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[0402]

[0403]

[0404]

[0405]

[0406]

[0407]

[0408]

[0409]

[0410]

[0411]

[0412]

[0413]

olth,  Ald Aztemt, A 1R o, H@AsAl: 24 A7t olaolt.

AARA @A, B BAW 2 2E AFAZ T Telol= Aol BASAY, o el
gol ALGETH,  @E Hol, & Zelol= AelA 120 T oA, 1 B3 ol el
@ 5

F Fol AR AU AR O Ao, 2ueh £e AL, ;g e WL, G A=
A b - A BAL AR olgel EAE P, e

oF # 2} AAE ol e TAGE WY 5L B & AT # ol9e

Sof wpUER ols] BN vhelamshE Ak AR, o2l A%

o] Y= o

AT 5% () At B, WBE (5) o) GHET.  BEF 6) & dF 5ol AL W AT XF
st Fom, HA RelE AT Aelol Sold, FF (2) oFEH HF FAFT (3) ¢ Foel FYw
AE, §F (9) oRVH AM 255 (D) & Foel FUH Axe] AdFel ola) oi7l6, FH BYdo] o
Eogolth, WHE (5) & W AR (EE) b 1 F EE 2 F ool HAE And EyeE Aol v
A, WS (5) & B wye] f7] HPRL EAE AR TgSs Aol O% wFAAS.  w
BGE (5) © AF FANCE YHAE Hv, B Ayel RS Asael 44 o Axgel lad Axw
%91 Aol 53 vk st

R WS (5) &, ¥ Uwe] J%e EAAYA g WA e An, ARS e ok A
Audom 47] A HF Aol gloA ge ARE AL A9, AF7e HEAL e Hol AR AA
A7) Wi, FAHE AR/ BolAuE, FE Agke Ashwrh. 1 W], A% F UFAE gre
Zo] 7] A W pAe TE AGE ASAAT, AR ghow, 110 B AFelA F)Qlski= B]o] o
s wrere] WAISH] whEel, ol FEe] WEA} Was

=, HEFF (5) o9l ¥ F99F 3) %

wEkA, dgs (5) o HEAE 4 10 m o), mEEAHSHAlE 20 mm o]dolaL,

AE 200 moelstoltt,  w, B W@l 247t FF W STl F T Aol

=
g (5) o 4FAE B4 30 m o, vFEASHAIE 50 mm ©]X, B 500 nm ©]s}

o] steltt,

[6] 8% AA%

43 AAF (6) &, BFF (5) Aol WHF (5) o &5 Awel FHEF A
BARA A% AR ASSAY, P4 B AnS ASIAY s A5, 4T
Aol AF AAF 6) & AFH A4S AFF 6) Ul AH, B
v = 4% AXE (6) &, wAE (5) cmyH o%s & 4Fol AR
AXGoHA, WPF (5) WAA Axote] AR FES Tel, YA IS
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[0424]

[0425]

[0426]
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I, AR FES (1) L25EH i AAE afHeR 23S (5) WEFeR g o] v

AE ARAZ (6) & TASE Ard QTHE=
7] (HOMO, LUMO ¢] =b) 7} & A, o17] 3 +%¥

olgjgt & WAt BT AAFT AuRe, vzC-vE-s-AsedE)(EdE)dFrlE, vae-HE-

S-FudEdtE) (B dddts ) dFrE o &3 wieia AE, v=C-AE-s-FEdE)dFrE-n-5
L—Hlé—(Z—UﬂE‘—S—ﬂiwﬂE}E %‘?ﬂl% 2 63 %é Z}% o v FE, tUzHEuEd =4 5o 2HE
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A Fge madom A fads, A4 FUF (8) & FAsE ARE QFF Re ool vl
M. MEH AG Sol el Gh kel 2% Bl 429 mgdel Apdt. A4 F9F ®

* AR ES (1) 9 ARl LiF, NgF, Li0, Cs:00; 59 =3 AA% (0.1 ~ 5 m) & 4

)
dale A%, 2Ao 38 FHA7= a3 WHoltd (Appl. Phys. Lett.,70 &, 152 #Hlo]%], 1997 ; ¥
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[0442]

[0443]

[0444]

[0445]
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[0447]
[0448]
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[0450]

[0451]
[0452]

[0453]

[0454]

