HUTPOBAHWE 2-0EHUITSTAHONA

YBenunyeHve mopgyns CONAHOMW M a30THOM
KMCIOT npu ruaponuse 2-(4-HUTpodeHun)aTun-
HUTpaTa NPMBOAWT K MOBBILWEHNIO Bbixoaa 2-(4-
HUTpPOEeHU)3TaHona.

MpennoxeH HOBbIM cnocob nonydeHusa 2-
(2,4-gMHUTPODEHNN)ITUNHMTPATA HUTPOBAHUEM
2-(4-vutpodeHun)atunuutpata 98%—Hon asoT-
HOW KUCINOTOW B BbICOKUM BbIXOOM.
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CUHTE3 1 CBOUCTBA NPOOYKTOB 3AMELLEHUA
HUTPOIPyYMMbl 1-METUN-5-HATPO-1,2,4-TPUA3OIJIA
2-(4-r’NAPOKCUDEHUIT)STUNOBbLIM CITUPTOM

MepanukunHa N.A., CyxaHos I'.T., dununnosa HO.B.

HykneournbHbiM  3amewjeHuem Humpoepynnel  1-memun-5-Humpo-1,2,4-mpuasona 2-(4-
2UdpOoKcUheHU1)amurosebiM CnupmomM ernepeble cuHmesuposaH 1-memun-5-(4-{2-[(1-memun-1H-
1,2,4-mpua3son-5-un)okculsmunjgeHokcu)-1H-1,2,4-mpua3son, obnadarowuli ymepeHHol buonoaude-
CKOU akmusHOCmMbio — 3amelrieHue obpa3oeaHusi xoriecmepuHa u CmuMyrnsimop aspeaayuu mpom-
boyumos. [Ipouecc corpogoxdaemcs KOHKYPEHMHbIMU peakyusmu cybcmpama ¢ 2audpokcuo-
aHUOHOM U obpa3syrowumcs 8 amoti peakyuu 1-memus-1,2,4-mpua3on-5-oHom. B pesynbmame 8
npodykmax peakuyuu 3agpukcuposaHa N-C mpua3onunmpua3osioHo8as cmpykmypa — 2,2-0umemuri-
2H,2°H-[3,4’]6u([1,2,4]mpuasonun)-3’-oH. Ezo donsi cocmasnsgem 10 %.

Knrouesnle crosa: bugbyHkyuoHanbHbIl O-Hykneogpusn, 1-memun-5-Humpo-1,2,4-mpua3sorn, 2-(4-
audpokcughbeHur)amunossilt criupm, 2,2’-0umemun-2H,2°H-[3,4’]6u([1,2,4]mpua3onun)-3™-oH, 6uorso-
auyeckasl akmueHOCMb.

Xummna 1,2,4-tprnasona n ero npomsBoaHbIX
B MnocregHue AecATUNEeTUs pa3BUBAETCSl BECbh-
Ma ycnewHo. Ocobbli MHTEpeCc NpeacTaBnsoT
HUTPOTPMA30ibl, XapaKTepPU3yLLMecs yHUKanb-
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HbIM KOMMMIEKCOM CBOWCTB — BbICOKOW 3Hepro-
€MKOCTbHO npu 3Ha4YUTENBHOMN TepMO-
CTabunnbHOCTM U BbICOKMM coaepxxaHmemMm asoTta
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MEP3NUKNHA N.A., CYXAHOB I'.T., dUJTUMNTOBA O.B.

[1]. 1,2,4-TpnasonbHbIN LMK BXOAUT B COCTaB
cybcTaHLMn N nekapCTBEHHbIX NpenapaTos [2].

CeonctBa  ankunsamelleHHbIX  HUTPO-
TPUa3onoB ONpPeaenstoTCs MECTOMOSOXKEHNEM U
TUMOM 3amMecTuUTenen y aToMOB a3oTa HUTPO-
TPUa3onoBOro reTepouukna.

