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AKTUBHOCTHU HOBBIX TUPA3OJIMHOBBIX
U MMPUMUIMHOBBIX ITIPON3BOIHBIX HA OCHOBE
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© 2025 A. Y. Ucaxansan*®* 3, A. Oacan*, P. A. Magoan**# A.T. Cyknacsan**,
C.T. Yanaau**, A. C. I'puropsn*, I'. B. I'acnapsin®, A. A. ApyTIOHSIH*

* Hayuno-mexnono2uveckuil yeHmp op2aHuyeckoll u papmayesmuyeckoi Xumuu
Hayuonanvnou axademuu nayx Pecnybruxu Apmenus,
Apmenus, 001 Epesan, npocn. Azamymsn, 26
** Unemumym ouoxumuu um. I Bynuamsana Hayuonanvnou axademuu nayx Pecnybnuxu Apmenus,
Apmenus, 0014 Epesan, yn. Ilapyupa Cesaka, 5/1

Ioctynuina B pegakuuto 06.11.2024 r.
[Mocne nopadorku 20.11.2024 1.
Ipunsra k mybmukammy 21.11.2024 1.

CuHTE3MpOBaHBI ISITh XaJKOHOB U3 pPsla MEHTWIOKCHAETOPEHOHA C apOMaTHUYECKUMHU AJIbJICTHIAMH.
Ha ux ocHOBe ycIienrHo noiydeHbl HOBbIE THPA30JIMHOBBIE M MMPUMHIMHOBEIEC TPOM3BOIHBIC. M3yueHa
AHTUMHMKPOOHAs aKTUBHOCTD |5 CHHTE3MPOBAHHBIX COCIUHEHNH. AHTUMUKPOOHAs U IPOTHBOTPHUOKOBas
AaKTHUBHOCTH OIpefesieHa o Metony auddysmu B arap. [lokazano, uro 9 u3 15 u3y4eHHBIX COeANHEHHUN
HPOSIBJISIIOT BBICOKYIO MPOTHBOTPUOKOBYIO aKTHMBHOCTH MO OTHOMNICHHIO K MATOTEHHBIM TIpubam
Candida albicans, a HEKOTOpbIE COCIMHEHHS MPOJEMOHCTPUPOBAIIA aHTATOHUCTUYECKYIO aKTUBHOCTD
[0 OTHOIICHHUIO K MATOTCHHBIM ITaMMaM Escherichia coli n Staphylococcus aureus. ViccnenoBanust
AQHTIMOHOAMUHOKCH/Ia3HOW aKTUBHOCTH MOKa3aJIx, YTO J[Ba COSMHEHHS POSIBHIIA YMEPEHHYIO aKTUBHOCTh
B KoHLeHTpauuu 1.0 MM, yrHeras ne3aMHHHpPOBaHHE S-OKCHTPUNTaMUHA (CEpPOTOHUH) Ha 68 m 65%
COOTBETCTBEHHO, a OCTAJIbHBIE COSANHEHUS MTPOSIBUIN Cl1a00€ aHTHMOHOAMHUHOKCHIA3HOE ACHCTBHE.
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NUPUMUOUH
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BBEJAEHUE MPOU3BOIHBIX MUPA30JIMHOB U MUPUMUIANHOB [5—8].
Lenbto cuHTe3a OBIIO M3yYeHUE aHTUMHUKPOOHOM,
NPOTUBOTPUOKOBON M aHTMMOHOAMHHOOKCHIA3HOM

AKTUBHOCTU HOBBIX IMHUPA30JIMHOBLIX U MMUPUMHUON-

o,B-HeHnacermenasie KapOOHIIIBHBIE COEIMHE-
HUS (XaJIKOHBI) MPOSBIAIOT ITUPOKUH CIIEKTpP OMOJI0-
rudyeckoit aktuBHoctu [1-4]. IIpocTora cunTesa u

HOBBIX ITPOU3BOJHBIX, T.K. H3-3a PE3UCTCHTHOCTH KO
BBICOKasA peaKIHOHHAasd CIIOCOOHOCTH JCIIAr0T UX IIEP- p o ? p

MHOXECTBY AHTHOMOTUKOB W TPOTHBOTPUOKOBBIX
MpermapaToB Bpayd CTATKHBAIOTCS C Pa3IMIHBIMHU
WH(DEKIUSIMHU, TPYAHO TOIJAIONIUMHUCS JICUCHHUIO.

