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KATAJIMTUYECKUA CUHTE3 IUHXOPEHCOIEPKAIIIUX KCAHTEHOB

'UucTutyT dusuko-opranmdeckoii xumun HAH Beaapycn,
r. Munck, Pecnydsiuka benapych
’Burtedckuii rocyrapcTBeHHbI opeHa /pykObI Hapo10B MeIMIUHCKHIT YHUBEPCHTET,
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Kcanmenwt u ux npoussoonvie A61A10MCA 8ANHCHLIM KILACCOM 2eMEPOYUKTUYECKUX COe-
OUHeHUll, NePCReKMUBHBIX OJis UCHONIb308AHUS 8 MEOUYUHCKOU XUMUU, NOCKONLKY 0bradarom
WUPOKUM CNEKMPOM (hapMakonio2uyecKol akKmusHOCmU: aHmubaKxmepuanibHot, yHeUYUOHOU,
NPOMUBOONYXO0NE80U U NPOMUBOBOCNANUMENbHOU, A XUHOTUHOBYIL (Dpazmenm A618emcsi Kio-
YyesblM CIMPOUmMenbHbiM OJI0KOM Npu NOIYYeHuU gapmayeemuieckux cyocmanyutl, maxice 00-
1a0arowux aHmubaKkmepuaIbHoU, nPoOmMuBoONyXoneoll, AHMUOKCUOAHMHOU U NPOMUBOBUD)C-
HOU akmusHocmylo. B cmamve npedcmasnenvl pe3yivmamul cunme3a YUHXo@peHcooeprHcaujux
Kemocnupmos (noaynpooykmos 0Jisi OAlbHeUUxX XumMuiyeckux npespaujeruti) u npou3so0Hblx
KCAHMeHO08 C UCNONIb308aHUeM 8 Kayecmee kamaauzamopa cyivgoxamuonuma PUBAH K-1.
Kombunayus 6 00Hotl monexyne paziuiunulx ¢papmaxo@dopHuix hpasmenmos Modxcem npugecmu
K CUHep2U3My UX C80UCM8, CHOCOOCMB08AMb NOABILEHUIO HOBbIX 8UO08 OUONOSUYECKOU AKMUG-
Hocmu. Cunme3supoeaHnuvie npou3800Hble KCAHMeHA ABIAIOMCS NePCneKMUBHbIMU 00beKmamu
O0J151 UCNONIL308AHUS 8 MEOUYUHCKOU XUMUU, A NPUMEHEHUe 2emepO2eHH020 Kamaauzamopa oe-
Jlaem 3KCNepUMeHmMAnbHy0 npoyeoypy ux HOLYYeHUs NPOCMOll U IKONOSUYECKU YUCMOU, NOo-
CKOJIbKY €20 MOJCHO 1€2K0 YOaIums U3 peaKkyuoHHoOU cmecu u peceHepuposams. IlpugedeHul
QuzuKo-XumMueckue KOHCManmyl, ONUCAHbL CNEKMPbl NOJYYEeHHbIX coeduneHul. bvino ycma-
HOBEeHO, Ymo YUHXogheHcooepaicaujue Kemocnupmsi ¢ 8bixooom 66—91% obpasyromes npu KoH-
oeHcayuu moavbKko Mema- u napa-3ameuyeHHbIX OeH3a1b0e2U008s, d 8 CIyuae Opmo-3aMeueHHbIX
Oen3anb0e2u008 NPOUCX0OUm aIKO20NIU3 CLOHCHOIDUPHBIX 2pYnn. [ npenapamuenozo 3ambi-
KAHUsl KeMOCNUpmMo8 8 KCanmensvl ¢ 8bixo0om 78—88% npuwiniocv ucnonv3oeams KunsayeHue 6
O-KCUJIONle ¢ OM2OHKOU 00pa3zosasuielicss 600bl ¢ uUcnonv3osanuem n0gyuiku Juna-Cmapka 6
npucymcmaeuu 8 kauecmee kamanusamopa cyavgoxamuonuma PUBAH K-1. Haubonee mnozo-
obewarowell npedCmasisiemcs KOMOUHAyUs 6 0OHOL MOJleKYle KOBALEHMHO C8A3AHHbIX (phap-
MaxkogopHwIX (hpazmenmos OuUMedoHd, YUHXohera u npupooHo2o anb0e2udo@deHoNa BAHUIUHA.

Knrwouesvie cnosa: yunxoghen, xkemocnupmol, KCaumeHvl, KAMAauus, cyibhoxkamuo-
HUm, C0XHCHbBIE IPUPBL, PU3UKO-XUMUYUECKUE KOHCIMAHMDbL, CHEKMPBbL.

