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FEI L) BRI (b 5 915) 17 T L EH 22wt % ¥ (2. 3kg ¥, 0. 51kg b 5415,
1.1mol, 134 &) s NIC &4 T B APk 8% BB MEN D A g @it 1002 E
F300=2 2 T 7E45°C 21|55 °C Iy il 2 Y0 [ N AT Z8 TR TR -G ik 4 2130wt 96 B 35wt %6 1) i 2%
WL IR G 2 B 28 46 I FLB IR WA H1 8)20°C o R 2. 0% A& W 16 1) Ve i vb hn i Rih 3T L
FE20°C R HEREL /NS S INZES (9.9g,0.11mol,0. 124 5) MDBU (16g,0.11mol,0.12%4H&) I
HAREY H 24/ ], BUE AR PR AL W16 EHE | vt/ T 12% R 54
WA EN0°CH: HAEO T T A HE 18N o 7E0°C TR €I HLFH 48 = Nl : LB 1)
L: 1 (1.5L1) Bk . E50°C JL A 4P eb e [l 44, 75 210 . 40kg & B Al 4 A& 7016
(80% ) .'H NMR (400MHz,CDC1,) :81.21 (m,9H) ,1.28 (d,J=7.0Hz,3H) ,3.65(dd,J=
13.1,10.7,1H)4.00 (m,4H) ,4.33(dd,J=14.4,3.1Hz,1H) ,5.00 (m, 1H) 6.00 (bs, 2H) ,6.99
(m,2H) ,7.07 (m,1H) ,7.19 (m,2H) ,7.97 (s, 1H) ,8.33 (s, 1H) .”'P NMR (162MHz,CDC1,) : 8
.20.8,

[0056]  Si2f5]3 : LA ey A x0T Bk S Ky Ak 4 52 o) 2% A 5 W) 13

[0057]  FEFREEIEFE R AIALA412 (10.0g,27.5mmol, 1.004 &) £ T F 2% (60mL) ¥
Hs I AR RS (3.0mL, 41mmol, 1.5 5) oW INFAE70°C I H AW 5048396 /N H 21|38
IFHPLCIA A S B AT R XS Bl e A 4 B 4R 52 1 (B s« & 12 346 -B Y0 1 3af #5462 >97. 0%
I HAL S Y1 3al JE X AR LE >90: 10) o I8 i 3025 Z8 1K TR & W0 4 115, 1 ELKs T8
B ARV T F R (50mL) H o FEPAEE IR FE N R ¥R 2 A LB Y 1 3alf) B A R LA ki — 2P i
H.

[0058] 5254 : DAy E X S A AR 4l FE i 46 9- { (R) -2-[ (R, S) - {[ (S) -1- CRNHEFEHIL)
O HE ] 2 ) R AR R AU AR ] A AR ) RS (b 5 015)

[0059]  #£-25°C N fx /b A5y Bl L- % BE T A1 1 (4.5024 &) 77 T-DCM (80mL) H {1 ¥
WIS A 2090 % FEX B SF MR A AL & 913a (1,002 &) A7 T F 2K (50mL) H 3K
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N 113264959 A W OB P 8/8 T