CIICKTUBHBIMH UCXOAHBIMU COCAUHCHUAMMU JJIsI CHH-
TE€3a HOBBIX JICKAPCTBCHHBIX IIPCIIapaTOB. C sTon
LEJIbO B HACTOALICC BPEMA IMPOBOAATCA HCCIICIO-

BaHUs MO BBEICHUIO B COCTAB XaJIKOHOB pa3jiny-
HBIX 3aMECTUTENECH U M0 CUHTE3y U3 XaJIKOHOB HO-
BBIX COEJIMHEHUH, TTPEXK]IE€ BCETO reTePOLMKINYECKIX

Coxkpamenusi: MAO — moHoamuHokeugasza; 5-OT — cepoToHuH.

B cBsi3u ¢ 3TUM BO3HHMKaeT NOTPEOHOCTH U HEOOXO-
JMMOCTB B HOBBIX IIperiapaTax Juisi JISUCHUsI pa3IYHbIX
WH(pEKIMOHHBIX 3a0oneBannil. [Ipuunna — HU3Kas
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3¢ PEKTUBHOCTD U3-32 PA3BUTHS PE3UCTEHTHOCTH, TOK-
CUYHOCTH AJII OPTaHM3Ma-XO35MHA U Pa3IMYHBIC
no6ouHbIe d(HPEKTH UCTIOIB3YEMBIX B HACTOSIIEE
Bpems TepaneBTudeckux cpeacts [9, 10]. Ioprmre-
HHE yCTOWYMBOCTH Pa3IMYHbIX IAaTOI€HHBIX OaKTe-
puit u rpubos Candida albicans x aHTHOMOTHKAM
W aHTUTPUOKOBBIM IIperapaTaM B IIOCJEIHUE TO/bI
CTaJIO CEPbe3HOH MPOOIeMOit ISt 37[paBOOXPaHEHHUS,
U pa3padOTKa HOBBIX, O€30IMACHBIX M BBICOKOA(-
(heKTHBHBIX IpENapaToB MIPOTHB IATOI€HOB BEChbMa
akTyaibHa [9—14].

Lenpro HacTosimel paboOTHI CTaj CHHTE3 HOBBIX
MHUPA30JIMHOBBIX U MUPUMHIMHOBBIX IPOU3BOIHBIX
Ha ocHOBe (FE)-1-(4-amunokcudenmn)-3-apuimpor-
2-eH-1-0HOB, OIIEHKA WX MPOTHBOTPHUOKOBOM, aHTH-
MHUKPOOHOM aKTUBHOCTH M aHTIMOHOAMHHOKCH/TA3HOH
AKTHUBHOCTH.

PE3VJIBTATBI 1 OBCYXXKJIEHUE

CunTtesupoBanbl ms1Th XankoHos (II-VI) u3 psana
NEHTUJIOKCHALIETOEHOHA C apOMaTHIECKUMHU aJIbJle-

ruaamu. Haux ocHOBe yCIeIIHO CHHTE3UPOBaHbI HOBBIE
nirpazonuHoBeie (VII-XI) u 2,4,6-mupuMHIHHOBEIC
(XII-XVI) mpousBoausie [15-22]. Ctpoenue mo-
JTydEHHBIX COEMHEHHI IOATBEPK/IEHO JaHHbIMU ' H-,
13C-SIMP- u MUK-cHeKTpOCKOIHH.