BBEJ/[EHHE win pH-uyBCTBUTENBHBIX (DITyOpeCIEHTHBIX

MaTepuasoB JJisl BU3yaIH3alud OMOMOJIEKYIT

KcaHnTeHsl ¥ uX NpoOU3BOAHBIE ABIAIOT-  [3,4]. XMHOINHOBBINA KapKac TaKXkKe SBISETCS

Csl BAKHBIM KJIACCOM KHMCIIOPOJACOIAEPKALIMX  KJIFOUYEBBIM CTPOUTENIbHBIM OJIOKOM B CHHTE-
TeTEPOLUKINYCCKAX COCIMHEHUH, NEPCIEK-  3€ MPEernaparoB pa3InyHOro HazHaueHus. Tak,
TUBHBIX JIJISl UCTIOJIB30BaHKs B MEIUIIMHCKOM  IPOM3BOAHbBIE XUHOJIMH-4-KapOOHOBOM KHC-
XMMHUH, IOCKOJbKY O0O0JaJaloT IIMPOKMM  JIOTHI MHTEHCHBHO M3YYaroTCs ISl CO3JaHMs
CHEKTpOM (hapMaKOJIOrMYECKON aKTUBHOCTH.  JIGKAPCTBEHHBIX CPE/ICTB, 00JIAIArOIIUX aHTH-
Cpenu HUX OOHapy)KEHBI COEAMHEHHs C aH-  OaKTepHaJbHOMU [5], MPOTUBOOITYX0JIEBOI [6],
THOAKTEepUaATIbHBIMH, TPOTUBOIPUOKOBBIMH,  AHTHOKCHIAHTHOIM [7], MPOTUBOBUPYCHOM [§]
IIPOTHBOOIIYXOJIEBBIMY,  IIPOTUBOBOCHAIU-  AKTUBHOCTHIO. I3BeCTHO, UuTO yuHnxogen (ato-
TesbHbIMU cBoMcTBaMu [1, 2]. Kpome Toro, ¢an wmm 2-QpeHUIXuHOIMH-4-KapOOHOBAS
OHM MOTYT UCIIOJIb30BaThCs B KAYECTBE KPACH-  KUCJIOTA) TPOSBISIET  YKApPOIIOHWKAFOIIIEe,
TeJIed, areHTOB ()OTOAMHAMUYECKON T€paluy  aHAJIbIe3WpYIONIee W  MPOTHUBOIOJArpHye-
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CKO€ JIEHICTBHE, OTHAKO B HACTOAILLIEE BpeMs
HE UCIIOJIb3YETCS B KAUE€CTBE JIEKAPCTBEHHOTO
CpEICTBa U3-3a TOKCUYHOCTHU 110 OTHOLIEHUIO
K IOYKaM U rnedyeHu. TeM He MeHee, yuHxo-
her MOXKET CIYKUTh TOCTYITHBIM U YIOOHBIM
CBIpPBEM JIJISl JAJbHEHIINX XUMUYECKUX MO-
nudUKAIIN ¥ TPEeBPAIICHUN Pa3TuIHBIX TH-
JPOKCU- U aMHHOCOJEpKaIlUX CyOCTpaToB,
YTO B Ps/I€ CIIy4aeB MO3BOJSET PEIIUTh MPO-
071eMy TOKCMYHOCTH COEAMHEHHH U CHU3HUTH
BBIPKEHHOCTH MOOOYHBIX IPPEKTOB.

Llenp nanHOM paboOTHI cOCTOsIa B TONY-
YEHWU HOBBIX IMHXO(EHCOAEpKAIIUX KETO-
CHOUPTOB (MOJIYHIPOAYKTOB ISl AAJbHEHIINX
XuMHueckux npespaiuenuit) (1-12) u kcas-
TeHOB (13—16) ¢ ucnonp30BaHWEM B KaYECTBE
KaTajau3aropa JOCTYITHOTO CY/Ib(OKaTHOHUTA
®@UBAH K-1, pa3pabOTaHHOTO W MPOU3BOIH-
Mmoro B UPOX HAH benapycu. KomOunarus
B OJTHOH MOJIEKYJIe Pa3IUYHBIX (hapmakopop-
HBIX (pparMeHTOB MOXKET NPUBECTH K CHHEp-
TM3MYy MX CBOMCTB, CHOCOOCTBOBATH IOSIBIIC-
HUIO HOBBIX BUJOB OHMOJIOTUYECKOW aKTUB-
HOCTH U JPYTUX MOJIE3HBIX CBOMCTB, a 3KO-
HOMMYECKHE U IKOJIOTMUYECKHE COOOpaKEeHUS
CTUMYJIUPYIOT TPHUMEHEHHE TIeTepOTreHHBIX
KaTaJau3aTopoB, MOCKOJIbKY UX JIETKO yAAJIATh

Hayunvle nyonuxayuu

W3 PEAKIMOHHOW CMECH W PEereHepUpOBaTh,
YTO JIeNIaeT IKCIIEPUMEHTAIBHYIO MPOIEAYPY
MPOCTOM U HKOJIOTUYECKU YUCTOM.

