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B cratbe onucbiBaeTcs cuHTe3 4-meTokeu-3-cbennntuonmpanol4,3,2-kllakpuanHa. ABTOpbI MCCnefoBany ABa MeTOAa LMKNU3auun: ¢
MCNOMb30BaHNMEM CepHOW M nonudocdopHon kucrnoT. Linknusaums B cepHOW KucrnoTe npvBena K CynbupoBaHWIO NPoAyKTa u
3aTpyAHuna ero BblgeneHve. B pesynbTaTe ycnewHoro cuHTe3a C Ucnonb3oBaHWeM NonudocdOpHON KUCHOThI ObINo Mony4eHo
LeneBoe coefuHeHWe, CTPyKTypa koToporo noareBepxaeHa MK- u macc-cnektpomeTpuen. Mopdonorusi KpucTannoB u3yyveHa C
NMOMOLLbIO CKaHMPYHOLLIE 3NEKTPOHHOW MUKpockonuu. MporHo3 6ronornyeckon akTMBHOCTU, NpoBeAeHHbIN ¢ nomollbio PASS Online,
yKa3blBaeT Ha MnoTeHuuanbHble aHTubakTepuanbHble (MPOTMB PE3UCTEHTHbIX MUKoGakTepuin Tybepkynesa), NPOTUBOBUPYCHbIE W
NPOTMBOOMNYXONEBbIE CBOMCTBA NOYy4YEHHOro COEANHEHNS.

KnioyeBble crioBa: TMOAKPWAOH, LMKNN3aums, bronorndeckasi akTBHOCTb, akKpULMH.

The article describes the synthesis of 4-methoxy-3-phenyl thio pyrano[4,3,2-klJacridine. The authors investigated two methods of
cyclization: using sulfuric and polyphosphoric acids. Cyclization in sulfuric acid led to sulfonation of the product and made it difficult to
isolate it. As a result of successful synthesis using polyphosphoric acid, a target compound was obtained, the structure of which was
confirmed by IR and mass spectrometry. Crystal morphology was studied using scanning electron microscopy. The prediction of
biological activity carried out using PASS Online indicates the potential antibacterial (against resistant Mycobacterium tuberculosis),
antiviral and antitumor properties of the resulting compound.
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AzoTcogepxalime nonuagepHole  coeAuHeHMAW B 3TOM  psgy  npeacTtaBnget
reTepouMKIIYeCKNe COEOUHEHUs,  BKMKYAKLWINE  MPAKTUYECKUA WHTEepec, OOYCIOBMEHHbI B TOM
pasnuyHble 3amMecTuTenu, obrnagaloT  yucrne, MOSIBIEHMEM HOBbIX MATOrMEHHbIX LUITAMMOB
pasHoobpa3Ho/W  OMOMOrMYecKOM  aKTMBHOCTbI,  MWKPOOPraHvM3MoB, OOnagaroLlmx YCTOMYMBOCTBIO K
No3TOMy aKkTMBHO UCCNedylTCcs B KayecTBe  U3BECTHbIM NekapCTBEHHbIM npenapatam [3].
noTeHUMarnbHbIX NEKapCTBEHHbIX CPeacTB (npexae Lensto wuccnegoBaHusi sBNAETCA MOUCK
BCEro, MNpOTUBOOMYXONEBLIX, aHTMOaKTepuanbHbIX  HOBbIX OMONMOrMYECKM aKTMBHbIX BELLECTB HAa OCHOBE
[11 »n nonynpoBoAHUKOBLIX [2]), a HeKOoTopble  TWOAKPUOOHA.

COeQIMHEHUA 3TOro psifa yXe Hawnu npuMeHeHue B Martepumanbl n meToabl.
drapmakonoruu. Moatomy CUHTE3 HOBbIX YuncToTty NCXOAHbIX CoeaUHEeHUN "
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NPOAYKTOB peakuni KoHTponupoBann metogom TCX
(ToHKOCnOMHasa xpomartorpadusl) (3MeHT - TONyos:

aUEeToH: 93TaHoN B OOBbEMHbIX COOTHOLUEHUSAX
5:1,5:0,5). XpomaTtorpaduyeckme NAaCTUHKN
komnanmm  «Sorbfily  (cunukarens  CTX-1B3,