[0455]
[0456]

S=50dl 10-1813865

o] 34 AR 2 2y A=, Adsd weh g2 B 9] {7 AA EF 2AE AR Aol
v ougel w4 47 2 29 A0 FAelt el walde Sus) Awe g, B owdel f] A4 03
228 ARl BAH el Wk 29 4 vt

& S0, Tf7] EL tj=Edols (AN, 2004 8€20d e, EV|E A|2Q, oft}x] X&hf, Fulel 3
g7 A) ol 71A=oe] e wioR ¥ wwe] x| A W 2 AXE 4T 5 v

PADS Cﬂ

o3k AAeE tpehle] B we] walA U FAMoR MWt ©, B wye ofshe Axlde] @4
5 o] ohueh, B e 0 2Ag dushA 2 @ g2 W] AA% 4 At

Br /CL' O
O n-Bul.i N CI/LN/J\CI O
O dry THF ] dry THF @

NN

O a Nl

(=27 2)

(S2H 1)

Z2A01 (21.0 g, 67.9 mmol) & H=x BlEZSo|==2FEA (THF) (210 m) &S -78
g5 ik &9 (1.6 M, 42 m) & A3slar, 1 Az wtste] 2 Al Oé‘}iﬂ}
g, 136 mmol) ©] = THF (250 m¢) &Holl A ZA 2F AFS HehstaL, 3 A7
S ASE (300 m) o EaL, 1N kel o&) pH < 4 & 3slo], dAstuEA (100 m/é)

F715s 23t GUER &

s AALE i/ Astvgd =
ABke], F7H4 2 (12.5 g, 49 %) = AAT}. =,
s Faw sto] ST

(100 m¢) &2 2 W AAsa, smlayger A

A 1 2 4 FANESTR

| <
r . O Q ;\I#N O
N L) _ M (zanz) a

= NN
dry THF dry THF
O Y N()/LN'J\CI

(B2 3) (=271 4)
Mg =7kl S3bAl 3 (21.0 g, 65.2 mmol) ©] A3 THE (45 mt) &4& AA 3] &Fet==
1 AIZF aRksle] agjuE AleFS Ao, F3HA 2 (11.9 g, 32.0 mmo) 9] A= THF (1
At agvga Ak Helstal, 45 T oA 6 AR wukekSiTt, g gds 985
Fdgd (400 ml) o2 FE35Y ). F715S ¥3} AIJUEF FEY (100 m) o=
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3/1 ¢ A/ gz 2Ag7rAa 2 EI_EU}E

T 7MA ¥7F &, n-%

Aol (25.0

ZF agkekgick, whg 8o
o= 2 ¥ FZEI4

5, el A &

Ha s A

2010-2061915° 7] A

A3}eta, 60 T oA

20 m¢) Aol WA =
(200 m¢) o ¥, <4
2 29 MAdsta, Ak



[0457]

[0458]

[0459]
[0460]

[0461]
[0462]

[0463]

[0464]
[0465]

S=50ol 10-1813865

g R Ax 3, etsidA S =7 AlASAT. S dab/dstEd = 2/1 o HAA) SwjE
A7t 247 A2utEaIE AAste], FIHA 4 (13.4 g, 73 %) & L. T, TUA 3 e AR
MESZH 2010-2061915 ] 7|AE WHS Huz 3te] A5},

ol

(% g 89
[

= (C-1) ¢ 944)

2=

&2 48]

0 O 2
OOO O

B(OH)Q )
B

27 6) @ e ()
(E2Ra)

Pd(PPh3)s O NOAN’ O O

K3PQOsaq
PhMe/EtOH
(3eE (C—1))

ZF20A4 4 (2.00 g, 3.41 mmol) € F=x+A 5 (1.11 g, 4.47 mmol) ©], & B EH
gl (2:1, 30 ml) & FH7Vstar, F7F& Pd(PPhs), (200 mg, 0.172 mmol), &4 H
M (2.0M, 5 m) S SANE HUIE 3 JtE BFATIEA 4 A7F wEkS A

- 1__ =
¥, BREE A, BRAL Agse 2EE ANSGY. #7132 w3 dsh
3 h

) =

=
32
=
>,
fo

1=
sta, Savlavigoz Ax F, #AgstdA &uE S5 AASISI AL Fab/AgEd = 2/1 9
AN gvi2 Ayt 44 F2elEae
=4 AoE 7] vehd. w3 A
=113 € = AAsr).

