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it , VU kg , 2 FF DY S0k 5 1, 4— A 7S B, N— R Rk gt S5 B R R R 1 22 /D — ol
[0095] AR B Rt —Fhan=RVIFT A~ AL &4

o X

k@iomom

[0096] OMOM
Vi

[0097] v, X AR 2B i 2L, HLi%Cl,Br, 1,0Tf,0Ms , 0Ts %%,

[0098] AR BH— ML SL T 29, XKONIR

[0099] AR EH Fy—AMRIER SLiE T S+, XM,

[0100] AR B — R A — P sV LB Zm AL S il 28 T7 3% A SV Dl i VI T
Fras AL A P 2 S MOMAR 7 11145 5
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0 X 0 X
' OH ' OMOM
[0101] —>
OH ‘ OMOM
Vil Vi

[0102] o, XanaVIfb &4 L.

[0103] AR BH—AMILER S 7 &9, B & W R IR

[0104]  ¥EMRALAYIVITIL, BT A HLE R, MOMC1AE0~30°C /2 A7 Vi NN Hed, 88 Ji5 e iz V8
HIRAE0~60C T $iH:2~9h, TLCIE /N RN 5E 4, SN TR By AR vk F 7K e, i TS /K B PR
BT, IRAE 1L BV,

[0105] Pk Ti i = 2. & (TEA) ,N, N/ -5 AL 2 & (DIPEA) ,N—FF LRk , ke , 4- — FR
ZIEMLIE DMAP) , 1, 8- % 2% 3 T —Hk—7-45 (DBU) , = & Jfi —Ji& (DABCO) , Bk & 41 » Bk 12
B TR AR, =K BRI AR, A AL B E A 1) 2= D —

[0106] 4 SR mT ATEAS , 10wl {3 A s s 7 200 B8R (1) 368 4 7= ) A B e it 4 il 49 X T BT s ik
4 s A ] e I M SERT AR FRVIT T VI B i o (a4, 1 e A R ok 77 32 3 ) 20 3 ol
BRI EY.

[0107] A BH BT ) ARGE , B A A I I 2k ok, AT TR 195 3L

[0108]  “k ™ 4840 AN HE R L A, 045 1 104N B0 S5 1) BELRE A SR AT L ARk g
Z O S5 o A E PR il PR S 49 B0 REAELAN IR TR 2L 2 0 IR TR L AR O T AR T
BT AT I R L, - IR 1, 2- R R 2, 2- SRR I L -2 T 3
-FFE T R - TR IE O - LR RS L, L - = IR L, - T
Fe1,2- TR 2, 2- AT R L3 AT 2- 2 T A 2 A L -
P A-RR R (2, 3- R TR AR B W] DL BRI BOR HUAR I, 4 AR, BAC
A AR AT A] A8 P A e 4 i Al AR, Aol N — DB AN DA SR A, il ik 5 e i A
F BRSPS I T e A U L R IR PR A UL PR L R R b L O A
T 75 e IR T L R IR e A IR R AR S L IR e O L AR

[0109] AU B ¥ 32 FE B R S AR 4 e AR AU O (9038 2 1) A T 2 S sl 3 PR AR 4 1Y)
A, 2 0k (“Protective Groups in Organic Synthesis”,5™ Ed.T.W.Greene&
P.G. M. Wuts) F ) FR IR LA o AR 7], e s, B il 1) 8 R B3 30 AR P L AT DL 2
Ci-10%EFE B Cr-10f5T 2 75 J55 , 9 01 FR S, 2006, 0T 2, R0, X R AR R B 45 5 ] DA A Cumn0 B
FRIGESE , 140« FF A R R (MOM) , 20483 2, 35 (BOE) , 2-PU Sk i 2 (THP) , DY &0k HRg & (THF)
S5 T RASE (CiorobE R B 75 B ) WAL, 491« FR R s , 2 I 6t , 2R R I 55 s mT DAJE (Caelbin it
Bl Ce- 1075 3) FEEIE ; tH AT LU (Cr-ele IR B Co-1075 LA L) Pt s T DU Tk e B -SiR*RPR?,
HAR? R RY SIS 3 [ Coorobe FE BRI 3, B . = R kI , = 2 Rk I, = R SR
S, BT B R BRI BT A R RS

