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1 2

ST WEW2 KER

7E RONRPAR K INN DMF 4 L. 3 11644 500g, DIPEA 800g, i f¥
ZJEMH NN HOBt 335.5 g, EDCI 476 g, 3-(%J& 1 3E)-4,6- — FFI HE L Ing -
2(1H)-B 257.5g, ZJG4Mn ILDMF . AT 2 Wi 40°C, 4k v % 58
A, IHAKHT AR, $TIR S FUE, KPe, TEIGR 216G (580g) , ik
2 94%,

'H NMR (400 MHz, DMSO-ds) 8 11.20 (s, 1H), 8.74 (t, J = 4.8, 1H), 7.99 (d,
J=0.4,1H),7.08 (s, 1H), 6.26 (s, 1H), 5.40-4.52 (m, 2H), 4.43-4.42 (m, 2H), 3.41-
3.38 (m, 2H), 2.97-2.92 (m, 2H), 2.81-2.76 (m, 2H), 2.54 (t, J = 2.0, 3H), 2.35 (s,
3H), 1.87-1.80 (m, 4H), 1.69-1.65 (m, 1H), 1.39-1.28 (m, 1H), 1.10 (t, J =7.6, 3H)
ppm.

LCMS (m/z): 500.36 [M+H]".

SR 2. EW 3 KA

FRIEX Pd(dba), 0.46g F1 BINAP 2.0g, VREIEIEIMANRNIEH . FFAKIK
A 2 5% 20.0g, BuONal1l.52g, BuOLi3.2g, HA-N, B, Noff
PRI 200 mL 1,4- 5N, ZE N 4-Z L DU L 8.08g, fiiH: T T
T4 100°C RN 24 /N 2 R B 584, JFURJa Ab B
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KA DCM A1, FRFKHH, PREAPUH. LA NaHSOs /K%
W WIRTHE 30-40°CHide 1 /he, FEW, AV T8, i,
et RIS 3 LSk ot -

MU MTBE, #itdE, IR, 479 Z A MANIEREE, BEsrd, RRE
JE, JEUFHIEPESE MGG, HRERA 3 A (173 g , W 83%.

'H NMR (400 MHz, CDCls) & 12.80 (s, 1H), 7.13 (t, J = 5.6, 1H), 6.77 (s,
1H), 6.36 (s, 1H), 5.93 (s, 1H), 4.59 (d, J = 6.0, 2H), 4.03-3.98 (m, 2H), 3.64-3.62
(m, 2H), 3.57-3.51 (m, 3H), 3.45 (s, 2H), 2.62 (dd, J = 7.6, 2H), 2.4 (s, 3H), 2.35
(s, 3H), 2.09-2.06 (m, 5H), 1.54-1.46 (m, 6H), 1.19-1.15 (m, 3H), 1.35-1.26 (m,
2H), 1.19-1.15 (m, 3H) ppm.

LCMS (m/z): 521.05 [M+H]"»

FBR3. EW 4 HER

FERSDEHMA 50 mL DCM, i $t T I 3 AEY 5.0 g, WfiR)G %
#0-10°C, WIKIMALEE2.11g, LR 0.576g, FHiEE 0.5 N, ZJEmA
BRI AN 6.31 kg, No R4 FERIRTIE 25°C RN 18 /N 2 N 5847,
RIGEIMAK,  NaOH, 70, MRGRIREGNGER, T, I8, kt. &
AN B BT R, PRI, ARG, WnEpEbE, BT, i
JEE AR 4 A (5.0, W 95%.

'H NMR (400 MHz, CDCl5) & 12.98 (s, 1H), 7.28-7.27 (m, 1H), 7.10 (t, J
=52, 1H), 6.50 (s, 1H), 5.94 (s, 1H), 4.61 (d, J =5.6, 2H), 3.94 (d, J=10.8, 2H),
3.51 (s, 2H), 3.28 (t, J =10.4, 2H), 3.05 (dd, J =6.8, 2H), 2.97-2.87 (m, 3H), 2.43-
2.39 (m, 7H), 2.17-2.10 (m, 3H), 1.69-1.64 (m, 4H), 1.55 (s, 4H), 1.37 (s, 2H),
1.05 (t, J=7.2, 3H), 0.87 (t, J =6.8, 3H) ppm.

LCMS (m/z): 549.25 [M+H]".
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