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HOJIM®YHKINOHAJIBHBIE ITUPA30JIbI

8*. CHHTE3 6-AJIKAJI-2-APWJI-2H-TIAPA30.J10[4,3-d| [TAPUMU A H-
5,7(4H,6 H)-AJNOHOB HA OCHOBE 2THJIOBBIX 2®HUPOB
1-APNJI-4-U301IUAHATOIINPA30.I-3-KAPBOHOBBIX KUCJIOT

[Mpennoxken MeTox mojdydeHus 6-ankui-2-apui-2H-nupasono[4,3-d|nupuMunnH-
5,7(4H,6H)-1MOHOB, 3aKIIIOYAIOIIUICS BO B3aWMOJICHCTBMM 3THIIOBBIX 3¢QupoB 1-apui-
4-n30nuMaHaTONNPAa30II-3-KapOOHOBBIX KHUCIIOT ¢ anu(aTHIECKUMH aMHHAMH H MTOCIEAYIO-
el nuKIM3aiuu 00pasyromuxcst 3QuUpoB 4-ypenaonupason-3-kapOoHOBBIX KHUCIOT TOJ
JIEICTBUEM OCHOBaHUM.

KiroueBble ciaoBa: 6-ankwi-2-apmimiupa3oino[4,3-d|nupumuans-5,7-010HsL, |-apui-
4-ypeuonupasoii-3-kapOOHOBBIC KHCJIOTHI, |-apui-3-3TOKCHKapOOHMIIHPa30i-4-kapoo-
HOBBIE KHCIIOTBHI, 3THJIOBBIE 3QupHl |-apmi-4-GopMumImupaszon-3-kapOOHOBBIX KHCIIOT,
STHIIOBBIE APUPBI 1-apuii-4-U301MAHATONHPA301-3-KapOOHOBBIX KHUCIOT, BHYTPHUMOJIEKY-
JSIpHAST [IUKITH3a1lHsL.

[Mupazono[4,3-d|nupumunnH-5,7-THOHBI TIPEACTABISIOT CO00H (hapMaKoIOTH-
YECKH TEPCIEKTHBHBIE TeTEPONUKINIECKHE CHCTEMBl. BECOMBIM OCHOBaHWMEM HX
CHUCTEMHOTO HCCIIEJIOBaHUS CTaj0 OOHapykeHHe cpeau HuX C-HYKICO3UITHOTO
aHTHOMoTHKa okcoopmurmHa b [2], CTUMYISATOPOB MHCYJIMHOBOU cekpennd [3],
aHTaroHHWCTOB KOPTHKOTPOIHMHOCBOOOXKIAIONINX PELENTOpOB [4], CEIeKTUBHBIX
WHAYKTOpOB KambnuotoHWHa [5]. IlpencraButenu mmpazono[4,3-d|nupumMuanH-
5,7-TMOHOB TaKXe SBISAIOTCS BXXHBIMA CHHTOHAMHU JUIS W3alfHA aHTarOHHCTOB
aJICHO3WHOBBIX PENenTopoB [6, 7] u ¢IIyOpecCleHTHBIMH 30HIaMH B PEIeNTop-
CBSI3YIONINX YH3MMATHIECKUX cUcTeMax [8].

Jns momydenus nmupaszono[4,3-d|mupuMuIuH-5,7-THOHOB OOBIYHO HCITONB3YIOT
mBa merona. IlepBerii w3 HHX Oa3upyeTcs Ha NHPA30JIOAHHETHPOBAHHUH TIOJH-
(hyHKIIMOHANBHBIX ypamuiioB [5, 9—11]. B ocHOBe BTOpOTO JEXUT MPHUHITUI
(hopMupoOBaHUS MUPUMHINHOBOTO IHKIA 32 CYET BHYTPUMOJEKYJISPHON KOHJICH-
caruu amunoB [12—15] wim a¢upos [16] 4-amuHOIHPa301-3-KapOOHOBEIX KHCIIOT.
Crnemyer OTMETHTBb, YTO B IOCIEJAHEM CIydae B KadecTBe OJIIEKTPOMUIBHOMN
COCTABJISFOIIEH TSI 3aMBbIKaHVSI MTUPUMHUAMHOBOTO KOJIBIIA HCITONB3YIOTCS TPYIHO-
JIOCTYIIHBIE W TOKCHYHBIE aNKWiIn3olnuaHatel. Kpome 3Toro, cuHTeTHYEeCKas
[IEHHOCTh CIIO0CO0a HEBBICOKA BCIEACTBUE CIIOKHOCTH BBIAEICHUS WCXOIHBIX
3¢upoB 4-aMHHONNPA30II-3-KapOOHOBBIX KHUCIIOT, KOTOPBIE 00Pa3yIOTCsl B CMECH C
U30MEpPHBIMA dPUpaMu 4-aMIHOITHUPA30II-5-KapOOHOBBIX KHCIIOT.

