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4-OKCUXUHOJIOHBI-2

46*. CJIOKHBIE 2®UPHI
1H-2-OKCO-4-TUIPOKCUXAHOJIMH-3-YKCYCHOM KHCJIOTHI

W3ydeHsl pa3nuyHble BapUaHTHI CHHTE3a CIOXKHBIX 3¢upoB 1H-2-oxco-4-
THAPOKCHXUHOJMH-3-YKCYCHOH KHUCIOTHI. IIpUBEACHBI Pe3yNIbTaThl UCCICIOBAHUS
MPOTHBOBOCTIAJIUTEILHON AKTUBHOCTH CHHTE3MPOBAHHBIX BEIIECTB.

KiroueBble ¢JjI0Ba: CIIOKHBIC S(bl/lpbl, XI/IHOJ'II/IH-3-yKCyCHa${ KHUCJI0Ta, IPpOTU-
BOBOCIIAJIUTCIIbHAsA aKTUBHOCTbD.

B apcenane coBpeMEHHBIX HECTEPOMIOHBIX MPOTUBOBOCIAIUTEIBHBIX
CPEACTB BaXHOE MECTO OTBOIUTCS apuiI(IeTEepHUiI)yKCYCHBIM KHCIIOTaM M HX
MIPOM3BOJHBIM, IIMPOKO MCIIOIb3yEMBbIM B MEAUIIMHE AJIS JICUCHUS] peBMATU3Ma,
apTPUTOB, OCTEOAPTPO30B, MOJArpbl U APYIHX 3a00JEBaHUI, CONPOBOXKIAIO-
muxcs BocmaieHneM [2—6]. BreipakeHHBIH aHTHAKCCYNATHBHBIA dhdexT
orMedeH U y 1-R-2,4-nnoxcoxuHOMMH-3-KapOOHOBBIX KHCIOT M UX 3THIOBBIX
3¢ UpOB, MPUYEM aKTUBHOCTH MOCIEAHUX ObLIa 6osee BEICOKOH [7, 8].

Hacrosimee nccienoBanue MocBsIIEHO CUHTE3Y CIOKHBIX 3¢upoB 1H-2-okco-4-
TUJIPOKCUXUHOINH-3-YKCYCHOM KUCNOTH (1), a Takke M3y4EeHHIO MX MPOTUBO-
BOCTIAJIUTEJIHBIX CBOMCTB.

Husmme ankunoBele 3¢upsl 1la—C nerko oOpa3yrorcs mpu  OOBIYHOM
KHCJIOTHOKATAJIM3UPYyEMOH  3TepU(UKALNN  XMHOJUHYKCYCHOH KHUCIIOTBHI 2
(meron A). IlpumeHuM 3TOT cmoco0 ¥ Ui BBICIIMX CHHPTOB, OJHAKO OH
CHJIBHO YCJIOXKHSIETCS HU3-3a HEOOXOAMMOCTH yHaJeHUs H30BITKAa CIUpTA.
[TosTOMy B momoOHBIX citydasix yAoOHee HCIOIb30BaTh MeToa B, T. e. ankuim-
pOBaHUE KHUCIOTHI 2 COOTBETCTBYIOLIMMH JIKWIXJIOPUIAMU WIM OpoMuAaMu
B cucreMe JIM®PA-K,CO;. AnprepHatuBoii Mmeromy B sBnsercs B3ammo-
neiictBue cruptoB ¢ 2,3,4,5-retparuapodypo|3,2-ClxuHonuu-2,4-muoHom (4),
npoBoguMoe B O0e3BogHoM mnupuanHe (Metox C) U MO3BOJSIONIEE CHHTE3M-
poBatb 3¢upsl 1 ¢ 6osiee BEICOKUMHU BBIXOIAMHU.