[0110]  “ZH3E” §5 HA B n il 18 RIN6 2 140 AR B IRBE & 2 1 (kA HE 52 4R
T JE A ER) 2], e 6 A 10T, SEALIE R L ANZE B , sl 0k o it o 5 T DL BUA )
B A 28 B, BRI IE R — AN B AN DU A, hor e 5 fe k0 S b
B BRI BRI PR AR 1 R VIR PR L I R L R e L g A L T
7N it B W37 N e B I N e I 5 7t e
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[0111] %55 %.
[0112]

45 2R
MOM FEEAEFE
[0113]
NBS RARTRABE I %
NIS BUHRIH B T A
MOMCI FRESERER
EDCI 1-ZE-G-Z R EFEEAE)REE Z WA R
OTs X R B R R e
OMs R AL ER e
OTf e Sl AT B

[0114]  "RRIASLHE B BT K BIAL SR £ 44 5K

e gk e g

OH
HO 0
o] I #

OH
s OH
Momo:©\oj,omow| OMOM
MOMO ™0 g '
: o)

lla

lib lic

OMOM
O ' MOMO Oy, -OMOM
OH
IVa y
MOMO OH

MOMO. Oy _OMe
MOMO “OH
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[0116]

O Br ” OMOM
' OMOM OMOM
Via: Vil
OMOM
' &
CI> Br CI) Br
OH ‘ OH
Villa IXa
OH OMe
T
OH
X U
OMe

BRSHER R

(01171 DA K 456 ELAR S5 T 4 AR A A B, 8145 AR A0 5 e i A N 53 B 4 T R A
AR, BRSNS T Ui B A R BB AR T 58 HASDUATAT 77 2R 8 AR B o

[0118] S fl 1 il %Ak 5 1Xa

[0119] B FEF2EX(60.86g,400mmol) ,NBS (74.76g) T 4 /< Fh/7K (500mL/200mL)
SR 5 I R YR A Ve =R R RS /NI, TLCR IR N 584, N IK, i , JEUFE B2 R ot
T A 1Xa (81.9g) »

[0120]  'H NMR (CDC13,400MHz) §10.29 (s, 1H) ,7.60 (d,J=8.5Hz, 1H) ,6.95 (d, J=8.5Hz,
1H) ,6.10 (s, 1H) ,4.03 (s, 3H) .

[0121]  sLjEfs)2: fil &b A4V 1a

[0122] fLA W) 1Xa (69.3g,300mmol) , =& ALER (44¢) FMLME (104.4g) T & F &
(1200mL) 1, JR8 J& I M2V A VRLAE [ T e 327N, TLC R R I B2 584 , [ 2 == 0, N ik &k
FR A pH=1-2, )8, JEPHEE = PSPV a (57.8g) «

[0123]  'H NMR (CDCl3,400MHz) 811.08 (s, 1H) ,10.07 (s,1H) ,9.64(d,J=0.6Hz,1H) ,7.31
(d,J=8.4Hz,1H) ,6.93 (d,J=8.3Hz, 1) .

[0124]  sEZjiafs]3: il & APV Ia

[0125]  VAfEAL B PIVITTa (32.39g,150mmol) , FRERAH (81.27g) T & H &t (800mL) 1,
MOMC1 (48. 3g) 7E0°C AT NN FL b, R I S B TR AV AE = 38 R ERE 37N, TLCIR 7R I B 58
4, RBLIR B RIR F7K (500mL*3) BEi% , F o /K BRERAN T4, 413 A1)V Ia (42. 3g)
[0126]  'H NMR (CDCl3,400MHz) 810.30 (s, 1H) ,7.73(d,J=8.7Hz,1H) ,7.24 (s, 1H) ,5.27
(d,J=29.5Hz,4H) ,3.71 (s,3H) ,3.53 (s, 3H) ..

[0127]  sSZjE @ A-T AL AV A K

[0128]  sEjafsl4d: il &AWV

[0129]  fLA&HVIa (26g) , L EWVIT (17.9g,80mmol) , iR 4 (50 . 23g) FPY = 2R HL 4T
(0. 21g) FIKIIAN, N- 2 FF 3 B i (120mL) , 2R 5 I B2 YR Al /e 90 °C R Hit 207N, TLC I,
TN 54, Y AV R SR, NN KPR I , 2,18 2 B8 2B, W4 I 2EA 8L AV (28.9¢)
[0130]  'H NMR (CDCls,400MHz) 810.13 (s, 1H) ,7.75(d,J=8.7Hz,1H) ,7.42(dd,J=10.8,
9.1Hz,2H) ,7.24-7.15 (m,3H) ,6.67 (d,J=16.4Hz,1H) ,5.34-5.27 (m,6H) ,5.15 (s, 2H) ,
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3.56 (dd,J=10.4,6.7Hz,13H) .