Hamu mpennoxena Gonee 3¢ ¢dekTHBHAS W MpemapaTHBHO MpHEMIIEMas METO-
KA Ju3aiiHa 6-ankui-2-apuimpasonol4,3-d|mupuMuauH-5,7-1M0HOB, KOTOpas
MpeaIoaaraeT HWCIOJIb30BAaHHE B KAaueCTBE KIIOYEBBIX CHHTETUYECKHX WHTEP-
MEINATOB STUIOBBIX 3QHPOB 4-H301MaHATONTUPA30I-3-KapOOHOBON KUCIOTH 3a,b.

* Coobmienue 7 cm. [1].
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[Mocneanue rinagko obpasyrorcs MoauduimpoBanHon peakiein Kypruyca [17] u3
3-3TOKCUKapOOHMIITNPA301-4-KapOOHOBBIX KUCIIOT 2a,b, CHHTE3HMPOBAHHBIX B CBOIO
ouepenr OKUCIIeHHeM AOCTYNHBIX [18] adupoB 4-popmunmupaszon-3-kapOOHOBBIX
kucnoT la,b. Ilokazano, uro mpumMeHeHue 4-m3olmaHaTonupasonoB 3a,b umeer
MIPEUMYIIECTBO M0 CPaBHEHHUIO C IPUMEHEHHEM 4-aMHUHONHUPa30JoB [16], mockob-
Ky TIO3BOJISICT TIPY B3aMMOJICHCTBUH C TIEPBUYHBIMU aMHHAMH TIOJIYYUTH IIUPOKUI
HabOp MHUPa30IMIMOYEBHH 4a—m, B TOM 4YHCIE W COJEPXKAIIUX B YPEUTHOM
(dparmenTe N-aikmidyHKIMOHAIN3UPOBAHHBIC 3aMecTUTeN. Hannune nocineannx
SBIISIETCS] IPUHINIMAIBHO BAXXHBIM IS JaJlbHEHIIeH pasHooOpa3Hold Moauduka-
UM upa3odo[4,3-d |nupuMUINHANOHOBON CHCTEMBI.

HccnenoBanne BO3MOKHOCTH BHYTPUMOJIEKYJISIPHON IUKIH3AINHA COEINHEHHIH
4a—m TmoOKa3aJi0, 4TO CYHIECTBEHHYIO POJIb B TaKOM IIPOIIECCE WTPAET 3aMECTH-
tenib R B ypeuanom ¢parmente. Tak, ypeunoddupsl 4a—gk—m, coxpepxkainue
CTepUYECKH He3aTpyAHEHHBIE AJKUIbHBIE 3aMECTUTENH, NMpU 00paboTKe Tuap-
OKCHJIOM Kaius (Meron A) unm mpem-0yTunaToM kanus (Meto b) mpereprnesaroT
BHYTPHUMOJIEKYJLSIPHYIO ITUKIN3ANMI0 ¢ 0OpazoBaHueM mupa3oio[4,3-d|muprumu-
JTUHINOHOB 5a—j ¢ BeIxomamu 57—78% (tabum. 1). B cBoio ouepess, B aHATOTHIHBIX
ycnoBusiX N-IMKIOTeKCcwl- Wi N-apuiypennioddupsl (coeaunenus 4h wmm 4i,j
COOTBETCTBEHHO) HE CKIOHHBI K 3aMBIKaHUIO NHPUMHAMHOBOTO IMKIA, a
MIOJIBEPTAIOTCS TUIPOIIN3Y ITOKCUKAPOOHIIIEHON IPYTIHI C 00pa30BaHUEM ypPEeUa0-
KHCIOT 6a—c. OOHapyKeHHBIH (aKT MOATBEPXKAACT ITOMHHHUPYIOIIEE BIIUSHUC
CTepUYECKHUX U AJIEKTPOHHBIX MapaMeTpoB 3amecTuTeneil y aroma N-3 ypeuaHoit
TPYIIBI Ha MPOLECC MUPUMHUI0OAHHEINPOBAHNSA COSTUHEHNH 4.
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KMnO, EtO OH 1) EtOCOCI, Et;N
MeZCO H,0 7\ THF, -10 °C, 0.5 u;
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1-3 a, 4a—j, Sa—g, 6a—c Ar =Ph, 1-3 b, 4k—m, Sh—j Ar = 4-BrC¢H,;
4, S5aR= n-C4H9; bR= (CHz)on, cR= (CHz)zNMez; eR= 4-C1C6H4CH2, fR= 4-MGC6H4CH2;
4d.k, 5d,h R = PhCH,; 4g,m, 5¢,j R = 4-MeOC4H,(CH,),; 41, 5i R = 4-MeOCH,CH;
4h, 6a R = cyclo-CeH, ; 4i, 6b R = Ph; 4j, 6¢ R = 4-MeC4H,
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Tabnuma 1
DU3UKO-XMMHYECKUE XaPAKTEPUCTHKU CHHTE3UPOBAHHBIX coeAnHenunii 4a—m, Sa—j

Haiineno, %
Coenu- Bpyrro- BEIYHCIICHO, (()% T. mn., Beixon, %
HEHHUE ¢dopmyna C H N °C (meTon)

