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Gb, R RGNS KB K RO RIS T, A B RN 4k B RO R A TR B
100nm [ JE 5

[0118]  fEBZAEHEF A MIINE O T , Pk %z 2 B AR 1 J5 50 S )45 2 vk 2
WK RS . BTS20 LUE FFHNE M — 34 B S0, B FHRIE ER — 55
BATBRIE OU T, 2R THEZ / BI85 4% X380 T 0] SRA3E H R AL [ 3%
S RIARIE « BeAL, a0 R H PS5 2% 2 RO 2 A S SRAT R G BRI A R 2
WA R L T IR AEROBE / it 2 A W B AR B A X .

[0119] MR TG TOPF I 1k 2 J2 BT Bl 7 iR AR A1 BR 58 T H B D #0895 L HL 1 SR 28 4%
TR 7B 2V IR AT TE SR, ORI U7 TH HH R, I3 S v L A 28 i L R 2
[0120] FHHLEEANEES KW R REA % B LR e, BHE RN 1 ~
1000nm. &2 LTS 2 A2 g 2 IR R - A& 9 1nm BA_E 200nm PR, 3 —20
3% A 5nm LA E 100nm PLR .

[0121]  RIGToAF A AT LR R oA I D Be . 1X AR v HiRe, =248 A BV R, (H
L BR A3 FH Mk FELOTE S AC U RO o FELUILEL R FR R AR 3 A e i PR A1, AR G SR FE TR T FE R
73731 W L% DU EAR I 58 & 3R 15 5 K 152 5 19 77 SRk T 18 3%

[0122] AR RGeS ARG, FERE DT XM/ B B (segment) J7 R 45
[0123]  FriEFRETy 3 WA T R R MR 2R DU IR B 3 miR S 4t &, MR 4R
A s 30T BB T 2 B R ITIR RS ARYE & #4910, 760 AU I RS L Al
(1) G A0 SC 7 TR, A# F — 144 300 wm DL R PIA TE R 2R, Bh ok, 76 5o TH AR B AE 1)
KRR EE O, AT — 8 mm G R . R AR RIS T, REH A AR5
FHIA], B AR R IIEOL R, TLL SRR S R e TR IGO0 T, A5 =S
A 6 (delta) BUFISKEUAL, IhAL, SEFER KB 7L ] DORIEAT IR (ARIERERE) ) A1 U5
FRE AT —F . T BATIREN, BSR4 16 45 A0 1 8, (R Bl VA5 PR AR A JAE PR SRR 57
DAL b 75 AR 8 a4 A

[0124] Bl 4 B 7 3, DA R TZa e 015 B0 7 2000 i B 48, AR 9 2% ] %8 1 e L 1f
B2 1 X3 RO 77 20 AE 43 B SR s 2% B4 7, ] % 2 Bk TR v b B A
) P SRR B AR FURE S T AR SR B RIS R AR R I AR S n A IR
N5 4 BB R ] AR R — AR 3547

[0125] AR B RO G IO IR0 F AR & PR 2 S B I BOBIE FZ DMEA B AR
e B AT LR ) B RAT A, PR TR R B AR SR IR R AR
RABRIRSE o R, 7RG W 2 B i T T A RS N U P R T IR
PRI AR B R Tott, 5 MR ROG T AH T, AT DALY H RS S LIE.
[0126]  SEJiEf

[0127]  DATR, 25 tH SR ] ok v BH A B, AHLAR R B AN R GE T 3K 56 S it 491

[0128] A Rkf 1
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[0129]1 &M L1] AL

[0130]  7EHH 2 — 727 25. 0g. Tl 12. 2g F1 Z,J82 680m1 #4 BV, FE R T, 1812 H
ININBRER 68mL. {EiZ IR Ay H 2 1S 7R I W RS ER AN 7. 1g o, £ R FHEHE 2 /NIt B
REREMVe A R =G, I8 T Y. B TR EIT A TR R KON B 73 0 AT G
o BT E AT, IR 2 —IR— 7 — 25 25. 9g (UK 68%) .