MATEPHAJIBI U METO/IbI

Hcnonb30BaHHBIE CIIEKTPOMETPHI IS 3a-
nucu MK-, IMP- u Macc-ciekTpoB (MX MapKu
U cnenupuKanmm), 000pyJI0BaHUE JIJIsl TIPOBE-
JCHUST MUKPOAHAIN3a, CrieluUKaIys 1Mo Ka-
tanuzaropy @PUFAH K-1 noapoOHO omHCaHbI
B pabote [9]. [lasiee mpuBeneHbI 00IIE METO-
VKU CHHTe3a LMHXO(EHCOIepKALMX KeTo-
cruptoB (3—12) — MOMYIPOAYKTOB /ISl JalTb-
HEHIIero 3aMbIKaHUsI KCAHTEHOBOTO IIMKIIA —
C HENBI0 MOMy4YeHHUs HUHXO(EHCOAePIKAIITIX
kcanteHoB (13—16) (pucyHok la), a Tarke
(U3UKO-XUMHUYECKHE XapaKTEPUCTUKU U CTICK-
TpaJIbHBIEC IAHHBIC TTOTYUYEHHBIX COCAMHEHUN.

Coenudenusn 1—12 (o0masi MmeToauKA).
Cmech 2 MMOJIb 3aMEIIEHHOTO0 HUHXO(PEHO-
BOro OeHzanpjernga v 4 MMoJib 1,3-IMKIIO-
TeKCaH/JMOHa WM JUMeIOHa, 2 KaIlull TPUd-
TuaaMuHa U 50 MuI MeTaHona KUOATWIA 1 4,
3areM pactBop oxjaxzaanu g0 0-5 °C. Ilpo-
IYKT OT(GUIBTPOBBIBATIN Y€PE3 CTEKIISHHBIN
MOPUCTBIA (PUIIBTP, TMPOMBIBATH XOJOAHBIM

CHO
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MeOH, Et;N
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Rl H,R?>=2-R*1,2; R>=3-R*3,4,13; R”2=2-R*5, 6, 14;
=3-MeO, R?=4-R*7, 8, 15; R! = 3-EtO, R? =4-R* 9, 10, 16;
=4-MeO, R? = 3-R* 11, 12;
R’=H1,3,5,7,9,11,18; Me 2, 4, 6, 8, 10, 12-16, 19.
Ph
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" MeOH, EGN

