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[0363]
[0364]



[0365]

[0366]

[0367]
[0368]

[0369]

[0370]

[0371]
[0372]

[0373]

[0374]

[0375]
[0376]

[0377]

[0378]

[0379]
[0380]

ZIHSd 10-2010-0029845

Goll 8] AgEA d=r.

[3h4 Hae] 1-1] 2-(3-B 2 Rsd) et e] 34

er

BOH. ' .

CQ PA(PPhy),

2M NazCGCjaq.

Toluene
ol2 & H97|slo A, -} ZgdAREA 243 g (1.41 mol), 3-EERQ QA 400 g (1.41 md), HEZI|A(E
daAldFEA)Ze5(0) 3.27 ¢ (28.2 mmd), EFA 6.4 ¢, 2 M X YEF F8NH 3.2 ¢ = HUbsta, 7149
SF3ll A 24 AIZE WPO}“E} s F3 F, 01?%6}04 s AAS A F714S B2 AAsta
A mfadEeR AFRA &, BRAe 7etst W i AASA. ARES Ay A 72y g=7nE

o] ol AgAlste], 2-(3-REEAE)YZER 303 g (F& 76 %) & AU

[3Hd Zardl 1-2] 3-(2-vze) s d B 2itke] 94

Br  n-Buli B(OH),
B(OiPr); .
THF

olzZ 3t B7|5lol A, 2-(3-EEEd)U=Zed 212 g (748 mmd), B4 THF 3 ¢ ¢ EgdS -10 T & 97
Al7)ar, wwkEbEA] 1.6 M n-FEE 5 a4 89 600 m¢ (948 mmo) = AH3}star, 0 T oA 2 Az wwkald
t}. g ol ThA] —78 C & WZHA 7|3, B2k Efolaz gl 450 g (2.39 md) < Aststa, Aol
17 AIZF ankslsich, Whg 3=l At F8AES Hrkstar, A2olA 1 AIZF wwkstsl g =%
ol E74 3 ¢ & HUuen S AASIT. 714 Bt atadlEe R AFRAT ?, |s 7
stoll Al S AlASSATH FojF AAE EFAeE AAZANOEA, 3-(-UZE)HIEEAL 126 g (7
& 67 %) & AT

CQB(OH)Z I >Br (I]/OBr
Pd(PPh3}s

2M NayCOaaq.
Toluene
olz2 3 F&7]slolA], 2-YZEAHEZ 70.0 g (407 mmol), 4-HE2RR=wlAl 115.10 g (407 mmol), EIEE}Y]
(B9 E2A%)Ze5(0) 9.40 ¢ (8.14 mmo), EF 1.2 ¢, 2 M &3 YEF 48 600 ¢ = FH7lshaL,
90 T oA 20 A1zF Wy, Vg F5 ¥, EFAE S AAS, dMEEs Hrtete] &R aAE
o3 AF 8T Folzl LAE oMAEAL ¥, WEeER2 ARG (k) st dxA F, 2-(4-H
2rADGZGA 77.2 g (& 67 %) & LU

W

(3P4 el 2-2] 4-(2-ubme) s dneate] §4

[
Br  n-BuLi B(OH),
CO(G B(OiPr)y O@,U
THF

olz2 2 E97|sldlA, 2-(4-BERHE)UYZEA 50.0 g (177 mm), <= THF 500 m¢ & E3HS 60 C &
ZAA7 3L, wRksbH A 1.56 M n-FdHEY FAF {8 136 m (212 mmd) S H&tetitt. F7I2, vkg &3
B8 60 C oA 1 A7+ wukstgic}, S golo| —60 T oA B4 EgjolAZ= 99.6 g (529 mml) &

Lot

84 70]
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[0381]

[0382]

[0383]
[0384]

[0385]

[0386]

[0387]
[0388]

[0389]

[0390]

[0391]
[0392]

[0393]

SIHSd 10-2010-0029845

Aasdrt. e ERRS Heow FeAYIIL 18 Ak wiad. wE EFEH 94 £898 4
i, Aol 1AL WSS g F, 0 EEel B34S Wl F4E AR

e B vhgoR AR ¥, S00E AUl FF AASNAG.  dojd uAE ERACR A
AN O ZH | 4-2-YZe)HAdHEA 33.6 ¢ (7& 84 %) & AU}

(3 #ard 3-1] 1-(3-RERId) vzl 34

[}e}2] 71]
Q—Br Br
B(OH)2 I g

CQ Pd(PPhs)s

2M Na,CO,aq.