[0131] 21 K, BBUT B 19. 6g A1 AR 317mL RIVETRAE BRI R, 2 E1E 0°C,
WNIN 2 —IR— 7 —Zj 25. 9g. BEAL, SRR NG R AT 29, Te 5, R ER N B R AIREY)
BEFE 4 /N, 76 SRA YR INK 317mL, L3 AT . KM AR T s, IR
BRBE TS, F AR AL I8, 2RISR TEFTIF RO A AR s in B B 50ml, BEAT L8 . 1k
G, T AR BV AR T 25, B A ARG I, 28R DER . IR BT A, BT B AT
MIMTHRAS 2 — R — 7 —fill— 9,9 — “HHEZ5 21. 5g (YLK 77%)

[0132]
HOH HH HoC CHy
\{fi { e CHL }3{ |
e 2 [ESREP fa t “Hy N
3 ‘{\\__ ‘}; \';;X»-v'S'{ : fons {}. "‘:':: }f %3}.«-'85 amaniisn e f*.,..‘\‘,//"‘ “”\":\ }?ﬂ“ﬁwat
[ W HyS04 e Nef KQBu Vo et
h NaNO;, ) OMSO
AeOH

[0133] TR, 2 —¥— 7 —fh— 9,9 — “HIES 10. 0g.3 — (9 — ML ) ZRILHHIR
7.9g SRS 2L 125m0 AT 1. M BRER BN /KIE MR 37mL VR AT BB G, iR
( =OREERE ) &L 176mg, 72 60°CINFASEH: 6 /NI g MR AR HI B =BG, HF
2% 200m1 HEAT R . ST IANLZFHZK 100ml ek 3 K, BRI TG, AT i . 2
RVEIR, T R A A AT R 1], 28 RV HH Vo AE BT A1) sl 4 b, 8RR 50m 1, 3#E4T 1L 98
J, BEAT LS T, M ZRAE R4 (A) 10. 5g (fieZE 81%) .

[0134] 47Tk, K a4k (A)6. 0g.4 —FORIEER 2. 0g. — FA % JE £ bt 58mL A1 1. 5M fik
FRENZKIATR LTmL RVR GV AT BB B, A ( =28 ) — A0SR 82mg, 7£ 3
TN 6 AN R B SIS N B IR )G, R 2R 750mL BEAT AR . BTN
HUZ 7K 100ml $eds 3 %, FHEREREN T8, AT 08 . 28 RIBW, TS R AT 0 JEAT S
Wil R FEFTSRE A, A0 P EE 20m], HEATREDE S, BEAT B S T, AT ER1E
4R (B)5. 7g (YL 89%)

[0135]
Q,B(OH)Z

PA{PPhAS;Cly
Na;COy'aq
DME

R (B)

[0136] 4Nk, BRIk (B) 3. 0g.3 —HLBERNER 0. 74 X ( W KFEAER ) 4T 36mg. =31
CUEE « PUSINES 21 49mg F1 1, 4 — —v%ebz 28ml (VR A VATRBAT AU/ B, 7 1. 27
TR =K 7. Aml, RSN, 7RIV R ISR 7 /D K R SR AR EI R =
T JE B N7K 28ml, ik g A 1420, BB TIENLHEAT T8 b U I e AT (BB 34T
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¥, RV B TSR EA T, AN B S 20ml, AT BE . B AR T E S TS, fF
FHAR —F 2K 65ml A F H&45 S 3t ATk ], IR A 45 5 2. 2g (IR 67%) .

