IIHACHMA B PEJAKIIHUIO

KATAJIM3UPYEMAS AHETATOM CEPEBPA TPAHC®OPMALIUA 2,3-
BYTAAUEHAMMJIOB
B N-[2(5H)-®YPAHUJIUJIEH]AMUHBI

KuwoueBbie ciaoBa: 2,3-Oyragumenamuy, u3ouuaHat, l1-merokcuamieH, N-[2(5H)-dypanumnnen]amus,
JUTUUPOBAHUE, KATAJIU3, INKIU3ALHU.

Peaknust muTHMpoBaHHBIX 1,2-IMEHOB C W30IMAaHATAMH BIICPBBIC PEAM30-BaHa HAMH KakK MPOCTOH M
ymnoOHbI TyTh K 2,3-OyTammeHamumaM [1] — CHHTe-THYECKMM HWHTEpMenHWaTaM ¥ MHOTOOOEMIAroIuM
NpeAeCTBEHHUKAM HOBBIX TE€TEPOILIUKIIOB.

Mg Hanutd, uro N-ankun-2-metokcu-2,3-0yragueHaMubl 1, JIETKO MOJTy-4aeMble B3aUMOJICHCTBUEM OL-
JUTHUPOBAHHOTO |-METOKCHAIICHA ¢ M30IMaHa-TaMH (HAIpUMep, C MPOMWI- U U30TPONUIA30IHaHATAMH)
[2], B mpucyrctBun AgOAC (14-16 mac.%, ameron, 20-45 °C, ~0.2-1.5 4) rmagko ¥ NPaKTHYECKH
kosmuecTBeHHO (koHBepcust 90-100%, I7KX) tpancdopmupyrorcs B [0 CHX IOp HEU3BECTHBIE U
TPYIHOMOCTYIHbIC WHBIMU TyTAMH 1-ankui-N-[3-metokcu-2(5H)-pypanmnuaen |amunsr 2a,b. M3omepHbie
uM  l-ankwmi-3-metokcu-1,5-murnapo-2H-mmuppon-2-oasr 3, 00pa3oBaHUS KOTOPHIX TakKKe MOXHO OBLIO
OXHJATh, CPE/IU MPOIYKTOB PEAKIMU HE HACHTH(HUIIMPOBAHBI.
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Peaknuro MOXHO BeCcTH B OJIHY TMpEMapaTUBHYIO CTaJHI0, T. €. 0e3 Mepe-TOHKU MPOMEXKYTOUYHO
oOpasytomuxcs amuaoB 1. Takum oOpazom, peub HAET O pa3paboTKe MPUHLHUIIMAILHO HOBOIO yIOOHOTO

noaxoxa k cuare3y N-[2(5H)-dbypanununes]aMuHoOB peakiuei kapOaHHOHOB 1,2-1HEHOB ¢ M30IIMAHATAMH.

N-[3-Metokcu-2(5H)-¢pypanunnuaen]-1-nponanamun (2a). K pacrsopy 10 r (0.14 mons) merokcuamnena B 60 mu TT'® npu —
100 °C mo6asnsior pactsop N-BuLi (0.1 Monb) B 65 MII rekcaHa, 1al0T TEMIIEpaType MOBLICUThCA 10 —60 °C, cHOBa OXJIAXAAIOT 10 —
100 °C u n1o6aBnsior no KamisaM pacteop 8.5 r (0.1 Mos) nponuuzommanara B 15 min TT'®, noaaepskuBas TeMIle-paTypy B Opeaeiax
or -85 10-80 °C. 3atem (mpu ~ —30 °C) 106aBAAIOT KOHIEHTPHPOBaHHBIH BoAHbIA pactBop NH,CI (100 M), OTAENSIOT OpraHuuecKuit
CJIOH, BOJHBIA pacTBOp OKCTPAarupyroT 3(UPOM, OpPraHHYECKylo (Gpakiuio TPOMBIBAIOT Bomoi, cymar MQgSO, ymamsior
pactBoputend. B ocratke momywaior 14 r (Beixong ~90%) 2-merokcu-N-npomun-2,3-0yraguen-amuaa (la) ¢ uucroroit ~100%
(TXKX). Criexrp SIMP *H (400 MI', CDCl,), 8, m. 1.: 6.44 (1H, ¢, NH); 5.85 (2H, 1, CH,=); 3.50 (3H, ¢, OMe); 3.29 (2H, M, NCH,);
1.56 (2H, m, CH,); 0.93 (3H, 1, Me).

