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1
RN B MmkpooO30pe mpHBEAEHBI Bce IPEACTABICHHBIE K HACTOSIIEMY MOMEHTY B JIHTEPaType METOJBI
I | monmydenus [1,2,4]tpuazono[1,5-d|[1,2,4|Tpua3nHOB, BKIIOYAIONINE IOCTPOHKY TPHA3WHOBOTO IMKIIA K
2
N7 "N” "R® rpuazonbHOMY WM NOCTPOEHHE TPHA30JILHOTO IIMKIIA HA OCHOBE TPHA3UHOBOTO.
—N
R3
Brenenue

[1,2,4]Tpuazono[1,5-d][1,2,4]Tpnasunsl ABIAIOTCA a3aaHa-
JIOTaMH IIyPUHOBBIX ocHoBauuit.! T10106HbIE COCTMHEHHUS
3a4acTyl0 TIOKa3bIBAIOT OMOJIOTHYECKYH0 aKTHBHOCTBH pas3-
NMYHBIX BUOB. Tak, Mperapat TPHA3aBHPHH. TOKA3al XOpO-
Y0 aHTUBUPYCHYIO aKTHUBHOCTb,” a €ro Jea3aaHajor —
anTHMabernueckyio.! Kpome TOro, OHH MOIyT BBICTYNATh
B Ka4eCTBE IICHHBIX CTPOHUTEIBHBIX OJIOKOB IJISI CHHTE3a

Gojee CIOXKHBIX MHOTOSIEPHBIX Monekymn.”® Ilpu 3Tom
CJIeayeT OTMETUTb, UYTO KOJHUYCCTBO CHUHTCTUYCCKHUX
NOJXOMOB K TOJOGHBIM COEIMHEHHAM K HACTOSIIEMY
BPEMEHH JIOBOJILHO OIPAHHUEHHO M OOBIYHO BKJIIOYAET B
cebs WIM JOCTPOIKY TPHA3MHOBOTO IHMKJIA K TPHA30Ib-
HOMY, WJIM HOCTPOEGHHME TPHA30IbHOTO IMKIA HA OCHOBE
TPHA3HHOBOTO.

‘ Aunekceil Il. KpuHoykuH, KaHAMIAT XUMHUYE-
\ ckux Hayk (2019, Ypanbsckuii GenepansHbIii yHU-
BepcuteT uMm. nepsoro llpesunenra Poccun
b. H. Enpuuna). Ero HayuHble MHTEpechl BKIIIO-
YalOT XMMHIO T'€TePOLMKINYECKHX COCANHEHHI,
CYNPaMOJIEKYJIIPDHYIO XHMHIO M MOJIEKYJIIpHOE
pacrio3HaBaHHe, (POTOXMMHIO U KOOPAWHAIMOH-
‘ 2N h HYIO XUMHIO.

Jmutpuii C. Konmuyk, TOKTOp XUMHUYECKHX HayK
(2019, HMHCTUTYT OpraHMYECKOTO CHHTE3a WM.
U. 5. Toctosckoro YpO PAH, Ypansckuii dene-
| panbHBI yHHMBepcUTeT UM. mepBoro I[Ipesnmenta
Poccun b. H. Enpnuna). Ero Tekymue Hay4yHble
HMHTEpEChl OXBATHIBAIOT PA3BUTHE HOBBIX CHHTE-
THYECKUX IIOJXOJ0B K (TETepo)apoMaTHIECKUM
COCIMHEHUSIM, BKIIOYas HOBBIE On- U Tep-
TTUPHUIMHOBBIC JINTAHJBI, 3aMemnieHHse 1,2,4-Tpu-
A3WHBI, XEMOCEHCOPHI KATHOHOB METAJIOB, OOHA-
PY’KEHHUE B3PHIBYATHIX BEIIECTB.
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I'puropuii B. 3bipsinoB, npodeccop PAH,
IoKTop xXuMuueckux Hayk (2012, VYpambckuit
(denepanbHbIi yHHUBEpCHTET WM. mepBoro Ilpe-
sunenta Poccun b. H. Enbumnua). Ero tekymue
Hay4HbIC HMHTEPECHl BKIFOYAIOT Pa3pabOTKy HOBBIX
nmoaxonoB M MerogoB PASE B cuHTeTHUECKOI
OpraHMYECKON XHMUH, 3eJICHYI0 XHMHUIO, KOOPIH-
HAIIMOHHYI0O XUMHI, (OTOXHMHIO, CyIpamolie-
KYJSIPHYIO XHMHUIO H XEMOCEHCOPHI.