4a C7H2,N,405 61.78 6.79 16.88 90-91 84
61.80 6.71 16.96

4b CsHgN4O4 56.72 5.61 17.35 73
56.60 5.70 17.60 155-157

4c C17H23N503 59.31 & 20.38 70
59.12 6.71 20.28 103-104

4d CyoHoN4O3 65.66 5.41 15.29 88
65.92 5.53 15.37 160-162

4e CyoH9CIN4O; 59.96 4.61 13.85 92
60.23 4.80 14.05 178-179

4f C,1HN,4O5 66.87 5.98 14.61 86
66.65 5.86 14.80 182-183

4g C22H24N404 64.93 m 13.87 77
64.69 5.92 13.72 105-106

4h C19H24N,4O5 64.15 6.80 15.68 87
64.03 6.79 15.72 100-101

4i CoHgN,4O3 65.08 5.18 16.01 90
65.13 5.18 15.99 134-135

4j CyoHoN4O3 65.85 5.60 15.29 87
65.92 5.53 15.37 148-149

4k CyoH9BrN4O3 54.41 4.19 12.48 81
54.19 4.32 12.64 160-161

41 C21H21BrN4O4 53.53 ﬂ 11.77 84
53.29 4.47 11.84 185-187

4m C22H23BrN4O4 54.03 M 11.36 150-151 73
54.22 4.76 11.50

5a CsHgN4O, 63.61 5.53 19.49 190-191 63 (A)
63.37 5.67 19.71 68 (b)

5b Ci3HnN,4O3 57.61 4.59 20.36 70 (A)
57.35 4.44 20.58 225-226

5¢ C5H7N50, 60.47 5.49 23.66 . 64 (b)
60.19 5.72 23.40 295-298

5d CsH14N4O, 67.68 4.31 17.45 78 (b)
67.92 4.43 17.60 282-284

Se CsH3CIN4O, 61.47 3.80 15.51 =300 74 (A)
61.28 3.71 15.88

5f C9HsN4O, 68.71 5.03 16.88 210212 77 (A)
68.66 4.85 16.86 75 (b)

5¢g CyoH gN,4O3 66.07 5.10 15.30 66 (b)
66.29 5.01 15.46 259-262

5h CsH3BrN4O, 54.70 3.16 14.31 67 (A)
54.43 3.30 14.10 279-283

5i C9H;5sBrN4O; 53.17 3.62 12.81 61 (b)
53.41 3.54 13.11 268-271
54.44 3.88 12.70 259-261

Ncxomubie n3onuanats! 3a,b mpeacTaBisroT coO00# CBETIIO-KENTHIE KPUCTAJITHI,
YyBCTBHTENBHBIE K BJare BO3AyXa M TPeOyIOMIHe MPUMEHEHUS CyXUX pacTBO-
puteneil. X cTpoeHHe cormacyercs ¢ pesyiabTaTaM crekrpockomun SIMP 'H,
atake ¢ gaHHEBIMEH WK crekTpoB, B KOTOPBIX HaOMIOAAOTCS WHTEHCHBHBIE
nonocs! mornomennst rpymr C=0 (1730 e ') u N=C=0 (2250 cm ). Crpykrypa
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Y COCTaB MPOMEXYTOUHBIX YPEHIOKapOOKCHIATOB 4a—m, a TaK)Ke KOHEUYHBIX IMPO-
IYKTOB 5a—j, 6a—c moATBepKIeHb KOMITJIEKCHBIM (PM3UKO-XUMUYECKUM HCCIIEI0-
BaHUEM C MPUMEHEHHEM METOJIOB 3JEMEHTHOTO aHaJIM3a, XPOMAaTO-MacC-CIIEKTPO-
metpun, MK u SIMP cnexrpockonuu (tadm. 1-4).

Takum 00pa3oM, YCTaHOBJICHO, YTO ITUJIOBBIC 3PUPHI 1-apui-4-u301uaHaTo-
MUPa30i-3-KapOOHOBBIX KUCIIOT SIBISIOTCS HOBBIMH yIOOHBIMH HCXOJHBIMU COEJIU-
HEHUSMH B TPENapaTHBHOM CHHTE3e 6-aimkui-2-apwi-2H-nupa3ono[4,3-d|oupu-
MuanH-5,7(4H,6H)-110HOB.

IKCIIEPUMEHTAJIBHASI YACTb

UK criextpsl 3apeructprpoBansl Ha criektpomerpe UR-20 B CH,Cl, (coenunenust 3a,b)
u B Tabnerkax KBr (ocrambubie coemunenns). Crextpst SIMP 'H u C 3amucansr na
npudope Bruket Avance DRX-500 (500 u 125 MI'y cootBerctBeHHO) B CDCl; (coenu-
Henusi 3a,b) u B IMCO-d¢ (ocTasnbHble coerHenus ), BHyTpeHHuii crannapt TMC. Macc-
CIIEKTpbI 3amMcaHbl Ha Xpomaro-macc-criektpomerpe Agilent LC/MSD SL; kononka
Zorbax SB-C18, 4.6 x 15 mm, 1.8 MxMm (PN 82(c)75-932); pactBoputenn: A — MeCN-H,0,
95:5, 0.1% Tpudropykcycnas kucinora, b — 0.1% BomHas TpudTopykcycHas KHCIOTa;
MOTOK 3JIF0eHTa 3 MJI/MUH; 00bEM BrpbickuBanus — 1 Mxi; Y@ nerekropsr: 215, 254, 285
HM; MeTo/ noHu3auuu XU npu atMocepHOM JaBieHNH, Mana3oH CKaHupoBaHus n/z 80—
1000. DnemenTHBIN ananu3 BhinoiHeH Ha npubdope Perkin Elmer CHN Analyzer B ananu-
THaeckoil mabopatopun WHcTHTyTa Oopranmdeckoit xumuun HAH VYikpannsl. Temmepatyps
TUIaBJIeHHs1 onpeneneHbl Ha crtonuke Koduepa n He ucnpasnenbl. Coenunenust la,b
CHUHTE3UPOBAHKI 10 MeToy [18].

