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Cnocib ogepxaHHsa noxigHux rigpoxnopugis 1,3-gurigpo-2H-iHgon-2-imiHiB 3aranbHoi hopmynu:

NH
R? N HCI

e (a) R=R1=R2=R3=R4=H,

(b) R=CH3s, R1=R2=R3=R4=H,

(c) R2=CHs, R=R1=R3=R4=H,

(d) R1=Br, R=R2=R3=R4=H,

(e) Rs=Br, R=R1=R2=R4=H,

(f) R4=Br, R=R1=R2=Rs=H,

(9) Rs=Br, R=CHjs, R1=R2=R4=H,

(h) R2=F, R=R1=R3=R4=H,

() Rs=F, R=R1=R2=R4=H,

()) R2=Cl, R=R1=R3=R4=H,

(k) R2=Cl, R=CHs, R1=R3=R4=H,

() R2=Br, R=R1=R3=R4=H,

LUNAXOM rigponi3y NoxigHoi cnonyku iH4oNkapboHOBOI KMCNOTM BOOHUM PO34YMHOM COMSIHOT KMCIOTH,
AKAA BIOPI3HAETBCA TUM, WO $K MOXigHY CMOMyKy iHOONKapOOHOBOI KWCNMOTM BMKOPUCTOBYHOTH
peyoBuHY, BWOpaHy 3 psdy: xmnop-, 6pom-, dTOp-, MeTun- noxigHa eTun 2-amiHoiHgon-3-
kapbokcunaTiB. PoO34MH consdHOi KMCNOTU BUKOPMCTOBYIOTL 20 %-HOi KOHUEHTpauii 3 noganbunm
BUOINEHHAM LiNbOBUX NPOAYKTIB 3arafbHONPURHATUMM MeTOogaMN.
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KopucHa mopenb HanexuTb A0 OpraHiyHoi ximii, a came Ao cnocoby cuHTe3y MNoXigHUX
rinpoxnopwugis 1,3-aurigpo-2H-iHaon-2-iMiHiB 3aranbHoi popmynu:

R

NH
N
R} ! HCI
R
R
! (),

ae (a) R=R1=R2=R3=R4=H,

(b) R=CHs, R1=R2=R3=R4=H,

(c) R2=CHs, R=R1=R3=R4=H,

(d) R1=Br, R=R2=R3=R4=H,

(e) R:=Br, R=R1=R2=R4=H,

(f) R4=Br, R=R1=R2=R3=H,

(9) R3=Br, R=CH3s, R1=R2=R4=H,

(h) R2=F, R=R1=R3=R4=H,

(i) Rs=F, R=R1=R2=R4=H,

() R2=Cl, R=R1=R3=R4=H,

(k) R2=Cl, R=CHs, R1=R3=R4=H,

() R2=Br, R=R1=R3=R4=H.

Y npupoai noxigHi 1,3-gurigpo-2H-iHgon-2-imiHiB  (TayTOoMep 2-amiHOiHAOMY) € OCHOBHOM
CTPYKTYPHOIO OAuHWLE0 abo BaXnMBMM KOMMOHEHTOM bGaratbox npupogHux ankanoigis [1]. BoHu
TakoX MalTb 3HAYEHHS Yy Po3pobLui NOTEHUINMHO KOPUCHMX BioakTMBHWMX Cnonyk - o-kapboniHis [1].
CuHTesn a-kapboniHiB 3acHoBaHi Ha koHgeHcauisx 1,3-gurigpo-2H-ingon-2-imiHiB 3 1,3-
gienektpodinamu [2-5]. CTpykTypa o-kapboniHiB 3ycTpivaeTbCsa y NPUPOOHNX COMyKax, ane iHTepec
CTaHOBMATb | CMHTETUYHI noxigHi. [eski BMBYaNuCA SK MOTEHUiVHI Nikn NpoTK eninencii, xsopobu
MapkiHCOHa Ta MPOTUTPUBOXHI 3acobu. [ns geskmx o-kapboniHie Gyna BusABneHa NPOTUNYXMMHHA
aKkTuBHICTb [1].