b
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Pucynok 1. — Cxema cuntesa ketocniuptoB 1-12 u kcantenos 13—16
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METAHOJIOM, CYLIWJIN Ha BO3AYXE IO TOCTOSH-
HOW MAaCCBI.
3-(2,6-Auoxcouukaorekcu)(2-rua-
pokcu-6-okconukaorexkc-1-en-1-mia)me-
THJA(GeHnT 2-(peHnIXUHOINH-4-KapOoKcH-
aat 3. Beixox 80%, 1. . 141-142°C. UK
cektp, v, cm': 3405, 3278 (OH), 3059
(C—Hapow), 2939, 2876 (C-Hamg), 1742, 1723
(C=0,p), 1658, 1628, 1609, 1586, 1548, 1491,
1445 (HO—C=C—-C=0, C—Cypon), 1374, 1342,
1216, 1186, 1141 (C-0O.4). Haiineno, %:
C 75,46; H 5,28; N 2,19. Macc-cniektp, m/z
(Lo, %): 541 (100) [M—H,O]". C;5HNOs.
Brrancaeno, %: C 75,12; H 5,22; N 2,50.
M 559,20.
3-(4,4-IumMeTHI-2,6-THOKCOLUKIIO-
rekcua)(2-ruapoxcu-4,4-1umMeTHna-6-
OKCONMKJIOTreKc-1-eH-1-na)mernadgenun
2-pennxunommu-4-kapookcnaar 4. Boixon
82%, T. 1. 217-218°C. UK criektp, v, cm™': 3450
(OH), 3100, 3070 (C—Hapou), 2961, 2927, 2888,
2868 (C—Hamg), 1743 (C=0.), 1597, 1580, 1551,
1444, 1419 (HOC=CC=0, C—Cyov), 1374,
1360, 1241, 1185, 1150, 1128 (C-O,q). Haiineno,
%: C 76,49; H 6,08; N 2,06. Macc-criektp, m/z
(Lo, %0): 597 (100) [M—H,O]". C5sH3;NOs. Bri-
yncaeno, %: C 76,08; H 6,06; N 2.27. M 615,26.
4-(2,6-Iuoxkcounkaorekcu)(2-rua-
POKCH-6-0KCOUUKIOTEeKC-1-eH-1-HI)Me-
THI(PeHU1 2-(peHNIXUHOINH-4-KapOoKCcH-
aar S. Beixog 88%, 1. min. 142-143°C. UK
criektp, v, cm: 3417 (OH), 3060 (C—Hapon),
2940, 2871 (C-Hamg), 1723 (C=0,p),
1655, 1621, 1591, 1504 (HO-C=C-C=O0,
C—Cupon), 1374, 1346, 1232, 1185, 1128,
1031 (C-0O.4). Haiineno, %: C 75,40;
H 5,31; N 2,16. Macc-cniextp, m/z (Iom, %):
541 (100) [M—H,0]". Cs55sH2NOs. Brruucie-
HO, %: C 75,12; H 5,22; N 2,50. M 559,20.
4-(4,4-IumMeTHI-2,6-THOKCOLUKIIO-
rekcua)(2-ruapoxcu-4,4-1umMmeTHna-6-
OKCOnUKJI0reKc-1-en-1-ui)Merniadenna
2-pennxunommH-4-kapookenaar 6. Boixon
87%, T. 1. 218-219°C. UK criektp, v, cm™': 3440
(OH), 3063 (C—Hapow), 2969, 2956, 2929, 2871
(C—Hamg), 1734 (C=0,), 1591, 1551, 1502, 1449
(HO-C=C-C=0, C—Cypv), 1372, 1345, 1248,
1203, 1182, 1166, 1148, 1130 (C-0O,). Haiine-
Ho, %: C 76,43; H 6,14; N 1,99. Macc-cnekrp,
m/z (Lo, %): 597 (100) [M=H,O]". C39H37NOs.
Boraucneno, %: C 76,08, H 6,06; N 2,27.
M 615,26.
4-(2,6-IuoxkcouuKaoreKcu)(2-rua-
pokcHu-6-okcouukgorekc-1-en-1-ua)
MeTWI-2-MeTOKCU(peHn]T  2-PeHUIXUHO-
JuH-4-kapookcuaar 7. Beixox 82%, T. mi.
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153—-154°C. UK cnektp, v, cm': 3387 (OH),
3090 (C—Hapon), 2940, 2870, 2830 (C—Hamg),
1746, 1724 (C=0,y), 1656, 1609, 1591, 1547,
1507, 1420 (HO-C=C—C=0, C—Cyon), 1375,
1346, 1282, 1230, 1183, 1126, 1031 (C—O,y).
Haitineno, %: C 73,49; H 5,47; N 1,96. Macc-
crektp, m/z (lom, %): 571 (100) [M-H,O]".
C;6H31NO;. Beruucneno, %: C 73,33; H 5,30;
N 2,38. M 589,64.
4-(4,4-IumeTHna-2,6-TMOKCOLMKJIIO-
rekcua)(2-ruapoxkcu-4,4-1umMmeTna-6-
OKCOHMKJIOreKkc-1-en-1-un)mernna-2-
MeTOKCH(peHNJ12-(heHUIXMHO0INH-4-Kap0o-
kenaar 8. Beixong 89%, T min. 131-132°C.
WK cnekrp, v, cm': 3420 (OH), 3062
(C—Hapow), 2957, 2869, 2837 (C—Hamg), 1747
(C=0,p), 1594, 1549, 1508, 1463, 1410
(HO-C=C—C=0, C—Cypon), 1260, 1240, 1201,
1182, 1147, 1127 (C-0.4). Cuextp AMP 'H