1-Apnia-3-(3roxkcuxapoonnn)-1H-nupa3on-4-kap0oHoBble KHCJIOTHI 2a,b (obOmias
metoauka). K cycnensuu 7.90 r (0.05 mons) KMnO, B 50 mn anerona u 10 mn H,O
nmobasisaror mpu nepememmBarnd 0.05 momp 3¢upa 1la,b B 50 M ametoHa ¢ Takou
CKOPOCTBIO, dYTOOBI ~TeMIlepaTypa peaknuoHHOH cmecu He mnpesbimana 20 °C.
PeakimoHHyl0 cMech MEpeMEIIMBAlOT MPU KOMHATHOHM TeMmepaType B TeueHue 12 u,
BbIIMBAIOT B 200 MII JIeAsTHON BOJIBI, TBEPABIH 0Ca0K OT(GMIBTPOBHIBAIOT, MpoMbIBatoT 100
v H,O, ¢unbrpar nmoakucmstor 10 mur 20% HCL. O6pasoBaBmmiicss TBEPABIH OCaIOK
OT(HUIBTPOBBIBAIOT, MPOMBIBAIOT BOAOH (3 X 50 M), CymiaT U mepeKprCTaLTN30BBIBAIOT U3
EtOH.

Coenunenne 2a. Brxom 9.44 t (73%). benpie xpucrammer. T. mn. 139-140 °C.
UK crektp, v, cM : 1730 (C=0), 25402850 (COOH). Cniextp SIMP 'H, §, m. a. (J, I'):
1.39 3H, 1, J=7.2, OCH,CHs); 4.34 (2H, x, J = 7.2, OCH,CH3;); 7.39-7.42 (1H, m, H Ph);
7.50-7.55 (2H, m, H Ph); 7.92 (2H, n, J = 7.8, H Ph); 9.18 (1H, c, H-5); 11.98 (1H, c,
COOH). Haiineno, %: C 60.23; H 4.76; N 10.90. C;3H,N,0,. Beraucneno, %: C 60.00;
H 4.65; N 10.76.

Coenunenne 2b. Berxon 10.30 r (61%). Ceetno-xénteie kpuctamibl. T. i 168—170 °C.
UK crektp, v, em : 1730 (C=0), 2520-2860 (COOH). Criextp SIMP 'H, &, m. 1. (J, T'ny):
1.43 (3H, 1, J = 7.0, OCH,CH,); 4.28 (2H, x, J = 7.0, OCH,CHy); 7.63 (2H, 1, J = 8.2,
H Ar); 7.97 (2H, n, J= 8.2, H Ar); 9.16 (1H, c, H-5); 12.11 (1H, ¢, COOH). Haiineno, %:
C 45.80; H3.10; N 8.08. C;3H;;BrN,O,. Beruucneno, %: C 46.04; H 3.27; N 8.26.

ItunoBble 3¢upbl 1-apui-4-nzounanaro-1H-nupason-3-kapooHoBoii kuciaors! 3a,b
(obmas meromuka). K pacteopy 0.010 monp xucnotsr 2a,b u 2.7 mir (0.020 mons) Et;N
B30 v TI'® mpm mepemermmBanuu u oxnaxnaeHun no —10 °C mobaBmsror 1.65 T
(0.015 monb) aTHnxIOphopMHUaTa, IEPEMENIMBAIOT TIPH 3TOi Temieparype B Teuenue 0.5 4,
a 3ateM no0asisiror 1.62 1 (0.025 momas) NaN; B 10 ot H,O u nepememuBaroT mpu —10 °C
emeé B TeueHue 1 4. PeakunonHyro cmech BbulMBarOoT B 100 M sesHON BOABI, HKCTpa-
rupyror PhMe (3 x 25 mu), cymar Han 6e3BogasiM MgSO,, QUIBTPYIOT UM KHUIATAT IO
OKOHYaHHMs BblAeneHHusa a3oTra (~2 4). Tomyon ymapuBaioT B BakyyMme, TBEPABIH OCTAaTOK
MEePeKPUCTAIIIM30BBIBAIOT U3 cMecH OeH30J-TeKkcaH, 3:1.
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Tabnuma 2
UK un macc-cniekTpbl coeuHeHui 4a—m, Sa—j

Coexu- UK crekrp, v, cM ' Mace- Coeuit- UK crektp, v, cM ' Mace-
HEHUE C=0 NH m/(;n[ﬁlt\l/(l?l-’lr HEHUE C=0 NH m/czn[il/([iir