Buosnoruyeckasi AKTUBHOCTD COeAMHEHUI. AHTH-
MHUKPOOHYTO U ITPOTUBOTPHOKOBYTO aKTHBHOCTS 15 cHH-
TE3UPOBAHHBIX COCUHEHUI U3ydaTl METOIOM Ju-
¢y3uu B arap [17-20]. Ha puc. 1a npuBeaeHbI 30HBI
nonasieHus: pocra rpubos C. albicans Ha cpene
Calypo CHHTE3UPOBaHHBIMH COCTMHEHHSIMHU TIPU KOH-
nerTpanuu 20 Mr/Mi1, Ha puc. 16 —Ipu KOHIIEHTpaIuu
40 mr/mi. Puc. 1 neMoHCTpHUpYeT MoaBIeHUE POCTa
rpuboB C. albicans npenapatoMm (ayKoHA30J Ha
cpene Cabypo B koHmeHTparusax 50 u 150 mr/mu.
B tabn. 1 npuBeaeHsl JaHHbBIE MPOTHUBOIPHOKOBOM
aKTHBHOCTH COeIMHEeHuH 1o oTHomenuto Kk C. albicans
[pH KOHIEHTpalusax coeaunenuit 20 u 40 mr/mi.
Pasnuiia 3Tux KoHIEHTpanuii Obi1a HeOobIIo#. Co-
OTBETCTBEHHO, MPH OOJIBIIMX KOHIIEHTPALIUAX 30HBI
TIOZIABJICHUSI POCTA ObLTH ObI OOJTBIIIE. MBI HE IPOBOIUITI

Puc. 1. 30HbI OABICHUS] CHHTE3UPOBAHHBIMU coeiMHEeHHsIMH pocTa rpubdoB C. albicans Ha cpene Cabypo. Konmenrparus
coenuHeHni cocrasisita 20 Mr/Mi (a) u 40 mr/mi (0); dpmykonaszona — 50 u 150 mr/mi (8).

Taﬁ.lmua 1. 3o0HbI TIOAABJICHUS POCTA MATOIC€HOB IMUPA30JIMHOBBIMU U NMUPUMUIUHOBBIMU IIPOU3BOAHBIMU Ha OCHOBE

XaJIKOHOB ITpU KOHIIeHTpaluu coenunenuii 20 u 40 mr/mi

30Ha MOJABJICHUS POCTA, MM
Coenunenue C. albicans E. coli S. aureus
20 mr/min 40 mr/mi 20 mr/mi 40 mr/mn 20 mr/mun 40 mr/m
(1) 23 24 17 19 - -
(T10) 20 22 — - - —
(Iv) 20 22 — — 12 14
V) - - - - - -
(VD) - - - - - -
(VII) 25 26 15 16 16 18
(VII) 18 20 18 21 - -
(IX) 22 24 14 17 - -
X) 25 26 14 15 15 16
(XD - - - - - -
(X1II) 20 23 — — 20 22
(XIII) 11 14 15 18 14 16
(XIV) 20 21 — — - —
(XV) 26 27 13 14 16 18
(XVI) 14 17 — — — —
BUOOPTAHUYECKAS XM TOoM 51 Ne 1 2025
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HCCIJICA0BaHKUE NMPH OONBIINX KOHLEHTPaUUsX, 10-
CKOJIBKY HaM HMHTEPECOBaJIM MUHUMAaJbHbIE KOH-
LEHTPALUH, IPU KOTOPBIX ObLIH BBISIBICHBI IPOTHBO-
rpUOKOBBIE CBOICTBA. B nanpHeHIIeM, eciu 9TH Tpe-
napatbl HAAYT NIPUMEHEHNE, Mbl YCTAHOBUM OITHU-
MaJIbHY1O KOHLIEHTPALHUIO.

VY ceMU CHHTE3WPOBAHHBIX COCAMHCHHUA HAOIIO-
JIaT aHTHMUKPOOHYIO aKTHBHOCTB T10 OTHOTIICHHUIO K
Escherichia coli, a mo oTHOEHUIO K Staphylacoccus
aureus aHTUMUKPOOHAsT aKTMBHOCTh HaOJIOIanach
TOJIBKO y IIECTH COCTUHCHUIA.

Takum 00pa3zom, pe3yabTaThl OKAa3add, YTO He-
KOTOPBIC U3 HCCIEAYEMbIX MUPA30JIMHOBEIX U THPH-
MHJITHOBBIX COSTMHCHUN 3HAYUTEIFHO MHTHOUPYIOT
pocT rpuboB u 6akTepuid. [Ipu ncciemoBaHM aKTHB-
HOCTH 110 oTHOIeHNH K C. albicans B 30HaX TIOAaBIIe-
HUSI POCTa MOIHOCTHIO OTCYTCTBOBAJI KAKOH-THOO0 pOCT
TTaTOTeHa, 30HBI OBLIN YUCTHIMH. Y TPEX COCTUHEHUH
30HBI TIOAABJICHUS POCTa COCTABIIIH 2527 MM.