0, PN T P A FE << -20°C o AR G (TR S HE < - 20 C IR B R AR HF /03050 B, I HLA#E /K
T ) pHARRS 25 pH o A1 SR pH<A , IS4 FH = e FL T B pH 4217 o A4 G B2 79 21 %= & (19
‘CHI25C) IR GV BN 00 1 BAKT 10 % w/ v iR — S /KB (2 X 50mL) |
15 % w/ vERER S B /KA TR (2 X 20mL) FI7K (50mL) e & /KB RN T 1 i X A HLZ , 34T
ik 8 I HLTE B2 TR R 4 R AR R F0 € VIR P o K R A R T 2K/ K (4:1) (50mL) H,
HAHS-{®R -2-[(R,S) -{[(S) -1- CRAIEIE) 3] H ) KAL) FAE]AN
B} IRPERS (29 1mg, 99 : TAEXS M SR AL [) V530 HP It Pl 3 ELAE PRSI B T et 2 /N o g
B3 B 8 R K/ 205 (4:1) (16mL) Pk P BAE40°C B AR 16 /N, 15 2
S HEEEEAR - {®) -2-[(R,S) -{[©) -1- CRAAIEREL) LR ]2 REEHA
L) R AR L) T L) IR mE A (fh&415) (10.0g,76.4% ,97.5:2. 53Nt kA tl , H #) T
kA 16) . 'HNMR (400MHz,CDC1,) :81.20-1.33 (m,12H) ,3.62-3.74 (m, 1H) ,3.86-4.22 (m,
5H) ,4.30-4.44 (m,1H) ,4.83-5.10 (m, 1H) ,6.02 (br s,3H) ,7.18-7.34 (m,5H) ,7.98-8.02
(m,1H) ,8.32-8.36 (m, 1H) ;*'PNMR (162MHz,CDCL,) :8.21.5,22.9.

[0060] S35 1k &4 1210 1) 4%

[0061]  }4PMPA (100.0g,0.35mol, 124 5) 25 NFL 4 10 B =P 1 4% - R v Bt as A AN [
Asas, Z 3N G (B00mL) o [a] iR A& s Il — 2 % (71.0g,0.70mol , 24 58) , Z )5
S INDMAP (42.6¢,0.35mol , 1 24&8) FIE AR — K15 (162.1¢,0.52mol , 1.5%4 &) KR AW
INFAEI80°C H: HAES0C R4 5h=48/INif 8l B B3 1 P NMRHf % [ 7 58 B (BL$E T IR
JS2HCRE it I ELAR N2 47 T-D,0H (19 10 %6 H, PO, (1 36 N2 o BT T G 1) # ] 4% 9 PMPARR I - L.
N TppmE|8ppm; F= 412 3ppmE| 12 . 6ppmoe {47 1E/NT5 % W ER I, WA B TE R o % %
NIRRT EN L1 . SRR I 2 FF B H 212 2.1 (200mL) A7k (300mL) % « 40 257K = 5
HH 418 4.1 (200mL) Hed P I - K5 7K 2 FR N2 g I HAE A 12 1M HC1 (21 . 0mL) K¢ pH
P RIpH 3. 48 5 HI FHO. 05 % A& 121 ) B2 A N A 9F HLAE25 C R 3 T Hi b . 422055
BRERINATAR 2. 1M HCL (7.0mL) B SCIpH 2. FEFREE IR o T4 i P Bk 30 413t HAR G4
2/ A EIRN10°C o — HAAF10°C, IEALEL0C K2 i FE2 . 57N o W J st i€ 3 F pH
1.57K (200g) ¥eifk . fEE A Wb T )5, 3845102, 2 22 A B EATE AL & 912 (81 % 7=
) ., 'HNMR (400MHZ, D,0) :61.31(d,J=6.1Hz,3H) ,3.59 (dd,J=14.0,9.0Hz, 1H) ,3.85 (dd,J
=14.0,9.0Hz,1H) ,4.1(n,1H) ,4.3(dd,J=15.0,9,0Hz,1H) ,4.5(dd,J=15.0,2Hz, 1H) ,
6.75(d,J="THz,2H) ,7.15(t,J="THz,1H) ,7.25 (t,J="THz,2H) ,8.26 (s, 1H) ,8.35 (s, 1H) .
*'PNMR (162MH1z,D,0) :8.14.8.

[0062]  FiT 5 tH R4 & R AT R SCHR S BA 51 7 S03F A SR, anfR) AN 5 DA 51 H 75 50
HN—M . O = IS B AR 1 1 St 49 A R IR 1 AR B S8 T, REER MR, IRV 2
A AME DS, BT DR R S8 T A B IRTHS B AIYE L A
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