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-5AERY], A-SAERY), BSARERY], 2-SAHokERY], S-SAH el Y], 3-rEAbd Y], 2-Eeld ],
3-glelld], 2-wWEa E-1-d7], 2-vE¥E-3-97], 2-viEyE-4-d7], 2-ME ¥ E-5-7], 3-vEyE-1-4d
71, e E-2-97], HEYE4-d7], 3-HESE-5-dY], 2-t-RENE4-97], -(2-vdERE) v E-
=471, 2-vE-1-91E97], 4-vE-1-1=27], 2-vE-3-95d7], 4-HE-3-1=27], 2-t-F2E-1-9=27],

=
-RE-EYY), - Y3 EYY), 4R Y308 B8 E 4 A

A (1) o o] FANE olst] sk, ol FYHE e ohnh,

MzEebdy), d-zFebds), sieFebds], 6l
AzFebd7], 4-olaiEFebds), s-olauaFerdsl, 6

ol Lol o
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[0394]

[0395]

[0396]
[0397]

[0398]

[0399]

[0400]

[0401]

[0402]

[0403]

[0404]
[0405]

[0406]

[0407]

[0408]
[0409]

ZIHSd 10-2010-0044200

3 r

I Q Br
Pd(PPhy) o,

@ 2M Na2%403aq. O

Toluene

o223t FR 718t A, 2-YZE AR EA 243 ¢ (1.41 mol), 3-BE2ZEQ =Ml 400 g (1.41 ml), HEZGI=(E

Adz 2~ ZE(0) 3.27 g (28.2 mml), &5 6.4 ¢, 2 M &3 YEF 58 3.2 ¢ & #H7sta, 7
BRaNM 24 A WAHAT. W3 FE F, oldsel £ AARGE.  #18E B2 A
P vk EoE ARA F, A R AANAG.  ARES A A 29 A0k
S :

=
ol ola) AAete], 2-(3-B=

{ YBr  n-Buli { )-B(OH),

B(OiP
QQ T|(_| FI a3 QQ

ol2 X B7lstolA, 2-(3-BEEHI) UYZEA 212 g (748 mmd), &5 THF 3 ¢ o EFNS -10 T & I
/\]7]1, WERSPEA 1.6 M n-FEEEY A 9 600 mé (948 mmol) S 2 &}8HSIT). F7tR, Wb 3=
< 0 T oA 2 Az wukslsiT. WS- gals thA], -78 T 2 WZA7|aL, B EfolAZ el 450 g
(2.39 ml) & A&tsh3irt. e EFES ARoA 17 Az wdeklth. wbg EFEC G4k FEAS A
7hetaL, A2olA 1 A7 wgksgict. WS E3tEol anﬂ 3 ¢ & kst s AAST Fr
& Aststell A FF AAS ol IAE EFQoz A

7178 Bk vl o R AEA -, g
AN oA, 3-(2-Ze)wd B2t

[
[3

coren O
Pd(PPhg3)4

2M Na,COjaq.
Toluene

o
AF 126 g (& 67 %) —% A

L

A e 2-1] 2-(4-Rr2RHd)yzade] 3y

o
S

F2l 69]

o=+ —FH7] Sl A, 2-UZeEdH 22 70.0 g (407 mmol), 4-B 2R Qo =Wl 115.1 g (407 mmd), E|EZI| 2=

(BEgUdE2)He5(0) 9.40 g (8.14 mmo), EF< 1.2 ¢, 2 M & UEF =89 600 M & H7lsha,
90 C oﬂH 20 AIZF ksl ey %—ﬁ T, BRAE FF AAS A, WSS Hrkste] AEd A4S
Oiﬂr AH 3T doizl uﬂ—% OPNEAL ol”, WwrEE A} (FihbL) i ARAZ T, 2-(4-H

wHd)yze 77.2 g (58 67 %) & At

[3Hd ot 2-2] 4-(2-vze) s d B 24ke] 94

Br  n-BulLi B(OH),
G R 3
C@ B(QiPr), “
THF

olz 2 E97|slolA, 2-(4-BERHE)UYZEA 50.0 g (177 mmo), <= THF 500 m¢ & E3HS 60 C &
ZIA 713, webE A 1,56 M n-FEElEo 4k 89 136 m¢ (212 mmd) & A3}k F7 R, dbs 23
28 60 C oA, 1 AIgF awks}ict. S golo] -0 T oA, B4 EJolAZEF 99.6 g (529 mmol)
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[0410]