4a 1690, 1725 3255, 331 4m 1700, 3255, 488
3340 1725 3345

4b* 1690, 1725 3260, 319 5a 1675, 3345 285
3345 1715

4c 1695, 1720 3240, 346 Sh** 1675, 3360 273
3335 1720

4d 1700, 1730 3255, 365 5¢ 1670, 3365 300
3365 1715

4e 1690, 1730 3250, 399 5d 1670, 3350 319
3360 1715

4f 1685, 1730 3270, 379 Se 1675, 3360 353
3355 1720

4g 1700, 1725 3270, 409 5f 1675, 3370 333
3350 1720

4h 1695, 1720 3245, 357 S5g 1680, 3375 363
3345 1720

4i 1695, 1725 3250, 351 5h 1675, 3365 398
3360 1715

4j 1700, 1730 3245, 365 5i 1670, 3355 428
3355 1715

4k 1695, 1730 3245, 444 5j 1675, 3360 442
3365 1720

41 1700, 1725 3250, 474
3360

* y(OH) 3430.
% y(OH) 3405.

Coenunenne 3a. Beixox 2.10 r (82%). Ceemno-xénteie kpuctaiuibl. T. mi. 93-95 °C.
UK crektp, v, em 'z 1730 (C=0), 2250 (N=C=0). Cnextp SIMP 'H, §, m. 1. (J, I'n)): 1.44
(3H, 1, J = 7.4, OCH,CH,); 4.47 (2H, k, J = 7.4, OCH,CHj3); 7.34 (1H, T, J = 7.6, H Ph);
7.46 (2H, T, J = 7.8, H Ph); 7.66 (2H, n, J = 7.8, H Ph); 7.77 (1H, c, H-5). Haiineno, %:
C 60.30; H4.35; N 16.16. C3HN505. Beruucneno, %: C 60.70; H 4.31; N 16.33.

Coenunenne 3b. Bexox 2.57 1 (77%). XKénteie xpuctammel. T. mr 118-120 °C.
UK crektp, v, cM @ 1730 (C=0), 2250 (N=C=0). Criektp SIMP 'H, 8, m. a. (J, T'np): 1.41
(3H, 1, J = 7.2, OCH,CH;); 4.30 (2H, x, J = 7.2, OCH,CH3;); 7.61 (2H, n, J = 8.4, H Ar);
7.80 (1H, c, H-5); 7.95 (2H, 1, J = 8.4, H Ar). Haiineno, %: C 46.22; H 2.90; N 12.35.
C13H;oBrN;Oj3. Beruncneno, %: C 46.45; H 3.00; N 12.50.

Itunossie 3¢upsl 4-({[ankua(apuia)amMuHo|kapooHWI}aMiH0)-1-apui-1H-nupa-
30J1-3-kap0oHOBOl KHCJIOTHI 4a—m (oOmas meromuka). K pactBopy 0.002 moib
n3onuanata 3a,b B 5 mn PhMe no6asnsiror 0.002 MOJb COOTBETCTBYIOLIETO aMHHA U
OCTaBIISIIOT NPU KOMHATHOM TemriepaType Ha 3 4 (B ciy4ae anudaTH4eckux aMHUHOB) WIIH
KHISTAT B TedeHue 1 4 (B ciiyyae apoMaTHdeckux aMuHOB). K peakiiponHoii cmecu 100aB-
JSFOT 5 MUI TeKcaHa, depe3 | 4 00pa3oBaBIIMICS OCaIOK OT(QHUIBTPOBBIBAIOT, IIPOMBIBAIOT
TeKCaHOM, CyIIaT U MepeKpucTaILIN30BbIBaiOT n3 EtOH.

6-Ankun-2-apun-2 H-nupasono(4,3-d|lmmpumunun-5,7(4H,6 H)-nuonbl Sa—j u 4-ypeuno-
1-dennn-1H-mupa3on-3-kapooHOBbIe KHCIOTHI 6a—c (oOmas merommka). K pacrtBopy
0.12 1 (0.002 mop) KOH B 10 Mt EtOH (meton A) mmu 0.12 1 (0.001 momp) -BuOK B 10 Mn
TI'® (meron b) mobapnstor 0.001 monme ypennosdupa 4a—m ¥ KUNATAT B TEUeHHE 3 4.
Peaxmmonnyto cmech noaxucisitor 10% HCI o pH 2, oOpa3oBaBmmiicss ocalok OThUIBT-
POBBIBAOT, IPOMBIBAIOT BOJIOH, CyIIIaT M MEPEKPHUCTAILTN30BBIBaOT N3 AcOH.
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Tabnuma 3
Crextpsl SMP 'H coenunennii 4a—m, 5a—j

Coenu-
HEHHE

XuMmudeckue CIBUTH, O, M. 1. (J, ')

4a

4b

4c

4d

4e

4f

4g

4h
4

4j

4k

41

4m

Sa
5b
Sc

5d
Se

5f

Sg

Sh
Si

3
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0.89 (3H, T, J = 6.8, (CH,);CHy); 1.32-1.43 (7H, m, CH,CH,CH,CH3;, OCH,CHs); 3.11 (2H, T,
J=6.6, NHCH,); 4.38 (2H, k, J = 6.8, OCH,CH;); 7.37-7.55 (4H, m, H Ph, NH); 7.83 (2H, &,
J=28.2, HPh); 8.39 (1H, c, H-5); 8.68 (1H, ¢, NH)