1-MeTun-5-wntpo-1,2,4-Tpnason (N2-
n3omep) SABMSETCS MeHee MOMNspHbIM MO CpaBs-
HeHnto ¢ N4- n Ny-3ameLeHHbIMU NPOU3BOAHbI-
MU. PacuyeTHble 3HayeHust OMNOSibHbIX MOMEH-
TOB Ni- , No- 1 Ny-metun-3-vutpo-1,2,4-
Tpuasonos paBHbl 2.93, 7.21 n 5.63D cootBeT-
CTBEHHO [3].

OTHOCcuTEenNbHAs YCTOMYMBOCTE U30OMEPHbIX
npou3BogHbIX 3-HUTpo-1,2,4-Tpnasona B pas-
NMYHBIX Mpoueccax ONpefensieTcss CTPYKTypow
cybcTpata [3]. B 3aBMcMMOCTM OT MecTOmnoso-
XXEeHUs 3amecTuTens npu atoMe asoTta reTepo-
umkna aKTMBHOCTb M30MepHbIX N-meTun-5-
HUTPO-1,2,4-TPNMA30NOB B peakuMsx KBaTEpHU-
3auum, KomnnekcoobpasoBaHUs U Hykneodunb-
HOro 3aMeLLeHNss HUTPOrpynnbl pasnuyHa [4].

No-ankun-3-Hutpo-1,2,4-Tpuasonsl B pagy
n3omMmepHbIX Ni-, No- 1 Ny-3ameLLeHHbIX Npouns-
BOAHbIX 00nagalT aKCTpemasibHbIMU CBOMCTBA-
MUW: He 0Dpas3ylT KOMMMEKCHBIX COEAWHEHWUNA C
conamn megn (ll) [4], obnagatoT HaubonbLluen
pEeakuMOHHON CMOCOBHOCTBIO 3HOOLMKITUYECKNX
aToMOB a30Ta (KkBaTep-HM3aums) [5], 3HaunTenb-
HO Gonee akTUBHbI B pPeakumusix 3amMeLleHns K-
30UMKnIM4eckon HUTporpynnbl O-Hykneodunamm
[6, 7, 8].

HdaHHasa paboTta nocesiieHa NpoaomKeHUIo
uccrnegoBaHUn npouecca  3aMelleHuss HUTPO-
rpynnbl GUYHKUNOHANBbHLIMU apoMaTUYECKUMM
HYKNeoUnbHbIMWU peareHTamu.

B kavectBe O-HykneodunbHOro peareHTa
Ond  3amelleHvs  HuTporpynnbl  1-meTun-5-
HUTpo-1,2,4-Tpnasona (Haubonee peakUMOHHO-
crnocobHoro B psgy u3omepHbix N-metun-5-
HUTpo-1,2,4-Tpnasonos) [7] ncnons3osanu 2-(4-
rMOPOKCUEHN)ITUNOBLIN  cnupT, OGonee u3-
BECTHbIA KaK TUMPO30si. TMpo30on — CUHTEeTuYe-
CKUI aHarnor akcTpakToB Rhodiola rosea. Obna-
[aeT BbIPaXXEHHbIM CTPECC-NPOTEKTOPHBIM 3d)-
deKkToM, LeHTpanbHbIM CTUMYNUPYOLWNM aen-
CTBMEM, UMMYHO-MOLYNUPYIOLLE 1 Kapanonpo-
TEKTOPHOW aKTUBHOCTbK, aHTUaBbCTUHEHTHBLIMU
CBOWNCT-BaMW, 3aMETHbIM aHTUKAHLIEPOTEHHbIM U
npoTuBoBOCnanuTenbHeiM gencrtemem [9]. Ta-
KuMm 0o6pasoM, TMpo3on B JaHHoW paboTe Bbl-
cTynaet Kak 3ddeKTuBHbIA  BUYHKUMO-
HanbHbln O-Hykneodun n Kak MepcrnekTuBHas
MorneKynsipHas nnatgopma ans cosgaHusa 6uo-
NOrNYECKN aKTUBHbIX BELLECTB.

