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Pk A 1:1.

[0114] 3. Xf 2-(3- AP —4- 7 T AR ) —4- FEmEM: —5— IR WIS (IVOEAT
K, IO R4 2- (3— J3E —4- 7 TR ARE ) —4- AR —5- FPRFE (V) -

[0115]

Mﬁ__ ) w)@
Bt o

[o116] bk Jso 3 iy 7K 30 ] DACA = G40 SUA AR, — 980 SRR IET - — 5 R IR T« 1.
A, Pt o = SR BRI . RN EE AT DA —10°C 2] 100°C, fLik hy 50°C F
70°Co ST TR 1-10 ZNEE, AR IE K 2-6 /NE o BZK 51 A ) 4k CTV)D [ BE 2R B mT LA
Hh(2-20) 1, PLIEHR (4-T) 1 1o JRNEE G nl % =) ok v A WL — DRI 4L,
BT B HLES AT LU R B — 5 e sl RSB T 55K, I o — 5t

[0117] 4. FEAHLEEFIT, LEARBRIE AT BIAFAE R, X R i 2- (3- & —4- R T HER
5 ) —4- FEEMEME —5- FERREE (V) REES AT KA, IS B R4 BAEfm R (D -

[0118]
N OH
Q \
"?’&( Z f:é\(
0 O

[0119] ;a;qa KRR, F)TﬁSEI’JWjEﬁEjJ I R, T A
. B AR S0 % SR Ly 50°C %5 80°C s 65°C 4 T5°C 0 A HIK

13
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i 5 1) S NI TR IE A 1-8 /NB s BRI 2-5 /NI o Pl 9 5 58 V R [ EA R4
b A EE R LA IE R (1-10) < 1 s SBARIE R (1-5) @ 1,

[0120]  FTf97= S mTIA 3] 99% 244 o

(01211 DA 3 g S5t 9] ) g 3l — 20 AR B U M AR i B PN 28, (L3R 26 5 i 091 AN 7 e 2 f
Ay X A B ARAF I B T B o

[0122]  ZE LA SEtifs) o, HPLCAS I At AR Rl RAJE (9l ) H AR By /A 7 A2 7= 1) Shimadzu
LC-20A, & B [ 14 77 v 50 ) 40 2 TR VA — 922 5 4 B fy I 52 7 v T 2 0, v [ 25 4L (2010
RO S 0B 3% VD 5 AR R I ok S Xk s CH bR ™ i B BE IR B/ 32 B JRUR) ) B R
50 X 100%. ST T A4S A ] 15 H 28 B AB SCIES /4w 1) AP15500 R AH (1% ik
FIA o NMR SN BT FHASCES 9 T 15 H BRUKER 20 7) [ AM 400MHZ PR RESEAR 1 o

[0123]  FELLFSpiflrh, 5- IR —2- 5 T 4R 28 K LG RH 2— 1R —4— R 2R me v AR R e m 5
B ALK B s e 2R 1V & il 25 et A PR ) s FRSERCT JEmEnT 49 B Hifg R SR 440 T
AR A USRI 13 SRR A AR AR s A S BN ER A TAHRA
H) SFRALEI AT 1S B 5 KRR EEAL T PR A A s R PEEnT 43 B 93 MR AL TAH R A A
[0124]  SEjiAA) 1 -3X TTT Brom ik FQIom) i il &

[0125]  fRIELAE 30°C LAy, AE/TLRY, 7] 1000ml e MR A A 200m1 PY Sk (LA
fAIFR A THE) A PAL T f AOEEE 72. 92 (3. 00mol) il 12. 7g (0. 05mol), Fifk: 1 /N, FHiE
3 45°C, [R5 s+ 250m1 THE 1) 5- ¥R —2— 5 T 48055 2K R L% 680. 4g (2. 50mol) Al
12. 7g (0. 05mo 1) MLRIIRA W), ke, fRIRAE 45°C M 5 /NI, WA #H1F] 15°CE 20°C, £ H
[0126]  JLrp, BEJE VAR EE 5 vA U0 F < 5% MU ERERDEFE DS 30 20 Bh, PRadHh oiE 3 FH TR R Ak
Ve OR B> 52 S B I D, B T 5 5 B .