3epHeHue 8-12, TonwwmHa cnos 90-110) n komnaHum
«Merck» (cunukarens TLC-Si-60, 3epHeHne 6,
TonwuHa crnos 250). Mopdonornio  kpuctannoe
nccnegosanu npu nomMoLLu 3NEKTPOHHOro
mukpockona «QUANTA FEG 650». CoctaB u
CTPYKTYpy BellecTB noateBepxganu metogamu WK-

Br

(nHdpakpacHbIi-Pypbe
cnektpometp ®CM 1201, dowmpmbl MOHUTOPUHT,
Tabnetkm B KBr), xpomaTto-macc-CnekTpoMeTpum
(cuctema ACQUITY UPLC H-Class c¢ Y®/macc-
aetektopamu ACQUITY SQD komnaHun Waters).

Pe3ynbTaTthl UccnegoBaHus.

PaHee Hamu 6bin OCyLleCTBMNEH CUHTE3 2-
(akpnguH-9-unTno)-1-apmnataH-1-oHoB
ankuiMpoBaHMEM COOTBETCTBYIOLLENO TUOAKPUAOHA
deHauunbpomuaom (puc. 1).

CneKkTpockonun
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PucyHok 2 — Cxema cuHTe3a 2-((2-3ameu.|,eHHb|x-9-v|n)Tmo)-l-apmnaTaH-l-oHos

Ons umMknu3aumm nonyyYeHHoro CoeavHeHus
C Uenbl aHHenMpPoBaHWS TUONWPAHOBOIO LMKNa K
akpuavMHOBOMY  KOfbLy W, Kak  cneacTsue,
nony4yeHus deHunTrnonupaxol4,3,2-kljakpnamHa
Obina npoBeaeHa UMKnM3auns 2-(akpuamH-9-nnTmo)-

N

l-apunaTtaH-1-oHa B cpege KOHUEHTPUPOBaHHOW
CEPHOM KMUCMNOTLI, KOTOpas BbICTynarna B Ka4yecTBe U
KatanusaTopa peakuun, W  BOAOOTHUMAIOLLErO
cpencTea, u pactBoputens (puc. 2).

PucyHok 3 — Cxema peakumu umknusaumm 2-(akpugnH-9-mntuno)-1-apunataH-1-oHa B CEPHOW KUcrnoTe

MeTtogom XpOMaTo-Macc-CneKTpoMeTpum
YCTaHOBMEHO, 4TO B [Mpouecce 3TON peakuuu,
nommmo  obpasoBaHuss  eHunTMonupaHol4,3,2-
kllakpuguHa, Takke npowno cynbdupoBaHne
NpoayKTa peakuuu, BEeposiTHO, MO eHUrbHOMY
hbparMeHTy, CBA3aHHOMY C TUOMUPAHOBbLIM LUKIOM,
npM 3TOM B Macc-crnektpe  3admkcupoBaH
MOMEKYNSAPHbIN MOH Cc m/z, oTBeYvaroLLnin
COOTBETCTBYIOLLEN AucynboHOBOW Kucnote [4].
Mockonbky apomMatuyeckune CynboKUCNOoThbI
XOpOLLO pacTBOPUMbI B BOAE, BblAENEHME TaKoro
NpoayKTa peakumn CBA3aHO C PSOOM TPYAHOCTEW,
BbI3BaHHbIX Heob6X04MMOCTbIO BblAeneHuns
OopraHnyeckon Cynb(OKMUCNOTbI U3  peakuUoHHOMN
cMecu, cogepKallen n3bbITOK CePHOM KUCTOThI [5].

Takum obpasom, MOXHO caenaTb BbiBOA O
TOM, YTO ANS NOfy4YyeHMsA NMPOU3BOAHOrO akpuauHa,
cogepXallero TUOMUPaHOBbLIA UMK C (heHWrbHbIM
3amecTutenem, cepHass KuacnoTa B KayecTBe
UMKNAU3YIOLWLEro areHTa He noaxoAwT, MOCKOSbKY
norny4aeTtcsi BOAOPACTBOPUMBIA MPOAYKT, KOTOPbIV
TPYAHO BbiAENUTb U3 PeakLMOHHOW Maccehl.