(500 MI'n, CDCls), 8, m. 11.: 1,13 ¢ (6H, 2CH35),
1,26¢(6H,2CH;),2.29-2,55Mm(8H,4CH>),3,78¢
(3H, OMe), 5,60 ¢ (1H, CH), 6,79 n (1Ha,
J8,1Tn),6,84-6,89M (1H4,), 7,16 1(1Ha,,J 8,2
I'n), 7,47-7,52 m (1Hay), 7,53-7,58 M (2Ha,),
7,61-7,67 m (1Ha,), 7,76-7,83 M (1Ha,), 8,21—
8,29 M (3Ha,), 8,64 c (1H4,), 8,86 1 (1Ha,, J 8,4
I'n), 12,07 ym. ¢ (1H, OH). Cnekrp SIMP 3C
(125 MTI'u, CDCly), 6, m.a.: 27,25 (2CHs),
30,01 (2CH,), 32,95 (CH), 46,57 (2CH,), 47,26
(2CH,), 55,91 (OCH3), 111,74 (1CHa,), 119,40
(1CHar), 121,12 (1CHay), 122,47 (1CHay),
125,75 (1CHa), 127,68 (2CHa), 128,10
(1CHay), 129,13 (2CHas), 129,92 (1CHy),
130,14 (1CHa,), 130,47 (1CH4,), 31,42, 115,66,
124,32, 135,24, 137,70, 137,97, 138,93,
149,46, 150,86, 156,92, 164,62, 189,51 (C=0),
190,71 (C=0) (13Cuem). Haiineno, %: C 74,68;
H 6,25; N 1,90. Macc-cniektp, m/z (Iom, %):
627 (100) [M-H,0]". C4H3NO;. Brruucne-
Ho, %: C 74,40; H 6,09; N 2,17. M 645,75.
4-(2,6-Auoxcouukaorekcuna)(2-rua-
POKcH-6-0KcouUKJIOreKkc-1-en-1-ua)
MeTHJI-2-3TOKCH(peHUT 2-(peHUJIXHUHOJINH-
4-kapookcuaar 9. Beixon 80%, T. . 177-
178°C. UK cnekrp, v, cm™': 3384 (OH), 3065
(C—Hapow), 2960, 2923, 2895 (C—Hamg), 1737,
1721 (C=0,4), 1658, 1627, 1605, 1592, 1548,
1504, 1426 (HO—-C=C—C=0, C—Cypon), 1369,
1267, 1186, 1032 (C-0O,y). Haiineno, %:
C 73,86; H 5,62; N 2,02. Macc-cniekrp, m/z
(Lom, %): 585 (100) [M—H,0]". Cs7H3;NO-.
Brraucieno, %: C 73,62; H 5,51; N 2,32.
M 603,67.
4-(4,4-AumeTHna-2,6-1MO0KCO-
HUKJIOreKcn)(2-ruapoxkcu-4,4-1uMeTHII-
6-okconukJgorekc-1-eu-1-un)meruna-2-
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ToKcUeHnT 2-PeHHITXMHOTUH-4-Kap0o-
kengar 10. Beixon 75%, T. 1. 186—-187°C. UK
crektp, v, cm: 3440 (OH), 3059 (C—Hapon),
2961, 2929, 2870 (C—Hamg), 1740, 1732
(C=0,p), 1592, 1507, 1419 (HO-C=C—C=O0,
C—Cupon), 1371, 1249, 1240, 1214, 1146
(C—0,4). Haiimeno, %: C 74,99; H 6,35;
N 1,87. Macc-cnektp, m/z (Iym, %): 641
(100) [M—H,0O]". C41H4NO;. Beruucneno, %:
C 74,64; H 6.26; N 2,12. M 659,78.
5-(2,6-Anokcounkaorekcua)(2-ruja-
pPoKcHu-6-0KcONUKIOreKc-1-eH-1-n.)
MeTWI-2-MeTOKcueHn T  2-(heHUJIXHHO-
Jun-4-kapooxcuaar 11. Beixog 66%, T. .
142-143°C. UK cnekrp, v, cm': 3405 (OH),
3061 (C—Hapon), 2941, 2892, 2842 (C—Hamg),
1744, 1724 (C=0.4), 1656, 1612, 1591, 1548,
1509, 1445 (HO-C=C—C=0, C—Cypon), 1375,
1339, 1286, 1231, 1126, 1103 (C—O,4). Haii-
neHo, %: C 73,56; H 5,42; N 1,99. Macc-
cnexktp, m/z (lom, %): 571 (100) [M—H,O]".
C36H31NO;. Beraucneno, %: C 73,33; H 5,30;
N 2,38. M 589,64.
5-(4,4-AumeTni-2,6-1H0KCO-
HUKJIOTeKCH)(2-ruApoKcu-4,4-1uMeTII-
6-oxcouukaorekc-1-en-1-ua)merna-2-
MeTOKCH(pEeHUT 2-(peHHIXUHOINH-4-Kap-
ookcuaar 12. Bemxog 91%, 1. mim 235-
236°C. UK cnekrp, v, cm': 3424 (OH), 3070
(C—Hapow), 2962, 2931 (C—Hamg), 1749
(C=0,p), 1595, 1511, 1420 (HO-C=C—C=0,
C—Cupon), 1371, 1259, 1179, 1143, 1128 (C-
O.4). Haiineno, %: C 74,73; H 6,18; N 1,83.
Macc-cnexrp, m/z (Iom, %): 627 (100) [M-
H,O]". C4H39sNO;. Boruucneno, %: C 74,40;
H 6,09; N 2,17. M 645,75.
1,8-Inokcookraruapo-1H-kcaHTeHbI
(13-16) (o0mast metoguka). B konly, cHad-
)keHHyto Hacankod [luna-Crapka m oOpart-
HBEIM XOJIOOWIBHUKOM, moMemmaian 1.5 Moib
coenunenus (4, 6, 8, 10), 0,3 r cynbdokarno-