2 A

_._4

o

Fol, 3hetE (C-1) (1.71 g, 67 %
A} G B (DSC #4])
= A 57N

m O
e
32
T

=

7

T, S 5

o o3, 53
A|2011/0249223. 0l 7] A€ |

flo
H
e AN

=

TH NMR:8 [ppml] 8. 99 (m, 1TH)., 8, 90—8., 80

(m,

5H) .

7. 87 (m,

8. 18 (d,

TH) . 7.

36 (m.

24H) .

2H) .
81—-7.

7. 95—~7. 91

30 (m,

5H) .

(m, 3H) .
7.

77—7.

slenae <

W
)

B(OH),
> NN (BHe) Cg NN (J
gy e OO0 )
KaPO4aq O
_ PhMe/EtOH
S2HH4) (sgt=(Cc—2))
Z70A 4 (2.60 g, 4.44 mmo) & =7A 6 (2.02 g, 5.77 mmol) o AA WEHS AT EFQ/oEE =3}
gl (2:1, 45 ml) & H7Veta, F7FE PA(PPhs), (260 mg, 0.225 mmol), FA WEES 2AAs A2374F 58
A (2.0 M, 7 ml) & EANE HRE 5, b EFRATIEA 4 AR wukS AAEHH Ao HEY
5 SFHTFE Hrleta, EFAS AFgste] &S AAEITH F715S 23} FGIUEF LYoz HA
stal, bmladger Ax F, #AdstdA &9E S/ AASAG. AALE dab/dgtmEd = 3/1 ~

7/3 ° A gz AgItA 29 FA2vEIIE AAste], 3EE (C-2) (2.59 g, 68 %) S dr).
HNR ) 574 A%E a7lol et @ A FA 4R 24 (0sC 24) o ea), SE (¢2)
FE Mol 22X 110 T 2 AAs ).
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[0468]

[0469]

[0470]

[0471]
[0472]
[0473]

[0474]

[0475]

[0476]

S=50ol 10-1813865

TH NMR:8 [ppm] 9. 02 (m, 1TH). 8. 95—8. 91
(m, TH), 8. 89—-8. 85 (m, 4H) . 8. 21 (d. 2H) .
7. 96 (t, 1TH)., 7. 90 (t, 1tH), 7. 88—7. 83 (m,
7H) . 7. 70—=7. 32 (m, 25H) .

)
S«
®
@) (%aiﬁ(gy)z @

oy &

N
N SN
Oty ™o raeem Mo

PhMe/EtOH
(S2HH 4 (=2 (C—3))
S04 4 (2.00 g, 3.41 mmd) 9 F7A 7 (1.22 g, 4.44 mmol) o & 9SS A BERd/ddEE &35t
g (2:1, 30 m) & H7Fskar, F7FE Pd(PPhs), (198 mg, 0.171 mmo), Hi WEHS AA S AL HE F&
o (2.0 M, 5 m) & EAUE HFSG F, 7k BFAZIEA 4 AIRE wekS A ST deow HEY
T, eiTE AUk, EF<lS ARt FE& AAlskeld TS 23 AJUHEF FEAoE A
stal, sAbviadlgoR Az 5, gl SvlE S AASIH. ke EA/steE = 2/1 9

& Shrlel vERdTt. TS A%
03 C 2 AAs ).

al
A gl detd 2y AsehEoeges
4

AAste] ) BHEE (C-3) (1.41 g, 53 %) % A9k, H MR ¢
F FAF G B4 (DSC #41) o 93, 3= (C-3)

'"H NMR:8 [ppm] 8, 49—-8. 44 (m, 4H) ., 8. 34

(t., TH) ., 8. 19 (d, 2H) . 7.

7. 19 (m, 28H), 7. 08~-7.
. TH) .