Toluene
ol Be7|atell A, I-UZeAE 24 200.0 g (1.163 ml), 3-H 2R 8o =wlxl 329.0 g (1.163 ml), EHIEZ
ZI2(EgHAdE2)Z2eE(0) 26.9 g (23.3 mmoD), 7 3.7 ¢, 2 M &2 YEF S8 1.74 ¢ = H7}8)

B,k BFSA 2 A wusY. wg R 7, oldsel 24 AASED.  #18E BE
AT B skl EoR AN F, EFAL AN FF AARAY.  AFEL A7 4 2
SzelEagse) ofa) FAlshe], 1-(-BE R )T 250 ¢ (58 76 %) & AT

(34 el 3-2] 3-(1-hEE) s dRE e 34

[s}sh2] 72]
B(OH),
n-BulLi £
B(OIP1); 3
THF

Br

olz & E7|slolA, 1-(3-EHEEHA)UZEd 200.0 ¢ (706.3 mmol), B THF 2.1 ¢ 9 E3AS -60 C
= QAN AL, akstE A 1,56 Mo n-FEEEe] Ak 8 543 me (847 mmd) & A skShaltt. F7hE, e
SFES -60 T oA 2 AR WGt WE SHS oA 60 T 2 WZA7]aL, gt ERlo)axazd
398.5 g (2.119 ml) & #H3latgict. e EPES Ao® FA7A 17 AIZF wEsit. s =
FEol A9t FEAe Ao, A 1 A s Bhg F, oukg BBl RS Arksia
T3S AAsAT 7188 S bR AxRAY 5, &ulE AsEtellA SR AASHIT o
o 1AE EFAORE AAAANNOEZMN, 3-(1-HZe)AdHE4 126 ¢ (& 67 %) & AT

[ #Fad 4-1] 1-4-BERrId) e 34

Br

BoH),  +{ )Br C:g
s Pd(PPhy),

2M NazCOsaqg.
Toluene

olZ i By|ato A, 1-UZaellHEA 200.0 g (1.163 ml), 4-BER o=l 329.0 g (1.163 ml), HEZ
ZI2(EYAdEAD)ZeE(0) 26.9 ¢ (23.3 mmo), EFN 3.7 ¢, 2 M & YEF $89 1.74 ¢ = A e
L, 90 T oA 24 AZE ﬂ*{é}%ﬂt}. e Fs T 0440}04 T AA AT F18E B2 AR
st B4k rladlgoR AXRA &, 548 7St W 7 AlABGIT. ARES AYgt A 29 2
2ulE g3 93] ﬂxﬂo}oq 1-4-BErd)yzeral 268 ¢ (58 81 %) S YA

(g4 Had 4-2] 4-(1-yZze)Fld w24k g4
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[0394]

[0395]
[0396]

[0397]

[0398]

[0399]
[0400]

[0401]

[0402]

[0403]

[0404]

[0405]

[0406]

[0407]
[0408]

ZIHSd 10-2010-0029845

[3}sh2) 74]

Br B(CH),
n-BuLi

J R,
B(OIPr);
THF

ol2 & B9t A, 1-(4-BErAd)yzgd 208.8 g (737.4 mml), B THF 2.1 ¢ ¢ Z3HS -60 C

2 W7tA 713, wHkslHA 1.56 M n-F 28 F2 b & 567 ml (884.9 mmd) & A3}3}SIT). Z7t=, §k
& EFES 60 T oA 2 AIZF wuksleich WS g, —60 T oA B4F Egjolix 2 416 g (2.21
mol) & A3skich g ZFES ALA 17 AR wakeRqitt. e T Eo| Al £RAS A7)
i, AeA 1 ARE akekltt WS &, ke EFEC EFAS Huteta 4 AASH. 71
g It madlgo R AERA7 &, SulE gststdlA R/ Al ozl uAE EFdoz AFE
AA o zH, 4-(1-=d) ¥ éii’\P 126 g (58 67 %) < LA

oo

B s

B T — @_CQ—Br
Pd(PPha),

2M Na,C0Osaq.
Toluene

olz i BY7Et A, FIREA 128.0 g (1.049 md), 2,6-tjB2 Ry eka 300.0 g (1.163 ml), E|E7]~
(Eg)oldE29)Ze}5(0) 24.2 g (21.0 mmd), Tl EA|oE 4.3 ¢, 2 M B YEF $8N4 1.60 ¢ = HV}
C E

StaL, 78 T oA 24 AIZF wwkelgiT. S 23t B ERdl, 85 HUlsta 4S5 AAS. 71
e B2 AAsta it rtadlgo R dAXRAZ F, EFAdE st A S AAS AT AFES A
7} A 2y e o] AASm Ao w AARFALDoRZN, 2-HRH--dduzekd 108 ¢ (5%