Y nitepaTypi onucaHo crnocobu opepXaHHA noxigHwux rigpoxnopuais 1,3-gurigpo-2H-iHgon-2-
iMiHiB [6, 7]. [poTe BMXOAM LiNbOBUX NPOAYKTIB 3@ BiAOMUMK cnocobamm Hu3bki: 26,2 % [6] i 36 % [7]
npw BUKOPUCTaHHI TPNTOPOLTOBOI KMCITOTU K MAponi3yroyoro areHTa.

Hanbnmkumm 3a TEXHIYHOI CYTTIO Ta 4OCArHYTUM pe3yrnbTaToM A0 3asiBneHoro cnocoby smbpaHo
BijomMuUi cnocib ogepxaHHsi HesamilleHoro rigpoxnopugy 1,3-avrigpo-2H-iHgon-2-imiHy [8]. Cnocib
NPUAHATO 3a HAUONMXKYMI aHanor.

Cxema 1 peakuii Bigomoro cnocoby 3a Hanbnmx4nm aHanorom:

Cxewma 1
VA
o) o
(M 2
N4 i \ NE @ ®:NH
N OH H H HCI

1 2 3

B pesynbrarti peanisauii Bigomoro cnocoby (Hanbnwk4yoro adanora) [8], Akui BkoYae
ABOCTafiHe nepeTBOpPeHHs iHgon-2-kapboHoBoi kucnotu 1 Ha kapbamat 2 (ctagia 1) 3
BUKOPUCTaAHHAM andbeHindgocdopunasmgy, a gani rigponis kapbamaty 2 3 BMKOpUCTaHHAM 36 %-ro
BOOHOIMO PO34YMHY CONSAHOI KUCMNOTU SK FigPOSi3yoyoro areHTa 3 ogep)KaHHSM KiHLEBOro MpoaykTy 3
(cTagia 2). B pesynbrati peanisauii HAaNGNIMKYOro aHanora ogepXyTb NPoaykT 3 - rigpoxnopug 1,3-
avrigpo-2H-ingon-2-imivy dopmynu (1) HesamiweHnn, ge R, Ri1, Rz, Rs, Ra=H.

Hanbnwkuunin aHanor i KopucHa MOAernb MatoTb CiflbHI CYTTEBI O3HAKW:

- NPU3HAYeHHSs - CUHTE3 NoXigHUX rigpoxnopuais 1,3-aurigpo-2H-iHaon-2-imiHis;
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- BMXiZHi CNOMyKM - NOXiaHi iHOoMN-2-kapboHOBOI KMCIOTY;

- OHAKOBWIA FigPONi3yOYMI areHT - BOOHWA PO3YUH CONSIHOT KUCMOTMW.

Binomwnii cnoci6 [8] Mae HM3KYy CyTTEBUX HEOONIKIB!

- HM3bKa EKOHOMIYHICTb TEeXHOMOorii Yepe3 HU3bKWMA CyMapHWA BUXiA KiHLUEBOro MPOAYKTY Ha
cragiax (1) i (2) (36 %);

- Hebe3neuHicTb  TexHomorii  ans  nepcoHany, ©0 nepegbayeHO  BUKOPUCTaHHA
BNbyxoHebeaneyHoro andeHingocdopunasmay Ha cragii (1);

- BY3bKU aCOPTUMEHT KiHLEBMX MOXiAHUX CMOMYK, OCKINIbKM 3a BiZOMUM CMOCOOOM OAEpPXKYHOTb
TiNbKN 1 He3aMiLLeHY LiNbOBY CMONYKY;

- HepocTaTHS EKONOrYHICTb BiQOMOI TEXHOMOril, OCKifIbKM $K peareHT 3acTOCOBYETbCH
KOHLIEHTPOBaHWI PO34MH COMSIHOT KMCIOTH (36 %).