[0411]

[0412]
[0413]

[0414]

[0415]

[0416]

[0417]

[0418]

[0419]

[0420]
[0421]

[0422]

ZIHSd 10-2010-0044200

& Hstskit. g ERES Ao FA7|a 18 Al wykEkglt W EE dak FgaS
Arbsta, Aol 1 ARE wksiint. wkg F wkg E¢Eel EFAE HUbeta & AASH
F71°4& Fd vtadlg e AxA F, SiE AgstelA S AASH doj uAE EFde=
AARANZ o 2A, 4-(2-HZ-)FdRELL 33.6 ¢ (58 84 %) & ATt

[
[3

)

A e 3-1] 1-3-RErdd)yzgde] 3y

)
RS

b2l 71]

QB’ Br
B(OH),

Cij Pd(PPhj),

2M Na,CO3aq.

Toluene
otz He7|alo A, 1-yZeaAllHEA 200.0 g (1.163 ml), 3-EER Q=44 329.0 g (1.163 ml), HEZ}
I EYALYFE2)Z5(0) 26.9 g (23.3 mud), EFA 3.7 ¢, 2 M X YEF F8A 1.74 ¢ & H7s}
i, 7kE gHREkelA 24 A7 ugbelgith. g T8 5, oFste] S AAGT. F71dE 22
AR ik rlavgo R dxAZ $ EFAE FdetdA SR/ 1746 Ak, s At A ZH
AzvtEa g o] AASY, 1-(-ERRIAd)yZ e 250 ¢ (58 76 %) = LA

(A Fad 3-2] 3-(1-y=ZE) A d B 2&2te] §4

~B(OH)
n-BulLi O ’

B(OiPr); ¢
THF

o2& B 754, 1-(3-EERFI)Zed 200.0 g (706.3 mmol), 5 THF 2.1 ¢ ¢ EJFALS 60 C
[e]

2 WA 713, wuksla A 1.56 M n-F22 59 A &9 543 ml (847 mmd) = A s}stitt. F7t=, v
EFES 60 T oA 2 AZF ankskgit. HES &dS A, 60 T 2 WZIA7)aL, BAF Eglo]axay
398.5 g (2.119 ml) < #&lstdct. WS EFES Aoz FRA17]al 17 AIZF wukseiTh. g &
FEo Ak FEAS Hotstar, A2oA 1 AIZE kel e 5 kg E9Eo] SRS Hrbslal
& AA T 714 Fat vfavlge R A=A, &8s gdstdA S5 AASIT A
ozl IAE EFAZE AAAANZAN, 3-(1-dZe)aAldHEAL 126 ¢ (& 67 %) S At

BOH), H{ )8r

Pd(PPhg3),
2M NayCOzaq.
Toluene

ofZ & ¥97|ato A, 1-UZERIEEA 200.0 g (1.163 md), 4-HZ R Qo =wlxl 329.0 g (1.163 ml), EHEZ
F1~(EdHYdEZA)Z25(0) 26.9 g (23.3 mmd), EFA 3.7 ¢, 2 M _é} EF F8N 1.74 ¢  Hrbst
3L, 90 T oA 24 A7 kst s Ts T 0440}04 T3S AAsAT. F718E B2 AR
stal 3wl o R AXAIZ -, ERAE 3sket W 5 AlABGIT. ARES A7 A 29 2
ZutEa e o3 A, 1-4-BEEEIAD)UZG 268 ¢ (55 81 %) & AUt

(34 Fad 4-2] 4-(1-yzE)sd R 24ke) §H4
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[0423]

[0424]

[0425]

[0426]

[0427]

[0428]
[0429]

[0430]

[0431]

[0432]

[0433]

[0434]

[0435]

[0436]

ZIHSd 10-2010-0044200

Br B(OH)>

n-BuLi O
B

olE L E7EtA, 1-4-BERFI)VZEA 208.8 g (737.4 mmol), BF THF 2.1 ¢ ¢ E3FAS 60 C
2 YAA 713, wgtslEA 1.56 M n-FEalFe ik 29 567 m¢ (884.9 mml) & A 3}3FSAT). F7FE, W
S ZFES 60 T A 2 AlzF uvkaEgoh. kS g oo -60 T o|A] BAF Eglo]AZEH 416 g (2.21
ml) = 438t e E3tE S A2ddA] 17 AZF whksgit, b E3hEo @Ak 8-S Hrtsh
a1, AoA 1 AIZE Rk ke & uke E3tEo) SRS HuMea A4S AR 71
FE St vtadlgoR XA 5, &ulE st S/ AlASAT. dojzl uA= %-E.lqﬂgi 4
AN 2, A-(1-GZE)FA LR EA 126 g (58 67 %) < AT},