36 %) = I

n-Buli
= Br D 5 7B(OH),
Q—CQ' B(OiPr)3

THF

ofZ 1978kl A, 2-HE2R-6-wld b e 100.0 g (353.1 mmol), B THF 1.2 ¢, B9 Cloldoe 2 1.2
0o ERE 20 T 2 YA, wikehE A 1,56 M n-FE e Fe] S 80 mt (437 mmo) & A 3h3}
Qb FkE, 0 EFES 20 C oA 1 A wwEgd. W EFES -60 T ® P40
Egolaxad 199.3 g (1.06 ml) & A3}sl3lt. WS BRSO 2073, AL 16 A|7F
ot Hhg EFHECl At &S AHbekal, A2olA S
pl & AAsRI F713s FAS A St mladges AxA

P

l , © H
A&ttt ol BAE Ao r ANAAANTASEZN, 6-dd e A-2-HEA 58.0 g (&
(o]

oo ™
12
)

Br “‘TMS aq KOH
PdClz(PPh:)z THF
MeOH
Et3N

of2 3 E97stoll A, 2-(4-BEEHI)yzeEdl 20.0 g (70.63 mmd), PdCl; (PPh3), 1.73 g (1.41 mmd), Cul
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[0409]

[0410]

[0411]

[0412]
[0413]

[0414]

[0415]

[0416]

[0417]
[0418]

[0419]

0.54 g (2.83 mml), Ezjeldoldl 100 m¢ o E3&ES
mmol) & A7}k, ALoA 4 A7+ wEkskg ),

= ozl 27
YEF F&Ro= AA3taL,
o7 %,
2-d)Hd) el el d) A % 14.5 g (5

o] EgHg((4-yzga-2-d)#Ad) e d) A 14.5

ololA], Al X5 4
ll

AZxA7]aL,

£ 68 %)

o] E3tE 0.1 M 413} ZE 48 ml & H7bshar, A2
stal, EFelez FE3r. 71”-@
A7 T, LwE =5 AAS 2, 2
£ 86 %) = AUt
(34 Fad 7-1] 1-(4-olEjdad) vz gale] 34
[3}e}+] 78]

Br *TMS

PdCIz(PPh;gZ

o2 B8l A, 1-4-B2RFAI)ZEA 20.0

wol @it FgAL Wrhsa, &
2

|uE =7 AASE, 2y ARvEIHZ o AAsk,
o

5 qd5E A,

ZIHSd 10-2010-0029845

0 C = 93ztA71aL, Egudddobdddll 8.32 g (84.8
kg F, BEES o3 AXsta, s SF A
Falow FEIIT = F, fF71EE B T4
T2 AAsAT F1de At e

Egrd ((4-yz -

g (48.3 mmd) 2] HIEZS =
ol A 1 AIZF awksGiTE. e el

T e

EfFoR .
ad AzvtEa e o) AAlste], 2-(4-olEjdu )= 9.5 g (5

%/0/ aq KOH j &
MeOH

g (70.63 mmol), PdCl, (PPhs), 1.73 g (1.41 mmol), Cul

0.54 g (2.83 mmo), EFel&ebnl 100 m¢ o] EFNE 0 T = Yzpr7|al, Erdddopeddll 8.32 g (84.8
mmol) & H7Fkar, A2olA 4 ARF kel e F, 28EE o3 AAstaL, s SR A
o Aozl Aol it 8AE Hrhsha, EFdoR FEsld e A R A i g
UYEF F8Ao AAstar, ool A, 3t AdsE Adsiald. fF7132 A FEE HEFOR

HEREENECE B
1-2) 3 )N el )

gE F7 AAs,

AT 15.2 g (5% 72 %) = AU},

-
Ze ARvtEI e o AGAlste], EuE((4-vhzeEl-

o] EgirEd((4-vz&d-1-d)#Hd)olgd) A7 15.2 g (50.6 mmol) ¢} THF MeOH ¢ &3=l 0.1 M F4ts} 2
F 48 mt B Huletam, ALdA 1 A7k mytelgltt. g E3EY ES Hrista, EF<do=
F=3l Tt f71°8& 23 A AAsta, A Fees YEFORE AXRAFT o & gujE
5% AAstw, Z¥ AZutEagZ o9& AAs, 1-(4-dgdIduzegd 9.8 g (58 8 %) =
BAL.

[s}g+24] 79]
N
Si
|
B =TMS 2g.KOH
— ————
PACIAPPh3) THE
(E:tulN MeQH
3

olz & R97|ste A, 2-(3-HEEAI)IGZEA 25.0
0.67 g (3.53 mmd), Egjogoldl 120 m o] &3NS
mo) & F7VEka, Aeo)A 4 A7+ wEkskAT).