B ocHoBy KopuCHOI Mogeni nocTaBneHo 3agadvy B cCrnocobi ogepkaHHsl NMOXigHWX rigpoxnopuais
1,3-gurigpo-2H-iHaon-2-iMiHiB  LUNSXOM 3aMiHM BUXIQHOI CMOMYKM Ha PevYoBUHY, BMOpaHy 3 pagy
noxigHWX eTun 2-amiHoiHOon-3-kapbokcunatiB i 3HWXKEHHsI KOHLeHTpauii rigponisytlo4oro areHTa
(consHol kncnotn) 3 36 % Ao 20 %, Wo A03BONWUIO CUHTE3YBaTWM B OOHY CTaAilo LinboBi NPOAYKTH, a
came 12 pisHo3amieHnx rigpoxnopuais 1,3-aurigpo-2H-iHoon-2-imiHiB, 3 BUCOkMMKU Buxogamu (76-
86 %) i YMCTOTO KiHLEBUX NPOAYKTIB, MPOCTUM CnocoboM BuaineHHs. BuxigHi cnonykum - etun 2-
amiHoiHgon-3-kapbokcmunatn - [OCTYMHI  PEYOBUHW, METOAM CUHTE3y SKuX npocTi Ta gobpe
BignpauboBaHi [9].

MocTaBneHa 3agaya BUPIWYETbCA TUM, LO 3anpornoHOBaHO Crnocid ogepaHHs MOXigHWX
rigpoxnopwugie 1,3-aurigpo-2H-iHaon-2-iminiB 3aranbHoi popmynu (1):

R

NH
N
R \ HCI
R
R
4 ",

e (a) R=R1=R2=R3=R4=H,

(b) R=CH3s, R1=R2=R3=R4=H,

(c) R2=CHs, R=R, =R3=R4=H,

(d) R1=Br, R=R2=R3=R4=H,

(e) Rs=Br, R=R1=R2=R4=H,

(f) Ra=Br, R=R1=R2=R3=H,

(9) Rs=Br, R=CHs, R1=R2=R4=H,

(h) R2=F, R=R1=R3=R4-H,

(i) Rs=F, R=R1=R2=R4=H,

(i) R2=Cl, R=R1=R3=R4=H,

(k) R2=Cl, R=CH3s, R1-R3=R4=H,

() R2=Br, R=R1=R3=R4=H,

LWNAXOM Trigponidy noxigHOi Crnonyku iHOONKapOOHOBOI KMCMOTU BOAHUM PO3YUHOM CONSHOI
KUCMOTW.

HoBum y 3asBneHomy cnocobi € Te, WO B AKOCTi MOXiAHOI CMOMyKM iHOONKapboHOBOI KMCMOTH
BMKOPUCTOBYIOTb PEYOBUHY, BUBpaHy 3 psay: xnop-, 6pom-, ptop-, MeTnn-noxigHi etmn 2-amiHoiHaon-
3-kapbokcunariB, a po34MH CONSAHOI KUCNOTM BUKOPMCTOBYIOTb 20 %-HOi KOHLEHTpaLii 3 noganbwum
BUAINEHHAM UifTbOBUX NPOAYKTIB 3arafibHONPUNHATUMU MeTo4aMu.

3asBneHun cnocib oagepxaHHa  noxigHux  rigpoxnopuais  1,3-gurinpo-2H-iHoon-2-imiHiB
inocTpyetbes Cxemoto 2.

Cxema 2
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Ry
20 % HCI R
_—
NH
N
R \ HCI
R, R
1 a-l 2 a-l

ae 1, 2 (a) R=R1=R2=R3=R4=H, (b) R=CHs, Ri1=R2=R3=R4=H, (c) R2=CHs, R=R1=R3=R4=H, (d)
R1=Br, R=R2=R3=R4=H, (€) R3=Br, R=R1=R2=R4=H, (f) Rs=Br, R=R1=R2=R3=H, (g) Rs=Br, R=CHs,
Ri=R2=R4=H, (h) R2=F, R=Ri1=R3=Rs=H, (i) Rs=F, R=Ri=R2=R4=H, (j) R2=Cl, R=R1=R3=R4=H, (k)
R2=Cl, R=CHs, R1=R3=R4=H, (I) R2=Br, R=R1=R3=R4=H.

MiX CyKymnHICTIO O3HaK KOPWCHOI MoAeni i TeXHIYHMM pe3ynbTaToMm, SKOro JocsaraloTb npu i
peanisauii, iCHye NPUYNHHO-HACMIOKOBUN 3B'A30K.

CknapoBi peareHTV Ta pPeXMMW BIiAOMOI TEXHONOrii HEe MOXyTb 3abe3neynTn EeKOHOMIYHICTb,
6e3neyHiCTb, EeKONOriYHICTb, LUIMPOKNA aCOPTUMEHT OAepXKaHNX NPOSYKTIB.

