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HenapkoTuyHi aHanreTuku Ta aHTU(IOTICTUKH — JIKAPChKI 3acO0U, SIK1 MO€E-
HYIOTb y CBOill CTPYKTypl apOMaTH4YHHII Ta TeTEPOLUKIIYHMA (pparMeHTH 3
«papmakopopHOIO» KapOOKCHIbHOWO Tpymnor. [ligxoau A0 iX CHUHTE3Y € JOCUTh
OpUTIHAJIBHUMU, NIPOTE CKJIAJHUMH Ta 0araToCTalliHUMH, a caMe BBEJECHHS KapOo-
KCWJIbHO1 Tpynu J0 0a30BOro LUKIY 3aCHOBaHE, HAMPUKIIAJ, HA TIAPOII3l HITPUIIIB
a0o Pd-karamizyeMoMy KapOOHUTIOBaHHI BTOPHMHHUX CHHPTIB (i0ympodeH), cuHTe31
HadTUIMArHiii OpoMilly, HOro ajKiTyBaHHIO O-OpOMIIPOIIOHATOM Ta TIAPOi3i
yTBOpeHOro cybctpary (HampokceH) Tomio [1]. BigHOCHO mpoCTi MeTOoaM BBEACHHS
KapOOKCUJILHOT TPYIIH, 11€ B3aEMO/I1sI HYKJICO(]P1IiB 3 KETOKAPOOHOBUMU KUCIOTaMHU, a
YTBOPEHI T1Ipa3oHU JIETKO (OPMYIOTh TE€TEPOLMKI 3 KapOOKCHIBHOK T'PYIIOIO
(immomeranun) [1]. Panime Takox mokaszaHo, 1o 4-Tiipa3uHOX1HA30JIIH B PEaKIisix 3
aHT1IpUaMU TUKApOOHOBUX KHUCIOT (opMye TiApasuau, Kl MPU TeTEePOLUKITI3aIi
yTBOp1ot0TH ([ 1,2,4]TpHrazoso[l,5-c]xinazomnin-2-in)ankiikapOoHoBi kuciaoTu. OcraH-
HI € LIKaBUMH aHTU(IOTICTUKAMH, 1 1[0 BaXXJIUBO, MPOSIBISIOTh 3HAYHY AKTUBHICTD
Ha EKCIIEPUMEHTAJIBHIM MOJEI «KapareHiHOBOro» HaOpsKy y urypiB [2]. [IpomoBxky-
I0YM JIOCHIDKEHHSI TI0 CIPSIMOBAHOMY TIOIIYKY IMPOTH3aNaib-HUX areHTiB I[IKaBUM
Oyno chopmyBatn KapOOKciapuiaBMicHI XiHazomiuu 1 [1,2,4]rpuaszono[1,5-c]xinazo-
JIHU Ta MPOCTIAKYBaTH, SKMM YMHOM BIUIMBAE 3aMiHa aJKIIKapOOKCHIHHOTO Ha
apwIKapOOKCUILHUN (PparMeHT y TeTapwibHIM KOMIIOHEHTI Ha JAaHWW BHUJ aKTHB-
HOCTI.

OTxe, METOI JOCTIKEHHS € CHUHTE3 KapOOKCHapWJIBMICHMX XIHA30JHIB Ta

[1,2,4]Tpuazono[1,5-c]xiHa30/11HIB HA OCHOB1 apWJIIUKAPOOHOBUX KUCJIIOT.
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Bcranosneno, mo 4-rigpasuHoxinazonid (1.1) B3aemojie 3 (rajieBUM aHTi-
pUIOM 3 YTBOPEHHSAM Tiapasuay (2.1), sSkuil mpu TeTepOLMKIi3alii O4YiKyBaHO
dbopmye OUIBII EHEPreTHYHO BUTIAHY 1301HI0JBHY cucteMy (3.1, cxema).
besmnepedno, 1o 3acToCcyBaHHs y JaHId peakilii akTUBOBAaHUX mepe- Ta i30()TaIeBUX
KHCJIOT TPHUBOJIUTH 1O YTBOPEHHS CyMIIll MOHO- Ta Oic-XiHA30JIHTIAPA3HIIB
BIJIMMOBITHAX KUCJIOT, a X TeTEPOIMKITI3allisi, O9eBUIHO, 10 hopmyBaHHs 1,3(4)-6ic-
([1,2,4]rpuazomno[1,5-C]-xina3omin-2-i1)0eH3eHiB. [Ipote, CHHTE3 OCTaHHIX HE MPOBO-