T ojRl RARE A Sl Wstu, B
UEF F4Noz Agdsta,
AzA7N R, A F, s FF A,

sl ) A 19.0 g (& 72%) & LA

o] EguE((3-(vzgd-2-d)#Ad) A= 19.0 g (63.
SN 60 ml = F7Fetar, A2oA 1 Az ksl

oloj A, FAl, X3 AA¢z AAsAT.
72y ArviEI e os) HAste], E

I

g (88.3 mmdl), PdCly (PPhs)s 2.17 g (1.77 mmol), Cul
0T 2 YZA7]a, Egvdddolgdd 10.41 g (106
W ¥, BEES o3 AASA, $uiE FF AAS
Fdlog FZ3Tt. T4 5 f718E Bt Fa
F71°4& &4 FrE HEFSR

=

2 mmol) 2] T
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[0420]

[0421]

[0422]
[0423]

[0424]

[0425]
[0426]

[0427]

[0428]
[0429]

[0430]

[0431]

SIHSd 10-2010-0029845

o} TV 23 AR AAsta, F Fee HEFoR AR o3 3, &ulE SF Al
Astal, Aol e Z2Y ARvtEIdze o GAlste], 2-(3-olElduAd) =L 12.5 g (& 87 %)
o Aot}

= = A

Gy 2 .
B(OH)Z pd(pph3)4
2M Na,C0O3aq.

Toluene/DME
S

Pd(PPh3)s

2M Na;CQOaagq.

Toluene
ol HQ7ElA, 2,7-tBERAIGEH 10.0 g (29.8 mmd), 3-(I-YZE)HAIHEZ4F 7.38 g (29.8 mma),
HEH7|A(EgAldE2A)Ze5(0) 0.69 g (0.60 mml), EFA 200 me, tHEAE 50 m¢, 2 M EAF UYE
F FEN 44.6 M S H7FSt, 90 C oA 10 A|ZF wukskeit, S 3 eSS AR27MK] westa, B
A7rete] Ao 1 AIZF nHE & ERdog FEHEL). BN o 1S 23 AE5E A,
Al Byl JEFOZ AZRAZT st s S7F AASE, FFES A A 49 a=2nE
aefue] os AGAste], EFddoR AAGANAORN, 2-H2R-7-(3-(Vzgd-1-d) D) AIEAS 3.93 ¢

(58 29 %) AT},

ofZ 3 E7|tl A, 2-B2R-7-3-(JZgd-1-D)Fd)HFE 3.93 g (8.56 mml), 2-FZEAREA 1.54
g (8.98 mmol), HIEZH7|2(EAdE2A)Z2E(0) 0.20 g (0.17 mm), EFA 100 me, 2 M &84F YEF <
| 12.8 mb E H7FskaL, 90 T oA 10 Az wureEict. g E3ES A7k wdstn, &8 #Hvt
she] | ALoA 1 A7 nHbaloitt. dAE A AFstaL, =, WEE, OuEAdE, B EAZ A
A= Aol AE FFMol 7HE fastar, AEst A ZH A=utEaF el o] Ak, F7h
Folow AAGANReEA, 3TE 1-1 & 2.60 g (& 60 %) AAT}.

_{

A AREH BA Axp Bk 506.2 o thste] m/e = 506 o] $tt.

o0 eler
' B(OH),  Pd(PPhy)y
88(OH)2

2M Na,COjzaq.
Toluene/DME

Pd(PPh3)s

2M Na,COaaq.

Toluene
st 1-1 9 Aol slolA, 3-(1-v=a) Al d B EAF tiilel 3-(2-v=Ze) A d B S AFgataL, 2zl
HEA gle] - TEAE S Aol 598 o st

s AHEY BA An 2x12 506.2 o tdte] m/e = 506 ©|Slth.

[ AAlel 1-3] stebe 1-5 o 944
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[0432]

[0433]
[0434]

[0435]
[0436]

[0437]

[0438]
[0439]

[0440]
[0441]

[0442]

[0443]

[0444]

[0445]

[0446]

SIHSd 10-2010-0029845

e r———————
B(OH), Pd(PPh3)y

2M Na,COzaq.
Toluene/DME

S8 R

Pd(PPh3),
2M Na,CQOjaq.
Toluene

38 101 o Aol glold, 3~ g R glale] 3-(2-UEe) M dR e ALgste] FAT Uy
o AT

w2 2oEY B As, BAF 506.2 o WSkl n/e = 506 ol %ith.

[¢d AAlel 1-4] 8hgh= 1-6 o A

ar{ 5 e

B(OH)y —— ar
Pd(PPhy),
2M Na,COzaq.

Toluene/DME
Boon 3@?38
Pd(PPh3)4 8_<
2M Na,COzaq.
Toluene
stotE 1-1 o @A oA, 3-(1-uze)aAd B &4 tiile] 4-(1-yZe) A d B E4Hs Abgakar, 2-vpzekdl
BEd thAle] 1-yEEdR g ALgete), BUF Eor FAsT

e A EY 24 Ay B 506.2 o thate] m/e = 506 o] Art.