[IpoBeneHo comocTaBieHHE MPOTHBOIPUOKOBOI
AKTUBHOCTH TIPE/JIOKCHHBIX COCJIMHEHUH C aKTHB-
HOCTBIO IPOTUBOTPUOKOBOTO TIpemnapara (QrykoHa3ola
(dapesa AmOya3, Dpanitust ), KOTOPBIA HCTOIH30BATN
B koHueHTpamuu 50 u 150 mr/miu. B otninuue ot
M3y4YaeMbIX COCJIMHCHUH, 30HBI MOJABJICHUS POCTa
C. albicans nox Bo3neicTBHEeM (IIyKOHA30JIa HE
OBLIM YHCTBIMHU, HAOIIOAAIOCH 00CEMEHEHHE KIICT-

kamu rpubka (puc. 16). UccnenoBanus mokasanm,
yTo 9 U3 15 coennHeHui MPOSBIAIOT BBICOKYIO TIPO-
TUBOI'PHOKOBYIO aKTUBHOCTb I10 OTHOILIEHHIO K I1aTO-
reHHbIM rpubam C. albicans, a HEKOTOpbIE COSAMHEHUS
JEMOHCTPUPYIOT aHTarOHUCTUYECKYIO aKTHUBHOCTb
10 OTHOUICHUIO K MaTOTeHHBIM MmTaMmaM E. coli u
S. aureus. CrienoBatelbHO, pe/ylaraeMble HAMHU COEI-
HEHHsI MOJKHO HCIIOJIb30BaTh B pa3padOTKEe HOBOTO
(hapMalieBTHUECKOTO TIperapara.

AHTHMOHOAMHUHOKCH/IA3HAS] AKTHBHOCTH COE/IH-
HeHui. VcTtounnkomM MoHoaMuHOKCcHIa3bl (MAO)
BoicTynan 50%-Hplil TOMOreHaT ObIYBETr0 MO3ra, B Ka-
4yecTBe cyOcTpara ucnosb3oBaiu ceporonut (5-OT).
AxTuBHOCTF MAQ BBIpaKaJld B IPOIIEHTAaX T10 OTHO-
LICHUIO K KOHTpouo (Tadn. 2). B kauecTBe npenapara
CpPaBHEHUS HCIIONH30BAIM IIHPOKO MPUMEHSAEMBbII
AHTHJICTIPECCAHT MHJIOTIaH, KOTOPBIA B KOHIICHTPAITHSIX
0.5 u 1.0 MM gocTOoBEepHO HHTHOUPYET JI€3aMHHHUPO-
Banue 5-OT Ha 54 + 5.8 u 86 + 6.0% coorBer-
CTBEHHO [21, 22].

IToxazano, uto coequuenus (I1I) u (VII) mpossuim
yMepeHHYy10 aHTH-M AO-aKTHBHOCTB B KOHIICHTPAIIUU
1.0 MM, yrueras ne3amunupoBanue 5-OT Ha 68 u
65% COOTBETCTBEHHO, 2 OCTAIBHBIC COSTMHEHUS TIPO-
sBuin cinaboe aHTU-MAO-netictBue (Tadm. 2). B
koHUeHTpauu 0.5 MM ucciaenyemble COCIUMHEHUS
HE TpOsIBISLIN aHTH-M AQO-aKTHBHOCTb.

Taonuua 2. BnusHue coeiMHEHUI Ha ie3aMuHupoBanue cepoTonuHa (5-OT) MAO Obrubero Mo3ra in vitro

Wurnbuposanue Wurnduposanue
Coenunenue dopmyna aktuBHOCTH MAO aktuBHOCTH MAO p
(0.5 MM), % (1.0 MM), %

1) CeHyy0 25+ 1.6 68 +£3.6 <0.05
(II0) CeHyy0 O 15% 51+2.8 <0.05
Iv) cao— ) 8% 44+28 <0.05