Outer H. YynaxuH, JOKTOp XMMHUYECKUX HayK,
akagemMuk PAH, nHayunslif pykoBogurens Mucru-
TyTa opranudeckoro cunreza um. M. 4. IToctos-
ckoro YpO PAH. Ero HayuHBIE HHTEPECHI BKIIIO-
4aroT pa3pabOTKy HOBBIX METOJOJIOTHII B Opras-
MYECKOM CHHTE3€, CTPYKTYpHBIN aHaN3 OpraHu-
YECKUX COCJUHCHUH, MEXaHH3MBI OPTaHMIECKHX
peakii, XUMHIO (TOPOPTaHUYECKHX COEIHHEe-
HHH, 3€IeHyI0 XUMHIO, KOOPANHAIMOHHYIO XHMUIO,
(hOTOXMMUIO, XEMOCEHCOPHI, MOJEKYIIPHOE pac-
MO3HABAHUE U CYIIPAMOJIEKYIISIPHYIO XUMHIO.
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JocTpoiika TPMA3HHOBOI0 HUKJIA K TPHA30JIBHOMY

I'mapa3ugpl KapOOHOBBIX KHUCIIOT SIBISIFOTCS M3BECTHBIMHU
CHHTOHAMH JUISl MOCTpOeHHs 1,2,4-TpHa3sHHOBOrO IHMKIA.’
[Ipu ncmonb30BaHNH THIPA3HIOB COOTBETCTBYIOMUX 1,2,4-
TpHa301-3-kapOOHOBBIX KHCIOT la,b BO3MOXHO mOCTpoe-
Hue 1,2,4-TpHa3uHOBOTO IHMKJIA, KOHISHCHPOBAHHOTO C
TpHa3onbHEIM." MICTOYHMKOM —JOTONHHTENHHOTO aToMa
yrilepofa BEICTYIIAET OPTOMYPAaBBHHBIN 3dup, B pesyib-
Tare B3aUMOJCUCTBUS 0OOpasyeTcs CMech HeIocpen-
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CTBCHHOT' O HpOZ[yKTa OUKIIU3aluu Za,b nu H30MepH0r0
pojiyKTa neperpynnuposku Jumpora 3a,b.

Ouxamzamus N'-(1,2,4-Tpua3zuH-S-uia)kapooruapasuion
Bo3MOXXHO Takke IMOCTPOEHHE TPHUA30JIBHOTO LHUKJIA Ha
OCHOBE TPHUA3UHOBOTO. B wYacTHOCTH, M1 3TOrO MOTYT
OBITh WCTONB30BaHBl 1,2,4-TpuasuHbBl C (parMeHTOM
rHapa3uga  KapOOHOBOM KHCIOTHI B TOJOXKCHHH 5.
ITocnennue MoOryT OBITH MOMYYEHBI KAaK UNCO-3aMELICHUEM
umanorpymmel B coemunennsax 4,”'° Tak u mocpencToM
HYKJICO(QHIBHOTO 3aMEIICHNS BOJOPOAA B COCIUHEHHIX
5."' CreyromuM maroM Ha MyTH K JKeJIaeMOMY HPOIYKTY
SIBJISIETCS  [UKJIM3AIMsl WHTepMenuaTtoB 6 u 7 uepes
BHYTPUMOJICKYJSIPHYIO HYKJICO(DWIBHYIO aTaKy IMKIHYe-
ckoro rerepoatomMa N-4 Ha KapOOHWIBHYIO TPYIIY C
MOCNeAYIOMeH — Aerujpartaqiedl INpu  HarpeBaHUU B
npucytcrBun POCI; i HutpoGensona. [lepBonavanbHbie
NPOAYKTHl LMKIMW3AUMM B YCIOBHUAX pPEaKUHUH IIpe-
TEpPIEBAIOT MEeperpynmupoBky Jnmpora ¢ oOpazoBaHHEM
coenuHeHnii 8 u 9.
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Ar = Ph, p-Tol, 4-MeOCgHy; R = Me, Ph, p-Tol, 4-FCgHy, 2-thienyl
R' = CsHyq, Me, Ph, 2-Fur, 2-Ad, 2-Naphth, 3-Py, 4-Py, 3-O,NCgH,
1-(6-methoxynaphthalen-2-yl)ethyl