Wzyuenne mnpOTHBOBOCHATUTENbHON (AHTHIKCCYAATUBHON) aKTUBHOCTH
1H-2-0kco-4-ruApOKCUXMHOINH-3-YKCYCHONH KUCJIOTHI (2) U €€ CIOXHBIX 3¢hu-
poB la—i mpoBeseHO Ha MOJEIH OCTPOrO KappareHMHOBOTO BOCIIAJICHHS
(oTeka) nambl OeNbIX KPBIC-CAaMIOB [0 METOJMKE paboThl [9] mpu nepopaibHOM
BBEJICHU M B CPAaBHEHHH C BOJIETAPEHOM.

* Coobmenue 45 cm. [1].
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laAlk= CH3, b Alk = C2H5; c Alk = C3H7, dAlk = i-CgH7, e Alk = C4Hg,
fAlk= i-C4Hg, g Alk = C5H11, h Alk = C10H21, i Alk = C6H11'14MKJ10

Pe3ynbrarhl 3KCIEPUMEHTAIBHBIX JAHHBIX CBUACTEILCTBYIOT O TOM, YTO
B IIEJIOM TPOTHBOBOCHIAJIUTENILHOE JeicTBrE s 3GUpoB 1 He XapaKTepHO.
HeaktuBHOM okazamace M kuciora 2. Jlumb menmimoBsli 1h U mukiorekcu-
soBeIi 1i 3UpBl BBI3BIBANM HE3HAUYHUTEIFHOE TOPMOXKEHHE DKCCYAATHBHOMN
peaKiuy, CyIEeCTBEHHO YCTYIas Mpenapary CpaBHEHHUS.

Tabnuna 1
XapaKkTepHCTHKH CJI0KHBIX 3GUPOB
1H-2-0Kk¢0-4-ruApoKCUXMHOIMH-3-YKCYCHOM KucaoTh (1a—i)
Haiineno, %
Coenu- Bpyrro- Boraucneno, % T.mn., °C | Beixon, %
HEeHHe (dopmya (s1anon) (cioco0)
c H N

la C12H11NO4 61.91 4.66 6.09 203-204 92 (A)
61.80 4.75 6.01

1b Ci13H13NO4 63.08 5.37 5.60 222-224 95 (A)
63.15 5.30 5.66

1c C14H15NO4 64.44 ﬂ w 192-194 86 (A)
64.36 5.79 5.36

1d C14H15NO4 64.32 5.85 5.31 220-222 83 (C)
64.36 5.79 5.36

le C15H17NO4 65.40 6.31 5.02 175-177 56 (A)
65.44 6.22 5.09 87 (C)

1f C15H17NO4 65.52 6.17 5.11 178-180 70 (B)
65.44 6.22 5.09

19 C16H19NO4 66.41 6.59 4.87 169-171 53 (C)
66.42 6.62 4.84 82 (B)

1h C21H29NO4 70.26 8.08 3.94 102-104 74 (B)
70.17 8.13 3.90

li C17H19NO4 67.70 6.42 4.61 194-196 77 (C)
67.76 6.36 4.65
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Tabnuma 2

Cuekrpsbl SIMP 'H caomubix 3¢pupos
1H-2-0Kc0-4-ruipOKCUXHHOHH-3-YKCY CHOil KucoThI (1a-i), M. /1.

Co-
OH | NH | 5H | 7H | &H | 6H
oMW | @M, | H, | (H, | (H, | (H, CH,CO Alk
He- (2H, ¢)
we |9 c) ) ™) ) ™)

la 1051 | 1142 | 7.91 7.49 7.28 7.16 3.59 (5H, ¢, cm. CH2CO

CH; + OMe)
1b 10.50 | 11.39 7.90 7.50 7.28 7.17 3.58 4.05 (2H, k, OCHy);
1.18 (3H, 1, Me);
1c 1050 | 11.40 | 7.91 7.49 7.29 7.18 3.59 3.97 (2H, 1, OCHy);

1.57 (2H, M, CHoMe);
0.86 (3H, T, Me)

1d 10.50 | 11.39 7.88 7.48 7.28 7.16 3.53 4.87 (1H, m, OCH);
1.17 (6H, 1, Me x 2)