(34 #Fud 5-1] 9-(3-HZRIAD)AIEAN] 34

éPD/B(OH)z Q_Br % ‘ Br

1o WL
Toluene/DME
23 75k, -HFEANREA 31.4 g (141 mmol), 3-BZR QoA 40.0 g (141 mmd), HIEZI]
EHdZA3)ZEE0) 3.30 ¢ (2.83 mmol), EFN 200 m¢, CWEANE 50 ml, 2 M B YEF £8H
212 mt & H7bsta 7t BFSbellA] 4 AlZE wﬂ&o}%il:}. e FE T, kS EFEC BERAE
H7rskar, FAES TN i UEFOR AXAN T, EFAS #Agstild 57 AlAsSIY

FAE AP A 29 A=vtEagge o3& AASY, 9-(-EERIADAIGEM 34.7 ¢ (& 74 %) =
Slct.

n2

[3Hd Faid 5-2] 3-(9-FdEH D) A mEL] A4
[3}&+4] 76]

YS! n-Buli

O ~Br B(OH)

O B(OiPr)

THF

olz 3 H$17] o]— oA, 9-(3-BERIADAIEA 15.45 g (46.4 mud), &< THF 150 m¢ & EFAS 60 C =

WA 712, weksbEA], 1.55 M n-5-galFeo oA &N 359 me (55.6 mmol) Z # 3} ). Z7F2 ) Hb
& EFES 60 T oA, 2 AZF wrkelglr}. S gd8 A, -60 T 2 YZA7|aL, B4k Ejolax
23 26.2 g (139 mol) & #HsalslArt. S SRS AL o7 HLA7|3, 1 AlZF wuksla, & b
= st A s S/H AASIL, ¥ ERES FESH. 0 C = Y4712, G4k
TEAE HUbste] A4 1 AIE wEkeksiT), g -, HhS 3R fERadus Wrlsta, 44
S AASATY. F71°84S S YEFOR AN §, S5 FgstlA T/ AASAT. AL S
A7t A 28 aZutEa e o AATeZHN, -(9-HFEHD)IAIREEL 13.4 g (55 67 %) & L

o}
(34 =34 6-1] -U-BPzrdd)dFEd A

[3}&4] 77]
— yBr Br
B(OH), % g
Pd(PPhy), Cr
2M Na,COjaq.
Toluene/DME
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[0437]

[0438]

[0439]

[0440]
[0441]

[0442]

[0443]

[0444]

[0445]

[0446]

[0447]
[0448]

[0449]

[0450]

[0451]

ZIHSd 10-2010-0044200

718t A, 9-HGE[MBZAF 39.25 g (177 mud), 4-B 2R =wWAl 50.0 g (177 mmol), HEZ7]2
V_Tt )ZeHE(0) 4.10 g (3.54 mmol), EF4 400 me, 2 M 8AF YEF F8N 265 m & H7}shaL,

Atk Wg TR 5, AqdFfste] S AASH T F714E B2 A
g3stal Ak ﬂ}lﬂl o= 741%1?& F, ERAE etstld =/ AASAT. e Azt A 29 A
2ulE g e o] AA s, BRedd)EdEd 42.6 ¢ (& 72 %) = AT}

(34 #ard 6-2] 4-(9-HFEZ D) HAI 24 34

% ‘ Br n-Buli % O B(OH)Z
(] B(OiPr); @

THF

oz Byl A, 9-(4-BErHd)AFEZ 21.3 g (63.9 mmd), B THF 200 me o &3
WAA 7|3, wHkslEA], 1.56 M n-F-g22F9 A4 &4 49.2 m¢ (76.7 mmol) & A s}slSlrt.

F7r=, R
& EFES 60 T oA, 2 AZE wkEkgl g §HE oA, 60 T 2 Y¥ZAA71L, 54F Egjo]ix
23 36.1 g (192 mol) & A 3}3l3ict. g EEs Heow FRA71AL, 17 ARE aRkEgit s
T EEES 0 C 2 9AA7Ia, At 8-S HUbste] AolA 1 A ankek i L
Feoll EFde Hrbsta, 44 AAGAH. 1S A wladlEoR ARA 5 fulE 7Heke}
A 7 AASFAT. FIAe EFd, Ao r AR CRA, 4-(-HdED)ALREL 13.8 ¢

(F& 72 % & A
[¢d AAlel 1-1] 8hgh= 1-5 o §A

(2

o
S

14 79]

Brm\sr %—O—B(OH)Q

&0 Q:p—cp o
Pd(PPhs), Pd(PPhs),
(OH), 2M Na,COgzaq. 2M Na,COzaq.

