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B Pe AR = 2 S, Herp RO £ L e AL DR e Dy ELHE BT HE Y Co-s 1 e 2k o 7520 B (3)
o, ATV = AR e ade (R Bl PE 3R 353

[0081] AR B b, 5 R B PR S R , ¥ 77 AT I B 1 7 Jie ] DA JE 3 il i 28 1R TVERR 25
IF Hon] A id el 28 W BEAT P 0 24k, o/ S B B B T B

[0082] (4 B4R (3) A UN-" i ERA QR 2R e GGRAD ¥ T A HILIE ), AR TR T 2 S AL
B fRR AR Ta) 1 B A5 9) 5 SR L

R TN kst R

[0083] S SR P

Ry Bl Ra

4 Ta

[0084] LU (O, HHLIAFINFEE LB S RBE I —Fhg LR s foide N %
[0085] R (O, AL FIDET VAR BE R B — BB UM, AR A R DL < 8 11
FETE A T IR, 20 AR A B 1 0] 22 DA s T 2t TR s PR 22k e A 7 D A Al
[0086] IR (D v, [ ML N30~70°C , Pk H45~55°C 3 I SEMN ] 3~50h
[0087] AR B A, AT DA £ 10%EN i ot A0 7], A A0 R0 ORI ot & bE D 29%~8%; I HLAE 1~
5N KRR A ST N I HUACHE 2R W 1 18 Ak N S0 R, 8 3 1 A 771 Dk 7%
BRIE AR A1 2], iR — Ptk
[0088]  (5) 4% (D FrfF X (Ta) B B bR 49 T A HE I, 5N-Boc-WR g -4 £ fZ ik
JiF s A4S B B 1 GRUT S L) —4— (Tl 4R e B8) WRIE , SR J5 AEBR VE 2644 T Bt BR Boc LR B
F, FEmih AE 2120 ) /9 B AR, SOl IR |

RaRg\ R R’a'Rz\ Ra

RAR ” o LBl o8l
M i | J ( ]
_8i r/ \] N L iR T
[0089] - TN W A 2 [/ \}
H Boc [\ ,j -

1a | {1\1 S

Boc

5 Ib

[0090] B (5) i , A5 MLV 774 I8 L DU SR L — U e S0 s N IR LR LR
SR e b (10— RPE LAl PR FR R B 2K 2 R
[0091]  JBER (5) v, ik Ji A A SR BN A AL AN . = B U A A AN b () — B s LR st ik

11
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NEFEM AN

[0092]  DUR (&) i, B N 10~30°C , flLi N20~25°C

[0093]  JDER (5) v, By IV “BR” 1% B W SRR - =3 LR TP I — P LA, D03 iRk 2R 5 BT
FHI B 346 B S0 BRIR A - BRIER 08N . = 2 1 i o () — Rh s L R, LI N A E AL
o

[0094]  E3RABER (D~ G IR, Re, Re 5 H AR SZ L I H. Crorofed L Co-roffi 2 L Co-10R
H  Co-10PR ek L Croro7y HUA QAR (1 58 85 s Comro? HUAR A [0 J 5 L Comnoriy HUAC AR () R 5 Ca-1077 HX
AR R BEE | Cr1o R TRE L 75 55, DA ST e B O L B O 95 ik 5 Pk BA R Dy i i 4
LRI JE A B Croebe i L Croebr S 2  Croelbm Sl B IS L R JiGc O 1) — s L
FIrik 75 HE Bl 2R 05 B B B A i 2 A VRE R | b 51 Cros it i | Crs b i 222  Cros it 280
He REE ) — B LA

[0095] Rt H Ci-104525% « Co-10/ii AL  Co-1ob I L Ca-103R Kt 3 « Cr-107iy HAR L1 58 22  Co-107 HY
AREER R L Corotiy BRI A B | Canoiy AR I R Je 25t | 7 R BT 30 BRUARC ) 57 2 5 Pk B
PRI TR HH L VR R B S | Croe b B AL \ Cr-e T S 2 \ Cr-e e A 2 PR I L W i
P — R UM Bk 75 B 2k ] Dy R Ak U R T B Crefii A | Croe e
5 Croabe AU S R FE T ) — FhE LA

[0096] 7 B b, S G JEURL L AT DU I T B3R A5, ] DL B AT il #4531

[0097] AR BIEIRAL | —FZMA -GN, 85 YA BER WA K I R 45 1418 X
(D B fek ZR R E AT AR BRI 24 2 b mT 52 1) Eh BOE A P » LA K25 b m] 652 i BT 711 B
SR 25 AL S R AT LA 1 IR 2 1, 490 2y R B 8 50, AR AT LAY AR B TE VR A A
R VAR & VIR ARk N SR LRI S THILE Y AR SV

[0098] AR BHALIR AL T —Fioks an &6 Ml =X (D Bk 2R WE T AE MBI 2522 L] 252 1 £
BV AR R 2 v R AR FH T ) & = B 2 i AR WD 0 N FH o 12228 = B ik e AT A2 P 1)
il 24 % 22 25 UL By KRR AR ) v R B L R 1S CE B R AT AR B iz AT AR A A
F L2 F 3D «

7R
R r"‘N/x\.\\\\ (>:~O
&} / N T
R:\ /wzzZ Ny / A =/ L OH
\\ o
h'sphosgene \N 7-ethyl-10-hydroxycamptothecin - ﬂ'
[0099] N7 N
o EtaN Py ‘ .
H : J ' N’i*o
\ N P J
A o’L ol ro [N
s
o

[0100] AW HAT U AR A -

[0101] AR B BLvh A 3, ML IR & Bt £, T AR 21 ve 20 S 1 = 24 v 18] 44 B 45 1y de

20D FIREZRIRBERTAEND , LA T il 4 = B 2 0T A2 o AR B ) BRGS0 R0 S L A 5

jtﬁ?&]mfi? Ji 7355 2 A ml 45, SRt IR s ELACR T8 6 4% JEURE RIS T2 B3 3R, i % U ik
&1 {5 45 IROBLR AR, 5 G HAe 3 e, BAT RO ) T o2 A

12
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BN

[0102] "Nl & HARSL B AR W #EAT 2 — D UL AHA R I AR VS LA T a0
SK 1) 23 S FD

[0103] 45 'S I~SHIALEHD, F2 00T & Bt 28 1 %45 2V WK Tafty) B AR 4 -

[0104]

RiR ~__~Br
RgRg\‘ /Ci /,&\ng R3R2\ //: HBr, (Phcoz)z 3 2\/\/

&i > Si » Si
R4/ \Cl ELO R 4/ N— n-heptane B 4/ \/\Br

] 2 3
1. PhCH,NH,, Et;N R /™ 1. NaOH RRe /—\

»- Si N—Bn > Si NH
2. HCl F{4/ S 2. CICEIOCHLC, —/ \__/
4
4 Ia

[0105]  SEjiafs]1: 4-FF H—4- (AR oK) - [1, 4] Rk ZRIRIE (G5 D 1 il &

[0106]  JDUR1, A3 R FE 2R RE T (R (R 7= 2) 1 1] 2%

[0107]  HUAR#A R FF - (4-F 2R ) - —&URERE (318g,1.52mo ) ¥ T5000m1 FE7K 7.k,
FEVKIK IR N 27 L &AL BE (2000m1, 1. 6M) , AR 4715 B AE0-20°C . i N 58 ¥, A R THE R
RL8-16h o [ 45 T JG 750 C 7K R, JEER [ 44 , 2855 v 71 B AR (iR, B AR R - (4-
FASE) - LR BEAERE (R R = 2) , e 3282-89%.