JocTpoiika TPHA30JBbHOI0 IHMKJIA K S-THAPA3HHUITPHAZHHAM

[pu Hammumm QparmeHTa rUApasuHA B MONOXeHHH S5 1,2.4-
TPUA3HMHOBOIO IMKJIA HA €ro OCHOBE TAK)X€ BO3MOXKHO
noctpoerne 1,2,4-TpHa3oipHOTO IMKIA 32 CYET B3aMMO-
NEHCTBUSL ¢ Pa3IUYHBIMEH  OpToddupamu. Hampumep,
peakmus  6-aMHHO-5-TunpasuHmi-1,2,4-tpuasu-3(2H)-ona
10 ¢ oprosdupamu MpoTeKaeT NMPH KOMHATHOW TeMIIe-
parype B NpUCYTCTBHHM KaranuThdeckoro kommyectsa HCI
¢ oOpa3oBaHHeM CMeCH IHMKIndeckoro (coeauunenue 11) u
OTKpHITOLICTHEIX M30MepoB (coenuuenust 12a,b)."> Tlpu
nepememnBanuu coequHenuid 12a,b 8 H,O npu xomuart-
HOW TeMIepaType NPOHCXOOUT MX MEIJIEHHOE MpeBpalie-
HUE B coeAuHeHue 11, a mpu HarpeBaHUM CMECH MPOIYyK-
toB 11, 12a,b 1o 80°C B KHCIIOI cpele NPOUCXOAUT UX
ImpeBpalleHre B MNpoAyKT 13 uepe3 mneperpynmupoBKy
Hmmvpora. Crnenyer OTMETHTh, YTO TNPH HCIIOJNB30BAaHUH
0.5 9KB. KHCIOTHI TPOAYKTAMH PpEAKIHMH CTAHOBITCS
TOJIBKO IUKIIMYecKue cTpykTypsl 14a.b. Ilpu ananornaaom
HarpeBaHWU OHM TPAHCHOPMHUPYIOTCS B EIMHCTBEHHBIH
mpoxaykrt 13.

IIpu xunssaennn 8 HCOOH cootBerctBytomux 1,2,4-tpu-
azuH-3-(Tr)oHOB 15 Takxke HaOmrOMaeTcs 3ambikanue 1,2,4-
TPHA30JIbHOTO IUKIIA ¥ 06pa3oBaHue coenunennuii 16."
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AHHeJIMPOBaHHeE TPHA30IHLHOTO NUKIA K N'-amMuHo-1,2,4-TpHasuHam

BosmoxxHo anHenmmpoBaHue 1,2,4-TpHAa30JIpHOTO HHKIA K
TPUA3UHOBOMY C UCIOJIb30BAHUEM TOTOBBIX CBsizel N—N B
cocTaBe UCXOAHOTO coenuHeHus. Tak, peakuus 4-aMUHO-6-
mpem-0yTHi-5-uMuHo-4,5-auruipo-1,2,4-tpuazun-3-tuona
(17) ¢ opro3dupamMu MO3BOJISET MOTYYATh HPOAYKTH 22."
B pesynbpraTe B3aumojaeiicTBus 4-amuHo-1,2,4-Tpuazun-5-
oHoB 18 u 19 ¢ apomarmueckumu Hutpumamu 20" wim
kap6omunvuamu 21'° 06pasyroTcs cOOTBETCTBEHHO Iene-
BBl coenmHeHHA 23 W 24, B IOCIECTHEM CIydae B BHIC

S Ar
HNJJ\N/NH2 t-BuOK 5\‘:<
| + ACN ——— s _N_N
N 20  t-BUOH, A, 4 h Y
0 60-88% HN.
Me N Me
18 23

Ar = Ph, 4-BFCGH4, 4-C|CGH4, 4-FCGH4, 4-MEOCGH4, m-ToI,
3,4-(MeO),CgH3, 4-(MeOCHN)CgHy,4, 4-HoNCgHy4, 4-HOCgH,,
9-phenanthryl, 2-thienyl, 4-pyridyl

LBUTTEP-HOHOB. X =H, Cl, Br X X
Me
N)\N/NHz NASN-N Me\NJ\N,NHZ N A
NN SN Nx Ao ¢ PhMe /'Q\H/N\N)_N_
A 24h Me
t-Bu _ t-Bu Me
R =H, Me, Pr, CF3, Ph AR,
17 ’ 22 19 Q 60-66% S
21 24
X X
BriBOBI
TakuMm 006pa3oM, OCHOBHOW cCTpaTerweil Mpu IOCTpOe-  TpUasWMHA  (YparMeHTOM THOAPA3HIOB  KapOOHOBBIX

Huu [1,2,4]tpmazono[1,5-d][1,2,4]Tpna3suHOB SABISAETCS
HCIOJb30BaHUE YyXKe cymecTByromed cBi3u N-N B
cocTaBe MOJIEKYJIBI TpHa3uHa; HanboJee NpuBJeKaTeICH
MOJXO0/ Yepe3 3aMellleHHe [IUAHOTPYIIbI B MOJIOKEHUHU 5

KHCJIOT KaK ¢ TOYKH 3pEHHS MPOCTOTH CHHTE3a, TaK H C
TOYKHU 3PEHUS BO3MOXHOCTHU IIHPOKOTO BapbHUPOBAHMUS
3aMeCTUTEeNIe B Ppa3IUYHBIX MOJOXKEHUAX KOHEUYHOTO
MPOAYKTA.

Paboma svinonnena npu noodepocke Cogema no epanmam
Ilpe3uoenma PD (epanm HIII-2700.2020.3).
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