V) CHiy0 8* 40+2.6 <0.05
4%)) 18* 52+3.0 <0.05

CsHy40
CsHq10

(vII) 3624 65+3.5 <0.05
BUOOPTAHMYECKASI XUMUA Tom 51 Ne 1 2025
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Tabéauua 2. (ITpomomxenue)
Wurnbuposanue Wurubuposanue
CoenuHenue dopmyna akTuBHOCTH MAO aktuBHOCcTH MAO p
(0.5 MM), % (1.0 MM), %
A Q . Q OCH,
N-N
(VIID) @ 5% 28* -
CsHy10 Q C Q Br
N=N
(IX) 0 18* —
/
e~y
(X) E“) 0 24+ 1.8 <0.05
7
o]
(XI) 0~ ) EN) O 12% 42+32 <0.05
a0 O
(XII) 12%* 55+£2.6 <0.05
Cai0 OCHa
(XIII) ) 10* 40+26
<0.05
csHﬂo &
O
(XIV) 0 35+£2.4 <0.05
/
CSHMON
Oy O«
XVv) 7* 41+2.2 <0.05
at
(XVI) 5 0 32420 <0.05
Kontponb Nunonan 54+5.8 86 £ 6.0 -
IIpnmeuanne: sKcepUMEHTHI TOBTOPSUIH 3 pa3a (n = 3) BBULY HU3KOI akTHBHOCTH coeanHeHni. 3a 100% npuHsITa HHTEHCUBHOCTH

JIe3aMHUHUPOBAHNS CEPOTOHNHA B KOHTPOJIBHBIX MP00aX, KOTOPhIE coaepkat Toibko ¢pepmentT MAO u Harpuii-kanuii GpocdaTHbit

Oydep, ¢ KOTOPBIM CPAaBHUBAIOTCS PE3YJIBTAThI COCTUHCHUI.

* JIOCTOBEPHOCTb HE PaCCUUTAaHA BBUIY HU3KOH aKTMBHOCTH COCTUHEHHIA.

BMOOPTAHMYECKA S XUMUA
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OKCIIEPUMEHTAJIBHA S YACTD

Cunre3npoBanbl 1aTh XaakoHoB (II-VI) u3 psma
MIEHTUJIOKCHAIIETO(PeHOHA C ApOMaTHYECKUMHU aJbJe-
ruzamu. Ha ux ocHOBE yCIIENIHO CUHTE3UPOBaHbI HO-
Boie nupaszonuHoBbie (VII-XI) u 2,4,6-mupumu-
muHoBble (XII-XVI) mpousBonusie. CtpoeHue mo-
JIyYEHHBIX COEIMHEHU I TOATBEPKIAEHO JaHHBIMU H-,
13C-SIMP- u K-ceKTpoCKOTHH.

Metonuka noaydenus xaiakounos (II-VI). K
pactBopy 1 Mob anieroeHoHa ¥ 1 MOJIb 3aMeIICH-
HOTO allbJIeTH/Aa B cpefie 15 Mit aTaHoMa TPy riepeMe-
mmBannu qooasisin 5% NaOH B kauecTBe KaTanmu-
3aTOpa ¥ KUTSITUIN 3—5 4 ¥ OCTaBJISUTH HAa HO4Ub. Ocaok
OT(HIETPOBBIBAIIN U TEPEKPUCTAIUTH3IOBBIBAIINA H3
aranosna. [loaydumm moporku ot 6eJI0To 0 CBETIIO-
JKEJITOTO IBETA.

MeTtoauka nojydyenusi nupasoiannos (VII-
XI). K pactopy 0.001 mons onnoro uz (£)-1-(4-
NeHTUIIOKCH(eHIN)-3-(4-3aMeeHHbIH (GeHuT)mpor-
2-eH-1-on0B 11 0.001 Monb peHMMTHIPa3MHA B 15 M
9TaHOJIa MPU KOMHATHOW TeMIiepaTrype J00aBisiin
2 KaIlui CEepHOM KHCIIOTHI, CMECh MepeMeIINBaIIH.
3areM pacTBOP KUMSATUIN 5—7 4, OCTaBJIsUIA HA HOYb.
Berinasimuii nponyKT OT(QUIBTPOBBIBAIN, TPOMbBIBAIH
BOJIOW U MEpeKpUCTAIIN30BBIBAIN U3 ITAHOJIA.
[Momyunau nopomku ot OeJ10ro 0 KEeATOTO LBETA.