[0137]
HiG, CHs @\
J .".7 i
| v Mo prom,

o)
kB B) TER et [1]
[0138] P A (A4 ) 'H — NMR B8 SR a0 R, 0 7 B IR SR A s o ik &
/AP

[0139] 4k & #[1]:'H — NMR(CDC1,(d = ppm)) & 1.60(s,6H),7.29 (td,2H),7.37 —
7.58 (m, 6H) , 7. 63 — 7. 78 (m, 7TH) , 7. 81 — 7. 89 (m, 6H) , 7. 94 (dt, 1H) , 8. 18 (d, 2H) , 8. 62 (dd,
1H),8.93(d, 111) ,

[0140]  S4h, 4b-& W 1] AT BUZEAE 1 X107 °Pa (5 /1N, FE4 310°C AT FH S
il Ja, Ve RO TP BT A o HPLC 22 (58 3% K 254nm IS [ TR %) 78 G kE il mi
99. 7%, FHHEXEH 5 M 99. T%.

[01411 A sl 2

[0142] k&M L2] KA K

[0143] Mg (ifh (A)2.4g.4 — (4 —wkug ) FREEDN B R B 15 2. 1g A O
24mL AT 1. 5M B PR K IR TmL (VR A VA VROEAT BB B G, iR ( =R ) — &k
FE 33mg, 78 IR N INAGRE 12 /N S RNIR G A R =R E, B NK 24, i pE
i, BEAT BT KA A I B B AT RS ), A5 B AR I 9T R R
Quadrasll(&ﬂﬂr‘ﬁh)o 5g, fEZ MMM FE L /NN J, B A3 D8, 1A R 28 R 25 o AT

FHAR — 2K 73mL BE4T BT A3 HO [ A 1 B 45 &, AT R4S B 45 0 2. 2g CURCER 73%) »
[0144]

HsG, CHo -
/C/ ; X /N
7N NeBr %
. Pd(PF’Hg)gC‘g
NazCCE3 ag
. : DM
PR (A)

[0145] P30 A 45 @I 'H — NUR AT &5 R0, #9007 H BB SRAG A 6 o &

w21,

[0146] 4k & #[2]:'H — NMR(CDCl,(d = ppm)) & 1.60(s,6H),7. 31 (td,2H),7.41 —

7.52 (m, 4H) ,7. 55 — 7.59 (m, 3H) , 7. 64 — 7. 89 (m, 13H) , 8. 18(d, 2H) , 8. 69 (dd, 2H) .

[0147] 5S4k, th &9 (2] fF Y BURAE 1 X107 *Pa (K /1R, /E4) 310°CHEAT FFERS

il fa, VB R G TTAE MRV T . HPLC 261 (e 3K 254nm I FITAR %) 76+ 4k fil /1A

99. 9%, FFAEKE TG A 99. 9%.

[0148] A ksl 3

[0149] &M [3] ARk

[0150] 2 —yR— 7 —fll— 9,9 — —HIHEZ 1. 5g.4 — (9 — et ) JRELHNER 9. 1g. —
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FA R 2.0 144ml F 1. 5M BRBRAN K AR 42nL (KR ST B A BIE, AL ( =28
) —EALAT 202mg, E 60 CANFASEH: 5. 5 /N o B R BLIRA M A B 29 40°C i, TN K
200mL, I8 AT A . AT HH D Bk, AT I DR, AT B AR AT s R A
FECAE AT RS 6, 28 RIS B AE TR A, 7500 B 100m1, BEAT I8, HEAT B85 T4,
MTTIZRAEH E A (C) 10. 1g (HZR 68%) o

[0151]