HykneodunbHoe 3amelleHne HUTpOrpynnel
3-HuTpo-1,2,4-Tpnasona (1)  2-(4-rngpokcu-
dEHUI)ITUNOBLIM CNMPTOM (2), coaepXalum
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ABEe PasfnunyHblX NO peakLMOHHOW CMOCOOHOCTM
rMAPOKCUIbHBIE TPYMMbl, NPOTEKaeT CTyneH4yaTo
M NpUBOAMT K mocregoBaTenbHoOMy 06pasoBa-
HWUIO CHavana npogykTa HEMoMHOro 3ameLleHust
- 2-{4-[(1-meTnn-1H-1,2,4-Tpnasonun-5-
un)okcn]deHun} ataHona (3), a 3aTem u uene-
Boro — 1-metnn-5-(4-{2-[(1-meTnn-1H-1,2,4-
Tpuason-5-un)okcn]  atunideHoken)-1H-1,2,4-

Tpuasona (4).
b

o
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PucyHok 1 — ®parmeHT SIMP 'H-cnekTpa
peakumoHHOM cmeck (CTeneHb koHBepcun 47 %).

KoHTponb npouecca ocywecTBAsnM MeTo-
gom  AMP 1H—cne|<Tp00|<or||/||/|. XMmyeckmm
caBur NpotoHa npu atome Cj LLeneBoro nNpoayk-
Ta 4 HaxoauTcsa B bonee crnabom none npu 7,66
M.A4. (CurHan a) No CpaBHEHWUIO C KOMbLEBbIM
NPOTOHOM NPOMEXYTOYHOro npoaykra 3 (curHan
b) peructpupyetcs npu 7,65 m.g., 4TO U NO3BO-
N0 KOHTPONMPOBATb MOMHOTY MNPOXOXAEHUS
npovecca AaHHbIM METOAOM.

lMpouecchbl HYKNeoUIbHOro  3ameLleHUs
HUTPOrpynnbl  MPOU3BOAHbBIX HUTPOTPMA30MoB
NpakTM4eckn BCerga CconpoBoXAalTcs noboy-
HbIMW peakumamMmum obpas3oBaHMs TpPUa3onoHOB
[10], BcneacTBme Hanuuusa B peakuMOHHOW cpe-
Oe rmagpokcua-aHMoHa.

Mpouecc 3ameLleHns HUTPOrpynmnbl UCXoa-
Horo cybctpaTta 1 TMPO30SIOM COMPOBOXAAETCA
noboyHor peakumen, oOyCNOBMEHHOW aTaKom
rMOpPOKCUMO-aHUOHOM HUTPOTPYMNbl, HaxoasLlen-
cs B nonoxeHuun Cs, 4TO NpMBOAUT K 0Opa3oBa-
Huto 1-metnn-1,2,4-tpuason-5-oHa (5). Ob6pa-
3YIOLWNNCA TpUasosioH 5 ABNSeTCs BbICOKOAK-
TMBHbIM N-Hykneodumnom. OH He HakannvBaeT-
Csl B peakuMoHHON cMecm (no gaHHbim AMP 'H-
CcrnekTpockonuu), a BCTynaeT B peakuuio ¢ 1-
mMeTun-5-HnTpo-1,2,4-tpnasonom 1 ¢ obpasosa-
Huem N-C TpnasonuntpruasonioHOBOW CTPYKTYpbI
— 2,2-gpumetun-2H,2'H-[3,4'16u([1,2,4]Tprnazonun)-
3’-oHa (6). Jona nocnegHero No OKOHYaHUWU pe-
akuuu gocturaeT ~ 10%.

Buumkn 6 obpasyetca B peakumsix 1-
MeTUN-5-untpo-1,2,4-Tpnasona 1 kak ¢ BOAOW,
Tak U C nepBUYHbIMKM cnuptamu. [pu Hykneo-
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CWHTES 1 CBOVCTBA NPOOYKTOB 3AMELLEHUA HUTPOIPYMMbI 1-METUN-5-HATPO-1,2,4-
TPNASOJIA 2-(4-T'APOKCUNDPEHNIT)STUNOBLIM CMTNPTOM

(PUNBHOM 3aMeLLLEHUN HUTPOTPYNMbl Tpnasona 1
n-6ytnnosbim cnuptom Aons N-C 6uumkna 6
coctasnset 3,8 % [6].