MeTtonuka nosayvenus 2,4,6-TpuapuJnupuMu-
auHoB (XII-XVI). Cmecs 0.001 monb runpoxnopuaa
oenszamuauna, 0.001 Monp ogHoro u3 (£)-1-(4-
MEeHTHJIOKCUPEeHMUN)-3-(4-3aMeeHHbIN (peHnT)-

nipor-2-eH-1-oH0B 1 0.22 1 (0.004 monp) KOH B 10 M
9TaHOJIA KUTISTHIN C 00PATHBIM XOJIOJMIIBHUKOM 5 .
Brrmasmuii mpoayKT OTGUIETPOBBIBAIH, TPOMBIBAIN
BOJION U MEPEKPUCTAIUIU30BBIBAIN U3 3TaHoa. [1o-
JyYMIM THPUMHUANHBI OT OEJI0T0 10 CBETI0-3KEJITOTO
usera [15-23].

CrpoeHue MoTy4YeHHBIX COSIMHEHUI NOATBEPXK-
neHo nauHbME 'H-, BC-SIMP- n UK-cnexTpockonum.
UK-cnektpsl peructpuposainu Ha npudope Nicolet
Avatar 330 FT-IR (Thermo Electron corporation, CI1IA)
B BazeMHOBOM MacJie. Criektpbl 'H- 1 3C-SIMP pe-
THCTPHUPOBaIH Ha ciekTpomeTpe Mercury-300 (Varian,
CIIA; 300, 75 MTI't), 8 DMSO-d,-CCl, (1 : 3,30°C);
BHyTpeHHM ctanaapt — TMC (cxema 1).

Buonornyeckas akTHUBHOCTB coeIUHEHN . AHTH-
MHUKpPOOHYTO ¥ IPOTUBOIPHOKOBYIO aKTUBHOCTB 15 CHH-
TE3UPOBAHHBIX COCAMHEHUN M3ydald METOAOM Aud-
(hy3uu B arap.

Cycnensuto TpuOKoB HaHOCKHIN Ha arap Cabypo
B kosmmuectse 0.5 M, cogepikaiieMm 25 MIIH KJIETOK
C. albicans. IIpoTHBOTpHOKOBYO aKTHBHOCTH CHHTE-
3UPOBAHHBIX COCIUHEHUH COMOCTABIISUIA C AKTUB-
HoCThIO (myKoHaszona (DapeBa AmOya3, panius). Mc-
M0JIb30BaIY pa3Hble KoHueHTpauuu (50 u 150 mr/mi)
(irykoHazona.

AHTUMHKPOOHYIO aKTUBHOCTb COSMHEHHUH 110 OT-
HoOUIeHuto K E. coli n S. aureus u3y4nnu Ha muTa-
TenbHOM arape. C 3TO# 1elbIo TPUTOTOBUIIN CYCIIeH-
3uM OaKTepuil ¥ HAHOCHIIM Ha MHUTATEJbHBIN arap B
kommuectse 0.5 M. B 1 mur kaxmoro matorena co-

NH NHC6H5

O ® $
/
a0 NaOH EOH (g R 1,50, EOH O
11-V1) CsH,,0 R
(VII-XD)
NH,HCI
KOH, EtOH | HN
CsH,,0 ! ! R
| X
(IL, VIL XII): R = 4-MeO N._N

(IIIL, VIIL, XIII): R=H

IV, IX, X): R =4-Br

(V, X, XV): R =4-NMe,

(VL XI, XVI): R = 1,3-6eH30110Kc0I-5-111

(XII-XVID

Cxema 1. Cunres xankoHoB (I-VI) ¢ apomarmueckimu anbaeruaaMu. Ha mx ocHOBE IIPOBE/ICH CHHTE3 HOBBIX IMTUPA30JIMHOBBIX

(VII-XI) un 2,4,6- mupuMuuHOBEIX pon3BoaHbxX (XII-XVI).