UTtobbl wu3bexaTb CynbUPOBAHMSA  Kak
noboyHon peakumm, Hamu Oblna wccnegoBaHa
unknusaums 2-((2-meTokcn-9-un)tmo)-1-apunatax-1-
OHa B nonmdocopHon KucnoTe, cogepxailen 84
% P,0s (puc. 3) [6]. 2-((2-MeTokcmn-9-un)tno)-1-

apunaTtaH-1-oH  Obln cWHTe3upoBaH M3 2-
MeTOKCHMaKkpuaoHa c nocneayowmum ero
OCepHeHnem " ankunuposaHnem 2-

MEeTOKCUMTUOoaKpuaoHa beHaumnépomugom (puc. 4)


http://innova-journal.ru/
http://innova-journal.ru/
http://innova-journal.ru/

HAYYHbIA SIEKTPOHHbIN XYPHAJ/T INNOVA T. 10, No4 2024

SCIENTIFIC ELECTRONIC JOURNAL INNOVAT. 10, No4 2024

/\?V@
5
=
-
N

http://innova-journal.ru/

g7 =z '
- ()\
-~

N

PucyHok 3 — Cxema peakuum umknusaumm cuHtesa 2-((2-meTokcn-9-mn)tmo)-1-apunataH-1-oHa B
nonuncocgopHon kncnoTte

)P, ‘55 Pynidine

IDH“O
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PucyHok 4 — Cxema cuHTe3a 2-((2-meToken-9-un)Tno)-1-apunaTtaH-1-oHa

B xoage umknusauum Habnogann nameHeHue
OKpacku peakuMOHHOW CMeCK CO CBETIIO-KENTOW Ha
TEMHYIO, NO4YTU 4epHyl. OKOHYaHMe peakuuu
KOHTpOMpoBanmu MeToA0M TCX. Ha
XpoMaTorpadgumyeckon NNacTuHKe oTMevanu
nosiBfieHne nATHA TEMHO-KpPACHOro LuUBeTa, He
dhnyopecumpytoLiero B ynbTpadoneToBom
M3Nyd4eHnn, HO XOopowo Habnwgaemoro npu
BMOMMOM CBETe, 4YTO MO3BOMSAET npegnonaraTb
obpasoBaHne 4-meTokcu-3-eHunTuonmpaHol4,3,2-
kllakpuaunna.

Mepen o6paboTkon peakUUOHHOW CMecu
ObInNy NpoBeaeHbl NpeaBapuTeNbHbIE UCCIEf0BaHUSA
Ha pacTBOPMMOCTb MPOAyKTa peakuum B BoAde, B
XO[€e KOTOpbIX ObINO BbIABEHO, YTO MOMYyYEHHOE
coeguHeHne, B OTNINYME OT NPOAYKTa LMKIM3aumm 2-

(akpuanH-9-untno)-1l-apunataH-1-oHa B

cepHou
KMcnoTe, B Boge He pacTtBopsieTcs. Kpome Toro, npu

HerTpanusauum ocaflok W3MEHSeT OKpacky w3
TEMHOro, MOYTW YEepHOro, CTAaHOBUTCA MalIMHOBO-
KpacHbIM.

lMocne 4yero Becb 00beM peakUUOHHOM
cMmecu pasbaBunu 5-kpaTHbIM KONMMYECTBOM BOAbI,
HenTpanusosanu Ao HenTpansHoro 3HadeHus pH wm
BbINaBLLWN ocafok oTunbLTpoBanu "
nepekpucTannu3oBanu n3 aLueToHuTpuna.

B pesynbTate Hamu Gbin BblgeneH NpPoayKT
ManMHOBO-KpacHOro LBeTa B BWae WronbyaTbixX
KpucTannos, mMopdororus KOTOpbIX 6bina
uccriegoBaHa  NpyM MOMOLUM  CKaHWpYOLWero
anekTpoHHoro mukpockona «QUANTA FEG 650»
(puc. 5).
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HV  mag = spot WD ;moder

19:46:32 ETD|20.00 kV 12 000 x 6.0 8.0 mm| SE
PucyHok 5 — ®doTtorpacus kpuctannos 4-meTokeu-3-peHuntnonupanol4,3,2-kljakpugnHa

CTpyKkTypa nony4eHHOro coegmHeHus Bbina
noaTBepxaeHa PU3NKO-XUMUYECKUMWN  METOAaMMU.