[¢d AAlel 1-5] 8hgh= 1-8 o §A

G — e (OO
Pd(PPh3),

2M Na,COjaq.

Toluene/DME
C)-)-80n)
e —e
Pd{PPhy)s
2M Na,CO3aq.
Toluene 1-8

O_u
i&
°
_>L
w
BN
T
i
[kl
i}
=
e
=
o
_'E‘
=
=
v
i
[kl
i)
i
s
o
2
o
>
ofo
Q‘L
!
2
i
[Kl
g
=
=
!
[

FFE 1-1 o I gl
thalell 4-mlsld B E J% Abgete], FdT i os ST
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[0447]

[0448]
[0449]

[0450]
[0451]

[0452]

[0453]

[0454]

[0455]
[0456]

[0457]

[0458]

[0459]

[0460]

[0461]

SIHSd 10-2010-0029845

BOH)? s Br
Pd(PPhj),
2M Na,COj;aq.

Toluene/DME
7 -~ —
Pd(PPh3),
2M Na,C0aaq.
Toluenze : 1-9
e 1-1 9 el oA, 3-(1I-vzZe) sl d B4t diile] 4-(1-vZE) A d B E24S AFEste], sd& %

N A, AR 506.2 o tiste] m/e = 506 ©|ATH.

[ AAlel 1-7] shebe 1-13 o 44

B(OH); Br<:§:t3%ar i )
oV e (OO
Pd(PPh3)4

2M Na,COzaq.
Toluene/DME

S8Rk

Pd{PPh3)s
2M Na,C0aaq.
Toluene

1-1 o) 4ol QolA, 3-(1-hZ ) dRest gald] 4-Q-UIe)idRERS Agstel, FUT

[¢f

w2 AHES BA An B 506.2 o] tdlEe] m/e = 506 o] glth.

e
é i B(OH), Pd(PPh3)s
2M N32003aq‘
§£§—B(OH)2

Toluene/DME
Pd(PPh3),

2M Na,COzaq.
Toluene

A AREH BA An Bk 506.2 o thste] m/e = 506 o] $ltt.
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[0462]

[0463]
[0464]

[0465]
[0466]

[0467]

[0468]
[0469]

[0470]
[0471]

[0472]

[0473]
[0474]

[0475]

[0476]

SIHSd 10-2010-0029845

Br%&
j H Y Br
e e
B(OH), Pd{PPh3)s

2M NayCOsaaq.
Toluene/DME

—_——————p

Pd(PPha)s

2M Na,COzagq.

Toluene 1-18
steE 1-1 9 Aol oA, 3-(1-v=g) Al d B EA tiilel 3-(2-v=ze) sl d HEAE AFgstaL, 2zl
B2 diAlel 6-dd-2-HZ DA B 24HS AREsto], FA7 o s skt
vl ~HEY B Ay BxbeF 582.23 o tate] m/e = 582 SAt}.

—

Al Ao 1-10] 3HEE 1-21 o €A

o
o

2] 89]

somy s~ 5L e
T e (OGO
) Pd(PPh3)s

2M NayC0Oaaqg.
8'8(OH)2

Toluene/DME

Pd(PPha)s
2M NayCOaaq.
Toluene 1-21
speHE 1-1 9] el slolAl, 3-(1-vzZe) s d B &4t giilel 4-(2-v=Zd) A d B EaAS AMgstar, 2-v=zgd
HEA el 1-UZ gl 248 AMRste], sdd WhHo = 3Hdstqith.
e AHEY B Axp B 506.2 o kel m/e = 506 °]Ut}.

(343 AAd 1-11] 33E 1-61 o 34

Br 3BULITHF -BuLifTHF
PdCb(PPhyg CHZCQ Tweon

Et3N

1-61

ol2 I E97|slo A, 2-BEX-o-E=d 10.0 g (32.3 mmd), 2-(4-lEd=)V = 8.12 ¢ (35.6 mmdl),
Egjogoldl 120 mmé ¢ E&-No, PdCl,(PPhy), 0.79 g (0.65 mmol), Cul 0.25 g (1.29 mmd) & H7}8kaL, 60
T oA 4 Alzk wwkskgict. HhE-

A AT ZHFE At FEAS HUsta, &
SN0z AAgstaL, ojojA, A, x3} AdFR AA
AzA7I1a, 93 &, W& TF/F AAst, 29 3;11]-5:/_3]] o o3 AHAtA,
DAz gdl 7.8 g (58 83 %) = AU}

of= < w718kl A, 2-(4-(E s d-2-d e Ed) s )b ddll 5.00 g (11.0 mnol), TS 22ME 85 ml o] &7
g =78 T = WZA7|AL, ICl 2.13 g (13.1 muo) o HEFEZZvg 30 me o EFAE FH7lsta, -78 T oA