BUOOPTAHMYECKASI XUMUA Tom 51 Ne 1
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nepxutcs 2.5 x 10% knerox Gaxrepuii. Cycrnensun
PaBHOMEPHO PACHPEIEIHMIN 10 BCEH MOBEXHOCTH
arapa, 3aTeM C/EeJIaJIH JIyHKH AUaMeTPoM § MM, Kyaa
Karaji pacTBOPbI OPraHMYECKUX COSTMHEHHUH B KOJIH-
yectse 0.1 mi1. B kauecTBe pacTBOPUTEIIS UCIOIB30-
BaJTH IMMETHIICYITL(OKCH]. Pe3ynsrarst aHanm3oB npu-
BezieHbI B Ta0M. 1. [ocnuraibHbIe ITaMMBI TATOTEH-
HBIX MUKPOOPTaHu3MoB E. coli, S. aureus u C. albicans
ObUIM TIOJTy4eHBI OT Kadenpsl anuaeMuonorun Epe-
BaHCKOT'0 TOCYAapCTBEHHOTO MEAUIIMHCKOTO YHUBEP-
cureta um. ['epanu.

AHTH-MAQO-aKTHBHOCTH coeMHeHmii. VcTou-
HUKOM MOHOaMHMHOKCH/Ia3bl BbicTynan 50%-Hblii ro-
MOTEeHAT OBIYHETO MO3Ta, KOTOPHIH TOIYYald ITyTEM
TOMOTCHM3UPOBAHUS MO3Ta B CTEKJITHHOM F'OMOTCHH-
3aTope ¢ paBHBIM (110 Becy) 00beMoM 2.5%-Horo pact-
Bopa “apkonan’ (HOHU(EHOII, ApK-UHTePHAIIMOHAIT,
Opannus). B nonyuennom 50%-HOM romoreHare
onpenensy aktuBHOCTE MAO [22]. B kagecTBe cy0-
cTpara ucrosib30Bainu cepoToHuH (5-OT) kpearnHuH
cynbar monoruzapar (Sigma-Aldrich, ['epmanus),
KOTOPBIH H00aBsum K npobdam mocie 30-muH mpe-
MHKyOauun epMeHTa ¢ UccieyeMbIM BEIECTBOM
npu KOMHaTHOH Temneparype. CopepkaHue cepoTo-
HuHa B po0Oe coctasiswio 1.0 u 0.5 MM. Haceienune
KHCJIOPOAOM IPOBOJMIIN B TedeHue 5 MuH nipu 37°C,
nanee poOsl mHKyOupoBanu 45 muH npu 37°C B
armocdepe kucnopona. Peakunuio ocTaHaBIUBaIH
nobasnenueM 0.2 mu 50%-HOi TPUXIOPYKCYCHOM
KHCJIOTBI.

Ocanok Genka OTAENsUIM HEeHTpU(yrupoBaHUEM
mpu 3000 o6/mMuH. B 6e30eK0BON HaTO0CaT0THOM
JKUJIKOCTH ONPEACISUIH COJlepKaHNe aMMUaka Me-
TOJIOM HM30METPUYECKON OTTOHKH B TeueHHe 24 4
C TIOCIIeAYIONIeH Heccaepu3aueil u (HoToMETpHUpO-
BaHHeM Ha QoromeTpe-Hepenomerpe DIK-56-2
(Anamutnpubop, CCCP). AxtuBHocts MAO BbIpa-
JKaJIu B MPOLEHTaX IO OTHOLICHUIO K KOHTPOJIIO
(tabm. 2). Craructuyeckyto 00padOTKy MOTy4eHHBIX
pe3ynbTaToB ocymecTsisuin 1o merony GraphPad
Prism. B xauecTBe npenapara cpaBHEHHS UCTIOIH30-
BaJIM IIMPOKO MPUMEHSIEMBbIi aHTHCTIPECCAHT UH/IO0-
naH (Cepsuep, OpaHius).

3AKJIIOYEHHUE

CunTtesupoBansl 1s1Th XankoHos (II-VI), u3 psanga
HNEHTUJIOKCHALIETOPEHOHA C apOMaTUIECKUMHU aJIbJle-
runamu. Ha nx ocHOBe yCIenHo CHHTE3NPOBaHbI HO-
Bole nupazonuHoBbie (VII-XI) u 2,4,6-nmupumunu-
HoBele (XII-XVI) nponsBognasie. M3yueHnne akTuB-
HOCTH HOBBIX COCIMHEHHH MO OTHOLICHHIO K TpHOam