[0108]  1H NMR (400MHz,CDC13) ,8 (ppm)=7.45 (d,J=8.4,2H) ,6.94 (m,2H) ,6.32(d, J=16,
2H) ,6.14(d,J=16,2H) ,5.77 (d,]=16,2H) ,0.43 (s, 3H) .MS-EST (M+H") =193.10.

[0109]  JDR2, B (4-FUORED) - — QIR HD) REfE CR[a]F=43) 1 fil %

[0110]  HY IR B PR L4310 b (8] 72402 (551g, 2. 87mo 1) ¥ T-5000m1 1E FEAE , 43 ft I N 4
IR BE (12.1g,5mmo 1) , WHBr A4, (R FFIR L AE20-40°C , £ e B3I ol A8 €2 5 4 1k 0
HBr o 44 S5 B FH R B BN 7KV VG % » 2 TC K I RN 5%, 28 BV 7RIS B AR U4, B HR
- (AR - — QIR 23 ke Ch a2 43) , U 3R 8T7-93%.

[0111]  1H NMR(400MHz,CDC13) ,8 (ppm)=7.45 (d, J=8.4,2H) ,6.94 (m,2H) ,3.51 (m,4H) ,
1.66 (m,4H ,0.38 (s, 3H) .MS-EST (M+H") =352.88.

[0112]  JPER3,N-RHE-4-F F-4- -3 - [1, 4] REZRIRIE (Fp A) =40 1 il 2%

[0113] ¥ BRI 24145 (1 vh ] 7243 (220g,0.62mo 1) , ik (534e) =27, ik (261m1) ¥4
T&7 6L, FERNRSFAF T [ BI8-12h o S NRVA 21, 48 7K -1 Ja 28 BR A 1), IS5k B 4
VR 28 VRS B T C VUK o K T U VAE T R CERA H1 20°C 24 , JEHCT A& 28 TLCAS: M
JRBE5E A o3 PE , [E 44 H 8 CBE B, T BIAN-A -4 - B -4- (4-900R D) - [1, 4] Tk R
WRIE (R ] P24 1 R R £h , W Z851-65%.

[0114]  1H NMR (400MHz ,DMSO) , 6 (ppm)=7.49 (d,J=8.4,2H) ,7.29 (m,5H) ,6.96 (m,2H) ,
3.63(s,2H ,3.21 (n,4H ,1.30 G, 21 ,0.97 (m, 20 0. 31 (s, 3H) .MS-EST (M+H") =,300.11.
[0115]  BIR4, 4-H He—-4- (4-F oK) —[1, 4] FEZRIRIE (H FR 4 1a) 1 il 2%

[0116]  fE v RSl i) 7244 (215g,0. 64mo 1) ¥ T F i (700mD) , AN 15g 10%48H% (5

13
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50%7K) , FE2-3atmE U 77 T R M8-24h, 5 7£.35-50°C o TLCHE I S I , 58 Jild S S fEE AL 771
(BT , 8B v R B4 B sk Lal B bRF=4-F 3 -4- @-F0EHE) - [1, 4] REZRIRIE , Ui 2
84-91%,

[0117]  1H NMR (400MHz ,DMSO) , 8 (ppm) =8.93 (b, 2H) ,7.47 (d, J=8.4,2H) ,6.97 (m, 2H) ,
3.20 (n, 40 ,1.33 @, 21 ,1.10m,2H 0.39 (s, 3H) .MS-EST (M+H") =210.07,

[0118]  SEJiff]2: 4-F Jh—-4- (4- =5 F FOR D) - [1, 4] TR ZRIRAE (U5 2) 1 il 4%

[0119]  JPIR1, - (4- =3 AR - — 4 @ R e (O IR) =400 2) (1 i &

[0120]  HYA2af Rk 2 - (A-= g AL OR L) - —&URERT (389g,1.50mo 1) ¥ T-5000m1 57K
Bk, FEUKAKIS RN 2.7 LS EE (2000m1, 1. 60 , (R 5RIE F0-20°C i N se e, A AR FHE
JN8-16h o [ 45 3R J5 70 °C I ZK V2K, PR [ 44 , 28 B v 71143 B bR (vl Ad , By 9 k-
A-=F IR - 2 e (PR 7= 42) , W Z79-84%.

[0121]  1H NMR (400MHz,CDC13) ,8 (ppm) =7.49 (d, J=8.4,2H) ,7.46 (d,]J=8.4,2H) ,6.33 (d,
J=16,2H) ,6.15(d,J=16,2H) ,5.77 (d,]J=16,2H) ,0.44 (s, 3H) .MS-ESI (M+H") =243.08,

[0122]  PER2, FJE- (4- = HEoRIE) - — Q-IR &) Tk e (R Ia) ™4 3) 1 il 2%

[0123]  HX IR P BR 1 H43 R (] =412 (690g, 2. 85mo 1) ¥4 T-5000m1 1E BT , 7tk i A\ ik 24
IR BE (11.9¢g,5mmo 1) , WHBr S A4, (R FFIR L AE20-40°C , £ J B3 I 0l 48 €8 5 4 1k 0
HBr o S SR FH B PR AN /K VB TR 8% I » 22 To KB R AN 188, 28 BV A B AR B4, B R
Fo- (== P FEIRFL) - QR ) Tk CRIEF=H3) , U 85-92%,

[0124]  1H NMR (400MHz,CDC13) ,8 (ppm) =7.47 (d,J=8.4,2H) ,7.44 (d,]=8.4,2H) ,3.44 (m,
4H) ,1.65 (m,4H ,0.38 (s, 3H) .MS-EST (M+H") =402.88,

[0125]  DIR3, N-RH-4-F R—4- (4- =g R ) — [1, 4] REZRRIE (b [a) )4 [ il 4%

[0126] % L3R ER 24145/ TR 1F) P2 43 (251g,0.62mol) , % (534g) FI=2Z. 1% (261m1) V&
TS5 6L , RN EAF T ON8-12h o [ MRV 2, 28 7KW 15 Ja 28 BRI 57, B 135k B M4
VB 2R VAT B T C VUK W T ARV T R CERA H1 20°C 24 , JEHCT 4K 2 TLCKS: M
RN 564 I UE , [B 44 2 1R L BREEE , TR EIAEN- R A -4-F B -4- 4-=m AR ) -1,
ATHEZRIRIE () P20 1 ER R £ , U 26 48-63%.