1.35 (3H, 1, J = 6.8, OCH,CH;); 3.19 (2H, 1, J = 5.8, NHCH,CH,OH); 3.57 2H, T, J = 5.8,
NHCH,CH,OH); 4.38 (2H, k, J = 6.8, OCH,CH3); 4.75 (1H, ym. ¢, OH); 7.18-7.38 (4H, ™,
H Ph, NH); 7.83 (2H, n, J= 7.6, H Ph); 8.40 (1H, ¢, H-5); 8.82 (1H, ¢, NH)

1.37 (3H, 1, J = 6.8, OCH,CHjs); 2.17 (6H, ¢, N(CH,),); 2.32 (2H, T, J = 6.0, NHCH,CH,NMe,);
3.21 (2H, 1, J = 6.0, NHCH,CH,NMe,); 4.39 (2H, k, J = 7.2, OCH,CH,); 7.39-7.55 (4H, m, H Ph,
NH); 7.84 (2H, n, J= 8.0, H Ph); 8.48 (1H, ¢, H-5); 8.69 (1H, c, NH)

1.36 3H, 1, J = 6.8, OCH,CHs); 4.39 (2H, 1, J = 5.4, CH,Ph); 4.41 (2H, k, J = 6.8, OCH,CH;);
7.26-7.90 (11H, M, H Ph, NH); 8.52 (1H, ¢, H-5); 8.70 (1H, ¢, NH)

1.36 (3H, T, J= 7.2, OCH,CHs); 4.32 (2H, 1, J= 5.2, CH,Ar); 4.39 (2H, x, J = 7.2, OCH,CH5);
7.31 2H, 1, J = 7.6, H Ar); 7.33-7.44 (5H, m, H Ph); 7.84-7.92 (3H, m, H Ar, NH); 8.53 (1H,
¢, H-5); 8.69 (1H, ¢, NH)

1.36 (3H, T, J = 6.8, OCH,CHs); 2.29 (3H, ¢, ArCHs); 4.28 (2H, 1, J = 5.4, CH,Ar); 4.39 (2H, x,
J=6.8, OCH,CH,;); 7.15 2H, 1, J= 7.6, H Ar); 7.20 2H, 1, J=7.6, H Ar); 7.38 (1H, T, J= 7.6, H Ph);
7.53 2H, T,J=17.6, H Ph); 7.84-7.88 (3H, M, H Ph, NH); 8.49 (1H, ¢, H-5); 8.70 (1H, ¢, NH)

1.36 (3H, T, J = 7.2, OCH,CH,); 2.70 (2H, T, J = 6.8, NHCH,CH,Ar); 3.31 2H, 1, J = 6.8,
NHCH,CH,Ar); 3.73 (3H, ¢, OCH3); 4.38 (2H, k, J = 7.2, OCH,CH,); 6.87 (2H, n, J = 8.0, H
Ar); 7.16 2H, o, J= 8.0, H Ar); 7.37-7.56 (4H, m, H Ph, NH); 7.85 (2H, 1, J= 8.0, H Ph); 8.42
(1H, ¢, H-5); 8.70 (1H, ¢, NH)

1.06-1.08 (13H, M, SCH,, OCH,CH,); 3.48-3.53 (1H, M, NHCH); 4.39 (2H, k, J= 7.2, OCH,CH3);
7.28-7.55 (4H, m, H Ph, NH); 7.83 (2H, 1, /= 7.2, H Ph); 8.38 (1H, ¢, H-5); 8.67 (1H, ¢, NH)

1.38 (3H, 1,/ = 6.8, OCH,CHs); 4.41 (2H, k, /= 6.8, OCH,CHj3); 6.99 (1H, T, /= 7.2, H Ph); 7.29-7.42
(7H, m, H Ph); 7.87 (2H, 1, J="7.6, H Ph); 8.76 (1H, ¢, H-5); 8.82 (1H, ¢, NH); 9.84 (1H, ¢, NH)

1.35 (3H, 1, J = 7.0, OCH,CHs); 2.38 (3H, ¢, ArCHs); 4.42 (2H, k, J = 7.0, OCH,CHs); 7.09
(2H, o, J=17.6, H Ar); 7.39-7.56 (5H, m, H Ph); 7.87 (2H, 1, J= 7.6, H Ar); 8.76 (1H, ¢, H-5);
8.81 (1H, ¢, NH); 9.74 (1H, ¢, NH)

1.35 3H, T, /= 7.2, OCH,CHs); 4.34 (2H, n, J = 5.6, CH,Ph); 4.40 (2H, k, J = 7.2, OCH,CH;);
7.24-7.39 (SH, m, H Ph); 7.72 (2H, n, J = 7.8, H Ar); 7.86-7.91 (3H, m, H Ar, NH); 8.51 (1H,
¢, NH); 8.73 (1H, c, H-5)

