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HOBBIA METOJ CHHTE3A
5-AUETHJI-6-METHJI-3-IIMAHOITUPU U H-2(1H)-THOHA
B EIrQ0 CBOMCTBA

Peakuuelt 3TOKCHMETHICHALIETHAALIETORA ¢ UMAHOTHOALETAMHAOM B NPUCYT-
ctBuH N-meTHIMOpdONnHa noayyeH S-aueTun-6-merun-3-unaHonupuany-2(1H)-
THOH. U3y4eHbl €0 alIKHIHpoBaHKe, GPOMUPOBAHHE 2-METHTHONPOH3IBOAHOTO H
npespatieHns ero S-6poMaleTHINPOH3BOAHOTO.

Knwouesbie cioBa: S-auetun-6-metun-3-unanonupuani-2(1H)-tuon, anku-
JIMpOBaHHE

5-Auetun-6-metun-3-upanonupuany-2(1H)-on, nonyuennbiit  B3anmoned-
CTBHEM JWUMETHWIAMHHOMETHIIEHALETHAAUETOHA h-—4], 3TOKCHMETHJIEHALIETHII-
aueToHa [5] W usonponUIMETHAEHaLeTUNAUeToHa [6] ¢ LHaHOALETaMUIOM,
a TAKKe UX NPON3BOAHbBIE 061aAaloT KapAHOTOHMYECKHMMH CBOHCTBAMH.
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S,6aR=H,Hal=;bR=Et,Hal=1; ¢ R = Pr, Hal = Br; d R = CH,;=CH, Hal = Br;
e R = Ph, Hal =C}; f R = H;NC(O), Hal = ClI; g R = Me,CHOC(O), Hal = CI;

h R = 4-Br-C{H,NHC(0), Hal = CI; i R = HC=C, Hal =Br; j R = 3,4-(HO),C4H;C(0),
Hal = Br; k R = kymapuu-3-unkapbonun, Hal = Br: I R = 7-runpoxkcukymapuu-3-naxapbonnn,
Hal = Br; m R = 6ensofflxymapun-3-unkapGonun, Hal =Br; 7,8 aR = 4-Br-C¢Hy;
bR =4-Ph-CcHy; e R=PrO. 9,10 a n =2, b n = 4. B = N-merunmopdonun
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BiaumoaeicTaue AMMETHIAMHHOMETHICHAUCTWIALCTOHA ¢ UHAHOTHOALET-
aMHIOM MPHBOANT K 06pasoBaHHIO S-auetun-6-meTnn-3-uuanonupuann-2(1H)-
ruona [7], onHako Nono6Has peakuys C YHAaCTUEM STOKCHMETHAIEH-AUETHI~
aLETOHa, COFNAacHO JIHTEpaTypHbIM aantbiM [8], naeT uzoMmepHelit S-aueTnn-4-
meThn-3-unadonupuant-2( 1 H)-tuon, uto sensercs coMHuTeNbHbiM. C UeNbIO
pa3pelllenust YKa3aHHOrO NpPOTHBOPEUMs M TOMCKA HOBBIX OGHONOrHuecku
aKTHBHBIX BelECTB Hamu pa3paboTaH HOBbIH MeTON cuHTe3a 5-aueTwn-6-
meTui-3-unanonupuans-2( 1 H)-THona v u3yuensl ero csoiicrsa.

Hamu HafineHo, 4To peakius 3TOKCHMMeTHNeHaueTHnaueroHa (1) c unaxo-
THoaueTaMHaoM (2) B npucytcTeuu N-merunMopdonrHa B abc. staHone npu
25 °C, BeposTHO, Yepes CTalWio WHTepMeaHara 3 MpPHBOAMT K S-aueTtun-6-
MeTHn-3-tnanonnpuani-2(1H)-tnony (4), a ve x 4-merunuzomepy [8], uto
NOATBEPKAAETCA AAHHBIMH (PUIUKO-XMMHUECKHX METOMOB HCCIIENOBAHHS, CO-
TIACYIOIUMHUCS ¢ AuTepatypHbiMU [7], ¥ ero nanbHeHLIMMH IpeBpallleHHaMH.
Tax, ankunuposanue ToHa 4 ranorenuaamu Sa-m s JIM®DA B npucyTcTaiu
aKkBUMOJIspHOro konmuectsa KOH npotekaeT pernocenekTHBHO W APMBOIAMT K
06pa3oBaHUIO COOTBETCTBYIOIKX 5-alleTHa-6-MeTH-2-(R-MeTHATHO)-3-LUHaHo-
nupuauHos (6a—m). Mcnons3oBanue s aakuIMpoBaHHs THOHa 4 XJIOPUAOB
7a—c B npucyTcTeHH ABykpatHoro n3beitka KOH 6e3 Bhiaenenus suneinsix
NPONYKTOB TMpPWBOAWT K COOTBETCTBYIOWMM 3-aMHHO-5-aueTun-2-(R-kap6o-
HuUN)-6-MeTunTHeHo[2,3-b)nupuansam (8a—c). 1,2-[Inbpomaran (9a) u 1,4-au-
6pombyTan (9b) ankuwnupyior tHon 4 (JIM®A, 10% pacrsop KOH) B au-
(nupHaHK-2-uiTHo)ankanbl (10a,b).