[0127]  1H NMR (400MHz ,DMSO) , 8 (ppm) =7.46 (d, J=8.4,2H) ,7.43(d,J=8.4,2H) ,7.27 (m
5H) ,3.64 (s,2H) ,3.23(m,4H) ,1.31 (m,2H ,0.99 (m, 2H) 0.33 (s, 3H) .MS-EST (M+H") =,
350.13,

[0128]  JDER4, 4-F -4 (4- =3 FF 0RO - [1, 4] REZRURIE (H AR Ta) 1Y il 2%

[0129]  fE@ R0 dria) =44 (247¢,0. 64mo 1D ¥& T HEE (700mD) , I 15g 10%5ERR (5
50%7K) , 7E2-3atm& Tk 71 T R BE8-24h, #i 7£35-50°C o TLCK I S5 B2, 56 1l i 3 14 77
(RO , Z&BRIE IR A3 2 Tal) B bR 4-H H-4- 4-=F ORI - [1, 4] 5k 2R 0E,
I #£84-90%.

[0130]  1H NMR (400MHz ,DMSO) , 8 (ppm) =8.98 (b, 2H) ,7.45 (d,J=8.4,2H) ,7.41 (d, J=8.4,
2H) ,3.21 Gn, 40 ,1.30 (m, 2 ,1.09 (m,2H 0. 38 (s, 3H) .MS-EST (M+H") =260.07.

[0131]  Sjifaf]3: 4-F Bh-4- (- UK D) — [1, 4] HEZRIRIE (% 5 ) 1 il 4%

[0132]  JDER1, k- (- U ORI - @ R e Cr IR) = 402> 1) ol 4

[0133] i J5k 1 FR J— (4-FR AR L 2R ) - &R ke (334¢g, 1. 51mo 1) ¥ T-5000m1 7K 2.
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Tk , 7E KK B S8 N 2.4 AL EE (2000m1, 1. 60 , 3B B 0-20°C W nse ke, [ ARFHE %
Ri8-16h e W45 B JE 7E0°C INZK VA 2K, PERR [ 44 , 28 B3 15 75143 2 A (i 4 , BRI A - (4-
R R RL) - 20 SRR BT O TE) 7= 42) , I 2£.82-85%.

[0134]  1H NMR (400MHz,CDC13) 8 (ppm)=7.39 (d, J=8.4,2H) ,6.75(d, J=8.4,2H) ,6.32(d,]J
=16,2H) ,6.13(d,J=16,2H) ,5.76 (d,]=16,2H) ,0.44 (s, 3H) .MS-EST (M+H") =205.07.

[0135]  JDER2, - (- AR L) - — QIR 48 e (R W) =43 1 il &

[0136]  HY L 3A B9 L4510 o (7] 724202 (586, 2. 87mo 1) ¥ T-5000m1 1E FEAE , 43 fb I 4
IR FBE (12.1g,5mmo 1) , WHBr S 44, (R FFIR EAE20-40°C , £ J B 3 I 0 48 €8 J5 4 1k J
HBr o 45 S5 N FH R B BN 7KV VG % I » 2 TC K I BB 5%, Z8 B v 7RIS BIAR E B 4, B HR
He- (A-FAEFEIRIE) - QIR 430 TEbE (R A F=H)3) , I 2R88-92%,

[0137]  1H NMR (400MHz,CDC13) , 6 (ppm)=7.38 (d, J=8.4,2H) ,6.76 (d, J=8.4,2H) ,3.50 (m,
4H) ,1.67 (m,4H) ,0.38 (s, 3H) .MS-EST (M+H") =364. 88,

[0138]  BIR3,N-F—4-F Fh—4- - FLIFL) - [1, 4] ik Z40R e (P ) P24 1 1 4%
[0139] ¥ iR IR 2145/ TR 1| P2 43 (227g,0.62mo1) , % (534g) M= 2. 1% (261mD) V&
T 6L , ERILAAT N RSI8-12h o [ BLIRV £, 48 /K Bt T 15 Ja 28 BV 7l i3 ik BB &
VB 2R VA5 B T C VAR W T ARV T R CERA H1 20°C /24 , JEHCT A AAR 2 TLCK: M
RNE5TE4E I UE , B 44 F 2 1R L BRI G , T IR EIAN-R e -4-F B -4- (- R AL - [1,4]
R ZRIRIE O E] =40 1 SRR £, W %55-65%.

[0140]  1H NMR (400MHz ,DMSO0) , & (ppm)=7.38 (d, J=8.4,2H) ,7.28 (m 5H) ,6.77 (d,J=8.4,
2H) ,3.75(s,3H) ,3.64 (s,2H) ,3.40 (m, 4 ,1.31 (m,2H) ,0.97 (m, 2 0. 30 (s, 3H) .MS-EST (M
+H') =312.15.

[0141]  JDER4, 4-F -4 (A-FF AL - [1, 4] iEZRRIE CH AR H T 1 il 4

[0142]  FE i RS g ] =44 (223g,0. 64mo D ¥ T U EE (700mD) , I 15g 10%5EHE (&
50%7K) , 7E2-3atm& <k 71 T R BL8-24h, # i 7E35-50°C o TLCRS I S5 B2, 56 1 i 4 14 77
(RO , Z&RR VA IR A3 Bt Talk) B = p4- 0 Jh-4- (4-F AR D) - [1, 4] ik 2R I , Uk
F84-91%,

[0143]  1H NMR (400MHz ,DMS0) 8 (ppm)=8.95 (b, 2H) ,7.38(d, J=8.4,2H) ,6.77(d,]=8.4,
2H) ,3.75(s,3M 3.21 (m,4H) ,1.32(m,2H) ,1.10(m, 2H) ,0.38 (s, 3H) .MS-EST (M+H") =
222.10.