1.35 (3H, T, J = 6.8, OCH,CHs); 3.74 (3H, ¢, OCH;); 4.25 (2H, 1, J= 5.6, CH,Ar); 4.38 (2H, x,
J = 6.8, OCH,CHzy); 6.86 2H, 1, J = 8.2, H Ar); 7.23 (2H, n, J = 8.2, H Ar); 7.70 (2H, n,
J=28.4, H Ar); 8.81-8.86 (3H, m, H Ar, NH); 8.47 (1H, c, NH); 8.74 (1H, c, H-5)

1.35 3H, 1, J = 7.2, OCH,CH3); 2.70 (2H, 1, J = 6.6, NHCH,CH,Ar); 3.31-3.38 (2H, M,
NHCH,CH,Ar); 438 (2H, , J= 7.2, OCH,CH,); 6.86 (2H, 1, J= 8.4, HAr); 7.16 2H, n, J=8.4,H
Ar); 7.44 (1H, ¢, NH); 7.71 2H, n, J = 8.4, H Ar); 7.84 (2H, 1, J = 8.4, H Ar); 8.41 (1H, c, NH);
8.72 (1H, ¢, H-5)

0.93 (3H, T, J= 7.0, NH(CH,);CHy3); 1.40-1.47 (4H, m, CH,CH,CH,CHj); 3.62 (2H, J= 6.2, NHCH,);
7.38-7.54 (3H, m, H Ph); 7.88 (2H, n, J = 8.0, H Ph); 8.42 (1H, c, H-3); 11.22 (1H, ¢, NH)

3.55 (2H, T, J = 6.0, NCH,CH,0H); 3.99 (2H, 1, J = 6.0, NCH,CH,0H); 4.80 (1H, ymr. ¢, OH);
7.42-7.51 (3H, m, H Ph); 7.95 (2H, n, J= 7.8, H Ph); 8.39 (1H, ¢, H-3); 11.32 (1H, ¢, NH)

2.20 (6H, ¢, N(CHs),); 3.42 (2H, 1, J = 6.0, NCH,CH,NMe,); 4.00 (2H, T, J = 6.0, NCH,CH,NMe,);
7.27-7.43 (3H, m, H Ph); 7.94 (2H, 1, J=7.6, H Ph); 8.37 (1H, ¢, H-3); 11.38 (1H, ymu. ¢, NH)

5.10 (2H, ¢, CH,Ph); 7.25-7.84 (10H, m, H Ph); 8.41 (1H, ¢, H-3); 11.46 (1H, c, NH)

5.07 (2H, ¢, CH,Ar); 7.36-7.57 (7TH, m, H Ar); 7.95 (2H, n, J = 7.6, H Ar); 8.41 (1H, c, H-3);
11.49 (1H, ¢, NH)

5.05 (2H, ¢, CH,Ar); 7.10-7.56 (7TH, m, H Ar); 7.96 (2H, n, J = 7.8, H Ar); 8.39 (1H, c, H-3);
11.46 (1H, ¢, NH)

2.81 (2H, T, /= 6.8, NHCH,CH,Ar); 3.73 (3H, ¢, OCHz); 4.07 (2H, T, /= 6.8, NHCH,CH,Ar); 6.84
(2H, o, J = 8.4, H Ar); 7.15 2H, n, J= 7.6, H Ph); 7.44 (1H, 1, J = 7.8, H Ph); 7.57 (2H, &,
J=28.0,H Ph); 7.96 (2H, 1, J = 8.4, H Ar); 8.38 (1H, ¢, H-3); 11.35 (1H, c, NH)

5.09 (2H, c, CH,Ph); 7.25-7.35 (5H, m, H Ph); 7.72 (2H, n, J = 8.0, H Ar); 7.94 (2H, n, J = 8.0,
H Ar); 8.44 (1H, c, H-3); 11.49 (1H, c, NH)

3.73 (3H, ¢, OCH3); 5.03 (2H, ¢, CH,Ar); 6.86 2H, o, J= 7.8, H Ar); 7.29 (2H, 1, J= 7.8, H Ar);
7.73 2H, 1, J= 8.0, H Ar); 7.91 (2H, n, J = 8.0, H Ar); 8.34 (1H, c, H-3); 11.29 (1H, ¢, NH)
2.79 (2H, T, J = 7.0, NHCH,CH,Ar); 3.73 (3H, ¢, OCH3); 4.05 (2H, T, J = 7.0, NHCH,CH,Ar);
6.86 (2H, n, J= 8.0, H Ar); 7.15 (2H, 1, J= 8.0, H Ar); 7.74 (2H, n, J = 8.4, H Ar); 7.93 (2H,
n,J=28.4,H Ar); 8.40 (1H, ¢, H-3); 11.37 (1H, ¢, NH)



Tabnuma 4
Cunexrpbl AMP B¢ coelMHeHUI 5a—j

XHUMUYECKHE CABUTH, O, M. JI.
Coenn- a >0, M. 1T

HeHME | C-3 | C-3a | C-5 C-7 | C-7a R, Ar
5a 112.8 | 132.1 | 150.2 | 157.3 | 138.7 | 17.8;20.8; 31.4;46.5; 119.3; 126.6; 127.4; 129.4
5b 112.7 | 132.2 | 150.1 | 157.4 | 138.9 |44.4;60.3; 119.9; 125.4; 127.0; 128.8
Sc 112.6 | 132.0 | 150.5 | 157.3 | 139.1 |37.8;45.0; 56.4; 119.4; 127.0; 127.6; 129.2