1 Az wulerglcy,

WS E3HEC, ol A UYER FEAS HUsta, HIFEEduor FE3I. F1dE A, E
s} A= AAgskdtt. G714e A B4R YEROZ AXRAZ|L, 97 T, S Z=F A AL,
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ZA] ZE F2etEaP 2 9] AAstY, -89 E-10-(4-(GZEA-2-A)Hd)-4-HAdAIEZ 4.6 g (5
E72% %’ch

P23 B9 stol A, 1,4-8]2(10-20=-7-ddHFEA-9-) Al 3.0 g (5.15 mml), ©< THF 60m¢ ¢ =3
g =70 T 2 WYZA7Ia, wekshEA, 1.00 M s-FEEEe] b &9 7.73 ml (7.73 mol) B A3
=70 C oA 30 &3+ wRkslich. Hhg EEol MeOH 30 m¢ & FH7bstar, ALo= ¥HEd, 1 A3
LIS A= WS &3kl b FEAS FHUteta, EFddoR FEI. T84S AL, o]ofA
23t AR AT T3S S FrE YEFOR XA, A% &, &ulE FH AlASA,

2 Al 2 ARvtEIgZo o) AAste], 3R 1-61 & 1.32 g (5% 56 %) AU},

[

0,

A AREH BA Anp Bk 456,19 o] thale] m/e = 456 ©] AT},

o — O .

— :
= PdCI5(PPhz)s, . 3 CH,CI
PACIAPPhz () () 2ty

EtzN

s-BuLi/THF

—_—

MeOH

|

sheh= 1-61 ] ol SlolA, 2-BER-o-Fud dtiilol 2-BER-p-BHldS AHEstar, 2-UTERIRE o
1

PdCly(PPh3)s. CH,ClIy

Cul

EtyN

s-BuLi/THF
MeOH (}
1-77

S 1-61 ] Aol SlolA, 2-HER-o-Buld diile] 2-BER-p-HIdS AREstaL, 2-(4-oEldad)H
2 iAol 1-(4-ol sl )zl S ARgste], sd3 o el

s AHEY BA An B}k 456,19 o] thste] m/e = 456 o] AT},

(343 AAd 1-14] 33E 1-78 o 34
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[0491]
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[0493]
[0494]

[0495]

[0496]
[0497]

[0498]

[0499]

[0500]

[0501]

[0502]
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ICI
———p

PdCly(PPh3)a, CH,Cl,
Cul
Et;N

s-BuLi/THF

B —

MeOH

shetE 161 9 Aol SloAl, 2-BRER-o-Hild dile] 2-BR2E-p-EHAldS AE3ta, 2-(4- D)
zerdl gidlel 2-(3-olEdad) g AFgsle], TUs Wyez Adsielt.
w2 AAER BA Anp B2 456.19 o thale] m/e = 456 o]t}
(34 AAd 1-15] 33E 1-91 o 34
[5}3+2] 94]
Br O—“ % ICl |
C C D PdCIy(PPh3)y, CH,Cl, g
Cuf
EtaN
WB(OW -
Pd(PPha)s O gg
2M Na»COajaq.
Toluene/DME
1-91

ol2 Byt A, 2-B 2R -p-ElHd 10.0 g (32.3 mml), oNE)LHA 3.63 g (35.6 mml), Ego|€olql 90
me ©] Z3Folol PACI,(PPhs), 0.79 g (0.65 mmol), Cul 0.25 g (1.29 mmo) & F7}star, 60 C oAl 4 A g+ xL
Ll A= g &, B85S AP s AAst, FdsteA &vlE S/ AASSIT. AFEd ¢
a, o2 FZIT. 7145 gt *i UEF F8&q0o=2 Agstar, o]ojA],

A2 AAsIAT. w5 fU1E A FEE YEFOR AXATL, A3 &, §9E
Z 2

—(Fd e Ed-4-duA 7.4 g (5 69 %) &

ol

ol2 & BY7Flo A, 2'-(FAddE ) g d-4-dllA 7.4 g (22.4 muol), USFEZZHE 140 m¢ o T3NS
-78 C 2 YA 7], ICl 4.36 g (26.9 mmol) o Y22 60 m¢ & EFNS Hylstar, -78 T oA 1

