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®deHa3uH U ero MpOU3BOAHBIE TPEJCTABIAIOT UHTEPEC AJIS
MEIUIMHCKONH XUMHUU M COBPEMEHHOW (hapMakoIoruu B
Ka4yeCcTBE MEPCIICKTUBHBIX IPENapaToB ISl aHTHOMOTHKO-
TEpaIuy, 9YT0 OCOOCHHO aKTyalbHO B CBETE HaOIIOIaeMOit
AHTHOMOTHKOPE3NCTEHTHOCTH Y  TATOTCHHBIX MHKpPO-
opraHn3MoB. B maHHOM 0030pe MpeacTaBICHBI OMyOJIH-
KOBaHHBIC 3a mociienHue 10 j1eT OCHOBHBIE METOIBI TIOTY-
YeHUs NMPOU3BOMHBIX ()eHA3MHA, B TOM YHCIIC TAHACMHBIX
KOHBIOTaTOB Ha €ro OCHOBE, 00JIaJaroX OMOJIOrHYeCcKoi
AKTUBHOCTBIO.
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Beenenne
CoenuHenns  (eHA3MHOBOrO psda,” B  OCOBEHHOCTH
ranoreH0-3 U TUAPOKCUIIPOMU3BOJAHBIC, HHTEPECHLBI CBOUM
TPHMEHEHHEM B MEIHIIMHE. > B wactHoCTH, omKt obnagawT
aHTI/I6aKT€pI/IaJ'IBHOI/I TpoTHBOTYGepKyIIe3Hoi,’ mpoTHBO-
rpuGKOBOI' M TIPOTHBOOIYXONEBOH'> aKTHBHOCTHIO, a
TaKxKe SABISIOTCS S(P(PEKTHBHBIMU KaHIUIATAMU CPEICTB
IPOTHB TIATOreHOB pacTeHuii.”> Kpome Toro, oHu mpume-
HSIOTCS B KQUeCTBE MPEKYPCOPOB B CHHTE3€ OUOIOTHYECKH
AKTUBHBIX TaHACMHBIX KOHBIOT'AaTOB C PA3JIMYHBIMHU aHTH-
ouorukamu.'*'> B 1aHHOM MHKPOOG30pe MpeiCTaBIICHBI
OCHOBHBIC CHUHTCTUYCCKHUE TIOAXOJblI K MNPONU3BOJHBIM
(deHazuHa, MONYYHMBLIME BEChbMa UIMPOKOE pa3BUTHE 3a
HOCTIEZIHUE JIECSTh JIET.
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| TeTepolMKIaM, B YaCTHOCTH C HCIIOJIb30BAHUEM
MEXaHOXMMUYECKHX METOMK.

I'puropuii B. 3sipsinos, mpodeccop PAH, n. x. H.
(2012 r., Ypansckuit ¢enepanbHbIi YHIBEPCUTET
um. nepsoro IIpesunenta Poccuu b. H. Enpruna).
Ero Ttekymye HaydHbIE HHTEPECHl BKIIOYAIOT
pa3paboTKy HOBBIX MMOaX010B U MeTo0B PASE B
CHUHTETHYECKOM OpraHMYeCKOM XHMHH, 3€JCHYIO
XHUMHIO, KOOPAMHAIMOHHYIO XHMHIO, (DOTOXHMHIO,
CYIPaMOJICKYJIPHYIO XUMUIO U XEMOCEHCOPBIL.
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Karamusupyemsbie Pd peaknun kpocc-coueTaHusi
OrmiicaH ABYCTaMitHBIA CUHTE3 MeTOKcH()eHa3nHOB 1, BKIItO-
yarmui peakiuio byxBanbaa—XapTBura Mexay 3aMeleH-
HBIMHU aHWIIHHAMH 2 U 2-0poM-1-MeToKcH-3-HUTPOOEH30I0M
¢ oOpa3oBaHWEM IPOMEKYTOYHBIX IWAPHIAMHHOB 3.
Oco0EHHOCTBIO JAaHHOTO B3aUMOJICHCTBUS SBISICTCS IIPHMeE-
HEHHe KaTaiu3a Tpuc(IHOCH3MIHICHAIICTOH ) ANIAILIaIHEM
(Pdy(dba);) B cmecu c (*)-2,2-Onc(mudenrmidocrHo)-
1,1'-6unadramaoM (rac-BINAP) B MOJTBHOM OTHOIICHHUH
1:3 s popmuposanust cBsizu C—N. [ocnenytomas Boccra-
HOBHTETIbHAS NHKIN3AIMS IHAPIIAMHHOB 3 TIpUBeNa K
noyydeHuto 1eneBbix (enasuHoB 1. OTmedaercsi, dTO
npumerenne 6 5kB. NaBH, mo3BomsieT o06ierduth mporecc
OUKIM3aIMN  THAPWIAMHUHOB, OOecTieunBas IOJIy4eHHE
1poykToB 1 ¢ BBIXOJAMH 1O ABYM cTausm 10 91%.'°