Heponikn Bioomoi TexHoNorii ycyBatTbCs 3asiBNIEHNM COcoOoM.

3aBOsKkM 3aCTOCYBaHHIO HOBOI BMXIOHOI CMOMYKM MepeBarol 3anpornoHOBAHOrO Crnocoby €
MOXIMBICTb CMHTE3Y 12 pisHOo3aMileHNX PTOp-, XNop-, 6poOM- METUNNOXiAHMX 2-iMiHOIHAOMIB.

3asBneHun cnocib € TakoX EKOHOMIYHO BUrigHUM, 60 MNOPIBHSAHO 3 HaWONMXYMM BiOOMUM
cnocobom BuXxig LinboBUX NpoAykTiB 3pocTae 3 36 Ao 76-86 %.

3aaBneHun cnocib € Binbl ekonoriYyHnM, OCKINbkM nepegbavae 3HMKEHHS KOHLEeHTpaLii ConsHoi
kncnotun 3 36 go 20 %, siky nicns BiArOHY 3 peakuiiHOl CyMilli MOXXHa BMKOPUCTOBYBaTWU MOBTOPHO.
OTpumaHi cnonykn He NOTpebyoTb A0AATKOBOrO OUYULLIEHHS.

3asBneHa TexHonorid opepxaHHA rigpoxnopugis  1,3-gurigpo-2H-iHgon-2-iviHiB €  BinbLu
Oe3ne4yHoOl0 ONS  nepcoHany, OCKINIbKM  BUKMKOYAE  BUKOPUCTAHHA  BuByxoHebe3neyHoro
andeHindgocdoprnasungy.

BynoBa Ta cknag oTpMMaHuX Cnosyk BCTAaHOBMEHI 3@ JONOMOIOK efeMEHTHOro aHanisy, CnekTpis
AMP H, a Takox mac-cnekTpis.

KopucHy mMoaenb intoCcTpyloTb MeToa ofepXaHHs noxigHux rigpoxnopugis 1,3-gurigpo-2H-ingon-
2-iMiHIB Ta @i3MKO-XiMiYHI XapaKTepPUCTUKM BCiIX CUHTE30BaHWX CMONyK, HaBedeHi Yy 3aranbHin
MeToamui Ta npuknagax 1-12.

3aranbHa meToavKa 3asBreHOro cnocoby opepxaHHa noxigHux rigpoxnopugis 1,3-gurigpo-2H-
iHgon-2-imiHiB (2a-1):

0,1 momnb BignoBsigHMX amiHo-eqipiB (1a-1) cycnenagytotb y 100 mn 20 % consHoI kKucnotu, Ang
3MOuYyBaHHs gogatoTb 10 M cnupTy Ta cymiw KMn'atate 40 XBUNUH OO0 PO3YUHEHHST BUXIOHUX CMOMNYK
(1a-1). PosunH oinbTpytoTe i ynaptowTb Ha 3/4 ob'emy. OxonogxyloTb, ocafd QinbTpyoThb.
MpoMMBalOTb aUETOHITPUNIOM Ta KUMN'ATATb B aUETOHITPUNI AN BUAANEHHS 3anuLlkiB CONSHOI
kucnotu. BigirHany 20 % consgHy KMCMNOTY MOXHa BUKOPUCTOBYBATWM BApYre ANS rigpornidy noxigHux
(1a-1).

Mpuknag 1. Migpoxnopug 1,3-gurigpo-2H-iHaon-2-imiHy (2a). OTpuMmytoTb rigponisoMm etun 2-
amiHo-iHgon-3-kapbokeunaTy (1a). Buxig 78 %. T.1. 217 °C. 'H NMR (400 MHz DMSO-Ds): 4,17 (2H,
¢, CH2), 7,13 (1H, T, J=7,6, H-6), 7,24 (1H, g, J=7,6 Hz, H-7), 7,31 (1H, 1, J=7,6, H-5), 7,42 (1H, g,
J=7,6 Hz, H-4), 9,92 (1H, ¢, NH), 10,23 (1H, ¢, NH), 12,45 (1H, c, HCI). Mac-cnektp (LCMS), m/z
(lsign, %0): 133 (M+1) (100). 3HangeHo, %: C 72,66; H 6,14; N 21,25. CgHgN2. O6uncneHo, %: C 72,70;
H 6,10; N21,20.