Tak, Ha MK-cnekTtpe 4-meTOKCK-3-
deHunTtnonuparo[4,3,2-kllakppanHa B obnactu
1630 cm’ OTCyTCTBYeT nomoca MOrMOLEeHNs,
oTBevatoLlas konebaHunsm rpynnbl C=0

apoMaTn4eckoro Kombla, KoTopasi MpuCcyTCTBYeT B
crnektpe  ucxogHoro  2-((2-meTokcu-9-un)tmo)-1-
apunataH-l-oHa. B macc-cnektpe  npoaykTa
peakumM MPUCYTCTBYET MOMEKYNSAPHbIA WOH CO
3HayeHWeM m/z, oOTBevalWwMM MOMEKyNAPHON
mMacce, paccynTaHHomn ansd 4-meTOKCK-3-
deHunTnonmnparo([4,3,2-klJakpnanna.

MMporHo3 6uonorMyeckon axkTMBHOCTM 4-
mMeTokcu-3-eHnntuonnpaHol4,3,2-kljlakpnanHa
OoCyllecTBMANM npu nomowm BebG-pecypca PASS
Online PASS (Predictionof Activity Spectra for

Substances), Mo3BOMSAIOWEro  aHanusvMpoBaTb
3aBNCMMOCTb «CTPYKTYpa—aKTUBHOCTbY.
PesynbTaTbl BUPTYanbHOrO CKPUHWMHIA Mokasanwu

BbICOKYH0 BEPOSATHOCTb Hanuunsg y 4-MeTOKCU-3-
theHnnTnonupaHol[4,3,2-kllakpuanHa
aHTMGaKTepuanbHbIX CBOWCTB (MO OTHOLUEHWUIO K
pe3nCTeHTHbIM MuKobakTepuam Tybepkynesa), a
Takke MPOTUBOBMPYCHOM U MPOTMBOOMYXONEBOMn
aKTUBHOCTH.

MpenBaputensHble uccnenoBaHus
aHTubakTepuanbHOW akKTMBHOCTM in  vitro. no
OTHOLLUEHMIO K TecT-lWTaMmmam Takmx
MUKPOOPraHM3MOB KakK oOpraHmsmMoB S. Aureus,
B.Subtilis, Candida albicans nokaszanu Hanuune y 4-
mMeTokcu-3-peHnntuonnpaHol4,3,2-kllakpngnHa
YMepPEHHOM aHTUbaKTepuanbHOW akTUBHOCTM.

BbiBOoAbI.

WccneposaHbl peakumyM uuknusauum - 2-
(akpnamnH-9-untno)-1-gpeHnn- un  2-((2-metokcu-9-
nn)Tno)-1-apunataH-1-oHOB B KOHLIEHTPUPOBAHHOW
cepHou " nonudgocdgopHom Kncnorax.
YcTaHoBneHo, 4to B oboux cnyyasx obpasyTcs
NPOAYKTbl aHHENUPOBAHWSA TMOMMPAHOBOrO LMKNa K
aKpVAMHOBOMY KonbLy c obpasoBaHnem
COOTBETCTBYOLLNX deHunTuonmpaHol4,3,2-
kllakpuanHos. Npu 3TOM HannumMe MEeTOKCU-TrPynmbl B
aKpMOMHOBOM  Konble  obnerdyaer  peakuuio
uuknu3aumm. BepoATHO, 3TO CBA3aHO C TeMm, 4TO
XOTS aKpuAuH M SABNAETCA 3NEKTPOH-4ePULNTHBIM
reTepoUMKIINYECKUM COEeQUHEHMEM, OIS KOTOPOro
peakuunu ANeKTPOPMILHOro 3ameLLeHuns
3aTpydHEHbI, HanMyne 3NeKTPOHAOHOPHON METOKCU-
rpynnbl B MOMIOXEHUN 2, B 3HA4YUTESNBbHOW Mepe
obneryaeTt anekTpouUIbHYO aTaky B NonoxeHue 1
akpugmHoBoro kombua. B TO ke Bpemsa ansd
He3aMeLLLEHHOro NpOn3BOAHOIO akpvavHa
aHanormyHasa peakumsa TpebyeT Oonee XeCTKMX
YCrOBUNA.

YcTaHoBNeHo, 4To B CEpHOM KucroTe, B
oTnnymMe OoT noNUdPocdOpHOM KUCIOTbI, npouecc

OCINOXHAETCH cyrnbdupoBaHnem no
apomaTtnyeckomy KonbLy, CBA3aHHOMY c
TMOMUPAHOBLIM  (bparMeHToM, NpMBOOAWMM K

0obpa3oBaHuMi0 BOOOPACTBOPUMbIX COEAUHEHWA.
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