[o127]  sgjifs) 2 20 TTT From s B 5 i i 4%

[0128]  fR¥EAE 20°C A4, SN E/SARY™, 17] 1000m1 52 B A I\ 200m 1 IS BT S % L 48
AL 5 IEETE 72.9g (3. 00mol) il 12. 7g (0. 05mo 1), ik 1 /M, FHE S 50°C, [F] 2%
P2 IS T 300m1 AR ISR T FEBE 5- ¥R —2- 5 T 438 28 T EZ 680. 4g (2. 50mol) F 12. 7¢g
(0. 05mo1) MHKIIREH, Wi 5, JRIRAE 45°C Y. 6 /NN, ¥ H13] 15°C I 20°C, 77 .

[0120]  JLrp, BEJE FIARBE 5 vA U0 R < 5% MUERERDEFE DS 30 40 Bh, sl o8 I A TR vk
Ve OR B> 523 B B D, BT 5 5 BT .

[0130]  SEjffdl] 3 :2- (3- RAEFWLE —4- F ALK ) —4- FIEMEM —5- FEEEE (1V)
1) 2%

[0131] =R MNHT A 780. 5g (2.50mol) [ 2— ¥ —4— FF JL 158 W FFF 8% 55 5 1 500m1
THF, PRI 2 —10°C, HUMREEHE T, W Indi FESZ e 1 77320 HU £ 600m] A% QiR (I1DD,
T INTELRE 2 HI4E —10°C 3 -5°C, N 5E Yo J5 4R LRI AE —10°C LA IV 4 /NI o 98 25 B
THF, B\ 400m1 36 RUT FEERE2E H AR 724, VKK (0°C 24D HUMEERE T I #1511
10% FALEES W (0°CH 5°C) 300ml HEATEE K . 733, A WA JoKOR B8 T4, g, 725 5%
AV, AR, 15 PR 987. 1g, FE/RIEE 93. 0%, HPLC 4EJE 95. 5%,

[0132] G job % M 3 41 A0 5 0% 23 B 45 21 1 BR800 KT I 8% 0T - "HNMR (400MHz,
CD,0D) : 6 =8.48 (s, 1H),7.91 (d, 1H),7. 36-7. 50 (m, 7TH) , 7. 22 (d, 1H) , 5. 26 (s, 2H) , 3. 88 (d,
2H) , 2. 45 (s, 3H) , 1. 88 (m, 1H) ,0. 90 (d, 6H) ;"°C NMR (75MHz, CD,0D) : 8 =169. 5, 168. 0,

14
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166.6,161.8,156.5,136. 1,131.5,128.9,128.5,127. 1,127.4,125.2,118.6,116.5,74. 0,
65.5,28. 2,19. 4,16. 5 ;HR-MS (ESI) :C,,H,,N,0,S 7> T-& :424. 51, [M+H]" M EA{H :425. 67,
[0133]  SEjifh) 4 :2— (3— ZFE P WAk —4- F ] LR IE ) —4- FIRMEME —5- WG (IV)
)25

[0134] = WA N 780. 5g (2. 50mol) (] 2— ¥ —4— FF L 10 M /T 85 5 5 11 500m1
THF, P 22 —5°C, HUAREERE T, i 0% IS ] 2 J7 V5B 29 700m] 4% FGIRF) (11D,
PR FEHITE -5°C 2 0°C, W 5e e fa QR EL fRIRAE -5°CE A [ WV 3 /NI o I8 2%k THF, i
N 400m1 B L RUT SRR H AR =8, UKAKIE (0°C 24D FUMRERE N In AN 15 1) 10% &
EEHSES W (0°CE 5°CH300m] AT Ko 43, A AUAEH T KR EREN T4, $hE, ZEFRA AL
HE, AR 1), 43 R 945. 68, FERIRLEE 89, 1%, HPLC 4 94. 3%,

[0135]  JBa il 73 A 45 21 (1) A5 2 7 40 10 RS I 204 1 R sHR-MS (BST) <CosHy N,0,S 43 ¥ 2
424. 51, [MHI]" &A1 :425. 80,

[0136]  SEJfEfd] 5 : Bl K il 4% 2- (3— Sk —4- ¢ T ASE AL ) —4- P&
(V) :