Mpuknag 2. ligpoxnopug 1-meTtun-1,3-gurigpo-2H-iHgon-2-imiHy (2b). OTpuMyOTb Tigponisom
etnn 2-amiHo-1-meTtun-iHgon-3-kapbokcunaty (1b). Buxig 76 %. T.t. 211 °C. 'H NMR (400 MHz
DMSO-Ds): 3,52 (3H, ¢, CHs), 4,19 (2H, c, CH2), 7,21 (1H, 1, J=7,6, H-6), 7,29 (1H, g, J=7,6 Hz, H-7),
7,41 (1H, 1, J=7,6, H-5), 7,46 (1H, g, J=7,6 Hz, H-4), 10,07 (1H, c, NH), 10,52 (1H, c, NH). Mac-
cnektp (LCMS), m/z (lsign, %): 147 (M+1) (100). 3HangeHo, %: C 73,89; H 6,85; N19,19. CoHioNo.
O6uuncneHo, %: C 73,94; H 6,89; N19,16.

Mpuknag 3. lgpoxnopug 5-metun-1,3-aurigpo-2H-iHgon-2-iMiHy (2c¢). OTpumyloTb rigponisom
etnn 2-amiHo-5-meTuningon-3-kapbokcunaty (1c¢). Buxig 82 %. T.t. 226 °C. 'H NMR (400 MHz
DMSO-Ds): 2,29 (3H, ¢, CH3), 4,13 (2H, ¢, CH2), 7,08 (2H, m, H-6, H-7), 7,22 (1H, ¢, H-4), 9,85 (1H, c,
NH), 10,10 (1H, ¢, NH), 12,31 (1H, c, HCI). Mac-cnektp (LCMS), m/z (lsign, %): 147 (M+1) (100).
3HangeHo, %: C 74,00; H 6,85; N 19,18. CoH1oN2. O6umncneHo, %: C 73,94; H 6,89; N 19,16.
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Mpuknapg 4. ligpoxnopug 4-6pom-1,3-gurigpo-2H-ingon-2-imivy (2d). OTpuMytoTb rigponisomMm eTun
2-amiHo-4-6pomingon-3-kapbokeunaty (Id). Buxig 83 %. T.1. 252 °C. 'H NMR (400 MHz DMSO-Ds):
4,15 (2H, ¢, CH2), 7,21 (1H, g, J=7,6 Hz, H-5), 7,28 (1H, T, J=7,6 Hz, H-6), 7,33 (1H, g, J=7,6 Hz, H-
7), 10,12 (1H, c, NH), 10,31 (1H, c, NH), 12,57 (1H, c, HCI). Mac-cnektp (LCMS), m/z (lsian, %): 211
(M+1) (96), 213 (M+1) (100). 3HangeHo, %: C 45,50; H 3,39; N13,22. CsH7BrN2. O6uuncneHo, %: C
45,53; H 3,34; N 13,27.

Mpuknapg 5. Nigpoxnopwug 6-6pom-1,3-gurigpo-2H-ingon-2-imivy (2e). OTpyMyoTb FigponisoMm eTun
2-amiHo-6-6pominaon-3-kapbokeunaty (1e). Buxig 86 %. T.p. >200 °C. 'H NMR (500 MHz DMSO-Ds):
4,15 (2H, c, CH2), 7,30 (1H, g, J=7,5 Hz, H-5), 7,35 (1H, g, J=7,5 Hz, H-4), 7,40 (1H, c, H-7), 10,20
(1H, c, NH), 10,38 (1H, c, NH), 12,51 (1H, c, HCI). Mac-cnektp (LCMS), m/z (lsigs, %0): 211 (M+1)
(100), 213 (M+1) (83). 3HangeHo, %: C 45,57; H 3,36; N 13,24. CsH7BrN2. O6umcneHo, %: C 45,53; H
3,34; N 13,27.