Pd{PPh3},Cly

he e F 4 (C)
[0152] R (Efk (C)5. 1g.4 — (3 —Mbmg B ) AT ER AR B i 3. bg ~ A Lkt
49mL+ 1. 5M BREREAZKIER 14mL PR AVEMOHAT 2 A B85, I ( =R EE ) —Sesl
138mg, 7E BRI T AN EE 7 /NiF 2o R SRS H 2 )G, i uE T A, T B A
T H AT HADIE fFAE THE500mL H, AR IVE PRIk 0. 5g il QuadraSil (VEMFFR ) 0. 8g, /E %
BACFE 1B E, B SR EHAT IS R . A RE R ARSI AR T, IS0 R EE 20m1,
HEATILPE . BEAHATE S TG, [ N, N — F I EE % 120mL AT H 45 e eAh, fif
RN, N — R B 105ml BEAT FE45 i, AT IR IR B A 45 it 4. 3g (U 75%) -
[0153]

PA(PPRs),Cly € : et
F AR (C) Nagé::rgéaq A 3]

[0154] P3[R 8 45 I 'H — NMR BT 45 A0, #iA 7 H R SRAS I 28 (0 45 f oA

tEWL31.

[0155] ¢ & W [3]:'H — NMR(CDC1,(d = ppm)) & 1.65(s,6H),7.30(td,2H),7. 38 —

7.52(m,5H) , 7. 64 — 7. 98 (m, 15H) , 8. 18 (d, 2H) , 8. 63 (dd, 1H) , 8. 94 (d, 1H) .

[0156]  H4N Ak &Y (3] Y BURAE 1 X107 *Pa (9K 717K, 7£4) 320 °C #E4T FHHEXE

il Ja, B RGeS AT . HPLC 261 (I 3K 254nm I B TEAR %) 76+ 4 il /1A

99. 9%, FFAEKE 5 A 99. 9%.

[0157] & Rifol 4

[0158] L&) [4] AR

[0159]  Hgrh[alfE (C)5. 1g.4 — (2 —HEHER: ) ZRILRNER 2. 2g. ~H 4L 445 49mL 1 1. 5M

TRBREN KA 14mL (VR GV TREAT BV B 5, i il ( =2RBEE ) — S0 4R 69mg, £ 1]

TN IR 4 NEF e o B SR AV AV R =S, UK 49mL, 18 AT Y, 3T H

R KT A e AT R AT RG] AEVE YR P IS IN QuadraSi 1 (FEMF AR ) 0. 8g,
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FERIRPERE 1/ Ja, AR BT 0E . 28R U8 UG , 7R IS (0 [ 44 oh 73 I AR % 20m 1, 3
AT o R IEME AE TRA TN, N — I PR RS S4ml BEAT BEEE dt o BRI, fHI N, N —
TR A6mL HEAT ERES b, A ITTERAS (1 (A 3. 5 (I 60%) .

[0160]

S ?}Br

A PdPPh1Cl - / <

4K (C) e W]
[0161]  FTSHIAEE S H — NMR 98745 RN, #8007 B EASRE R Aass s
Y41
[01621 b & 4 [4]:'H — NMR(CDCl,(d = ppm)) & 1.65(s,6H),7. 31 (td,2H),7. 41 —
7.52(m,4H) ,7.66 — 7.93 (m, 15H) ,8. 12 — 8. 19 (m, 4H) , 8. 74 (dt, 1H) »
[0163] 4k, 4k A4 AT RS BUERAE 1X 107 "Pa [ 1R, /£ 320 C AT FHER
WG, AR E e RHME A . HPLC 201 (e P 254nm TR %) 78 FHLEXRE BRI A
99. 8%, FHHENE K J5 A 99. 8%.
[0164]  SEEH] 1
[0165]  AGHERA IT0 E A FHUE 150nm FIBEEEMR (YA ~7 v 7 (Fk) i, RindfE
11Q/ 00, Wb it ) TIWr sk 38 X 46mm Ji& , AT %1, K 170 13 B -3 T B AR E (1) HaAR
Ro BAEREBRH €3 229 —> 56”7 (B, 7 vy 405 (k) i) SHATH =3
etk 16 e, FBAlACGHAT ek . % AR AE BRAE BUME TT AR RTHEAT 1| /i) UV — R4 4b
H, BE TR RS E N, SHTHREE S E N E D E N 5X10 *Pa LR, ££ 1T0 &
S b R B BRI RGE, BRI SRR, 288 10nm [ BB (O ER AR, 1 0 e
LR, 284 50nm (IJESEAT 4,47 — X (N — (1 —Z5H: ) — N —RIEEUE ) BEoE, Tk, 1
NEICE, BIREAVENEFAMBILEY) H— 1) FENB MRS O — 1) B2
DLE45 24 R N 5 B8 % 1975 sRZEE R 40nm [ . ROk, fE N TR R, RS
A 1] 51EAME RS YRS JZ DLZEEE A LE 1:1(0. 05nm/s:0. 05nm/
s) ZRH%E N 20nm [ B HHHATEE
[0166] 15N K, KRB AR S 0. 5nm [ B L5, F548 2894 Bl 1000nm (¥ 5 FE M /E MBI AR,
/R R G A 5 X 5mm WL IR e Te At . 3% BT E RS, Ak sk 3R 5 2R 5 A 8 R
fH. BiZRIETOrF L 10mA/ em” B IKE , 45 RIRIF IS LK 4. TV M8 F20% 5. 4% [/ RL
[0167]
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¢ N