1le 1052 | 11.41 7.90 7.50 7.29 7.18 3.59 4.01 (2H, T, OCHy);
1.70-1.17 (4H, m,
(CHz)2Me);
0.86 (3H, 1, Me)

1f 10.49 | 11.39 7.89 7.48 7.28 7.17 3.60 3.79 (2H, o, OCHy);

1.85 (1H, m, CHMey);
0.84 (6H, o, Me x 2)

1g | 1049 | 11.40 | 789 | 748 | 729 | 7.16 3.58 4.00 (2H, 1, OCHy);
1.54 (2H, k, OCH,CH);
1.26 (4H, m, (CHo):Me);
0.82 (3H, T, Me)

th | 1054 | 1168 | 787 | 750 | 729 | 7.8 354 4.01 (2H, 1, OCHy);
1.78 (2H, k, OCH2CH,);
1.21 (14H, M, (CHo);Me);
0.84 (6H, 1, Me)

1i 10.45 | 11.37 7.89 7.49 7.28 7.16 3.55 4.62 (1H, x, OCH);
1.81-1.12 (10H, m,
(CHy2)s)

SKCIHEPUMEHTAJIBHASA YACTb

Crextpsl IMP 'H cHHTe3HpOBaHHBIX COCTMHEHMIT 3aricanbl Ha mpuGope Bruker WP-100
SY B IMCO-dg, Buyrpennuii cranmapt TMC. 2,3,4,5-Terparuapodypo[3,2-c]xusonun-2,4- 1uon
4 monmy4eH 1mo MeToanke padots [1].

Byrunosblii 3¢up 1H-2-okco-4-ruapoxkcuxuHonnu-3-ykcycHoii kuciaornl (1€). A. K cme-
cu 2.19 r (0.01 mMosp) XHHOMMHYKCYCHOH KHCTOTH 2 B 40 M OyTaHona I00aBIsSIOT 2—3 Karud
KOHIICHTPUPOBAHHON CepHOW KUCIOTHI W KUmATAT 10 4. V30bITOK OyTaHONa OTrOHSIOT TpPHU
MMOHW)KEHHOM JaBJeHNH (B ciydae 3QupoB la—C peakHOHHYIO CMECh BBUIMBAIOT B BOY).
OcraTok 00pabaThIBAIOT FEKCAHOM, 0CaIOK ¢hHpa 1 oTHIIFTPOBEIBAIOT, IIPOMBIBAIOT T€KCAHOM,
3aTeM BOJIOH, CyIlar.

C. K cycnensun 2.01 r (0.01 mouns) 2,3,4,5-rerparuapodypo[3,2-c]xunonun-2,4-auona (4)
B 20 mu 6e3BogHoro mupuamHa gobaBisitor 0.92 mi (0.01 monb) Oyranona W kumsatat 20 d.
OxJaxIarT, pa30aBIsIOT peakIHOHHYI0 cMech Bopod u moaxucistor HCl no pH 3. Ocanok
sdupa 1e oTGUIBTPOBHIBAIOT, IPOMBIBAIOT BOJIOH, CyIIAT.

Cwmenrannas npoba ¢ o6pasnom >¢upa 1e, moaydeHHBIM 1o cnocody A, HE JaeT AENpecCHn
TeMIIepaTyphbl IIABJICHHUS.
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JeuunoBbiii  3¢up 1H-2-0xco-4-ruapokcuxuHonH-3-ykeycHoii kucaorsr (1h). B.
K pactBopy 2.19 t (0.01 monb) kuciorsr 2 B 30 ma IM®PA nobasmstor 1.38 r (0.01 mouns)
K3COg, 2,03 M (0.01 monp) 1-x70paekaHa U BBIACPKUBAIOT, nepeMmentnBas, 10 4 mpu Temme-
patype 80-90 °C. PeakMOHHYIO Maccy OXJIaXIaloT, pa30aBisiorT Boaol u noaxucisior HCI mo
pH 3. Ocanox sdupa 1h oTHIBTPOBBIBAIOT, IPOMBIBAIOT BOIOH, CYIIAT.
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