Mpuknag 6. Migpoxnopua 7-6pom-1,3-gurigpo-2H-iHgon-2-imiHy (2f). OTpumytoTb rigponisom eTun
2-amiHo-7-6pomiHgon-3-kapbokeunaty (If). Buxig 80 %. T.p. 254 °C. *H NMR (400 MHz DMSO-Ds):
4,31 (2H, ¢, CH2), 7,07 (1H, 1, J=7,5 Hz, H-5), 7,40 (1H, a, J=7,5 Hz, H-6), 7,49 (1H, g, J=7,5 Hz, H-
4), 9,38 (1H, ¢, NH), 10,64 (1H, ¢, NH), 12,60 (1H, c, HCI). Mac-cnektp (LCMS), m/z (lsias, %): 211
(M+1) (93), 213 (M+1) (93). 3HargeHo, %: C 45,57; H 3,36; N 13,24. CsH7BrN2. ObuncneHo, %: C
45,53; H 3,34; N 13,27.

Mpuknag 7. Tigpoxnopug 6-6pom-1-metun-1,3-gurigpo-2H-iHgon-2-iminy  (2g). OTpumytoTb
rigponiaom etun 2-amiHo-1-meTtun-6-6pomiHgon-3-kapbokcunaty (1g). Buxig 79 %. T.p. 275 °C. 'H
NMR (400 MHz DMSO-Ds): 3,49 (3H, c, CHs), 4,16 (2H, c, CHz), 7,40 (2H, m, H-7, H-5), 7,61 (1H, c,
H-4), 10,11 (1H, ¢, NH), 10,58 (1H, c, NH). Mac-cnektp (LCMS), m/z (lsign, %): 225 (M+1) (93), 227
(M+1) (93). 3HangeHo, %: C 48.08; H 4.00; N 12.41. CoHoBrN2. O6uncneHo, %: C 48.03; H 4.03; N
12.45.

Mpuknag 8. MNigpoxnopua 5-prop-1,3-gurigpo-2H-ingon-2-imiHy (2h). OTpumMytoTb rigponisom eTun
5-pTop-2-amiHoiHgon-3-kapbokcunaty (1h). Buxig 81 %. T.p. 216 °C. 'H NMR (400 MHz DMSO-Ds):
4,20 (2H, ¢, CH2), 7,09 (1H, m, H-6), 7,21 (1H, m, H-4), 7,29 (1H, g, J=8,0 Hz, H-7), 10,09 (1H, c, NH),
10,50 (1H, ¢, NH), 12,50 (1H, c, HCI). **F AMP 376,5 MHz (DMSO-ds): -120,24. Mac-cnektp (LCMS),
M/z (lsigw, %): 151 (M+1) (100). 3HangeHo, %: C 63.91; H 4.72; N 18.60. CsH7FN2. O6uucneHo, %: C
63.99; H 4.70; N 18.66.

Mpuknag 9. Tigpoxnopug 6-dpTop-1,3-aurigpo-2H-iHaon-2-iminy (2i). OTpuMyOTb rigponizom eTun
6-dpTOop-2-amiHoiHgon-3-kapbokcunaty (1i). Buxig 82 %. T.p. 221 °C. THNMR (400 MHz DMSO-Ds):
4,11 (2H, ¢, CH2), 6,86 (1H, 18, J=8,4 Hz, J=2,4 Hz, H-5), 7.04 (1H, og, J=8,4 Hz, J=2,4 Hz, H-4),
7,30-7,40 (1H, m, H-7), 10,26 (1H, c, NH), 10,47 (1H, c, NH), 12,50 (1H, c, HCI). °F AMP 376,5 MHz
(DMSO-ds): -114,22. Mac-cnektp (LCMS), m/z (lsigs, %): 151 (M+1) (100). 3HanpeHo, %: C 63.95; H
4.74; N 18.62. CgH7FN2. O6umncneHo, %: C 63.99; H 4.70; N 18.66.

Mpuknag 10. MNgpoxnopug 5-xnop-1,3-gurigpo-2H-iHgon-2-iminy (2j). OTpumMytoThb rigponisom eTun
5-xnop-2-amiHoiHoon-3-kap6okcunaty (1j). Buxig 84 %. T.p. 243 °C. 'H NMR (400 MHz DMSO-Ds):
4,17 (2H, ¢, CH2), 7,18 (1H, g, J=8,0 Hz, H-7), 7,29 (1H, A A, J=8,4 Hz, J=1,6 Hz, H-6), 7,43 (1H, ¢, H-
5), 10,15 (1H, c, NH), 10,41 (1H, ¢, NH), 12,55 (1H, ¢, HCI). Mac-cnektp (LCMS), m/z (lsigx, %): 166
(M+1) (100), 168 (M+1) (71). 3HangeHo, %: C 57.63; H4.25; N 16.86. CsH7CIN2. ObuncneHo, %: C
57.67; H4.23; N 16.81.