[0144]  sjiafs4: 4-F Be-4- (4-F ORI - [1, 4] REZRURIE (G5 D (1 il &

[0145]  JDUR1, - (4-FF FERIE) - 2@ SR e (R R = 4)2) 1 il &

[0146]  HUACHAJERM AP JE - (4-FF L8 ) - — &Rk gE (308g,1.50mo 1) ¥ T-5000m1 7K 2
Tk, 7E VKKV S I 2. B S EE (2000m 1, 1. 6M) , (R FRE E0-20°C i nse ke, HAAFHE X
Ri8-16h o 2 N.45 I 7E0 °C 7K ¥R K, PRI [ 4 , 26 B ¥ 77145 21 AR (i 4 , B R FF - (4-
H LR 3E) - 2 SRR e O ) P2 42) , U R 82-85%.

[0147]  1H NMR (400MHz ,CDC13) 8 (ppm)=7.37 (d, J=8.4,2H) ,7.04 (d, J=8.4,2H) ,6.33(d,]J
=16,2H) ,6.13(d,J=16,2H) ,5.76 (d,J=16,2H) ,2.35 (s, 3 ,0.44 (s, 3H) .MS-EST (M+H") =
189.12

[0148]  JDER2, AL (4-H O E) - (2-IR & H8) Bk (R A) ™40 3) 1) il 2%
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[0149] R IR PBR1 H43 1 h (] =412 (539g, 2. 86mo 1D ¥4 -T-5000m1 1E BT , 7t i A\ i 24
IR BE (11.9¢g,5mmo 1) , WHBr 44, (R FFIR T AE20-40°C , £ Jo B 3 I 0 48 €1 J5 4 1k J
HBr o S SR FH B BR AN 7KV TR I8 I » 22 To KR R AN 1158 » 28 B v A3 B AR A , B R
S (- ORI - (2-IR S R (R = 43) , W #688-93%.

[0150]  1H NMR (400MHz,CDC13) ,8 (ppm)=7.37 (d,J=8.4,2H) ,7.04 (d,]J=8.4,2H) ,3.49 (m,
41 ,2.34 (s, 3 ,1.67 (m, 4 ,0.39 (s, 3H) .MS-EST (WHH") =348. 89,

[0151]  JDER3, N-RH-4-F -4 - IR D) - [1, 40 Rk ZR0R0E (H [E) =4 1 il &
[0152] & iR IR2HI48 /) TR | P2 43 (217g,0.62mo1) , % (534g) M= 7. 1% (261mD) V&
T8 A5 6L , R SEAF T RN8-12h o i VRV H) , 28 7K 158 Ja 26 BR 657, B35k B 4
VB 2R VA5 B T C VAR W T ARV T R A H1 E0°C /24 , JEHCT A AA 2 TLCK: M
RG4S UE , [B 44 F 2R L BREE: , TR EDAN- R -4 R B -4- (4-F BN D) - [1, 405
TRWRIE (] =) 1) Eh IR £, U 53-60%.

[0153]  1H NMR (400MHz ,DMS0) 8 (ppm) =8.95 (b, 2H) ,7.38(d,J=8.4,2H) ,7.06 (d,]J=8.4,
2H) ,3.63 (s,2H) ,3.22(m, 4D ,2.35(s, 30 ,1.33m, 2 ,1.12 @, 20 ,0.40 (s, 3H) .MS-ESI
(M+H") =296 . 20,

[0154]  JDER4, 4-F -4 (4-FF LR HD) - [1, 40 Rk 2R0R0E (H brr=4Ta) (1 il &

[0155] 7 i RS g ] 7244 (212g, 0. 64mo D ¥ T U EE (700mD) , I 15g 10%4EHE (&
50%7K) , 7E2-3atm& Sk 71 T R BL8-24h, # i 7E35-50°C o TLCR I S5 B2, 56 1 i 4 14 77
(R0 , Z&BR A RS B =X Taf) B bRF= 04— 34— 4-FF B8 30) - [1, 4] REZ40R e , U
84-91%,

[0156]  1H NMR (400MHz ,DMSO) 8 (ppm) =8.97 (b, 2H) ,7.37 (d,J=8.4,2H) ,7.05(d,J=8.4,
2H) ,2.33(s,3M 3.21 (m,4H) ,1.32(m, 20 ,1.11 (m,2H) ,0.39 (s, 3H) .MS-EST (M+H") =
206.17,

[0157]  SEZjEfl5:4,4- = (4-FA) —[1, 4] HEZIRIE (G5 5) 11 il &

[0158]  DUR1, — (4-FZEIL) - 2 FEREE (P Ia P2 102) 1Y il 4%

[0159] B 4G JERHL — (A-FOR ) - — & hEdE (440g,1.52mo 1D ¥4 T-5000m1 Jo7K 2. Tk , 750K
IR NN AL BE (2000m], 1. 6M) , R FFIRL0-20°C . MN5E e, 3 A R B8~
16h. , [ BLZ5 G AE0 C MK K, JEER A4 , 28 R v 745 B AR U, B — (430K
) - R (R IR R A2) W EE83-8T%.

[0160]  1H NMR (400MHz,CDC13) , 8 (ppm) =7.46 (d, J=8.4,4H) ,6.95 (m,4H) ,6.32(d, J=16,
2H) ,6.13(d,J=16,2H) ,5.76 (d,]=16,2H) ,0.42 (s, 3H) .MS-EST (M+H") =273. 10,

[0161]  JBER2, = (-5 R HL) - QIR HD) HEGE (R IE = 43) 1 il 2%

[0162]  HY [ ik B8 L kI45 o 7] 72402 (782¢g, 2. 87mo 1) ¥4 T-5000m1 1E Fikt , 43t i A 44,
LR (12. 1g,5mmo 1) , JMHBr 44, (R FFIE & 7E20-40°C , 2 Jo B iR s i B (2 J5 45 1k
HBr o 45 S5 N2V FH R B BN K VDR % I » 2 TE K I BN 5%, 26 B v 7RIS BUAR B Ad , B R —
(A=) - QIR ) b (R a7 3) U ZE86-92%,

[0163]  1H NMR (400MHz,CDC13) ,8 (ppm) =7.46 (d, J=8.4,4H) ,6.95 (m,4H) ,3.49 (m,4H) ,
1.67 (m,4H ,0.40 (s, 3H) .MS-EST (M+H") =433.01.

[0164]  JDIR3,N-"RHE-4,4- = (4-FORHD) - [1, 4] BEZRIRNE ()24 |1 il 2%
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[0165] & L3R IR 251458/ R 1E) P2 43 (269g,0.62mo1) , % (534g) M= 2. 1% (261mD) V&
TS5 6L , R EAF T RN8-12h o g MRV H) , 28 KB T8 Jm 26 BR IS 57, B 135k 8 4
VB 2R VS B T C VAR G T ARV T R RS HI E0°C /24 , JHCT A 4K TLCK
RN TEA o, [ FH 18 CER B, TIREDAEN-R -4, 4-— (4-F R ) - [1, 4] i Rk
e (] P24 1) EhER 26, W 2 49-64%.