Huta ®UBAH K-1 u 50 M1 o-kcunona. Cmech
KAt 16—-18 4, cynbOKaTHOHHUT OT-
(UIBTPOBBIBAIIH, UCTIONB3YS CTEKIISIHHBIN 0~
pucteiii punerp LlorTa, pacTBopuTens yna-
nsun B BakyyMe. Llenessie nponykrsl (13—16)
OYMINATI KOJIOHOYHON Xxpomarorpadueii Ha
cunukarene 100—160 MM (3:1r0€HT — OEH30J1-
a¢up 10:1) u mocnenyromet HU3KOTEMIIEpa-
TYPHOM KpUCTAIUTA3ALUEH U3 METaHOJIA.
3-(3,3,6,6-TerpameTnJi-1,8-g1nokco-
2,3,4,5,6,7,8,9-okTarunpo-1H-kcanren-9-u)
(enn 2-pennnxunonH-4-kapookenaar 13.
Boixon 78%, T. mn. 163—-164°C. UK cnektp, v,
em': 3060, 3030 (C—Hapon), 2957, 2927, 2868
(CHang), 1743 (C=0,p), 1596, 1550, 1444,
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1420 (HO-C=CC=0, C—Cyou), 1374, 1340,
1240, 1185, 1149, 1127 (C-0O.4). Haiigeno, %:
C 78,75; H 6,00; N 2,04. Macc-criekrp, m/z
(Lom, %): 597 (100) [M]*. C5oH35NOs. Borumcie-
Ho, %: C 78,37; H5,90; N 2,34. M 597,71.
4-(3,3,6,6-Terpamerni-1,8-guokco-
2,3,4,5,6,7,8,9-okrarunpo-1H-kcanteH-9-u)
denn 2-penmxunonmu-4-kapooxcuiiar 14.
Boixon 86%, T. min. 203-204°C. UK cnekrp, v,
em': 3062, 3029 (C—Hapow), 2957, 2931, 2870
(C—Haumgp), 1748 (C=0,), 1662, 1626, 1592, 1504
(HO-C=C-C=0, C-Cyov), 1359, 1341, 1240,
1233, 1197, 1180, 1163, 1127 (C—O,4). Haiineno,
%: C 78,79; H 6,03; N 2,08. Macc-criektp, mi/z
(Lom, %0): 597 (100) [M]". C30H3sNOs. Borumcite-
Ho, %: C 78,37; H5,90; N 2,34. M 597,71.
2-MeTtokcu-4-(3,3,6,6-terpameTn.i-
1,8-1mokco-2,3,4,5,6,7,8,9-okraruapo-1H-
KCaHTeH-9-mwin)penns  2-(peHnJIXHMHOJIUH-
4-kapookcuaar 15. Beixog 84%, 1. 1.
158-160°C. UK cnektp, v, cm!: 3080, 3061
(C—Hapow), 2928, 2868 (C—Hamg), 1750
(C=0.,), 1670, 1589, 1548, 1507, 1407 (HO—
C=C—C=0, C—Cyou), 1375, 1275,1199, 1174,
1122 (C-0,y), Cuekrp SAMP 'H (500 MI'1,
CDCly), 9, m, a,: 1,04 ¢ (6H, 2CHs3), 1,12 ¢
(6H, 2CHs;), 2,20-2,31 m (4H, 2CH,), 2,43—
2,53 m (4H, 2CH>), 3,89 ¢ (3H, OCH;), 4,82 ¢
(1H, CH), 6,82 nn (1Ha,, J 8,2, 1,7 '), 7,09 1
(1Has, J 8,1 T1), 7,19 0 (1Ha,, J 1,5 T), 7,45—
7,50 m (1Ha,), 7,51-7,58 M (2HA,), 7,60-7,66
M (1Ha,), 7,75-7,81 M (1Ha,), 8,20-8,23 ™
(2Har), 8,23-8,27 M (1Ha), 8,60 ¢ (1Ha),
8,84 1 (1Ha, J 8,5 T'm), Cuexrp SAMP °C
(125 MTI'u, CDCly), oc, M, 1,: 27,56 (2CHs),
29,40 (2CH;), 31,81 (CH), 41,01 (2CH,),
50,87 (2CH,), 56,11 (OCH;), 114,00 (1CHa,),
119,92 (1CHa,), 121,10 (1CHa,), 122,29
(1CHar), 125,74 (1CHar), 127,65 (2CHay),
128,06 (1CHa,), 129,10 (2CHa,), 129,89
(1CHar), 130,13 (1CHar), 130,38 (1CHay),
32,38, 115,55, 124,28, 135,35, 138,09,
143,69, 149,40, 150,58, 156,90, 162,69,
164,56, 196,61 (13 Cues). Haiimeno, %:
C 76,70; H 6,01; N 2,03, Macc-crniektp, m/z
(Lo, %): 627 (100) [M]*, C40H37NOg, Bbrumc-
neHo, %: C 76,54; H 5,94; N 2,23, M 627,74.
2-9T1okcu-4-(3,3,6,6-rerpamerni-1,8-
anokco-2,3,4,5,6,7,8,9-oxkraruapo-1H-
KCaHTeH-9-mi1)pennn 2-peHnJIXuHoInH-4-
kapoOokcuiaar 16. Brixon 88%, 1. . 157-
159°C. UK cmektp, v, cm': 3060 (C—Hapow),
2961, 2928, 2883 (C—Hamg), 1733 (C=0,y),
1592, 1585, 1548, 1506, 1418 (HO-C=C-
C=0, C—Cyou), 1371, 1246, 1214, 1145,
1125 (C-0,). Haiineno, %: C 76,97; H 6,24;
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N 2,06. Macc-cniextp, m/z (Iom, %): 641 (100)
[m+. C41H39NO6. BLI‘-II/ICJIGHO, %I C 76,73,
H 6,13; N 2,18. M 641,76.