Mpuknag 11. T[igpoxnopug 1-metun-5-xnop-1,3-gurigpo-2H-iHgon-2-imiHy  (2k). OTpumyioTb
rigponizom etun 1-meTun-5-xnop-2-amiHoiHgon-3-kapbokeu-naty (1k). Buxig 80 %. T.p. 281 °C. *H
NMR (500 MHz DMSO-Ds): 3,48 (3H, ¢, CHs), 4,19 (2H, c, CH2), 7,30 (1H, a, J=8,5 Hz, H-7), 7,46
(1H, g, g, J=8,5 Hz, J=1,5 Hz, H-6), 7,54 (1H, c, H-5), 10,09 (1H, c, NH), 10,57 (1H, c, NH). Mac-
cnektp (LCMS), m/z (leign, %): 181 (M+1) (100), 182 (M+1) (36). 3HangeHo, %: C 59,80; H 5,06; N
15,54. C9HoCIN2. O6uuncneHo, %: C 59,84; H 5,02; N 15,51.

Mpuknag 12. Tigpoxnopug 5-6pom-1,3-gurigpo-2H-iHgon-2-imiHy (21). OTpumyloTb rigponisom
eTun 2-amiHo-5-6pomiHgon-3-kap6okeunarty (11). Buxig 85 %. T.1. 259 °C. H NMR (400 MHz DMSO-
De): 4,17 (2H, c, CH), 7,00 (1H, g, J=8,2 Hz, H-6), 7,08 (1H, g, J=8,2 Hz, H-7), 7,62 (1H, ¢, Hz, H-4),
10,12 (1H, ¢, NH), 10,31 (1H, ¢, NH), 12,57 (1H, c, HCI). Mac-cnektp (LCMS), m/z (lsigs, %): 211
(M+1) (96), 213 (M+1) (100). 3HangeHo, %: C 45,51; H 3,40; N 13,21. CsH7BrN2. O6uucneHo, %: C
45,53; H 3,34; N13,27.
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®OPMYINA KOPUCHOI MOJENI
Cnocib ogepxaHHS noxigHux rigpoxnopugie 1,3-aurigpo-2H-iHoon-2-iMiHiB 3aranbHoi opMyInu:

R

NH
N
R} \ HCI
R, R

e (a) R=R1=R2=R3=R4=H,

(b) R=CH3s, R1=R2=R3=R4=H,

(¢) R2=CHs, R=R1=R3=R4=H,

(d) R1=Br, R=R2=R3=R4=H,

(e) R3=Br, R=R1=R2=R4=H,

(f) R4=Br, R=R1=R2=R3=H,

(9) R3=Br, R=CH3s, R1=R2=R4=H,

(h) R2=F, R=R1=R3=R4=H,

(i) Rs=F, R=R1=R2=R4=H,

() R2=Cl, R=R1=R3=R4=H,

(k) R2=Cl, R=CHs, R1=R3=R4=H,

() R2=Br, R=R1=R3=R4=H,

LUNSAXOM rigponi3y NOXigHOI Cnonykn iHAONKapboHOBOI KMCIOTU BOAHMM PO3YMHOM COJISIHOT KMUCMOTH,
AKAA BiAPI3HAETbLCA TUM, WO SK MOXiOHY CMONyKy iHOONKapOOHOBOI KUCNOTW BUKOPUCTOBYIOTh
peyoBuHy, BubpaHy 3 psgy: xmop-, 6pom-, dTOp-, MeTwun-noxigHa eTun 2-amMiHoiHAon-3-
KapboKcunaTiB, a PO34YMH CONMSHOI KUCMOTU BUKOPUCTOBYIOTL 20 %-HOi KOHLEHTpauii 3 noganbium
BUAINEHHAM LiNbOBUX NPOAYKTIB 3aranbHOMNPUAHATUMU METOLAMMU.
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