Crpoenne nosyueHHbIX cynbbuaos 6a—m, 9a,b u THeHonupuanuos 8a-—¢
cornacyercs ¢ AaHHbIMH GH3HKO-XHMUHECKUX Heenenosaruii (tabnuua).
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Bpomuposanne 9_METWITHOMUPHAUHA 6a 8 YKCYCHOM KHCOTE Ha CBETY
TPHBOAHT K 5—6pomaue'l’m1-6—MCTHH-Z-MC’THHTHO-3-LlHaHOHMpHﬂMHy (11), xo-
TOpbIit B peaxuMax ¢ HyKeODWILHBIMA ATEHTAMH J12€T COEQHHEHHA 12413

{aKcrnepumenTanpHasi 4acTh).
Hcnonpiosanue 5-GpomaueTHanupuanHa 11 B KauecTse aikMIMPYHOLWIETO

arenTa B peakuyH ¢ Thonatom 14 [9] npuBonmT nocnenosaresibHO k cyabhuay
15 u THeHoNMpHAKHY 16.

CrpyxTypa coeunnenuii 11~13 u 15, 16 noarsepxaaercs AanHbiMu $pusnKo-
XUMHUECKHX uccienoBanuil (Tabnuua).

3KCNEPUMEHTAJIBHAA YACTDH

UK  CNckTphl CHHTEIWPOBAHHLIX COEAMHEHMH 3anucsiBann  Ha npubope WKC-29
(8 Basenunosom Macae). Cnexrpst IMP 'H peructpuposanu na npuGope Bruker WP-100SY
(100 MI'u) (ans coeannenuit 6i, 8c, 10a,b — Bruker WM-250 (250,13 MTI'u)) s IMCO-dg,
suyTpennmii cramnapt Me,Si. Kourpons 3a xozmoM peakuw ocywectsasnu merosom TCX
(Silufol UV-254, aueron—rentaH 3 : 5, nposBUTENs ~ Naphl HOAZ).

5-Aucrun-6-metua-3-unanonupuaun-2(1H)-thon  (4). Cmece 15 1 (96 mmonn)
JroxcuMeTHeHaueTHauetona 1, 9.6 1 (96 mmons) ukanorHoaueramuna 2 1 10.8 ma (96 Mmons)
N-metnnmopdionuita nepemewnaaior 2 4 8 abe. sranone apu 25 °C. O6pazosablIkiics 0CaROK
OT(MALTPOBLIBAIOT, NPOMBIBAIOT abC. 3TaHoNoM, rekcatom. [lomydalor coenunenue 4,
HACHTHYHOE ONUCaHHOMY pance [T7].

5-Auetun-6-merun-2-(R-metnatno)-3-upanonupuannpl  (6a-m). B 8 wma IMOA
pacteopsioT | 1 (5.2 MMonk) THona 4 U nipu nepemewuBanuyu soBasasior 2.9 Ma (5.2 MMOnb)
10% pactsopa KOH. Yepes 5 Mitd 8 pcakitHOHHYIO Maccy BHOCST 5.2 MO/ib COOTBETCTBYIOLUETO
FAlOTCHNPOUIBOAHOTO Sa—m, QUALTPYIOT 4epes CKRanyaThii QUILTD H NEPEMEWHBAT 4 4.
O6pazoBaBiuniics 0CaA0K OTGUNLTPOBLIBAIT, NPOMBIBAIOT JTaHOsOM. [lojyualoT coeauHeHNA
6a—m (Tabn.).

3-AmHHO-5-aueTna-2-(R-kapGounn)-6-meruatnenof2,3-blnupuanuer (8a—c). B 8 wma
JIM®A pacreopsior 1 r (5.2 Mmonb) THOHA 4 W npu fepeMewnBanuk 1o6aBnsioT 2.9 Mn
(5.2 mMons) 10% pacteopa KOH. UYcpes 5 MuH B peakunOHHYIO Maccy BHOCST 5.2 Monb
COOTBCTCTBYIOWIETO XA0pWAR 7a-C M TPONONKAIOT mnepeMemuBanue 0.5 4, nocie 4ero K
peaxunonnoii eMecH shosh aoBasasior 2.9 ma 10% pacrsopa KOH. Pactsop nepemeisnsaior
4y, OBpazosaslIMiics OCANOK OTQUALTPOBLIBAIOT, NPOMEIBAKCT JTaionoM. [TonyuaioT coenu-
HeHus Ba—c (Tabn.).