‘@ Pd,(dba); MeO
rac-BINAP NaBH,4 OMe
2

O2N t-BuONa HN NaOEt N
R —_— N
H,  PhMe NO2  EtoH R@: P
110°C,16 h 60°C, 2 h N
38-94% g 15-97% 1
22 examples
R = Alk, Hal, Ar
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Karanusupyemsie Pd peaknun kpocc-coueranusi (OKOH4YaHHE)
CummerpruHble (peHa3nHbI 4 MOTYT OBITH HOJYYEHBI TOMO- Path a: [PdCIy(PPh3),], Ago,CO3, TBAB
KOHJICHCAllel aHWIMHOB 2, BKJIIOYAIOIIEH OKHCIUTEIBbHYIO

NH, 0,, DEF/DMA, 100°C

apWIbHYI0 opmo-akTHBanuio cBsisu C—H u cuHXpOHHOE 11 o N

N 17 examples, 25-87% _
obpazoBanue nBoitHO# cBs3u C=N (myTs «). ' Peakius R R
KaTalu3upyercss OWHapHBIM HaHOKIactepoM Pd/Ag. 3mech Path b: 1. Pd(ll)-BrettPhos, KHMDS SN
a30apeHbl SIBISIFOTCS. MOOOYHBIMU mpoaykTamu U Ag,CO; R 2 Cs,CO3, PhMe, A, 24 h 4
HCTIONB3YETCS B CTEXHOMETPHIECKOM KOMMYECTBE. Karam- 2 BBra, A, 5 h, 599%
3upyembiid Pd crHTe3 IuMeToKcH- U IUTHAPOKCH(EHA3HHOB
4 OTKpBIBAET MyTh K JanbHeiiedl ux QyHKIMOHAIM3ANN R =H, Me, OH, OMe, OBn, SMe, F

JUTA TIOJTYYCHUA NOJUHMHA U MUKCHHA (HyTI: b).18

Ilocrpoifnca XHHOKCAJIMHOBOI'0O HMKJIA 10 cpenanmonoro

KonnencupoBanuble 6eH30(eHa3HHBI 5 MOTy4eHbl BHYTPH- |@ oTf®
MOJICKYJIIPHBIM THIPOApUIMPOBAHUEM JIETKOAOCTYIHBIX
3-(ankuin(apuiT)3TUHIIN)-2-apUIXMHOKCAIMHOB 6, KaTaiu- , KOt-Bu

supyemMbiM Pd, B TpHCYTCTBHM CHIBHOH KHCIOTHL' ] ©:
110-130°C, 0.5-3 h, Ar

Honbenso[a]penasunsl 7 MOMYYCHBI TyTeM 6-9HO0-Oue- 539
2 o
unmmaunn AIIKIHOB 6 B MATKHX YCIIOBHSIX.”

OnncaHo TOCTPOCHHE  TeTePOAPWIKOHICHCHPOBAHHBIX
(enazunoB 11 w3 1,2-mUreTapuImpoON3BOIHBIX XHHOKCA-

Pd©Ac), 2, NaHCOs quEa 12 TyTeM  OMOCPENOBAHHOTO  OKHCIMTEILHOTO
CF3COZH CH2CI2 coYeTaHus ¢ MPUMEHEHHWEM CHUCTeMbl peareHToB PIFA—
65 C,24h / 25°C, 4-26 h | BFy;Et,0.”
65 96% / 68-88%
/1. PIFA-BF3-Et,0 ™/
" N

23 examples =H, Me OMe 23 examples CHyCly, 11, Ny X

R2 = Alk, Ar, HetAr 2. NH,CI, H,0 N
AHHENTUpPOBaHUE no TUITY peaknuu Mununm “; 70-88% > Y/
XHHOKcanHa (8) W conmm AuapuianomoHWs 9 B MIEIOYHOM - 11

cpezie MPUBOINT K 0Opa3oBaHmio anoen3odenasnHa 10! 10 examples

Peakuumn nuKJIM3aIUA XUHOHOB € O-q)eHPlJIeH)lPIaMI/IHaMI/I

Konpnencauusi o-denmnenanamMuHoB 13 ¢ 2-TUAPOKCH-  JIETKOAOCTYIHBIX 71-0€H30XHMHOHOB 14b,c 1 o-dennnenu-
HapToxunonoMm (14a), xatamusupyemas n-TOIyOJCYibho- amunoB 13.%* Taxke MHTEpecHa peakiws ¢ 3,5-mu(mpen-
HOBOH kucioTod B moimdtwieHraukone (I191-400), npu- OyTm)-0-0eH30XHHOHOM 17, TpoTekaromas B OKHCIH-
BOIUT K oOpasoBaHmio okcoGensodenasuua 157 Ilpoms-  TelbHBIX YCIOBHSAX C  0OpAa3OBAHMEM TIeTEPOIEHTA-

