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CHH;TI'B EIOXLU,HHX 2-[2-(1H-IH}I£)JI-3-UI)~2-OKCOA11ETHJIA MIHOJ}-
BEH30MHOI KMCJIOTH - IIOTEHUIMHHX ITPOTUNTYXJIMHHHUX 3ACOBIB
Hayionanenui papmayesmuunuii YHigepcumem

Kitiouosi cnosa: indanu, anmpaniramu, 3-indonin-2-oxcoayemamiou,
XIHQ30N0H-4

3anpononoBaHo MeTox ChuTesy 3-innonin-rniokcunanTtpaninaris ta 2-( 1 H-ingonin-
3-kap6oHin)-3-R-3H-xiHa305in-4-ouis p OJIHY CTallil0 3 BACOKHMH BUXOL&MH B Tepepa-
XYHKY Ha BUXiHHH iHOOM Ta 6e3 BUOineHHs MPOMiXHOro 3-iHnonin-rriokcumutopuay.
OtpuMani cnomyku € NOTeHLiHHIMM TIPOTHITYX/THHHHMH areHTaMH.

H OLIYK HOBHX €()eKTHBHHX NTPOTHITYX THHHHX areHTiB 3AHIIAETECS aKTyass-
L HumM, He33a>kq§0§n Ha BEJIUKHIH apCeHaJl Cy4aCHHX LIMTOCTATHIHHX 33CO0iB.
OnHHM 3 MOXUTHBHX HAIPSMKIB BIUIUBY Ha 30SKICHi MyXJTHHH € 1% Ha MiTO03, N
MIKpOTYOyniHH Biﬂil‘pélo'rb BaXJIHBY posib B M-(asi po3MHOXEHHS mMyX/THHHKX
KiTHH. O4eBUIHO CHCTEMa MiKpOTySyniHiB (BONOKHa MPOTEiHY, CKIaneHi 3 KoMII-
nekcy a- 1a B-TyGynminiB) - ue npuBatnuBa MiweHs 114 PO3pO6KH HOBHX MPOTH-
MyXJIMHHMX 3ac06iB.

3-Inmonin-2-okcoaueTaMimy € nepcneKTHBHUM KIacoM CMOMTYK JUIS MOLITYKY
TMPOTHITYXTHHHHX areHTiB - iHri6iTopis TyGyiHy, NEKOTpi 3 AIKMX € aKTHBHIWI Bia
NaKJliTaKceNTy Ta BIHKpUCTHHY [1,2).

B Toit xe yac 3rigHo 3 nammmu Beilstein Institit zur Foerderung der Chemischen
Wissenschaften licensed to Beilstein GmbH and MDL Information Systems GmbH
NOXiAHi 3-IHAONLI-IIIOKCHIAHTPAHLNIOBOT KHC/IOTH € MATTOBHBYEHHM KITacOM peuo-
BHH. OKpiM TOro, NoxifHi 3-innanin-2-okcoaueraminis CTPYKTYpHO Noai6Hi o Tpun-
TaMiHOBHMX crioiyk [3].

IIpencrasneni nocnimkenus € NpONOBXEHHAM pobiT 3 nowyky BAP cepen
NOX{AHHUX THKAPGOHOBHX KHCIIOT. [Toe HamHs B onHil MOJIEKYNI 3aTHLIKIB 3-1H1011N-
I1i0KCaNeBoi Ta aHTPAHLIOBOT KHCIIOT € JOCHT LiIKABOIO METOKO K B CHHTETHYHO-
MY, TaK i B papMakoIoriaHoMy BinHomeHHi. Hamu 31ilCHeHO cuiTes pAdy cromyk
3a cxemoto (puc.1).

Hamu scranorneno, mo peaknis 3-IHIOLN-TTOKCHITXIOPH Ty, AKHI OTPHMAHO
TIpH B32€EMOLIT IHAOMTY 3 OKCATLIX/IOPHIOM B abcomoTHOMY TeTparinpodypai, 3
Pi3HMMH QYHKLIOHATEHUMH NOXiMHUMH aHTpaHinoBoi kucnotu (Vila-d) (autpan-
110Ba KHCJIOTa, HITPHJI Ta METHIIOBHI €CTep) MPOXOIHTE 3 YTBOPEHHSM ALHTbOBA-
H1X antpaHatis (1l a-c). OmHak, y runamxy aHTpaHinaminy (VIId) Banimims npomyxr
aunosanus (11d) He Bnanocs, ockinbky OMHOYACHO 3 ALBLTIOBAHHAM BinbyBaers-
Csi reTepOLMKITi3aLis 3 YTBOPEHHSM MOXLAHOIO XiHasonoHy-4 (I11). V sunanxy aim-
/moBaHHA N-apunantpadinaminis. (VIa-d) 3-IHIONLI- IIOKCHAXIOPHAOM, SKHIt
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Puc. 1