[0137] W sZ i) 3 J7 2 145 1 A ) 44 (TV) 3L 987¢ (2. 33mol) £F X Nl *F ¥ T 1530g
(10. 00mo1) =G &M, FHE R 70°C, LI E , HUMBHE T, SRR MY 4 /B, TLC Bon
RN 5E4A JRITH : LR LT« 1E Ot =1:3). KRR =& &8, I 500ml — &0 FF kel
300m1 ¥K7K CO°CF 5 COFUMDFE 78 73 $- U™ & o 7338 A ALE A 50m1 M AT h /K Pk 1R,
TCIKBR BN 1 /e, Hhk, 28k S ke, 49 217 [ 44 (V) 880. 8g, FE/RIL K :93. 0%,
HPLC 4E/E 98. 1%.

[0138] i job % M 3 41 A0 5 0% 23 B 45 21 (0 b5 80 4 16K I 208 40 R < "HNMR (400MHz,
CD,0D) : 6 =7.95(d, 1H),7.60 (s, 1H),7. 38-7. 48 (m, 5H) , 7. 22 (d, 1H) , 5. 26 (s, 2H) , 3. 88 (d,
2H) , 2. 45 (s, 3H) , 1. 88 (m, 1H) , 0. 90 (d, 6H) ;'°C NMR (75MHz, CD,0D) : 6 =169. 5, 166. 6,
161.8,160.0,136.1,132.5,131.1,128.9,127.6,127.4,127.1,125.8,115.8,115. 6,
101. 8,74.0,65.7,28. 2,19. 5, 16. 6 sHR-MS (EST) :Cy3H,,N,0,S 4% F & :406. 50, [M+H]" I &
{H :407. 41,

[0139]  SEjitifs] 6 : JBi/K il & 2- (3— #2E —4- J TR RE ) —4- FEEmEM: —5- FIR
(V) H

[0140] 4% MR SR 4 J5 kRIS P IR)4A (1IV) 424. 5g (1. 00mo 1) 78 Je Nl HF ¥ T 920g
(6. 00mo1) =G5, THEZ 70°C, ZERIREEE , HIMBH: T, fRIE RN 4 /N, TLC BoR
RN 5E4s EITH) : LBE WS« IECKE=1:3)0 WUEZEM =S50, I 200ml & e Al
120m1 YK7K CO°C B 5 CONUME HE 78 70 42 U™ o 733 A HLUE H 30m1 ORI 2hyk ek 11X,
TCIKBRER AN T8 1 /Iy, HhgE, 28 Bk — bt 19 2 A 44 (V) 381, 7g, FE/RILZ A 93. 9%,
HPLC 4% 4 98. 8%,

(01411  JBT i 73 A7 45 2 (19 b5 2 7 40 I RS W) 2048 W R sHR-MS (BST) <CosHpoN,0,S 43 ¥ 2
406. 50, [MH+H] " Wl &A1 :407. 12,

[0142]  SEJEME) 7 : Wi K 4% 2- (3— ldk —4- ¢ T AUAE AL ) —4- Pk
(V) H

[0143] 4% MRS 4 J5 ik HIFF TR AR (1V)424. 5g(1. 00mo 1 )YE J Ml HH ¥ T 535. g

I

i 5 R

N

5 I
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(4. 50mo 1) SALNEA, FHE 22 50°C, MZE PR E , WU PR T, PRI N 5 /i, TLC BoR
SN 5E4s EIFFR) : LFR WS« 1IECBE=1:3)0 WEZRRREAL R, I 200ml — &0 e Al
120m1 ¥K7K CO°C 2 5 CONUMIERE 78 73 B HG™ o 73, A HLZ H 30m1 M AT ok Pk LIk,
TR BRI 58 1 /I, Hhs, 2 Bk — &V e, 43 B a4k (V) 370. 7g, BEIRWLER A <91, 2%,
HPLC 4E/E 97. 1%.