<& wH seE (C4) o >

84 (t, TH) ., 7. 71—
06 (m, TH). 6. 99 (t

[s}&4] 51]
Cl
N—
Cl—¢ —<N
N=(
O g dry THF dry THF O NN
O N“Cl
(=2HH8) (Z2tH9)
Mg %7Ztoll Z7+A] 8 (12.7 g, 54.5 mmol) ¢ 7% THF (170 ml) &ML A A3 3Fe == Halsla, 80 T £
d vz A 1 AIZE Rksle] U2 AlSkS AU AslxlolE (21.6 g, 117 mmd) ¢ 7AZ THF (170
me) EMe MA FAT a2 A|eFS Asletal, 50 T oA 6 Az wHkslgitt, kS S d5E
B, dsivddlor FE3). 7155 3t ASIER T80 2 ¥ MAS L, SvladgoR
Az 3, AgstelA &ulE 57 AAS AT ZALE dab/dsdEd = 4/1 ~ 3/1 9 A7 vz e
FHA 29l A2eteE s AAlsta, A WEEZ dJ8 AAHS A 1@9&1 =749 (8.98 g, 55 %) =
AATt. T, A 8 &, B3 FHAol Y FA S Aol A skt (4 Z& B2001, 3-HEEH|HY).
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[0477]

[0478]

[0479]
[0480]

[0481]

[0482]

[0483]

[0484]

[0485]
[0486]

S=50ol 10-1813865

N—-(Cl
0 O~

>

Mg (z2tx19) ! cl

O Br dry THF dry THF \ O O

(B2HH10) (SZHA1 1)
Mg ZZbell F7kAl 10 (10.1 g, 32.7 mmol) ¢ 7= THF (80 ml) NS MAM3 FFe=S FHsslal, 80 T &
o wjze A 1 AIZE awksle] 1ELEE A]‘lk% dolct. M4 9 (8.98 g, 29.7 mmol) ¢ FAZ THF (80 ml)
o] WA A g E AJS % }6} 50 C oA 4 A|zF wnkshgict. S S-S ASE
B, dgdyler FE3qlt). 1%— 23 AUER FEHoR 2 W AH A, vl adlgeR
Nz &, st gmis S/ AA 6}213} WA Aab/Gdsmgd = 3/1 ~ 2/1 ¢ A e Ay
44 2 A2etE s Axsta, oA wEL R dE A4S AATorN 14 11 (6.72 g, 46 %) &
dolct. T, EF7H4 10 & 92 FAESFTE 2010-2061915 ¢ 7AW HHS FuE ste] Attt

e
23

W 33HE (C-4) o FAd)
[s}&4] 53]

C' O (S2tH1 2)

L N L
Pd(PPhy)s N; N
KaPO4aq N
PhMe/EtOH

FR 1 1) <s>,+ar (c— 4))

Sk 11 (2.86 g, 5.77 mm) ¥} F7HA 12 (3.24 g, 7.50 mm) ol A WEHE AN EFCd/d S B9
g (2:1, 56 ml) & F7Fskar, F7FE Pd(PPhs), (333 mg, 0.288 mmol), Hi WEHS AA G AL HE F&
o (2.0 M, 9 m) & =MWE HIKEE F, 7k AFATIEA 3 ARE amke AAEgin Ao HEY
T, eRTE Ak, EFE ARt FE& AAskeld T715e 23 AJUHEF FEANoE A
star, mtadlgo s Az §, gedstelM griE S AlASHT e Gat/AsHEsl = 3/1 ~
7/3 9] AN SR ApUhd Z2d ARvEIYE AAshal, ofAEAtE/des SNoR dY A A
Alste] &= (C4) (2.14 g, 48 %) & AU, MNR ¢ =4 A7Z 517]0] e

t
ro
>
N

N

FAE A A (DSC 24D el ofal, BetE (C4) o] frE] de] 2EE 79 T = AAsgi).

TH NMR:86 [ppm] 9. 06 (m, TH), 9. 03 (m, 1H
). 8. 89 (d, 2H) ., 8, 82-~8., 78 (m, 2H) ., 7. 97—
7. 95 (m, 2H), 7. 91—=7. 83 (m, 5H) ., 7. 77-17.
36 (m, 26H) .