2
BOjHbIE (eHasuHA 16 TONydeHBl IMyTEM COYETAHMs  IMKIMYECKOro mpoiykra 18.%°

3
o} R (R'=H)
o) o R?  p-TSA, PEG-400 N
> N
80°C,2h ‘

o) N tBu” 7 tBu NHy X o 93% N/ OH
- | o e R{j[ _~ tdac |
i-PrOH, A, 6 h NH,

o, 1=
o Bu (R515_/0H) 13 (R = H,NO;, COH) g
t-Bu 2 3= e _ _ AcOH, —10°C :@
14 a R? + R® = CH=CHCH=CH, X = OH Sty

bR?=R*=X=H;cR?=R*=Me, X=H

7 examples

IIpoyue cuHTEeTHYECKHE MOIAXOAbI
[Monydyenne ¢eHa3WHOB BO3MOXHO C MOMOIIBIO pPEaKINU

OR®
Bons—Ay» B mienouyHoi cpene, KOTopas TeM HE MEHee B NHz  MeO R4
HACTOSIIEE BpeMsl NPUMCHSIETCS PENKO BBUAY HHU3KHX @ j@\ @:
o 0,
BBIXOJIOB M XKECTKHUX YCJIOBHH cHHTe3a. Tak, KUIsTYCHHE B Rz 2722%
20 RZ

TOJIyOJI€ aHUJIMHOB 2 ¢ HUTpoaHu3onamu 19 ¢ nocienyro-
Y R - R'= Alk, Cl, Br; 19 R2 = H, Me 14—100% i
IIAMH  JIEMETHJIMPOBAHHEM IIOJyYeHHBIX METOKCcH(eHa- 2. o3 4 _
20 R“=H, Me; R°=Me, R*=H 20 examples
3uHOB 20 BBr; n 6pomuposanriem N-OpOMCYKIMHUMHJIOM 21 R2=Br, Me: R®= H, R* = Br
(NBS) mnpuBOANT X MOHO- WIH JHOPOMHPOBAHHBIM i- KOH, PhMe A, 8 h. ii: 1. BBr3, CH,Cl,. 2. NBS, CH,Cl,
THPOKCHITPOU3BOIHBIM (eHazuna 21.%°

234



Chem. Heterocycl. Compd. 2024, 60(5/6), 233-235 [Xumus cemepoyuxa. coeounenuii 2024, 60(5/6), 233-235]

I[Ipoune cHHTeTHYECKHE MOTXOIBI (OKOHYAHHC)

B kauecTBe mpUMeEpOB NPUMEHEHUs KUCJIOTHOTO KaTajn3a
OnuCcaHa BHYTPUMOJIEKYJISIpHAs LUKIW3AlMs apUIaMHHO-
3aMEIICHHBIX HHUTPO30XMHOJIMHOB 22 B MPHCYTCTBUH
AcOH ¢ nomyuenueM mupuno[2,3-a]penazunos 23,7 a
TakXKe CHHTE3 (peHa3MHOB 25 U3 a30COCIMHEHIH 2478

H
N 1
/©/ _ACOH _
R ON | TA225h \©:
2 N 53-73%

R =H, Me, OMe, F, Br

@I;

37 96%
R =H, OH, OMe

EReE:

KaTanmnpyeMoe cossimu comsimu Cu(l) N-apunmpoBanue okca-
JIMa30510B 26 TpudraTaMul AUAPHITHONOHUS 27 C MOCIIS/YFOIINIM
PacKpbITHEM  OKCOMNMA30JIGHOTO IWKIIA W PELMKITF3AIICH
TIPHBOJIUT K MOJTyIEHHEO COOTBETCTBYIONIMX N-OKCHI0B 28. %
Ucnonms3oBanne muasenuHOB 29 B cmHTe3e (peraswHOB 30
BO3MOYKHO, KaK ITyTeM OKHICIATEIFHOTO YIAICHHS METIICHOBOH
rpynmsi co cBs3u C—N (myTh @), Tak U MEKTPOOKHCICHHEM C
pacmernierreM cBseit C—N 1 C—C u Beimenearem CO, (TiyTs b).31

R1 Ar\ @ @
OTf CuBr ( 10% R!
K G e
70°C,24h 2
42-98%

R', R2=H, Me, OMe, HaI 18 examples
R3 = H, Hal, Me, OMe, CO,Me, Ph, MeOCgH,4, OTY, t-Bu, 4-BrCgH,

Path a
NH K5S,0g, MeCN, 90°C, 30 min N
11 examples, 62-98% _ @: \:Q
N Path b N ,
g1 H R?  C(+)/C(-), LiCIO air R . R
29 oo 20 examples, 71-98%
R'=H, w R2 = H, Alk, OMe, Hal, CN, PhC(O), CO,Me

Penkas peakuyst aeKTpouMepH3alu o-peHunenmaMHoB 13
B IMaMHHO(EeHA3HHBI 31" HHTEPECHA BBUIY MATKHX YCJIOBUI
pEaKIuy, JOCTYIHOCTH HCXOAHBIX COGAMHEHHWH M BBICOKHX

Paboma evinonnena npu nooodepoicke Munucmepcmea
Hayku u gvlcuieco obpasoeanus Poccuiickoti ®edepayuu,
coenauwenue Ne 075-15-2022-1118 om 29.06.2022.
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