[0166]  1H NMR (400MHz ,DMSO) , 8 (ppm) =8.96 (b, 2H) ,7.46 (d, J=8.4,4H) ,6.95 (m, 4H) ,
3.63(s,2H) ,3.43 m, 40 ,1.31 (m, 2 ,0.99 (m, 20 0.32 (s, 3H) .MS-EST M+H") =,380.09,
[0167]  JDUR4,4,4- " (4-F2K3) —[1, 4] iEZ0RIE (EARF=H01a) 1 i &

[0168] 75 R g A] 244 (209g, 0. 64mo D ¥ T U EE (700mD) , I 15g 10%5EH% (&
50%7K) , 7E2-3atmE Sk 71 R BL8-24h, # iR 7E35-50°C o TLCKE I S B2 » 56 B i 8 4 14 7]
(ED , & va R BN R R Lal) B AR77 904, 4- = A-FEFE) - [1, 415 2R g , Uit 88—
93%.

[0169]  1H NMR (400MHz ,DMSO) , 8 (ppm) =8.96 (b, 2H) ,7.46 (d, J=8.4,4H) ,6.95 (m, 4H) ,
3.21 (n, 40 ,1.32@m, 21 ,1.09 (n,2H 0.40 (s, 3H) .MS-EST (M+H") =290.07,

[0170]  SEJiaf16: 4-FF -4~ (3,4~ 5 —[1, 4] iE IR IE (G '56) 1 il &

[0171]  SPIR1, B JE-4- (3, 4- R - — 2B Oha P22 (1 ) 4%

[0172]  HAZLf JsURH R 2R -4 (3, 4- o h) - Sk de (345g,1.52mo D) ¥ T-5000m1 J57K
Bk, FEUKAKIS RN 2 2L S EE (2000ml, 1. 60 , (R 5RIE 0-20°C i N se B, AR FHE
JRNE8-16h o 2 N.45 A JE AE0 C KK, PERR B4 , 25 B iA 743 B He Ak (i A4 , B Oy A7 -4
(3,4~ ASE) - M A SE (AP 2) , 2 85-89%.

[0173]  1H NMR (400MHz,CDC13) , 8 (ppm) =7.22 (m, 2H) ,6.91 (m, LH) ,6.33(d, J=16,2H) ,
6.14(d,J=16,2H) ,5.78(d,J=16,2H) ,0.43 (s, 3H) .MS-EST (\M+H") =211.10,

[0174]  JDUR2, FHE-4- (3,4~ R AIE) - Q- L) BEE (R R F=43) 1 il 4%

[0175] X L3R 0 381 Hil43 R v [a] 7242 (604g, 2. 87mo 1D ¥4 T-5000m1 1E BT , 7t i A\ ik 24
IR BE (12.0g,5mmo 1) , WHBr A4, (R FFIR L AE20-40°C , £ e B3I ol A8 €2 5 4 1k 0
HBr o 5 S SR FH B PR AW KV VRS % I » 22 To KB R AN T8 28 BV AR B AR A4 , B R
Fe—4- (3,4~ L) - QIR HL) Tk CRIE F=3) , U 89-93%,

[0176]  1H NMR (400MHz ,CDC13) , 8 (ppm) =7.23 (m,2H) ,6.92 (m, LH) ,3.47 (m,4H) ,1.68 (m,
40 ,0.39 (s, 3H) .MS-EST (M+H") =370.93.

[0177]  JDER3 N-"REE-4-F B -4- (3,4~ HOREL) —[1, 41 Rk 20k e (] =44 1 il %
[0178] ¥ FiR BRI K P A P2 43 (231g,0.62mo D) , ik (534) M= 7. % (261mD) ¥4
TE7 6L , FEENRSFAF T [ Bi8-12h o S NRVA 1, 48 7KW1 Ja 28 BR VA 1), PS5k B 4
I 28 AR BT (A g I T EUBUARTA T 218 LBV 120 °C 2245 , JHCT <044 22 TLCAS: Il
JRBL5E A 3L DE , [B 44 H R S BR e, TR EDAN- A -4 - Bk -4- (3, 4- @ R 4E) - [1,4]
ek ZJRIRIE CRE =40 1 SRR EE , I E47T-61%.

[0179]  1H NMR (400MHz,DMSO) , 8 (ppm)=8.95 (b, 2H) ,7.26 (m,7H) ,6.93 (m, 1H) ,3.64 (s,
2H) ,3.22(m,4H ,1.30 (n,2H ,1.10 (m,2H 0.40 (s, 3H) .MS-EST (M+H") =,318. 14,

[0180]  JDUR4,4-F 34— (3,4- —HIRHL) - [1, 4] BEZ&IRNE CH AR 1) 1 il 4%

[0181]  fE & vl i) 7= 44 (227g,0. 64mo 1) ¥ T H i (700mD) , I 15g 10%40H% (5
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50%7K) , FE2-3atmE U 77 T R M8-24h, 5 7£.35-50°C o TLCHE I S I , 58 Jild S S fEE AL 771
(EISD , ZK R EFIENE R R Tal) B AR 4-F 34— (3,4- —F ) - [1, 4] ik Ze0R g , Ik
Z87-91%,

[0182]  1H NMR (400MHz ,DMSO) , 8 (ppm) =8.96 (b, 2H) ,7.20 (m,2H) ,6.91 (m, 1H) ,3.21 (m,
A1 ,1.33@m, 21D ,1.08 @, 2D 0.39 (s, 3H) .MS-EST (M+H") =228.06.

[0183]  SEHEHIT:4,4- " (A-FAEFEIEIL) - [1, 4] BEZRIRIE (i 57D 1 il 4%

[0184]  JPIR1, = (A-FREAEIRID) - = M ARk e (R R4 2) 1 il 4%

[0185]  HEIRJFERH — @-FEFEIRIL) - & hEkE 476g,1.52m0 ) Y& T5000ml T /K 2. Tk,
FEVKIKIR BN 2 03 &85 (2000m, 1. 60D , fR45 3 BE0-20°C o i N 5e BE L B SR T8 I B
8-16h. K MLZE TR f5 £E0 °C AKX, YRR I 44 , 2K B V5 A3 B AR (Ui, B o — (-
ORIE) - LR R (R R ) 2) S U ZE82-86%,

[0186]  1H NMR (400MHz,CDC13) ,8 (ppm) =7.43 (d,J=8.4,4H) ,6.84 (d,]J=8.4,4H) ,3.77 (s,
61D ,6.31(d,J=16,2H) ,6.13(d,J=16,2H) ,5.78(d, J=16,2H) ,0.42 (s, 3H) .MS-ESI (M+H") =
297.11,

[0187]  PuR2, — (4-FREJEZEIL) - — Q- 230 kEkE (P a2 3) 1Y hil 4%

[0188]  HY ik LR 1HI5 6 T E 7= 42 (851g,2.87mo 1) ¥&T-5000m1 1E ke , o i it 4
IR BE (12.1g,5mmo 1) , WHBr A4, (R FFIR L AE20-40°C , £ Jo B3 I ol 48 €8 5 4 1k 0
HBr o S SR FH K PR AN KV VRS 8% I » 22 To KR B AN T8, 28 BV A9 B AR A4, By —
(A-FEZEIRIE) - Q- 430 TEbE (R a2 H)3) , i 2.88-93%,

[0189]  1H NMR (400MHz,CDC13) ,8 (ppm) =7.40 (d, J=8.4,4H) ,6.81(d,]J=8.4,4H) ,3.76 (s,
61 ,3.49 (m, 41 ,1.66 (m, 4 ,0.39 (s, 3H) .MS-EST (HH") =456.96.