Cmecs 7.7 T (0.05 moub) 2,3-0yraguenamuaa 1la u 1.5 r (0.0087 mons) AGOAC B 20 M aneroHa mepeMeniuBaioT 1 4 mpu
KOMHATHOI Temreparype (kouBepcus la 15.5%, I'KX), 3atem HarpeBator ~10 muH mpu 4045 °C (komBepcust la 91%, TKX).
ALICTOH yIaJsioT NPH NOHWKEHHOM JIaBJICHHH, K OCTATKy 100aBIstoT 3hHp U BOAHKIN pacTBop LiBr. OpraHudeckuii caoi OTAensoT
U MPOITYCKAIOT Yepe3 KOJOHKY ¢ HedtpaisHoi Al,Oz. ITocie ynanenus sdupa npy MOHMWKXEHHOM JaBIeHHH noiy4aroT 6.4 T (83.1%)
COeIMHEHNs 2a, conepkaHue ocHoBHoro BemecTtBa ~100% (IDKX). Ileperomkoit Beigemsior 3.5 r (45.5%) 2a, conmepkanne
ocHOBHOTO Bemrectsa 98.3% (IKX), 1. xut. ~85 °C/ ~0.5 MM pr. ct., Np?® 1.4900. UK crektp (ToHKHii cioit), v, cm *: 740, 760, 900,
950, 980, 1000, 1010 1, 1050, 1130, 1140 1, 1190, 1250, 1350, 1370 1, 1460, 1650, 1700, 2850 1, 2870, 2940, 2960, 3020 1,
3100. Criextp SIMP H (400 MI'ti, CDClg), 8, m. 1. 5.61 (1H, T, CH=); 4.78 (2H, 1, OCH,); 3.77 (3H, ¢, OMe); 3.31 (2H, T, NCH,);
1.64 (2H, M, CH,); 0.93 (3H, T, Me). Crexrp SIMP *C (100 MI'm, CDCly), 8, m. a.: 156.49 (N=C), 149.66 (OC=), 104.44 (CH=),
70.50 (OCH,), 57.68 (OMe), 48.86 (NCH,), 24.12 (CH,), 12.11 (Me). Crexrp SIMP >N (40.56 MI'u, CDCl), 8, m. a.: 164.96.
Haiineno, %: N 8.59. CgH13NO,. Beruucneno, %: N 9.03.

N-[3-Mertokcu-2(5SH)-¢pypauuniauaeu]-2-nponanamun  (2b). N-Wzonpormn-2-merokcu-2,3-0yraauenamuy  (1b) momyuaror
aHATOrHIHO: BRIX0A ~90%, unctora 98.8% (IKX). Criexrp SIMP *H (90 MI'w, CCly), 8, M. 1.: 6.35 (1H, ¢, NH); 5.78 (2H, ¢, CH,=);
4.03 (1H, m, NCH); 3.44 (3H, ¢, OMe); 1.16 (6H, 1, CMe,).

Cwmech 7.7 1 (0.05 moip) 2,3-06yraauenamua 1b u 1.3 v (0.0076 moss) AGOAC B 20 MIT alleTOHA MEPEMEIIHBAIOT IPU KOMHATHOMN
temmeparype ~1.5 u (komsepcus 1b ~100%, I'KX). aueroH OTroHsioT, K OCcTaTKy m00aBisiioT a¢up u Bomusli pactsop NacCl,
pasnensioT ciou, 3QUPHBIA pacTBOpP HPOIyCKarT depe3 KOMoHKY ¢ Al,O; M y#alslFOT pacTBOpUTENb Ha POTOPHOM HCHApHUTElE.



IMeperonkoii ocraTka BeLIESIOT 4.5 T (58.4%) 2b, comeprxanne ocHoBHOTO BetectBa 97% (IKX), 1. kur. 80-82 °C/ ~0.5 MM pr. cT.,
nDZO 1.4870. UK crekTp (TOHKHH CION), V, oM 740, 760, 800 1, 950, 980, 1000, 1050, 1110, 1150, 1170 mmm, 1190 1m, 1260, 1350,
1360, 1380, 1460, 1650, 1700, 2850, 2870, 2940, 2970, 3020 w1, 3100. Criektp IMP *H (400 MTI'u, aueton-dg), 8, m. 1., J (I'): 5.82
(1H,1,3=2.2, CH=); 4.75 (2H, 1, J = 2.2, OCH,); 3.86 (1H, M, NCH); 3.70 (3H, ¢, OMe); 1.04 (6H, m, J = 6.4, CMe,). Criektp SIMP
3C (100 MI', aneron-dg), 8, M. 1. 155.13 (N=C), 150.66 (OC=), 106.19 (CH=), 70.98 (OCH,), 57.75 (OMe), 47.37 (NCH), 24.34
(2Me). Crrextp SIMP N (40.56 MI'y, CDCly), 8, m. 1.: 148.60. Haitneno, %: N 8.29. CgH;3NO,. Berancieno, %: N 9.03.

Paboma evinonnena npu @urancosoli  noodepocke Poccuiickoeo  ¢onda  hyHOamenmanbHvIX
uccnedosanuti (npoexm Ne 01-03-32698a).
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