5d 113.0 | 131.9 | 150.6 | 157.3 | 139.1 |41.1;119.4; 126.9; 127.1; 127.3; 127.8; 128.2;
129.5; 137.5

Se 113.1 | 131.9 | 150.5 | 157.4 | 139.1 |42.5; 119.5; 127.1; 128.2; 129.3; 129.6; 129.9;
131.6; 136.5

5f | 113.0 | 132.0 | 150.6 | 157.3 | 139.1 |20.6;45.8; 119.4; 127.1; 127.4; 127.8; 128.7;
129.6; 134.5; 136.0

5¢ 112.7 | 132.0 | 150.4 | 157.1 | 139.1 |32.6;41.7; 54.7; 113.7; 119.3; 127.0; 127.8;
129.4; 129.5; 130.4; 157.7

5h 113.1 | 132.4 | 150.5 | 157.3 | 138.3 |43.1; 120.4; 126.7; 126.9; 127.1; 127.2; 127.3

5i | 113.1 | 1324 | 150.5 | 157.2 | 138.4 |42.5;55.0; 113.6; 120.4; 121.4; 127.1; 129.1;
129.5; 132.3; 158.3

5§ | 112.8 | 132.1 | 1504 | 157.3 | 139.0 |32.7;42.0; 54.4; 113.8; 120.3; 121.5; 127.3;
129.1; 130.0; 132.4; 158.6

1-®enui-4-{[(HukIoreKcWJIaMuHO)kapoonui]amuno}-1 H-nupa3oun-3-kapoonosBas
kucjaoTa (6a). Berxox 0.21 1 (63%, meron A). benbie kpuctaiiel. T. mi. 235-237 °C. UK
crekTp, v, eM 1 1665, 1710 (C=0), 2520-2830 (COOH), 3230-3300 (NH). Criextp SIMP
'H, 8, m. 1. (J, T): 1.18-1.95 (10H, M, 5CH,); 3.48-3.52 (1H, m, NHCH); 7.37-7.53 (4H,
M, H Ph, NH); 7.83 (2H, n, J = 7.8, H Ph); 8.38 (1H, c, H-5); 8.65 (1H, c, NH); 13.11 (1H,
¢, COOH). Macc-cnekrp, m/z: 329 [M+H]". Haiizeno,%: C 62.18; H 6.25; N 17.38.
C17H20N403. BBIIH/ICHCHO, %: C 6218, H 614, N 17.06.

1-®enuni-4-(3-pennaypeuno)-1H-nupazon-3-kapooHoBasi kuciaora (6b). Brixon
0.24  (75%, meton B). bensie kpuctamst. T. mr. 231-233 °C. UK cnextp, v, em 1 1670,
1705 (C=0), 2530-2870 (COOH), 3315-3345 (NH). Cnekrp SIMP 'H, 5, m. 1.: 6.99—7.88
(10H, m, H Ph); 8.78 (1H, ¢, H-5); 8.86 (1H, ¢, NH); 9.88 (1H, ¢, NH); 13.27 (1H, yu. c,
COOH). Criextp SIMP °C, 8, m. 1.: 117.5 (C-5); 118.0, 118.9, 121.9, 127.0, 127.2, 128.8,
129.7, 135.2, 139.8 (C Ph); 132.2 (C-4); 139.3 (C-3); 151.7 (CONH); 164.5 (COOH).
Macc-cnektp, m/z: 323 [M+H]". Haitneno, %: C 63.57; H 4.50; N 17.16. C7;H;sN,Os.
Beruncneno, %: C 63.35; H4.38; N 17.38.

4-[3-(4-MeTtundennmypeuno)|-1-pennn-1 H-nupasoii-3-kapooHoBasi kucjaora (6¢).
Beixon 0.27 T (81%, metox A). Besie kpucramne. T. mr. 239-241 °C. UK criekTp, v, cM '
1665, 1705 (C=0), 2560-2880 (COOH), 33103340 (NH). Crextp SIMP 'H, &, M. 1. (J,
I'm): 2.25 (3H, ¢, CH3); 7.09 (2H, n, J = 7.8, H Ar); 7.39-7.54 (SH, m, H Ph); 7.87 (2H, n,
J=1.8, H Ar); 8.75 (1H, ¢, H-5); 8.82 (1H, ¢, NH); 9.76 (1H, ¢, NH). Crexrp SIMP "C,
o, M. 1m.: 20.4 (CH3); 117.4 (C-5); 118.1, 118.9, 127.1, 127.2, 129.2, 129.7, 130.7, 137.2
(C Ar); 132.3 (C-4); 139.3 (C-3); 151.8 (CONH); 164.5 (COOH). Macc-cniektp, m/z: 337
[M+H]+. Haiigeno, %: C 64.03; H 4.66; N 16.47. C,3H;(N4O;. Beruucneno, %: C 64.28;
H 4.79; N 16.66.
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