[0190]  JDER3,N-FE3E-4,4- - (U-FFEFEIEFL) —[1, 4] BEZRIRNE (PR P=40 4 1 il 2%

[0191] & iR AR G145/ P IF) P2 43 (284g,0.62mol) , % (534g) FI=2Z. 1% (261m]) V&
TS5 6L , R 5EAF T ON8-12h o [ VRV 2, 28 7KW 15 Ja 28 BRIE 57, B 135k B 4
VB 2R VAT B T C VUK o W T ARV T R CERA H1 20°C 24 , JEHCT 4K 2 TLCKS:
SN 564 L8, AR FH 218 L ER e, THRRI/AN- 3t -4 4- — (4-BAEFE 2R - [1,4] kE
FRURIE ( E) = 4)4) 1 SRR £, U % 53-6 2%,

[0192]  1H NMR (400MHz ,DMSO) , 8 (ppm) =8.97 (b, 2H) ,7.39 (d, J=8.4,4H) ,7.27 (m,5H) ,
6.79(d,J=8.4,4H) ,3.75(s,6M ,3.63 (s,2H) ,3.22m, 40 ,1.33 m, 21 ,1.13 (m,2H ,0.40
(s,3H) .MS-EST (W+H") =,404.23,

[0193]  JDER4,4,4-— U-FEIERIL) - [1, 4] iEZRRmE CH AR #Ta) 1 il 4

[0194]  7E i RS g e a) 7244 (282¢, 0. 64mo D) Y& T U EE (700mD) , I 15g 10%FEH% (&
50%7K) , 7E2-3atm& Tk 71 T R BE8-24h, #8 i 7£35-50°C o TLCK I S5 B2, 56 1 i 3 144 77
(ESO , 2B v BN 2 = Taly B bR 204, 4- — (A-FR R 830 - [1, 415k Z20R g , Ui
83-91%.

[0195]  1H NMR (400MHz ,DMSO) , 8 (ppm) =8.96 (b, 2H) ,7.39 (d, J=8.4,4H) ,6.78 (d, J=8.4,
4H) ,3.74(s,6H) ,3.21 (m, 41 ,1.30 (m,2H) ,1.12(m,2M 0.39 (s,3H) .MS-EST (M+H") =
314.15,

[0196]  SLjfafs]8: 4- 2, Ha-4- (A-RED) - [1, 4] fkZIRNE (U 58 1 il %%
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[0197] BRI, 254~ UL - LA (RIE F=42) (1 il &

[0198]  HURHAJEEN 23 -4- 4-F 2R ) - &Mk (339g,1.52mo01) ¥&TF5000m1 /K 2
Tk , 7E UK KB S8 N 2.4 AL EE (2000m1, 1. 60 , R 3RIE B 0-20°C W nse ke, [ AR FHE %
RL8-16h o [N 45 B AE0 C MK K, 5 B 44 , 28 5 ¥ 745 BIR AR L4k, B R 2 k-4
(A-FIE) - 2RI (R F=H2) , UZR80-90%,

[0199]  1H NMR (400MHz,CDC13) ,8 (ppm)=7.49 (d,J=8.4,2H) ,6.96 (m,2H) ,6.32(d, J=16,
2H) ,6.14(d,J=16,2H) ,5.77(d,J=16,2H) ,1.59 (m,2H) ,0.90 (s, 3H) .MS-EST (M+H") =
207.07.,

[0200]  JDER2, 7. H-4- (4-F L) - — QIR ) Tk (h iR P 43) 1 i %

[0201]  HY [ 3R B BB kIR T 7] 72402 (592g, 2. 87mo 1) ¥ T-5000m] 1E Fiks , 4t I A 4,
IR FBE (12.0g,5mmo 1) , WHBr 44, (R FFIR L AE20-40°C , £ Je B 3 I 0l 48 €2 5 4 1k 0
HBr o 45 S5 N2 FH R B BN 7KV VG % 0 » 2 TC K I BN 8%, Z8 BV RIS BIAR G A4, B R 2
Hi-4- (A-FOREL) - QIR D) KRBT (R A = 4)3) , I Z£87-93%,

[0202]  1H NMR (400MHz,CDC13) ,6 (ppm)=7.48 (d, J=8.4,2H) ,6.97 (m,2H) ,3.49 (m,4H) ,
1.67 (m, 40 ,1.59 (m,2H) ,0.90 (s, 3H) .MS-EST (M+H") =366.97,

[0203]  JDUR3,N-"FHE-4-2, 54~ (A-Fa 2K 5E) - [1, AT REZRIRIE (R =40 1 il &

[0204] 5 L3R A IR 2145 R R P2 43 (228g,0.62mo 1) , % (534g) M= 2. 1% (261mD) V&
TEA 6L , FERILAAT ™ SI8-12h o [ LRV £, 28 /K Bt T 15 Ja 28 BV 7, i3 ik BB &
VB 2R VAT B T C VAR o W T ARV T R CERA H1 20°C /24 , JEHCT A& 2 TLCKS: M
RNE5EAE I UE , [B 44 F 2R S BRI GR , TIREIAN-R i -4- L B -4- U-FOoR D) - [1, 4]k o
WRIE (TR =44 1 ER R 2, R 49-6T%,

[0205]  1H NMR (400MHz ,DMSO) , 6 (ppm) =8.96 (b, 2H) ,7.47 (d,J=8.4,2H) ,6.98 (m,2H) ,
3.65(s,2H) ,3.20 (m,4H ,1.59 (m,2H) ,1.48 (m,2H) ,1.32m,2H) ,1.11(n, 20 0.90 (s, 3H)
MS-EST (M+H") =,314. 16,