(H—1)
[0168]  SEjiaf] 2 ~ 27
[0169]  fEHIZR | MIZE 2 Fric A BHE v Bidt kL 2 20 M BT i 5300k 2, BRIt DAL,
SR | FREHR AR, IR RO TE . SR TR LRIR 2P 5540, e [51~[19],
2E — 1L N FERFRE)
[0170]

43



CON 103534832 B w B P 37/44 T

& (6]

i B E LaBnia)

85 B

X

5,
Nl ML DMy i "
&3 ST g st foX
¥ "N"{;f g =~ \:}“\m-«-‘\ & N o
{; } M TR Bt 7 N
i Wl or-od \ _§’

e (14

G L8y e b f il ¥y

A el oo
S L
bl Lo 18]

[0171]  LEEH] 1 ~ 12
[0172]  fF AR 2 Frid 8 P B E AR M R 15 26 BRI FiiE )2, BRIEPAA, 55t
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W 1 [FIREH R, SIE R Gt & RnT R 2. B4, #1LAME 2P ALEME — L.E—
2.E — 3.E — 4 N NRFRILEY.
[0173]

{,:’:’S'v\
& e )
& & Hall Oy
") N
& \.& o \;} i «"Q‘\. - __\-'::ﬁké
R AR S
R \ww'\,r
AT Wl TN
{< Ry Rt o i N i
§ ; R R i
Nt -§ ’\i’i g
S

[0174] [ 1]
[0175] [ 1]
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39/44 7L

[0176]

[0177]
[0178]
[0179]

LFNEE

AR BN RLE | 48 iy L& 3
ER e | aemill] fas S 54 47
RS2 e | gewil] & Al &2 51

s R

TR e4

X¥We

TRHO

X7

FRHY |

SHRHD

ERHELO

ERET

w

KR

T&H1 4

KR B

ERE) 6

HANY 7

AN 8

AR 9

TRAKEZ O

K& | a2 R Al 53 49
Ra | mew2 % & 4.0 §.1
FT AR T Y TR 7 A 45
K& | ey E & Al 4.1 8.2
ReE | aedmid]] S Al 52 45
Re | dHhig £ Al &2 .1
RE s Al 54 4%
B& [ aadiel] sk & 56 43
HE& {3l Bt Al 5.7 48
S& | eHa]] EA Al 58 43
8e | adHisll ey A} 5.8 38
fé& | wddiel] B A 58 4.0
s& [wEBIT & A 58 41
8& (Hed[s]] - Al 57 4.0
se [ASdfa]l - A 5.8 4.0
s (A A 54 38
S8 el e Al 5.3 41
a& (el B 8 58 By