Toluene/DME Toluene 1-5

23 B97)stelA, 2,6-tlHERUrE 10.0 g (35.0 muo), 3-(1-H2Ze)sd Bt 8.68 g (35.0 mmd),
Ea} l*(Ea]Jﬂ F2P)BEHE(0) 0.81 g (0.70 muol), EF< 200 me, TMIEACE 50 me, 2 M B4 YE
N 48 me & FH7FSkAL, 90 T ellA, 10 AIZE mRksEgivE. Hhe BB S AQylx] Wi, 2O

0 gk

%7}43 Q%OH/H 1 AF Rk & 5 2 FE38id. w5 f7)E 28 AYaE AAsta
3+ = =
71

nim

F4 3 YEFOE HARAAL. dejgt A 24 ARvtED
gulo] o FAst], EFdoR AHA% -ehADHYZEALS 4.20 g
(5% 29 %) I},

O_u
Z

olz2 & E97|stol A, 2-B2R-6-(3-(zgd-1-d)AH =g 4.20 g (10.3 mml), 4-(2-HZe)Hdu
AF 1.85 g (10.8 mmol), HEZZ|A(EFAdE2A)Z#5(0) 0.24 g (0.21 mml), EF<1 100 m¢, 2 M g4t o

¢

EF 78 15,4 mt & ks, 90 T oA, 10 ARE ekl WS ERES Aertx west,
S A7ietel d=dla 1 AE kel 2AE o AHex, g, ddg, dAsAeg, Rl
com ARG, Qold wAE EFA G Fahekn, Aelh A 2R AzvkEaduel ola) A
o, Fh, ERdew AARRANUOLN, AT 15 F 2.80 g (58 519 LAt
Wl 2 EY BA Ay, A 532.22 o s, n/e = 532 AT}
(3 AAlel 1-2] 345h2 129 9 §A4
[s}eh4] 80]

Br\c:
QQ{% r " OO0 W

(OH  PaPPhy, -
i R e

Toluene 1-9

sk 1-5 o el lolA, 3-(1-u=ZE)Ald B ERt gl 3-(2-yZe) s d B4t AbEsto] sdd Uy
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[0452] s AHE” BA Ax Bk 532.22 o diE, m/e = 532 ).
[0453] [ AAd 1-3] 858 1-11 9 34
[0454] [s}8h2] 81]

Br
Bf8 Q:}—CH(OH)Z

1 Br

- “BoH),  PdPPhg, PAPPh),
2M Na,COjaq. 2M Na,COsaq
Toluene/DME o

[0455] Toluene 1-11
[0456] SIRHE 1-5 o Al lojA, 3-(1-vz=d)ald B EA gl 3-(2-UZe) A d R 25HE AH88ta, 2,6-tH=R
wipzehl tidle] 1,5-0 B2 ael e Aadtel $Ad WHoR Fsr.
[0457] wjr A~ EY BA Anp Bxpek 532.22 o thal, m/e = 532 YTt
[0458] (38 AAld 1-4] 33HE 1-17 o 4
[0459] [8}sl2] 82]
YO e v O-Csom,
o™ Pd(PPhy), Pd(PPhy), CQ—Q—CQ_OO
2M Na,COsaq. g‘_l\/: Na,COgaq.
[0460] Toluene/DME oluene 117
[0461] StE 1-5 9 Aol oA, 3-(I-v=eh) s d B A gl 4-C-Uze) A d B ELS AREskar, 4-(2-422
DEHEEA dialel] 4-vFdHEAS ARt FUs WP o R sttt
[0462] e AHEY B Azl BExlEF 482.2 o di§, m/e = 482 U},
[0463] [ AAld 1-5] s}3t& 1-18 o A4
[0464] [3}3}24] 83]
B(OH), 3'8‘5' r O8©oH),
COQ Pd(PPhs), Pd(PPh3), 63_0’8@_@
2M NayCOzaq. 2M NayCOgaq.
[0465] Toluene/DME Toluene 1-18
[0466] SIRHE 1-5 o Al dojA, 3-(1-vz=d)ald B EA gl 4-2-UZe) A d R 25HE AF88ta, 2,6-tH=R
By giglel 1 4-tjR2Ruzeds AMESta 4-(2-U2E) | éi{%*& tialel] 4-uFHdHELHS AL}
o BT WP AT},
[0467] s A~ EY B Anl B 482.2 o i8], m/e = 482 YU},
[0468] (38 AAld 1-6] 3I3HE 1-21 o 34
[0469] [8}s}2] 84]
o ‘ Cg—OB(OH)z
gown 27 gO% 2
Pd(PPhs), Pd(PPha),
2M NayCOsaq. 2M Na,COgzaq.
Toluene/DME Toluene
[0470] 1-21
[0471] e 1-5 9 Aol oA, 3-(1I-v=zeh)dd B 24 giale 4-(1-yZe) A d B 248 AME8ha, 4-(2-42
DFHEEA gilel 4-(9-AdEH D) A dBEAS St TUe o R g3l
[0472] wjr ~HEY BA Anp Bxbek 582.23 o thal, m/e = 582 QUTh.
[0473] (33 AAld 1-7] 33HE 1-30 o 34
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[0474]

