 cnektp (tabnetku 3 KBr), v, cm-1: 2221 (C=N).
Mac-cnekTp (BMcokoedekTMBHUI pigvHHUN xpomatorpac "Agilent 1100 Series”, ocHalleHUI Mac-CenekTUBHUM
petektopom "Agilent LC/MSD SL"), m/z: 262; 260. AMP 'H (y OMCO-de, Varian Mercury 400 3 po6o4oto 4acToToto
400Mlu), 5, m.u: 3,4 (3H,¢),5,6 (1H,c), 7,6 (2H, 1), 7,8 (2H, 1), 7,8 (2H, w. c).

Mpwuknag 3

6-AviHO-1-weTnn4-(4-vietokcndeHin)-3-uiaHonipmaoH-2. C1aH13N302 (Mr=255).

MeTtoguka B. Buxig 61%, T.tonn. 270-272°C (3 oyTtoBOi kncnotm). 14 cnektp (tabnetku 3 KBr), v, cm-1: 2204 (C=N).
Mac-cnekTp, m/z: 256; 255. AMP 'H (y AMCO-de), 8, m.u: 3,4 (3H,c), 3,8 (3H,c), 56 (1H,c), 7,1 (2H, a), 7,4 (2H, n), 7,3
(2H, w. c).

Mpwknag 4

6-AviHO-1-veTnn-4-(4-cbeHindeHrin)-3-uiaHonipnaoH-2. C19H1sN30 (Mr=301).

MeTtoauka B. Buxig 62%, T.tonn. 310-311°C (3 oyToBoi kncnotm). 14 cnektp (tabnetku 3 KBr), v, cm-1: 2211 (C=N).
Mac-cnekTp, m/z: 302; 301. AMP 1H(y OMCO-ds), 8, mu: 3,4 (3H, ¢), 5,7 (1H,¢), 74 (1H, 1), 7,5 (2H, 7). 7,6 (2H, n), 7,7
(2H, w.c), 7,72 (2H, n), 7,8 (2H, 0).

Mpuknag 5

6-AviHO-4-(4-meTokendpeHin)-1-geHin-3-uiaHonipnaoH-2. C19H15sN302 (Mr=317).

Metoguka A. Buxig 50%, T.tonn. >310°C (3 aumeTtundopmamigy). 14 cnektp (tabnewwu 3 KBr), v, cm-1: 2204
(C=N). Mac-cnekTp, m/z. 318; 317. AMP 1H(y OMCO-ds,), 8, m.u: 3,8 (3H, ¢), 5,7 (1H, ¢), 6,7 (2H, w.c), 7 (2H, 8), 7,3
(2H, n), 7,6 (5H, m).

Mpwvknag 6

6-AmiHO-1-beHin-4-(4-xnopodeHin)-3-uiaHonipnaoH-2. C1sH12CIN3O (Mr=321,5).

MeTtoguka A. Buxig 60%, T.tonn. >310°C (3 gumeTundopmamigy). 14 cnektp (tabnemwu 3 KBr), v, cvm-1: 2204
(C=N). Mac-cnekTtp, m/z; 324; 323; 322. AMP 1H(y,IZI,MCO-de), 8,m.u4:56 (1H,c), 7,35 (2H, ), 7,6 (7TH, m).

Mpwknag 7

6-AviHO-4-(4-dbeHindeHin)-1-deHin-3-uiaHonipnaoH-2. C2aH17N30 (M=363).



MeTtoauka A. Buxig 66%, T.tonn. >310°C (3 outoBoi kucrnotun). 14 cnekTp (Tabnetku 3 KBr), v, cm-1: 2204 (C=N).
Mac-cnekTp, m/z: 364; 363. AMP H (y AMCO-de), 3,m.u:5,6 (1H,c), 7,34 (2H, n), 7,42 (1H, 1), 7,54 (3H, m), 7,6 (2H, 1),
7,66 (2H, n), 7,75 (2H, ), 7,84 (2H, o).

Mpwvknag 8

6-AviHO-4-(4-meTokandpeHin)-1-(2-meTokcndeHin)-3-uiaHonipnaoH-2. C2H17N303 (Mr=347).

MeTtoauka A. Buxig 56%, T.tonn. >310°C (3 ouTtoBoi kucrnotn). 14 cnektp (Tabnetkn 3 KBr), v, cm-1: 2204 (C=N).
Mac-cnekTp, m/z. 348; 347. AMP H (y AMCO-de), 6, m.u: 3,8 (3H, ¢), 3,85 (3H, c¢), 5,6 (1H, ¢), 6,75 (2H, w. c¢), 7,1 (2H,
n), 7,18 (3H, m), 7,49 (1H, 1) 7,55 (2H, n).

Mpuknag 9

6-AMiHO-1-(2-MeToKkaneHin)-4-(4-xnopodeHin)-3-uiaHo-nipnaoH-2. C19H14CIN3O2 (Mr=351,5).

MeTtoguka A. Buxig 67%, T.tonn. >310°C (3 outoBoi kucrnotun). 14 cnektp (Tabnetkn 3 KBr), v, cm-1: 2211 (C=N).
Mac -cnekTp, m/z 354; 352. AMP 'H (y AMCO-de), &, m.u: 3,85 (3H, c), 5,6 (1H, c), 6,8 (2H, w. ¢), 7,2 (3H, m), 7,6 (2H,
n), 7,45 (3H, m).

Mpwuknag 10

6-AmiHO-1-(2-meToKkandbeHin)-4-(4-deHindeHin)-3-uiaHonipnaoH-2. CasH17N302 (Mr=393).

MeTtoguka A. Buxig 66%, T.tonn. >310°C (3 outoBoi kucrnotun). 14 cnektp (Tabnetkn 3 KBr), v, cm-1: 2219 (C=N).
Mac -cnekTp, m/z 394; 393. AMP 'H(y AMCO-de), &, m.u: 3,8 (3H, ¢), 5,7 (1H, ), 7,12 (1H, 7), 7,28 (2H, m), 7,42 (1H, T),
7,52 (3H, 1), 7,66 (2H, 0), 7,76 (2H, n), 7,82 (2H, p).

Mpuknag 11

6-AmiHO-1-(2-kapbokcndeHin)-4-(4-xnopodeHin)-3-uiaHonipnaoH-2. C19H12CIN3O3 (Mr=365,5).

MeTtoguka A. Buxig 76%, T.tonn. >310°C (3 gumeTundopmamigy). 14 cnektp (tabnemwwu 3 KBr), v, cv-1: 2204
(C=N). Mac - cnekTtp, m/z: 368; 366. AMP 1H(y OMCO-ds), 8, m.u: 5,7 (1H, ¢), 7,25 (2H, w. c), 7,39 (1H, g), 7.68 (1H, 1),
7,79 (1H,7),7,58 (4H, an), 8,12 (1H, g).

TakuMm YMHOM, pe3ynbTaTOM BMHAXOAY € CMPOLUEHHS CUHTE3y 6-aMiHO-3-LiaHonipuaoHIB-2 3aranbHoi gopmynu |,
BHACIMiAOK 3MEHLUEHHA CTagil Ta YCYHEHHSA TOKCUYHUX peareHTiB.