JUBCS, TaK K He OYB METOO MPEACTaBICHOI poOOTH.
Cxema

(O)H

COOH
y\l dloxane reflux,
0 min dioxane, HCI,

reflux, 60 min 41-4.3

HOOC
CDI, anhydr. | cooH /\©‘COOH

dioxane,

'rA‘eCﬂOHgo . reflux, 1,5 h @COOR Bl"zy AcOH
ux, i

\

AcOH or POCls ﬁ
reflux, 3or 1,5 h - N\

5.1-5.3

COOR COOR

(0] R=Me, Et, n-Bu

3 BpaxyBaHHSAM 3a3HAa4€HOTO, HaMU TpoBeneHa crpoda cuntesy ([1,2,4]Tpua-
30510 1,5-c]xiHa30MiH-2-11)apuIKapOOHOBUX KHCJIOT Yepe3 BIAMOBIAHI Tiapa3oHH
(4.1). Ocranni jerko QopmyroThes mpu B3aemonii 1.1 3 BiamoBigauMu (Gopmin-
OeH3oiiHuMU Kuciaotamu (cxema). [Ipote, iX OKUCTIOBaIbHA FeTEPEIMKIII3alIlis TaKOX
BUSIBIJIACH HE BJAJIO0, Y BCIX BUMAAKAX YTBOPIOETHCA BAXXKO 1CHTH(IKOBaHA CYMIII
MIPOJIYKTIB peakinii. 3 BpaxyBaHHSIM I[bOTO, CHHTE3 CITOJIYK 6 MPOBEIECHO B3aEMOIIEI0
4-rigpazunoxina3oniny (1.1) 3 akTHBOBaHUMH MOHOECTEpaMHU aAPWIIUKApPOOHOBHUX
kucioT (draneBoro, mepe- Ta izodpTaneBoro KUcioTH). [Ipu 1IbOMY YyTBOPIOIOTHCS
BIAMOBIAHI TiApasuau 5.1-5.3, sKki 3a yMOB KHCJIOTHOTO KaTajidy IiIIar0ThCs
peLMKITI3aliiHIN 130Mepu3allii 3 yTBOPEHHSAM BianoBigHux ankin 2-(3-, 4-)-([1,2,4]-

Tpuazono[ 1,5-c|xinazomnin-2-11)0eH30aTiB 3 3a0BIIbHUMHU Buxoaamu [3]. OctanHi €
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JOCUTH IIKaBUMHU 00’€KTaMu [JIs TOAanbInoi moaudikaili, Tak SK MiAAa0ThCS
peakiiii HykieodIpbHOT Aerpanartiii [4].

bynose cnonyk 2-6 migTBepKEHO 3a JOMOMOTOK €JIEMEHTHOTO aHali3y i
CHEKTpaJIbHUX JaHWX. TakK, HA KOPUCTh YTBOPEHHsI CIOJYK 2-4 BKazye HAsBHICThH B
SIMP 'H crexTpax yHmMpeHuX OJXHONPOTOHHUX cUHINIETIB NH-rpynn (monoxenHs 3)
xiHazoiHOBOTrO MKy [3]. KpiM Toro, cionyku 2 Ta 5 101aTKOBO XapaKTepU3yOThCS
o BoeHUMH oxHonpoToHHUMHU cuHraeramu -NHC(O)-rpynu (rigpasuH-Tigpa3oHHA
taytomepist) mpu 10,29-9,90 m.u.. CuHrieTr a3oMETHHOBOTO NPOTOHY Y CHONYyK 4
nposiBisieTbes npu 9.19-m.4. 3HayHUi TapaMarHiTHUIA 3CyB MPOTOHIB y CIONYyKax 6, y
MOPIBHSHHI 3 MONEPEIHIMH, BKa3ye€ Ha YTBOPEHHS S-TPHA30JI0X1HA30JIHY. 30Kpema,
XapakTepucTuuHuii cuHrier H-5 cmocrepiraetbess B obmacti 9,24-9,68 m.u. [3],
TOOTO BiJIOYBA€THCSI MOTO 3CYB y CIa0Ki MoJjst mpuOau3HO Ha 1,5 M.4. Ha BIIMIHY Bij
curHaity H-2 y cnonykax 2-5. OTxe, y pe3yJabTaTi JOCIIIKEHHS BCTAHOBJICHI JEsKi
3aKOHOMIPHOCTI Tepeodiry B3aeMoil 4-T1Ipa3MHOXIHA30IIHY 3 apHIIUKapOOHOBUMHU
KHUCJIOTAMH Ta BUBUEHI OOMEXEHHS, OB’ A3aH1 3 BUKOPUCTAHHIM JIaHUX PEarcHTiB, a
TaKOX 3alPOTIOHOBAHO METOJIA CHHTE3Y IIThOBUX CITONYK.
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