[0206]  JDER4,4-2 F-4- (A-F oK) —[1, 4] FEZRURIE CE AR =4 1a) 1 il 2%

[0207]  #f @ 2 rhof i) P2 44 (224g,0.64mo D ¥A T HEE (700mD) , I 15g 10%EHR (5
50%7K) 5 7E2-3atmE <L 77 T R M8-24h, 15 7E35-50°C o TLCKE I S B , 58 Fl i s A 711
(EO , Z& B v IR A3 2 X Ta ) B AR 24— 2 -4- (42K L) - [1, 4] Bk 4R IE , I
84-91%,

[0208]  1H NMR (400MHz ,DMSO) , 6 (ppm)=8.94 (b, 2H) ,7.46 (d,J=8.4,2H) ,6.96 (m,2H) ,
3.22(m, 41 ,1.58 (m,2H) ,1.49 (m,2H) ,1.33 (m, 2 ,1.10 (m, 21 0.89 (s, 3H) .MS-EST (M+H")
=224.09,

[0209] 2 'S O~10MIAA WD, F T & g 26 il 2515 2 an=C b B A5 724 «
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[0210]
~ _ R Br
ReRa Ol 2 wigx RaRZ\S /== Her, (PhCOpy 2\ 4
si > Si =
Rf ol ELO R4/ N n-heptane \/\
1 - 3
1. PhCHoNH,, Et;N R3R2\ /N 1. NaOH R3R2\ LN
> Si N—Bn - Si NH
5 HCI F'24/ N 4 2. CIC(OYOCH,CCly F{/ /S
; 4
4 1a

RsR. RsRy R‘-
3 2\ /R4 \ 4
ReRz s o E j [
i AN NaBH.CN 1. HCI
[ j * ‘ {(X=BrorCl>
N r'\} MeOH v 2. NaQH
H Boc
N
Boe

Ia

5 I
[0211]  SZHE19:4,4- —FF - 1-WRME-4-3E-[1, 4] FEZLIRIE (J29) (1 1 %
[0212]  JPER1, —H - 2 B GE CF IE) P A2) 1 il
[0213]  HS#4 R — B - — SURERE (196g,1.52m01) & T-5000ml 7K 2. Bk , ZE VKK IR T
%%bnm%ﬁ%%ﬁ (2000m1,1.6M , RFFHEE0-20°C i I 5, 3 R FHE R B28-16h. J B
S5 JE R0 C KK, DERR [ AR , 78 B VA 7RI4F B AR (Ui A4, RN = 9 - — 2 0 B ik ot

(A= 42) , USt 2285-90%.

[0214]  1H NMR (400MHz ,CDC13) ,6 (ppm) =6.42 (d, J=16,2H) ,6.22(d, J=16,2H) ,5.85(d, J=
16,2H) ,0.44 (s,6H) .MS-EST (M+H) =113.12,

[0215]  JDER2, B~ Q-VRZFE) TEEE CRIE =43 1 il %

[0216]  HX [ 3R 0281 Hil43 1 o [A] =42 (500g ,4 . 45mo 1D ¥ T-5000m1 1E BT , 7t i A ik 24
LR BE (13.3g,5.5mmo ) , IHBr <& , fRIFILEAE20-40°C , 5 5 B IS S 48 2 i 42 1o
HBr o 44 J52 N2V FH R B BN 7K VG % I » 2 TE K I BN 5%, 26 BV 7RIS BUAR B4, B R —
B - QR 2.38) R ORE F=43) , U 3K85-91%.

[0217]  1H NMR (400MHz,CDC13) ,6 (ppm) =3.51 (m,4H) ,1.68 (m,4H) ,0.40 (s,6H) .MS-EST (M
+17) =272.94,

[0218] PR3, N-HE-4,4- “H - [1, 4] REZRIRIE O E] P24 1 il 2%

[0219] 4 BRI 2%145 (1 v A) 7243 (170g,0.62mo 1) , Wik (534g) M= 27, i% (261m1) ¥4
TEAT 6L , FERI A T RSI8-12h o [ BLIRVA 2, 28 /K Bt T4 Ja 28 BV 1), B3 ik BB &2
VR 2R VAT B T C VA o K T AR VA T IR CERVA H1 20°C 24 , JEHCT 4 28 TLCAS: M
RNL5E A P8, [ A4 2, B8 2 B e, TR EIAEN-E JE -4, 4- R - [1, 41 RE R R (o i)
P BIERER R, Y Z53-61%,
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[0220]  [HNMR (400MHz , DMSO) 8 (ppm) =2.82 (m,4H) , 1.33 (m, 2H) ,0.99 (m, 2H) 0. 33 (s, 6H)
MS-EST (M+H") =220.11.

[0221]  30R4,4,4- = F H-[1, 4] 2R E (B AR 1) 1 4%

[0222]  #F & g a) 72404 (205¢,0. 8mo 1) V& T-F B (700mL) , N 15g 10%EERR (&
50%7K) , 7E2-3atm&E Sk 77 R BE8-24h, # iR 7E35-50°C o TLCRE I S B2 5 56 Bl 4 14 77
(E1O , ZEBRE FENAZ BN Tafy B brr=4, 4- — B -1, 4] FEZRIE , U 2£84-91%.
[0223]  1H NMR (400MHz ,CDC13) ,8 (ppm)=8.91 (b, 2H) ,3.22 (m,4H) ,1.13 (m,2H) ,1.34 (m,
2H)0.39 (s,6H) .MS-EST (M+H") =130.08.

[0224]  BIR5,4,4- —FF-1- (IRIE-4-35) - [1, 4] REZR0R0E CHARF=M10) 1 il &

[0225] & %%, BUP BRAGIAFH a0 Tal®) B R4 (25.8g,0. 2mo 1) Fl4-FUT % B WK BE i
(68.8g,0.22mo 1) ¥& T-250m1 Jo/K F BE , /£ = I~ 2 fUIMA B LA AL EN (25.2g,0.4mo 1) &
RNIRA DA ZE T T IS 28 BRI, R A i i i e A R AT A5 31 1 e il 4 , B 45 21 4
AR H ] =, U ZE83-88%.

[0226]  1H NMR (400MHz ,CDC13) ,8 (ppm)=3.35 (m,4H) ,2.72 (m,4H) ,2.60 (m,1H) ,1.63 (m,
2H) ,1.45 (m,2H) ,1.39 (s,9H) ,0.88 (m,4H) ,0.39 (s,6H) .MS-EST (M+H") =313.10.