PE3YJIBTATHI U ObCYK/[EHUE

[TocpenctBom kackagHou peakunu Kué-
BeHaressi-Muxanis ClIoKHbIX 3)UpoB yuHxo-
¢ena (2-peHmTXuHOIMH-4-KapOOHOBOM KHC-
J0ThI) ¢ 1,3 MUKIOAUKETOHAMHU B METAHOJIE
B MPHUCYTCTBUU KaTAIUTUYECKUX KOITHUYECTB
TPUATUJIAMUHA TIPU TEMIIEpaType KHUIICHUS
PacTBOPUTEIIS U TIOCIETYIOIIIM 3aMBbIKAHUEM
[IUKJIa TIOCTeTHUX C WCIOIb30BAaHHEM CYIIb-
¢dokxarnonnta PUBAH K-1 momydens! muH-
xohenconepxkamme kcanteHsl 13—-16 m ux
nonynpoayktel 3—12. Cxema peakuuu mpu-
BeJleHa Ha pUCYHKe 1.

[Ipouecc koHAeHcauuu (CIOXKHBIX d(uU-
poB  2-(peHUIXUHOIUH-4-KapOOHOBOH KHC-
JOTHI € 3aMELICHHBIMU T'HJIPOKCUOEH3aIbIe-
rugamMu) 1 1,3-1uKinorekcanaiuoHaMu (pucy-
HOK la) mo3BoJIMJI MOJYYHUTh TOJIBKO JIMILb
uenesble coequHenus (3—12). bouio yctaHos-
JIEHO, YTO BMECTO IEJIEBBIX MPOIYKTOB (IIMH-
xo(eHcoepKaIIUX CI0KHbIX 3¢upoB 1 1 2) B
rporuecce KOHACHCAUU [TUHXO0()EHOBBIX MPO-
W3BOAHBIX CAIIMLIMIOBOrO albJeruia MpoHcC-
XOJIUT aJIKOTOJIU3 CIOKHOA(UPHON IPyHIIBI C
o0pa3oBaHMEM METHIJIOBOTO 3(pupa HUHXOpeE-
Ha (17) u 9-(2-ruppoxcudenun)-3,4,5,6,7,9-
rekcarunpo-1H-kcaurteun-1,8(2H)-guona
(18) wmm  9-(2-ruapoxcudenmn)-3,3,6,6-
terpamertui-3,4,5,6,7,9-rekcaruapo-1H-
kcanteH-1,8(2H)-auona (19), uto 00ycioB-
JICHO TIPOCTPAHCTBEHHOHN 3aTPYyJHEHHOCTHIO
pacnojokeHuss OObEMHBIX 3aMECTUTeNlel B
OpmMO-TIONIOKEHUHN APYT K JpYyry (PUCYHOK
16). B cnmywae napa- m mema-pacmnosnoxe-
HUSL CIOXKHOA(UPHBIX TPYMI OTHOCHUTEIHHO
aNbJICTUIHOM, UX aJIKOTONN3a y COSAMHEHUN
(3—12) He mpoucxXoauT.

Ha npumepe coenunenuii (4, 6, 8, 10)
BBINOJIHEHA WX [UKJIM3AIUs HETIOCPEACTBEH-
HO B IIMHXO(eHconep:kaie kcautensl (13—
16). CnexyeT OTMETUTH, YTO B OTIMYHE OT
MOJTYYECHHBIX HaMHu paHee 1,2-a30JbHBIX U
MUPUIMHOBBIX TPOU3BOAHBIX KETOCIHUPTOB
[9], mukiIKM3anKs KOTOPBIX JIETKO MpoTeKasia B
KUTISIIeM OeH30le, 3/1eCh B MpenapaTUBHOM
OTHOULIEHHUHU TPeOOBATUCH 3HAYUTETHHO 00JIb-
e ycuius (JUIMTeNbHOE KUTITYCHHE B OPTO-
kcuone ipu temneparype 144°C). Ilpuuewm,
9acTO IMKIU3AIUS MPOUCXOIUT CaMOIPOU3-
BOJIBHO IIPH AJIEKTPOHHOM yAape B yCIOBUSX
3alKCy Macc-CreKTpoB. MOXHO Mperosno-
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KHUTb, YTO aHAJIOTUYHBII Ipoliecc TaKxe Oy-
JIeT TIPOUCXOANTH U TpH JeiicTBuu (hepmeH-
TOB (HapHUMep, €HOJIa3bl WIH ICTEPA3bI).