[0131]  sLfifEfsl5. H &AL G4V

[0132]  {L&¥VIa (260) ALAWIVIT (17.9g,80mmol) ,N, N’ A 3 2, HE % (60mL) RIFE R

8 (0.56g) MM F 2K (80mL) , 4R 5 [ SETR A ¥R AES0 C T b5 /INNF, TLC . 7R ) B 584

AHEZR, IMANKFRIBL, L8 CERFER, Wedi Ja 2 AR SV (27.6g)

[0133]  SEjiatsl6 - il 2 A AV

[0134]  fbAHIVIa (26g) ,ALAWIVIT (17.9g,80mmol) , BAIRHP (86¢) A1 ~SUALAE (0.62¢) K

VI UL IR (200mL) , 44 5 S BEIR A4 HEAESO C T HEREAS/NI , TLC R IR B 5 42 , v 8

il MNP K L, 28 LB HEL, W4 2B 51V (22.3¢) .

[0135]  sEjfa 7 - il &AL &4V

[0136]  fh5HVIa (26g) ,ALAHIVIT (17.9g,80mmol) , = 7. % (86g) FPd2dba3 (0.66g) , =

S (2. 3g) MR AN, N- — FF 3 Z, Bk it (150mL) , 98 J5 SR TR AW A6 140°C R Btk 24 /)8

I, TLCS 7R RUBE 58 4%, Y2 H B =, NN K R BL, R CBRAE B, W 4i I 2 3 4 S v

(20.9¢) .

[0137]  sZjEfsls . Hil &L & HT11

[0138] &R AHIV (8.07g,18mmol) , T % (3.74g) RIWKNE (5mL) T-MENE (45mL) 1, SR 5

SN VR G AE20°C N i FE48/NE) , TLC 7R S . 584 , B HI B F IR, INAIKFE K I NE, L8R 7

FEZEEL, Wi Jo A AL S TTT (T 1) o

[0139]  'H NMR (400MHz,CDCl3) :67.99 (d,J=15.9Hz,1H) ,7.38 (dd,J=10.7,5.3Hz, 1H) ,

7.25(d,J=16.5Hz,0H) ,7.20~7.10 (m, 1H) ,6.65 (d,J=16.5Hz,0H) ,6.32(d, J=15.9Hz,

OH) ,5.34-5.24 (m,3H) ,5.12 (s, 1H) ,3.79 (s, 1H) ,3.55(dd,J=8.1,4.5Hz,5H) .

[0140]  SEZjff9 . Hi & A G111

[0141]  ¥fEAL &7V (10g,22.3mmol) , A P # F B (5. 5¢) A1 =2, Ji% (8mL) T-iLnE (45mL)

1, SR G N TR SR AE100°C N4 FE 24/, TLCE 7R e N 24, B I B ZIE., TN K K [

L, T CBERERL, W4 5 AL A ITTT (8.68)

[0142]  sZjEfsl10: &tk ST 1c

[0143] ¥R EWIITIT(0.49g, Immol) , A& TVD (0.30g) , EDCT (0. 20g) FIDMAP (0. 12¢)
U (LomL) s 2R 5 IR IR A RO 'C T BB 24/ L TLC R IR BE5E 4, I AK K

SRR, 2R L BEAEHL, Wi Ja 4 A3 A ) 1 Le (0.68g)

[0144]  'H NMR (CDCl3,400MHz) 68.05 (d,J=15.9Hz, 1H) ,7.44-7.36 (m,2H) ,7.25(d,J=

16.5Hz, 1H) ,7.18-7.01 (m,5H) ,6.85-6.76 (m, L1) ,6.64 (d, J=16.5Hz, 1H) ,6.37 (d,J=

15.8Hz, 1H) ,5.43-5.32 (m, 1H) ,5.32-5.26 (m,6H) ,5.21 (t,J=3.1Hz,4H) ,5.12(s,2H) ,

3.75(s,3H) ,3.63-3.45 (m, 17H) ,3.39 (ddd, J=25.8,8.5,4.6Hz,1H) ,3.10 (dd, J=20.0,

12.5Hz, 2H) .