Hhg E3Ed ol A YER FE&AS HUbsta, fdEERYuer FE3GT 714 oA, 23
AAe2 AT 714 Fat FeE JEROE A=A A, o F, &g FF AAS L, E
A 28 gRatEagZe) 93 AASY, 9-225-2,10-tAdHFEDN 7.3 ¢ (5F& 71 %) S dYrt

olZ & BU|EA, 9-22=-2,10-TFdHFEA 3.00 g (6.57 mmo]) 4-(2-JZe)FdHnEA 1.79 ¢
(7.23 mml), HEHI|A(EHALEZAA)ZIE0) 0.38 g (0.33 mml), EFA 30 me, tju]EA]oEr 30 ml, 2
MERF YEFH =89 9.86 g (19.7 mmd) & H7sta, 80 T oA 10 AVL ST o o g = g E£3ES 4
274 wEslal, B8 H7Fshal, oA 1 AlzF wRksESITE. dAE g7 AFstaL, =, HEE, OWE
Alelgk, BFde] A= AAsT. dojd uA S EFd 714 }lsﬂo}ﬁ Aggt A 2449 3A2vED

°f
ool oe HAlsta, Frt2 EFAoR AP oRA, e 1-91 & 2.10 g (55 60 %) AU
w2 ~AEY A A, BARF 532.22 o dlgte] m/e = 532 At}

[3H4 AAld 1-16] 3= 1-93 9 A
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o
Q Br (}‘3 \ Icl |
— —_— > - -
O C ngIZ(PPh:;)z. O = CH3Cly
u
Et3N
S B(OH),
——————————
PA(PPhj),

2M NayCOaaq.
Toluene/DME

Ze) AR EA gale] 3-2-UZe)AdREAS Agste], FAT W

mj A EY A An BxeF 532.22 o thete] m/e = 532 ot

(& AAlel 1-17] sheh= 1-111 o] 4

Brg o
PACI,(PPh3),, CH,Cl,
Cul
EtsN
d}—@a(omz
Pd(PPh3)s
2M Na,COaaq.
Toluene/ODME
3t 1-91 o el oA, 2-BERE-p-HIHY thile 2-HEREHFEE ARESta, oy Al il 2-
(4-e o)==l s AHEste], L3 Wiez el
o ~AEY B4 Ay Bl 582.23 o Ulshe] m/e =582 ST},

[3HA Ao 1-18] 3= 1-112 o A

lﬁ

PdCIy(PPh3)z.
Cul
EtsN

j B(OH);
————————————e—p

Pd{PPh3),
2M Na,COzaq.
Toluene/DME

3etE 1-91 9 Aol dojM, 2-BER-p-EHd il 2-B 2 RAlddS AFEStar, JEldHlAl Al 2-

(3=l ¥ é-ﬂ]é)]’]'”LEL{% AREetaL, 4-(2-uzE)ad R Eat tialel] 3-(2-yZE)dd R EtE AbSete, B
3 Wk o 7 SLAIE YT,

wj 2 E" B A FAEF 582.23 o] iste] m/e = 582 SUT}.

(38 Al 1-19] 3t8h& 1-113 ¢ 34
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[0518]

[0519]
[0520]

[0521]
[0522]

[0523]

[0524]

[0525]

[0526]

[0527]

[0528]
[0529]
[0530]
[0531]
[0532]
[0533]

[0534]

[0535]

————-
PdCI»(PPh3),,
Cul
EtaN

- som,
———

Pd(PPhj)y
2M NazC0jaaq.
Toluene/DME

1-91 9 al/ﬂoﬂ
lEd ¥ d )=
Moz Hugomm.

W 2oEY BA Ay}

(¢ AAlel 1-20] 33

Pd(:lz(PF’h:Q2
Cul
EtzN

2 i B(OH);

Pd(PPh3),
2M Nay,C0aaq.
Toluene/DME

x&

FE

91 9] ¥A

RSk Ec =

W mAEY B A,

b =

w3, 47§ el

W APEEIL, 4-(2-1h2

1-
(3-ol el Do ) TS ALg3T, 4-(2-1%
o

Lo wla sHE

ZIHSd 10-2010-0029845

> c+|2<:|2

%@93

1-113

of 2-BERAAdE ARgStaL, oEldHAl vl 1-

AolA, 2-BEW-p-Edd il Al
o 4-(1-vZe)Hd B E4ks ARgste], &Y

DA B EAL Bl

WAFF 582.23 o gt m/e = 582 Sit}.

e 1-114 9 A4

“Chaoh 8%%3

1-114

AolA, 2-BrR-p-ElFd tiile] 2-HREHFHES AREstaL,
of 3-(1-u=

A B EL tial

el ojale] 1-
DALREAS Aol FY

WAFF 582,23 o dlgte] m/e =582 At}

2Ho) ZAo] ASH AX 2 24 242 ol

2] ISM-700 (Y& AAAL AlZx)

b4 A8 kY

2270 FAA m/z = 50 ~ 3000

olHEF (ff): 7h

oM AF:0mA — 2

[2A] ]

tgom, AAeE Agse] ¥ owHe Uy PAsA A¥sise, B owye of

A A et

Aol B oBlaLefell A ARE-EE ShehE

mA/E — 40 mA (10 & A

Al o] 714 W8l 3

o) 7% olate] b,
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[0539]
[0540]
[0541]