[ % 2]
[% 2]
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| R LR m# 15+ mpen
BRAH A ke | ok | RRTR ap | 6 i
B R B eIzl S A &9 38
KHME T XE el aee A 58 &
FHH2 3 HE (e IBY E-d Al 58 £2
S#H2 4' , B bedeiis]l 284 Al 53 48
RAWE G RE (s fz e A SR B
L2 8 Xe madbiel B Al 59 9»
BRI T BE RS IGH 2P & 54 40
8 | BE £t faher A 31 | »d
22 o8 fed | & Bt SE~1 & 4.9 8.8
HARAS | Hed 81 X g1 b A 28 72
4 #e E-2 E Rt Al iz 19
REHE | & £-2 2B Al el &2
ARG K £-2 £ | A 29 75
AR H 7 K6 | B3 | Bma | A | 30 | 70
M8 AR £-3 3Bt Al 40 &3
A G e | £-3 £ A 27 72
AWM ¢ Ré& E-4 Rtz & 3.1 5.9
BB B £e4 2E~1 & 38 £3
R 2 B& £e4 %, A 23 73

[0180]  SEjiafs 28 ~ 38

[0181]  ATHZR 3 Fric sk (A BHME B TR R B b BT 500 2, BRI DA AR, 5 SE i
i 1 IR, BIVE RGO PPN E SRR TR 3. HNANR3I P EWH—2~H—
8.D — 2 ~D— 10 N FRFRKILED.

[0182]
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[0183]
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[0184] [ 3 3]
[0185] [ 3]
[0186]
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A BFRRE | WA | ga
wE

amba aodt | ke | wew [BETE 2n | oo OV

LM 3-7 | R%& | A 5.7 43
RHE2 S H g8 Al 55 47
TN D p-4 | me | A 56 43

B
oy
7
i3
2R

eAFIT] B2 | F | BE& Al 14 4.8

XA 2 | D8 | B& Al i85 43

H$-3
=% RAREG D7 BE el B Al 74 4.4
W34 -2 S Be Al 180 §9
REMAS] H5 o Al 81 45

EHEHIG] $-8 | U9 | &E A 59 4.4

REHIT] BT g, P £.1 4.5

RS IR HB D10 | @ Al 118 1 B0

[0187]  SZJiEfs] 39 ~ 46. ELEA 13 ~ 20

[0188] AR 4 Fric B A RHE N T A RS 2= 0 BLCL S A = (8 — ¥l &tk ) 4
(Alq) fENHFHIEE R, BRI LAY, 5S2iEf) | IR e, BIE ROttt W4 o T#
4,

[0189] [ 3 4]

[0190] [k 4]
[0191]
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A A CIIMEE] N SEF | mares
Rpsta aba| ane | wes a8 | oo | Y

SR 9| b B Al 50 48
FaHS O [ bd 2] k=4 Al 48 49
FAML | {48 (3] ® Al 480 50
KM 2 i la] ¥ Al 50 47
wEH1 3 M - ® Al 22 8.5
EHt 4] | eg #® Al 31 5.9
Ho A0 1 5- - E;'Sz ® Al 28 70
a1 8] &4 & & 30 68
FHH4 3 %ﬁ%éz‘:?} L 4 e Al 55 50
EMd 4 4&&&{2} L 4 Al 6.1 8.1
b e LERAR S SKh ® Al 58 8.1
THEM A G | b [4] % Al 8.1 5.2
REMY T B~ 7 - Al 08 7.0
REMT B B2 - Al 24 6.9
M 9] E-3 3 Al c8 7.1
HMARMNEZ 0] B4 B Al 28 69

[0192]  F=MkA] ) FH

[0193] Ak HIHR L BB % i L i R e A 3 R SR Bl H s (197 AL I e T 1 1) K e T F

FORFEL AR FRZ SO TR R BRI RO T o AR B RO Te A RoRE AT ML A TR e e it
Ko R EROL R -
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