[0145]  SZjfafiLl: Hl& LAY Ta

[0146]  VEEALAWITTIc (0.40g) FI=F S ALY (0.289) T & H fe ClnL) , h, 2R 5 %

2V VBLE [RIU R B 37N, TLC S 78 OB 58 4%, 4 H1 28 =0, NN AK I K RSE , 218 2. B

FE, Weds o e 3 591 1a (0. 28g) -

[0147]  'H NMR (CDC13,400MHz) 88.03 (d,J=15.9Hz,1H) ,7.37 (d,]=8.5Hz,2H) ,7.27-
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7.21 (m, 1H) ,7.20-7.09 (m,4H) ,7.03(d, J=8.3Hz, 11) ,6.85(dd, J=8.3,1.9lz, 1H) ,6.65
(d,J=16.5Hz,1H) ,6.37(d,J=15.6Hz,1H) ,5.28 (d,]=6.6Hz,7H) ,5.20 (s,4H) ,5.12 (s,
2H) ,3.62-3.36 (m,20H) ,3.14 (dd,J=19.0,6. 3Hz, 21 .

[0148]  sSZjff] 12 Hl &AL &1 1b

[0149]  VAfEAL-AIITT (490mg, lmmol) , L&) 1Va (330mg) ,EDCI (200mg) Fi4—— A & Bk
e (126mg) T 45U 5% (mL) 1, R SEIR A RAE60'C R BtPE /NI, TLOSIR RS 5848, A AK
WER IR, 18 C TR 20, e s 2EA AL ST T (660mg) o

[0150]  'H NMR (CDC13,400MHz) 88.06 (d,J=15.9,1H) ,7.44-7.35 (m,2H) ,7.25(d,J=
16.5,1H) ,7.18-7.01 (m,5H) ,6.89-6.80 (m, 1H) ,6.66 (s,1H) ,6.38(d,J=15.8,1H) ,5.37-
5.18(m,14H) ,5.12(s,2H) ,3.61-3.45 (m, 20H) ,3.42(d,J=2.5,3H) ,3.15 (s, 2H) .

[0151]  SZJEfil13-16 LA THY &

[0152] st 13: &b &1

[0153] VAL ST Ta (140me) T7K (3mL) H1, SR IS FE2RT#EIR (2. 2¢) , 7E100°C T 4
P4/, TLCER IR OB SE 4% , W4 5 48 AL A4 T (90mg) -

[0154]  'H NMR (CDsOD,400MHz) 68.08 (d,J=15.8Hz,1H) ,7.15 (dd,J=12.4,6.8Hz,2H) ,
7.07(d,J=2.0Hz,1H) ,6.89 (dd,J=8.2,2.0Hz,1H) ,6.80-6.71 (m,3H) ,6.66 (dd,J=12.2,
4.2Hz,2H) ,6.56 (dd,J=8.1,2.0Hz,1H) ,6.31 (d,J=15.8Hz,1H) ,5.18 (dd, J=8.4,4. 1Hz,
1H) ,3.07(d,J=4.0Hz,1H) ,2.99 (d, J=8.6Hz, 11 .

[01558]  sjtEfil14: Hl& LAWMW1

[0156] VA fEAAPITTIb (290mg) T-7K (BmL) 1, SR G A =5 LR (2mL) , /£80°C M #E10
/NI, TLCYR 78 R B 58 4% Wi i 20 AS 4L &4 1 (150mg) o

[0157]  SEZjtaf 15 f &1k & 91

[0158] V& fFALAH)TTD (290mg) T-7K (TmL) H , IIABE L (ImL) R J5 I BLVR A TRAE30C T 4
FE2/NB], TLCIR 7R R BE 56 4%, W48 o 24k A3 L A4 T (146mg)

[0159] st 16: &1k & 91

[0160]  JEMFEALAYIIIb (290mg) T INELPR (TmL) 1, SR J5 S BEVR A WRAE 90 °C R i FE L2/
TLCE IR R RL 54 , Ye4d i 284 &4 T (138mg) »

[0161]  Hq T AR HAFFR I St 77 AR T AR, TS A S A A8 A n T AR 430
MEAN 52 W 2 WL FAARE A K R SE A
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