Jn(5-aueTun-6-meTna-3-unanonupuaun-2-unruo)anxanst  (10a,b). B 8 mn MDA
pactsopsioT | 1 (5.2 mMonb) Tvoa 4 1 NIpH AepemetnBaniy A06aBasior 2.9 mil (5.2 MMonb)
10% pacrsopa KOH. Yepes 5 MuH B peakIlBOHHYIO MAcCy BHOCT 2.6 MMO/Ib COOTBETCTBYIOUIErO
aubpomankana 9a,b, Qunetpylor ucpes cknamathii  GumsTp w  nepememusaior 4 4.
O6pa3oBaBuIHilcs OCANOK OTACAAIOT, NPOMBIBAIOT JTaHOsNOM. [lonyuaioT cocinnelins 10a,b
(Tabun.).

5-EpoMaueThA-6-MeTH-2-MeTHATHO-3-unanonupuaun (11). B 8 mn nensuoit ykcycro#
KMCHOTLE pAcTBOPSOT | 1 (4.8 MMOJIb) 2-METUATHONIMPHANHE 62 M NPK NEpeMeILMBAHUH HA CBCTY
B pacTBOp 1o KanismM BHocsT 0.25 Mn (4.8 MMons) Gpoma. Peaxuuontiyio eMecs NepemMelInBaloT
20 obecuscuunanns, Oxnaxaaor JbaoM. OO6pasoBaBluniics OCWIOK  OT(UILTPOBLIBAIOT,
npomuipaioT sratonom. [Toayvaiotr coeannenne 11 (tabn.).

S5-AHHANHOAUETHN-6-MeTHA-2-MeTHITHO-3-unanonspuann  (12). B 5 ma  otavona
pactsopsior } r (3.9 mmons) Gpomaneruanupuanda 11 u npu nepemewnsanny 106asnsioT
0.44 mn (4.8 mmonw) anununa. Peakuuonnyio cMecs nepemeunpaiot 2 4. OGpa3sosasuiniics
0CANOK OTQHALTPOBLIBAIOT, NPOMBIBAIOT FTatonoM. [Tonyyalor nupuany 12 (tada.).

6-MeTua-2-meTHaTino-3-unano-5-(2-unanomeruarnason-4-un)aupuann (13). Cumece 1 1
(3.9 wmmons) Opomauctunrupuanna 11 u 048 r (4.8 wmmons) umaHoTHoaueTamuza 2
nepemciunsaior 2 4 8 8 mn IM®A. O6pa3osaBiunitcs 0canok OTHUILTPOBbIBAIOT, NPOMBIBAIOT
sranonoM. INoayuaor coenuuenne 13 (1aba.).
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2-(6-MeTi1-2-MeTHATHO-3-UHAHONMPHAKRH-5-HN)K2 POOHHAMETHATHO-6-THAPOKCH-3-111-
aHo-5-31okcnkapbounnnupuann (15). Cumecs | 1 (3 Mmonb) THonara 14 1 0.88 r (3 Mmons)
Gpomupa 11 8 10 Mat 3Tanona AOBOAST N0 KMNEHHS W QUALTPYIOT 4epes ckianyaTuiit GuasTp.
OGpazosaBiniica nocie OXADKACHUA (PUILTPATA OCAAOK OTACAAIOT, NPOMLIBAIOT ITAHONOM.
[onyuatoT nnpuamy 15 (taba.).

3-AMMH0-6-rmxpoxcn-2-(6-Me'mn-2-Me'lunmo-3-uuanonupmmu-5-un)Kap60uun-S-a'r-
oxenkapbonnatrhenol2,3-binupuann (16). B 8 mn IM®PA pacrsopsior | t (2.3 Mmons)
coennHenus 1S u npu nepemeuniBanuu noGasasior 1.3 Ma (2.3 mmMons) 10% pacTeopa KOH.
PeakunoHHyl0 CMeCh NEPEMEMIHBAIOT ewte 2 4. O6pasoBaBuikics 0CANOK OTGHALTPOBLIBAIOT,
npoMbIBAIOT 3TaHosI0M. [lomyyator coennnenue 16 (tabn.).

Paboma ewnornena npu unancoeoii noddepxcke Poccuiickozo honoda

@ynoamenmansubix uccnedosanuii (npoexm Ne 99-03-32965).
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