[0475]

[0476]

[0477]
[0478]

[0479]

[0480]

[0481]

[0482]
[0483]

[0484]

[0485]
[0486]

[0487]
[0488]

[0489]

[0490]
[0491]

[0492]
[0493]
[0494]

[0495]

ZIHSd 10-2010-0044200

8_9 (OH),
crTem, ———  cor S
B(OH -
©rbe Br Pd (PPha)s

Pd(PPhg)
I e o 130
shehe 15 o Aol lolA, 3-(I-uZE) I B Est tidlel 3-(2-uZe) A d B E4Hs ARgshal, 2,6-HE =

WU o] 14T R RIS ALE 5 4 (bR A A 6] (9l
e Al BAT PHoE PR

uj2e ~HEY B A3 B 582.23 o i3], m/e = 582 Sitt.

==

(34 AAld 1-8] 33HE 1-33 9o A4
[3

E g < >‘B(0H)z
B(OH), Br{j}ﬂ‘Br CO/C(OOBr 50 8
¢ Pd(PPh
PEPhals 2M(N32(3:)633q.

2M Na,COsag.
Toluene/DME Toluene 1-33

)
|

5124 86]

3EE 1-5 o @A AoA, -(1-v=Ze)Hd B 24 giile 4--Yze)dd 248 Abgsha, 4-(2-u 2

D F B2 dAlel 4-(9-sGEU )AL B EAS gl Tdd e At

=)

2~ ~HE"” BA Az Bxapek 582.23 o s, m/e = 582 t}.
(34 AA)d 1-9] & 1-37 o] A

ERRE

EJ/QB(OH)Z
COQB(OH)Z
' Pd(PPhs)s Pd(PPhgs

2M Na,COsaq. %M Na,COgzaq.
Toluene/DME oluene

BEE 1-5 9 Ao AAAA, -(1-U=ZE)FHd w25 thalel] 4-(2-UZE) | dH2HS Aﬁaﬂ 2,6-tjB2
Ruzed gl 1,5-tB R yIetdls Algsta 4-(2-UZE) I B EX gialel] 3-(9-HdEY DR E
RS ALl B3 o w AT

s AHEY BA An BExpEk 582.23 o tiEf, m/e = 582 it

(

1— 1-39 ./] tﬂ—/\-]

B(OH);
oo wom W
Pd PPh:
Pd(Pth 2M Nazé)aaaq

2M Na,COsaq.
Toluene/DME Toluene 139

%
o,
i
>
2
T
R
2
oty
n‘.

3etE 1-5 9 Aol oA, 3-(1-v=ZeEh)Ad B 24 gjale 4-2-UZe)dd i 2As Abgstar, 4-(2-UZ
DE LR EA thalo] 3-(9-HIEH D) HLRHENS ALEEle] £AF o w gHAls

s AHEY BA An BExpEk 582.23 o tiEf, m/e = 582 it
ek, A7) g lojA] wia 2HAER B0 S AMES A 2 S 2718 o]kl YERdT
Az 0 JSM-700 (Y& AXAF A=)

Z3 0 7k A% 8 kv
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[0496]
[0497]
[0498]
[0499]

[0500]

[0501]

[0502]

[0503]
[0504]

[0505]
[0506]
[0507]

[0508]

ZIHSd 10-2010-0044200

27 #@9A m/z = 50 ~ 3000
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