reHepOBaHo in Situ, 38 yMOB PHCYTHOCTI TpHeTWIaMiHy MPU3BOAHTH IO 2-[2-(1H-
inuon—3—in)-2-0xcoaueTwlaMiHo]-N-apun—ﬁemaMiuiB, 11PO U0 CBIYHTH Tpii-
CyTHICTBb CHTHaJIiB POTOHIB ABOX kapGokcamianux rpyn B SIMP 'H cnektpax cnoiyk
(1V a-c). Buxinni N-apiiaHTpaHUIaMiH (VIa-d) Gynu OTpHMaHI 3riAHO METOLY [4!
B uyx ke yMOBax [LU1aBHO nepebirae yTBOPEHH: NPOLYKTY (V), AKUH yTBOPIOETh-
Cs TIH ALIMTIOBAHHI 3-aMiHO-XiHA30J1iH-4-OHY, OTPUMAHOTO i3 rigpasimy aHTpaHi-
7I0BOT KHC/IOTH 33 METOAHKOIO [5].

BipTyanbHHHA CKPHHIHT CMIOTYK (11-V) 3 BUKOPHCTaHHAM NPOrpamMy PASS no-
Ka3as, 1110 Y NPeCTaBJIeHHUX CTOJIyK NMepeBaXae NPOTUITyXIMHHA axTHBHIcTb (Pa
>0,7, Pi<0,005).

EKCNEPUMEHTANBHA HACTUHA

Crextpu IMP'H Bumipsni 8 IMCO-d, na npwiaai Varian M 200 (200 MI'u).
BHyTpiwHii cranaapt TMC. EleMeHTHHU# aHaTi3 POBOIMITH Ha aHATTi3aTOPi Carlo
Erba CHNS-OEA 1108.

2-12(1 H-ingon-3-i1)-2-0KcoaueTHaaMiHo}-0eH30#Ra KHCI0Ta

(}immm-miommaHTpaHinoaa kueaora) (Ila). Jo posumny 1,171 (0,01 mont.)
innony B 10 mMn TeTparinpodypaHy np 0-5°C no kparuisx nonatots 0,01 monb
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AKTYAJIbHI TUTAHHA ®PAPMAUEBTUYHOI TA MEAUYHOI HAYKU TA NPAKTHKW
TTIOKCHIXJIOPHIY, CyMilll 3a/IMINAKOTh Ha | roa. B XononwibHuKy. Jlo cycnensii
oTpuMaHoro xjopaHriapunry (I) nonarors pozuus 0,01 MOJIb aHTPaHIIOBOI KHCIO-
TH B AMMeTHIdopMaMmizi 3 0,1 Mn TpHeTHNaMiHy Ta mepeMilrytoTs | romuHy. OtpH-
MaHY peaKLiAHy CyMilll BIUIHBAIOTh Ha JIifl, ocall Bin(uUIbTPOBYIOTh, KDHCTANI3YIOTh
13 96% eraHouty: Buxin - 98 %, T.mut. - 195-198°C. Criektp AMP 'H, 6, M.u.: 7,2-8,6 M
(9H, apom.), 12,5¢ (1H, NH), 12.78¢c (1H, CONH), 14,0 ym.c (1H, COOH). 3naitneso
%:C-67.41, H-3.98, N-8.87, 0-21.02,C H N,O, Bupaxysano,% C-66.23,
H-3.92, N-9.09, 0-20.76.

AHaJIOri4YHO OTPHMYBaJIM CIIOTYKH:

Merunosuii ecrep 2-[2(1H-inaon-3-i1)-2-0kcoaueTniamino]-6ensonHol Kuc-
Jiotu (IIb). Brxin - 95 %, T.ruL - 183-185°C. Criexrp AMP 1H, 8, M.4.: 7,25-9,0 M (9H,
apom.), 12,38 M (2H, NH+CONH), 4,0 c (3H, CO,CH,). 3naitneHo %: C - 68.08, H -
5.10, N-7.99,0-19.76,C,H, \N,O, . Bupaxysano, % C - 67.08, H-4.38, N-8.69,
0-19.86.

N-(2-Inano-penmwn)-2-(1H-inaon-3-in)-2-okcoaueramin (Ilc).