[0227]1  #RJ5, BANaRG ) Fria) 724 (31.3g,0. Imo 1) ¥4 T-300m1 & 8, 0-5°C R, iZ G N
AN4mo | /L#h IR FF B VAR 100m] o« Y 4e , 115 21 1) [ 44 FH Tk Bt 3% i 1 T 7K 9 FH 2NNaOHYZ 75 7
e ZpH=12, G FE R HL, IR 4615 B A il 4, RI45 240X Ibi) B AR =404, 4- —F KE-1-
(R BE-4-2E) —[1, 4] ZRIREE , UL ZE87-92%.,

[0228]  1H NMR (400MHz ,CDC13) ,8 (ppm)=2.75 (m,4H) ,2.61 (m,1H) ,2.54 (m,4H) ,2.2 (br,
1H) ,1.61 (m,2H) ,1.42 (m,2H) ,0.87 (m,4H) ,0.41 (s,6H) .MS-EST (M+H") =213. 28,

[0229]  Sjifafs 10 4-FF HE-4-TR k-1 (URME -4-55) - [1, 4] ik Z0RNE U5 10) 1 il 4%

[0230]  JDUR1, LRI 2 AR (R (R P2 4 2) 1 ] 2%

[0231]  Huidf iR B 3 25 - — &b (249. 3¢, 1.52mo D) ¥A-T-5000m1 o 7K 2.k , 7E KK
W R ING IFG R EALEE (2000m], 1. 60D , REFIEZ0-20°C i N5e B, B SR S28-16h.
JNEEE B JEAEO C KA K, JERR [EMAA , Z8BR VA 143 B AR (O IBAA , RO Oy Y RO - — 2 f i
TERE CRIE P=42) , 2R 82-89%.

[0232]  1HNMR (400MHz ,CDC13) , 6 (ppm) =7.53 (m2H) ,7.36 (m 3H) ,6.32(d,J=16,2H) ,6.14
(d,J=16,2H) ,5.77 (d,J=16,2H) ,0.43 (s, 3H) .MS-EST (M+H+) =175.12,

[0233]  JBER2, ALK - QIR D) Bl (R R F=43) 1 il 4%

[0234]  H¥ B3R 081 HI45A b 7242 (500g, 2. 87Tmo D) ¥ T-5000m1 1F BkE , /-t in A i 48
LR (12. 1g,5mmo 1) , JMHBr 44, (R R 7E20-40°C , 2 Jo B ik s S B (1 5 4 1k
HBr o 4 S5 N2V FH R B BN KV VRS % » 2 TR K I RN 5%, 28 BV 7RIS B AR WU , B HR
BRI 2-IRGHD) T (R IR 3D 5 R Z287-93%.

[0235]  1H NMR (400MHz,CDC13) ,8 (ppm)=7.45 (m 5H) ,3.49 (m,4H) ,1.66 (m,4H) ,0.39 (s,
3H) .MS-EST (M+H") =334.96.

[0236] PR3, N-RHE-4-F FE—4-JRHE-[1, 4] FEZRIRIE (R A) 40D 1 il 2%

[0237] ¥ L3R A5 B2 HIAS G ) P2 403 (210g,0.62mo 1) , Rk (534g) FI=2Z. % (261mD) ¥&
TEAG 6L , FERILAAT T RL8—12h o RIS E, 28K e T150 Ja 28 PR VA 7, B8 sk B M &
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VB 2R A5 B T Ca VAR G T AR VE T R CEEA H1 E0°C /24 , JBHCT A 4K 2 TLCKS: M
NS84 I8, [ 44 F 18 L BRI, T BIARN- R -4 AR -4 - [ 1, 4] i ZRIR IE
(R E =) 1) EhER £, U ZE51-65%,

[0238]  1HNMR (400MHz , DMSO) , 8 (ppm) =7.37 (m 10H) ,2.80 (m, 4 ,1.31 (m, 2 ,0.96 (m,
210 0.31 (s, 3H) .MS-EST (M+H+) =282.09.

[0239] B4, 4-FR Fh-4-2K -1, 4] REZRIRIE CH A7 La) 1 il %

[0240] £ R 28 rhof b a) 7244 (200g, 0. 64mo D ¥A T FEE (700mD) , I 15g L0%FEHR (&
50%7K) , FE2-3atmE U 77 T R M8-24h, 5 7£.35-50°C o TLCH I S I , 58 Fild S S fEE AL 771
(EO , 2B ), B3 21 s Lal) B brr= 4 F F-4-2x 38— [1, 4] FEZRIRIE , R 2%£84-91%.
[0241]  1H NMR (400MHz ,DMSO) , 8 (ppm) =8.97 (b, 2H) 7.59 (m 2H) ,7.40 (m 3H) ,3.20 (m,
A ,1.10 (m, 21D ,1.32 @, 2 0. 38 (s, 3H) .MS-EST (M+H") =192. 13,

[0242]  JDURS,4-FRJE-4-JRH-1- (RAE-4-55) - [1, 4]k ZR0ReE CE AR=#1h) 1 il 2%
[0243] & 4%, BUP BRAGIAFH A Tal) B R4 (38.2g,0. 2mo 1D F14-FUT % B WK W i
(68.8g,0.22mo1) ¥& T-250m1 Jo/K B, /£ = I~ 2 fUIMAFE ALY (25. 2,0, 4mo 1) &
SN AW 2 I IR A Z8BRIE R R M i i AT JE A A3 21 3 Al A4, BIAS 2 4
B E]) 4, YR %2.85-86%

[0244]  1H NMR (400MHz ,CDC13) , 8 (ppm) =7.59 (m, 2H) ,7.40 (m,3H) ,3.31 (m,4H) ,2.74 (m,
4H) ,2.60 (m,1H) ,1.38(s,9H) ,1.28 m,2H) ,1.12 (m,2H) ,0.89 (m,4H) ,0.41 (s,3H) . .MS-ESI
(M+H") =375. 29,

[0245]  SRJ5, BL =56 00 Hh ia) 724 (37 . 4g,0 . lmo D A T-300ml S FF 4%, 0-5°C 1 , W I
Admol/LEL R B VAR 100m ] o Y 4 , 1543 21 [ 44 FH 2 Tk 5% fa v T 7K 3 F 2NNaOHI% VLB
e FpH=12, & e A HL, W4 43 2] 3 1l 44, BIAS 200201 B Ax =4 - k-4 k-
1= (WRME-4-3%) —[1, 4] EEZ&IRIE , I ZE89-91%.

[0246]  1H NMR (400MHz ,CDC13) , 8 (ppm) =7.61 (m,2H) ,7.45 (m,3H) ,2.79 (m,4H) ,2.65 (mn,
1H) ,2.56 (m,4H) ,2.30 (br, 11D ,1.30 (m,2H) ,1.16 (m,2H) ,0.91 (m,4H) ,0.44 (s, 3H) .MS-ESI
(M+H") =274.31.

[0247] ARG H I AN SR TR B, AR B AR T ok S 48], A7 AA) 0 A B
1) AR e AR TR A T N AR R BH [ R4 Y

22