[0144]  J5 % 43 M7 45 20 (19 AR B 40 IR I 04 W1 R sHR-MS (EST) :CysHyoN,0,S 43 ¥ 1
406. 50, [M+H] ™ JUl&1{E :407. 22,

[0145]  SEEM) 8 : B K il & 2- (3- J Ak —4- 7 TR AR ) -4- FAEmEM: —5- F R R iE
(V) H

[0146]  Wsdi MRS 4 J7 73 M AR R 4A (TV) 424. g (1. 00mol) £F 2 NI T 833¢
(7.00mo 1) SALIEHA, THE 2 50°C, 2L RIS E , HIMBH: T, fRIE RN 4 /N, TLC Bon
RN 5E4s EITH) : LFE WS : IECKE=1:3)0 WUEZERMREAL TR, I 200ml — & ¢ Al
120m1 YK7K COC B 5 CONUBEH 78 70 $E U™ o 7378 A HLE A 30m1 PRI 2hyK ek 11X,
TR BRER 5 1 /NI, ShgE, 280k 2 o, A3 B h [k (V) 376. 4g, BEIRWLEN 92, 6%,
HPLC 4EfE 96. 6%,

[0147]  J5Ui% 43 A7 15 2 59 AR 3= 9 09K D0 4R 40 R sHR-MS (BST) :CysHyoN,0,8 73 - 5
406. 50, [M+H]" JUlS{H :407. 79,

[o148]  SEifA) 9 -l & AR R (D -

[0149]  7F [ NI P 0 AN 2 RS 5 77 A A5 I [R) 44 (VD 74 300g (0. 74mol) BL &%
PUZMERg 1200m1, BEFEAE G I mo /L A SR AN /K #98 1100m ], In# A 70 C i [ i
3 /INEF A5l SR VR A VR VU R 75 S KA A S e (150m 1) ZEH =K, A HLAH
2o KA Imol/L Wy ERERIH Y pH M2 2, F5 FH =S F 4 (300m1 ) 2 =K, s HIAH
FJG/KBR R A58, 108, WRARF3 31 (Ll 14 222. 6, E/RIBCEE 95. 1%, HPLC 4l 99. 2%,
[0150]  J53 i 43 A7 15 2 5 A5 8 7= 4 50 A I 5 4 W0 R sHR-MS (EST) :CigHy6N,0,S 43 - &
316. 37, [M+H]" JUE1E :317. 20,

[0151]  SEJAs) 10 4 AEA R (D) -

[0152]  7E MV N 42 B S o] 6 5 vAEHIAR B A (R K (V) 7= i 150g (0. 37mol) LA K
UM 1200m1, HEFEE ARSI mo 1 /L FY SV AL B /K98 3700m 1, N A 80 °C it e i
1 /NEE 458 0k SN, K VR VBT DY SRR 25 HE /KR &0 e (150m 1) AEE =3k, KA HLAH
FZ o JKAA Imol/L HIERBRIHTT pHAE S 1. 2, FEFH &4 (300mD) 3B =K, Frig Al
A TC/K B R B 58, i U8, WRAA13 B ETELE 1R 110. 0g, E/RIBCA 94. 0%, HPLC ZHHE 99. 0%,
[0153]  J5u % 3 A7 159 0 1 b5 B 7= 4 (RS DU 0 B8 40 F HR-MS (EST) :CyeHigN,0,S 43 7 &
316. 37, [M+H]" JE{E :317. 11,

[0154]  SEjifs) 11 &AM R (D -

[0155] 7B MV H I N4 B S Aa] 7 5 vEdIAF B R R (VD 7= i 300g (0. 74mo 1) LA &
UM 1200m1, HEFEA RS I Imo /L A SR AL AN /K 398 3700m ], In# A 50 C it [ i
8 /NI, 457 1 e R, K VR VR VU SRR 75 KA U R (150m1) REE =K, A LA
FZ o KA Imol/L By ERBRIHTY pHE A 2. 6, T &0 P4 (300mD) $REL =K, Fr8 A Hl
A TC/K B BR A 458, i 8, VR AR 31 B il 14 220. 8g, FE/RIRLER 94. 3%, HPLC 4l 99. 0%,
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[0156]  JFU % 4 M7 15 3 A by 8 7= 90 B0 4G I B 4 40 R GHR-MS (BST) :C gl N,0.S 43 F &=
316. 37, [M+H]" I =AfE :317. 63,
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