Buxin - 86%, T.rur. - 158-160°C. Cnextp SIMP 'H, 8, M.u.: 7,25-9,0 M (9H, apom.),
12,4 ¢(1H, CONH), 11,00 ¢ (1H, NH). 3naiizeno %: C-71.55, H-3.92, N-1548,
0-10.88,C H, N,O,. BupaxysaHo, %: C-70.58, H-3.83, N-14.52, O-11.06.

2«(1H-inponin-3-kap6ouin)-3H-xinazonin-4-on (III).

OtpumytoTs aHaioriuHo Ila, ane npH BWIMBaHHI peakuifHOi CyMimi Ha niig
YTBOPIOETHCA B'sI3Ka OJIisl, KA 3aTBEPAiBA€ MPHU CTOAHHI MPOTAToM 12 roauH, kpu-
CTaNi3yI0Th i3 96% eTanoiry. Buxin - 85%, T.mw1. - 178-180°C. Cnektp AMP 'H, 8,
M.9.:7,25-9,0 M (9H, apom.), 12,95 ¢ (1H, CONH), 12,10 ¢ (1H, NH). 3HaitneHo %: C
-65.94,H-4.28,N-12.96,0-15.67, C ,H, N,O,. BupaxyBato, % C - 66.44, H-4.26,
N-13.67,0-15.62.

2-[2«(1H-innon-3-in)-2-oxcoauernwnaminol-N-penin-6enzamin (1Va).

Buxin - 92 %, T.n. - 211-213°C. Cnextp AMP 'H, §, m.4.: 12,5 ¢ (1H, CONH),
12,0 ¢(1H, CONH), 11,95 ¢ (1H, NH), 7,0-9,2 (14H, apom.). 3Haiineno: C - 71.98, H
-4.45,N-10.49,0-11.99,C_H, N,O,. Bupaxysato, % C-72.05,H-4.47,N - 10.96,
0-12.52.

2-[2-(1H-innon-3-i1)-2-okcoauernnamino)-N-tonrin-6enzamia (IVb).

Buxin - 96 %, T.mn. - 214-215°C. Crextp SIMP 'H, §, m.u.: 12,0 ¢ (1H, CONH),
12,45 ¢ (1H, CONH), 10,50 ¢ (1H, NH), 7,0-9,2 (13H, apom.), 2,25 ¢ (3H, ArCH)).
3unaitneno: C-71.96,H-4.75,N-9.97,0- 12.01, C,H,,)N,O,. Bupaxyaho, % C -
72.53,H-4.82,N-10.57,0-12.08.

2-[2-(1H-inaon-3-i1)-2-okcoaueTHnamino|-N-(4-MeTokcH-Penin)-Gensamin
(IVc). Buxin - 98 %, T.mun. - 199-201°C. Criextp SIMP 'H, §, M.u.: 12,2 ¢ (1H, CONH),
12,48 ¢ (1H, CONH), 10,52 ¢ (1H, NH), 7,0-9,2 (13H, apom.), 3,75 ¢ (3H, OCH,).
3Haitneno: C-68.95, H-3.98,N-10.25,0-15.32, CZ‘HWNJO‘. BupaxysaHo, % C -
69.72,H-4.63,N-10.16,0-15.48.
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21 H-i}mo.rl-3-i.n)—2-oxcco—N—(4-o:cco—4H-xiHa3oniH-S-m)-aueramiu ).
Buaxin - 94 %, T.oun. - 220-222°C. Cnexrp AIMP 1H, &, m.u.: 12,0 c (1H,NH), 12,49

¢ (1H, CONH), 8,75 ¢ (1H,=CH xinazomin), 7,95 ¢ (1H, o-CH-innonbHmit), 7,2-8,2

(8H, apoM.). 3HaAneHO: C-65.06,H-3.64,N-16.86,0- 14.44, CnHuNp;- Bupa-

xyBaHo, % C - 65.06, H - 3.64,N-16.86,0- 14.44.

BUCHOBKM
[pu peaxiii allAMOBaHHA BLIbHOT aHTPaHiNIOBOI KUCJIOTH Ta il MOXiAHHMX OTPH-

MaHO BiINOBiAHI GyHKIIOHANbHI NoXiaHi 2—[2-(lH-iHnon-B-in)—Z—oxcoauemnaMi-

HO]-6eH30HHOT KUCJIOTH Ta 2—(1H-imonln-B-xapGoum)-B-R—3H-xiﬂa30nin—4-onu,

6ynosa SKHX MIITBEPIKEHA METOIOM SIMP 1H Ta eNleMEHTHOrO aHani3y. OTtpu-

MaHi CIIOJTyKH OLlHEH] ITPH BipTyaNbHOMY CKPHHIHIY AK NOTEHLiHHI MPOTHITYX-

NMHHI 32cC00H.
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