Takum 06pa3om, UCXOOHBIN HUTPOTPMA30I
1 pacxogyeTcs Ha [ABe peakuun: OCHOBHYH —
obpasoBaHMe LEneBoro CoeguHeHnst 1 nobou-
Hyto — o6pasoBaHme N-C Guumkna.

Ong NPOrHO3MpoOBaHNS BO3MOXHbIX
CBOMWCTB U npocunen BMonormndeckn akTUBHbIX
BellecTB Oblna wmcnonb3oBaHa KOMMbOTEPHASA
nporpamma PASS (Prediction of Activity Spectra
for Substances) [11, 12].

N=,
~N_N
Y N
N= o] N\
/N N _~N__N
I/ M
] )\ tBuOH/NaOH (BuOH/NﬁOH N o
N. N N07 -NaNO, -NaNO, \
1 | N-N,
0 6
)\

N~
_N
OH~
Fl
(6]

N
| 5

PesynbTtat nporHo3a cnektpa 6uonorunye-
CKOW aKTMBHOCTU MNpefcTaBnaeTcsa B BuAe yno-
PAOOYEHHOIO CMMCKa Ha3BaHUN akKTUBHOCTEW C
OLeHKaMN BEPOSITHOCTEMN.

Mo gaHHbIM NporpamMmbl Ans pacyeta 6uo-
Nornyeckon  aKkTMBHOCTM  MOHO3aMELLEHHbIN
NpoaykT obnagaeT ymepeHHoOW OMonornyeckon
aKTMBHOCTbIO: 3ameffieHMe obpas3oBaHus Xxore-
cTepuHa ¢ BeposATHocTbio 0,538 u ctumynaTop
arperauum TpomooumnToB (T.€. CNOCOOCTBYHOLMNIA
©onee ObICTPOMY 32XMBMEHMIO PA3IIMYHBIX PaH)
¢ BeposATHoCTbI0 0,436.

lMpoBeoeHne peakumMm OO MOSIHOW KOHBEpP-
CUM HYKNeoMUNbLHOrO peareHTa 2 npuBoAuT K
AnsamMelleHHoMY NPOAYKTY 4, CBOWCTBA KOTOPO-
ro OEHTUYHbI CBOMCTBaAM MOHOMPOAYKTa, Of4Ha-
KO BEPOSATHOCTb BbILIEYNOMSIHYTLIX CBOWCTB
Boiwe (0,540 n 0,485 cOOTBETCTBEHHO).

Uem Bbille BEPOSTHOCTb, Tem Oonblue
LWaHC, 4YTO MNPOrHo3MpyemMasi aKTMBHOCTb OKa-
XeTca noarBepXkaeHHow B akcnepumeHTte. C
OPYron CTOpPOHbI, BbicOKasi BEpOATHOCTb (> 0,7)
MOXeT O3Ha4aTb, YTO aHanM3upyemoe coegu-
HEeHVWEe UMeEeT BbICOKOE CTPYKTYPHOE CXOACTBO C
coeanHeHAMM BbIGOPKM, MMEIOLLMMU LIENEBYIO
aKTMBHOCTb, YTO MOXET He COOTBETCTBOBATb
Luenn KoHKpeTHoro npoekTta. [Moatomy wHorga
MMeeT CMbICN oTOMpaTb Anst 3KCnepuMeHTarnb-
HOro TECTMPOBaHWSA BeLLECTBa, Lenesas akTuBe-
HOCTb KOTOPbIX MPOrHO3UPYETCS C BEPOSTHO-
cTbto < 0,7; Npy 3TOM BbIlE BEPOATHOCTb TOTO,
YTO HanuMyMe akTMBHOCTU He OygeT noaTeep-
XOEHO B 3KCMEPUMEHTE, HO, ecrnn OHa BCe Xe
NOATBEPANTCS, €CTb LIaHC HanTu COeAVHEHWS
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13 HOBOrO (AN19 JaHHOW aKTUBHOCTU) XMMNYECKO-
ro knacca [13].
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