CocTaB U CTpOEHHE CHHTE3UPOBAHHBIX
coemuaeHM (1-19), Kak 11e71eBbIX — IEPCTICK-
TUBHBIX JUI1 HPOBEIEHUS HX JaJbHEHILEro
ouorectupoBanus (3—16), Tak u oOpa3oBaB-
IIMXCA B pe3ylbTaTe ajKorojin3a CIOXKHO?-
¢dupHoii cBsa3u (17-19), 66U TOATBEPAKIEHBI
Ha OCHOBAHUU COBPEMEHHBIX METOJIOB (H3H-
KO-XMMHYECKUX HCCIeNoBaHMui. B crekrpax
SIMP 'H kerocniupta 8 nporosn rpymmsr C=C—
OH nposBusercs B Buae cunriera npu 12,07
M. 1., @ B CIeKTpax 1,8-TMOKCOOKTaruapoK-
caHTeHa 15 ucuesaet, Ipu TOM MPOUCXOAUT
cMmerieHue curHainoB nporoHa CH cunbHOe
none Ha 0,78 M. 1.

3AK/TIOYEHUE

Hcnons3oBanue dhapmarieBTHIECKUX Cy0-
CTaHIINI, XOPOIIO 3apEKOMEHI0BABIINX ceOs
B IIPOIIJIOM, U COOTBETCTBEHHO, MPOLIEIINX
BCE HEOOXOIUMBbIE KIIMHUYECKHE UCIIBITAaHUS,
HO B HACTOSIIIEE BPEMSI YCTApPEBIINUX U HE UC-
IIOJIB3YEMBIX B COBPEMEHHON KIMHHYECKOU
MIPAKTHKE, MOXET CIYXKHUTh MEPCIICKTHBHBIM
METOZIOM CO37aHMsI HOBBIX JIEKapCTBEHHBIX
cpencTs. bbio ycTaHoBieHO, YTO UHXO(DEH-
CoZieprKalllie KETOCHUPTHI C BBIXOJOM 66—
91% oOpa3yroTcst mpu KOHJEHCAIUU Mema-
U napa-3aMelieHHbIX OeH3aJbAETHIOB, a B
cilydae opmo-3aMeIleHHbIX OeH3albJIeru/I0B
IOPOMCXOIUT  AJKOTOJHM3  CIOKHOA(PHUPHBIX
rpyni. [y mpenapaTuBHOTO 3aMBIKaHUS Ke-
TOCIMPTOB B KCAHTEHBI C BbIXOAOM 78—88%
HEOOXOAMMO HCIOJb30BaTh KUISTYEHHUE B
0-KCHJIOJIE C OTTOHKON 00pa3oBaBIIeiics BOIbI
C MCIOJIb30BaHKeEM JIOBYIIKH JluHa-Crapka B
MPUCYTCTBUH B KQUECTBE KaTaJln3aTropa Cylb-
dboxatnonnra PHUBAH K-1.

Haubonee MHoroo6emaroieii npencras-
JsieTcs KOMOMHAIMS B OJJHOM MOJIEKYJle KOBa-
JICHTHO CBSI3aHHBIX (apMako(popHbIX (par-
MEHTOB OUMeOdOHd, YUHXOpeHa W TIPUPOTHO-
ro anpAerunopeHona sanunuHa (CoeTNHEHHS
8u15)[10, 11].

SUMMARY

E. A. Dikusar, E. A. Akishina, S. G. Stepin,
A. P. Polikarpov, V. 1. Potkin
CATALYTIC SYNTHESIS OF CINCHO-
PHEN-CONTAINING XANTHENES

Xanthenes and their derivatives are an
important class of heterocyclic compounds



Becmuux papmayuu Ne3 (101), 2023

promising for application in medical chem-
istry since they have a wide range of phar-
macological activity: antibacterial, fungicid-
al, antitumor and antiinflammatory and the
quinoline fragment is a key building block in
the production of pharmaceutical substances
also having antibacterial, antitumor, antioxi-
dant and antiviral activity. The synthesis re-
sults of cinchophen containing ketoalcohols
(semiproducts for further chemical trans-
formations) and xanthene derivatives using
FIBAN K-1 sulphocationite as a catalyst are
presented. Combination of different pharma-
cophore fragments in one molecule can lead
to synergism of their properties, contribute to
the onset of new types of biological activity.
Synthesized xanthene derivatives are prom-
ising agents to be used in medical chemis-
try, and a heterogeneous catalyst makes the
experimental procedure of their preparation
simple and environmentally friendly since
it can be easily removed from the reaction
mixture and regenerated. Physicochemical
constants are given and spectra of the com-
pounds acquired are described. It was found
that cinchophencontaining ketospirits with
66-91% yield are formed by condensation of
meta- and para-substituted benzaldehydes
only, and in case of ortho-substituted benz-
aldehydes alcoholization of ester groups oc-
curs. For ketospirits preparatory closure into
xanthenes with 78—-88% yield it was neces-
sary to use boiling in o-xylene with the dis-
tillation of the resulting water using a Dean-
Stark trap in the presence of FIBAN K-1
sulfocationite as a catalyst. Combination of
covalently bound pharmacophore fragments
of dimedone, cinchophen and natural alde-
hydophenol vanillin in one molecule seems
to be the most promising.

Keywords: cinchophen, ketoalcohols,
xanthenes, catalysis, sulfocationite, esters,
physicochemical constants, spectra.
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