BMOOPTAHMYECKA S XUMUA

C. albicans n 6axtepusm E. coli n S. aureus mokaszaio,
yT0 HekoTopsle nupasonuHoBeie (VI X, IX) u mu-
pumunuHossie (XII, XIV, XV) npousBonnsie o0ma-
JIAIOT CHUJIBHOW MPOTHBOMUKPOOHON aKTHBHOCTBIO,
B TO BpeMs kak coeaunenus (V, VI, IX) 6bu1u mosn-
HOCTBIO JIMIIEHBI IPOTHBOMHKPOOHOH aKTUBHOCTH.
Coenunenus (II u VII) nposiBUiIM yMEpeHHYIO aHTH-
MAO-akTuBHOCTH B KOHIIeHTparuu 1.0 MM, yrueras
nesamuHupoBanue ceporonnna 5-OT Ha 68 u 65%
COOTBETCTBEHHO, & OCTAJIbHBIE COEIMHEHNUS IIPOSBUIIU
cnaboe antu-MAO-neiicTBue.

BHecenne u3MeHEeHMi B CTPYKTYPY XaJIKOHOB ITPH-
BOJIHT K ITOJIYYCHHUIO TeTEPOLIUKINIECKUX IPONU3BOI-
HBIX, KOTOpPBIE MOTYT 00J1a1aTh 60Jiee CUIIbHOM, 4eM y
HCXOJIHBIX XaJIKOHOB, OMOJIOTMYECKOM aKTUBHOCTBIO.
OTO AenaeT XaJKOHBI IEPCIIEKTUBHBIMUA UCXOJHBIMU
COEIMHEHHUSMH ISl IOUCKA U CHHTE3a HOBBIX IIPO-
TUBOMHUKPOOHBIX CPEJCTB.

®OHJIOBA S [TOJIJIEPXKKA

Pabora moanepkuBanack peryisipHbIM HHCTHUTY-
UOHAIBHBIM (PMHAHCHUPOBAHNWEM, M HUKAKHX JIOMOJ-

HUTCJIBbHBIX TPAHTOB MMOJYYCHO HC OBLIO.

COBJIFOJEHUE OTUYECKUX CTAHIAPTOB

HaCTOHHlaSI CTaTbs HE COACPIKUT Kakux-JI110o HCCIICO0-
BaHUU C ydacTuem JIIO,HCfl M )KUBOTHBIX B KA4€CTBE 00BEK-
TOB I/ICCHG,I[OBaHI/Iﬁ.

KOH®JIMKT UHTEPECOB

ABTOpBI 3asBJISIIOT 00 OTCYTCTBUHM KOH(IMKTA HWHTE-
pecoB.

BKJIAJI ABTOPOB

Bce ABTOPLI BHECIIN paBHOHeHHBIﬁ BKJIaJ B HAITMCAHUC
CTaThbH.

JOCTVYIIHOCTb JAHHBIX

ﬂaHHbIe, MOATBEPKAAOIIUEC BbIBOAbI HACTOAMICTO HUC-
CJIEJIOBAHMS1, MOYKHO TTOJTYYHTh Y KOPPECTIOHTUPYIOIIETO aB-
TOpa 1Mo 0O0CHOBAaHHOMY 3aIPOCY.
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Synthesis and Study of Antibacterial and Anti-MAOQ Activity
of New Pyrazoline and Pyrimidine Derivatives Based
on (E)-1-(4-Amyloxyphenyl)-3-arylprop-2-en-1-ones
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Five chalcones from the pentyloxyacetophenone series with aromatic aldehydes have been synthesized. New
pyrazoline and pyrimidine derivatives have been successfully synthesized on their basis The antimicrobial
activity of 15 synthesized compounds was studied. Antimicrobial and antifungal activity was determined by
the agar diffusion method. Studies have shown that out of 15 compounds, 9 exhibit high antifungal activity
against pathogenic fungi of the genus Candida, and some compounds exhibit antagonistic activity against
pathogenic strains of Escherichia coli and Staphylococcus aureus. Studies of anti-monoamine oxidase ac-
tivity showed that two compounds showed moderate activity at a concentration of 1.0 mM, inhibiting the
deamination of 5-oxytryptamine (serotonin) by 68 and 65%, respectively, and the remaining compounds

showed weak anti-MAO activity.

Keywords: antibacterial, antifungal, anti-MAQO activity, chalcone, pyrazoline, pyrimidine

BUOOPTAHMYECKASI XUMUA Tom 51 Ne 1

2025