[0542]

ZIHSd 10-2010-0029845

[3}3+4] 100]

§}.61—/\] 101

e taYe®,
QQQ
QQQQQQ QQ@OQ@ QQOQOQ

l’%
1-17

[ZA]e] 1]

(F7] EL &79] Alx)

25 mm X 75 mm X 0.7 mm A IT0 ¥ A5 F2& fF7 718 (oprhs] U~ Ax) & olhx=zd dag
Tl = AL 5 B3 AAE % W & AAS 30 3 A6t A7 Fo T oA gl
52 e 714% AF T2 ZA Y 719 Eddd FFA7|aL, WA T ods gle] FAgue] e Fo W A
ol, 471 F98 A& HE5 sto] #EA 50 m o HT1 = = g4l SLHTL PR A 7Y TES
owA 753t wg, 2 AY FY FEFY W A oo, o] w Aol uHEAl 40 mn & At 2~



[0543]

[0544]

[0545]

[0546]

[0547]

[0548]

[0549]

[0550]
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E S 101, % 9% wage] BHEZA Ir(pia & 10 A% 7t NS 4% el s 3 (0
Be gAsilth, 3w, wgF (A9 W4F) oA Jvath. 1 g3 v g4 ojoln, B
A 40 m 2 ETL 2 9 gASET. 1 we AR FEFosA k@t o ¥, LiF 2 A% 794
A (&) 224 % B4 F% 1 A/min 0 WEA 0.5 m BAAGAG. o] LiF 5 Al 5 Al &
FHAYRL, B5 SFL WA 150 m GAse] 471 EL 214 FAsken

[F7] EL 2=2be] 24 e g7}

A719] AAle 1 ~ 20, HlAd 1 ~ 3 oA AFRF F7] EL 225, FAF AF 5ol &) TFAA, A7 2
=10 mA/er olAe] Sk, @ &E 3 3% w1 (7] %= 5000 cd/m) & FASH3ITH ¥, 7T
TEAN oA stk FdUdS SUoR EIsta, FUS Agoles A, BEAYUS Fio] Hole AHAfdE B
2 g}, ol Hr} A= E 1 o ekt
£ 1
AA | SAE |HY LBEB AT U 2H70T 2SAIY
SEE | (V) | (cd/A) (AI2) StAmaA

AIAIOlI1 1-1 5.4 84 8,000 A

AlA 02 -2 |52 18 8,000 A

AAG3] 1-5 |53 82 8,500 A

AAlOla ] 1-6 | 55 103 7,000 A

AAlGS | 1-8 | 5d 78 8,000 A

AAlGI6 ] 1-9 | 54 9.2 7,000 A

AMAIG7 ] 1-13 | 52 8.5 8,000 A

AAlGI8 | 1-17 | 55 | 101 7,500 A

AAlGlo | 1-18 | 53 8.0 9,000 A

AAIG1O] 1-21 | 52 75 10,000 A

AAIO11] 1-61 | 55 9.8 12,000 A

AAlG12] 1-76 | 54 95 12,000 A

AAIGI13] 1-77 | 53 94 11,000 A

AAlGI14] 1~78 | 54 93 13,000 A

AAlO18| 1-91 | 54 9.5 10,000 A

AlAIOI16] 1-83 | 55 95 11,000 A

AAIOM7] 1-111 | 56 9.6 8,000 A

AAlGl18] 1-112 | 66 9.6 9,000 A

AlAlOIG] 1-113 | 55 8.5 8,000 A

{&IAI0I20| 1-114 | 65 9.4 9,500 A

HIWo1 | CBP | 54 6.3 1,200 B

HIWo2 | 3t8tEA| 55 7.2 800 B

HIW08 |stE=8| 54 65 1100 B
olg} o], ® wie] AVEN FEAF 1 WHFe] TAERAM AEF AAld 1 ~ 20 o #7] L aAE,
Hlaef] 1 ~ 3 o w8 3= vkt 9 2 70 T 22 F5A1Y i dggdel $Fsta, ¢F g8 gustu
S 2R AL FAT 5 AU
mebA), 2ol f7] BL Ak, W Ggel ¥i, St Aol glom, WdAel $atn, F5E g
¢ 4 4

Y ol ETF

ol SdEd fEA L 7] Bl A48 ARZA, olAES ASE 7] BL A4EA o 88 & vk,
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