<& g sghE (C-5) ¢ A >
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[0487]

[0488]
[0489]

[0490]
[0491]

[0492]

[0493]
[0494]

S=50dl 10-1813865

v

LN bl A
® e
g

»
&
O (SZH 2) TS (S8E(Cc—8)) O

=74 2 (13.3 g, 35.1 mmol) 9 Z7HA 12 (36.4 g, 84.3 mmol) ©l H|Egstol=2F e (525 ml), BAMLH
£N (2.0 M, 1056 m) S £=ANE H71e &, AL HEHS AAs9 . Z22]31 Pd(PPhs), (4.06 g, 3.5

2
—~

mmol) = H7}ate], 50 C oA 5.5 A7+
HeEd, sy WA &, A 23
£ A7keta, dstilgAs Agate] F . ®
Favladlgon Az ¥, AetelelAd &g R AASAT AAg Ao 29 azeleady s
AAstar, gl davEA/MeEez A I, SFE (C-5) (15.9 g, 49 %) & LY},
HNR 9 24 A#E 7)o e, Ed Alxp FAF g 22 (DSC BA) o o8, SFE (C-5) o &
2] do] &%= 93 T & AR},

£y

i
tlo
it
>
o
32
)

i
N
BN
N
2,
o
>
>~
o
ol

"H NMR:8 [ppm] 8. 92-8, 89 (m, 6H) . 7. 98
(t, 2H) . 7. 93-=7. 87 (m, 9H) , 7. 74~7. 55 (m
21H) ., 7. 51—7. 45 (m, 6H) , 7. 42-7. 36 (m,

.

3H) .

< 2w seE (C-6) o >

o

SR C
S Ot &

&
O (%H 3) 0

®
NN S
N/*c. eaceng (] ~ LA > g

PhMe/EtOH <
(S2tHl 1 1) (gef=E(c—86))

o

Z70A) 11 (2.23 g, 4.50 mmo) T F=7HA] 13 (3.16 g, 5.00 mmol) o] EF</oekL =3 &M (2:1, 36 ml),
o]

A3z &9 (2.0 M, 5.5 m) & =AWE HR § dA HEYS AT %3 Pd(PPhy),
(0.16 g, 0.14 mwl) S F7bstar, 7} S5 A 4 ARE wRks AAEH3IH Aeow HEY I B
EES oy Bk, o AHES EFA, FFHF, 2 AAsd ol ZAell A A of el
aEar AANE Rop, AStelA FFA F, eSS Hkste]l A uAE o3 REsta, of HHES
B, oekeE Mgt RS kRl LAE ot AxA7IE Aew, e ((-6) (2.0 g, 48 %) &
AATF. HNR o %4 A%E el ehdc gk AR} FAF A A (DSC A o o3, 3+
B (C-6) 9 f8 o] 2%+ 92 T 2 AA S
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[0495]
[0496]
[0497]

[0498]

[0499]
[0500]

[0501]

[0502]

[0503]
[0504]

S=50ol 10-1813865

"TH NMR:8 [ppm] 9. 10 (t, 1TH). 9. 08 (t, 1H
). 9. 04 (t, 1TH) ., 8. 83—-8. 78 (m, 3H)., 8. 01 (
t, TH). 7. 95—7. 34 (m, 40H) .

<& g e (C-7) o A >

(FA 15 9 34)

)

Br . N_\(Cl O O
O » Cl—(;l=<N O
n-Buli Ci O

O O O dry THF dry THF /r\‘i O O

(S2A 1 4) (S2td 1 8)
T 14 (23 g, 60 mmd) 9 PR ElEFste] =2 F (THF) (100 me) £4& -75 C 744 W2 &, n-FEd
Fol 3k g (1.65 M, 37 ml) & FH3}stAdtk. -75 T oA 5 AlF Wt 3 -90 C 7HA ¥ste], dEF A
kS At AstAobE (5.0 g, 27 mmo) ¢ 7HF THF (50 m¢) &Mo] WA A% 2gF A -90 C ~
=70 C oA Hslslte], 70 T oA 2 AIZF wukslal, ThA] Ao A 12 A7 &S] T g &S dE
ol i, 1N @ikel o3 3t &, Astdgddlow FE3530Tt. 1S THTFE AAsa, kv
HgoR Ax &, st &mE FH/ AAsGI. e dsivgdoz AAgste], F3hA] 15 (8.4
g, 43 %) = Oé‘}iv} T, E7HA 14 = dE FESFE 2010-20619150) A HES FuE Sfo,

FA 10 ¥ p-RER Q=S WA o2 M AT
(B2 g 3lets (C-7) 9 A

[shet2] 57]

g g
& ) Sha®
O B(OH), Q
(, (D @26 ) e ®
X e
Aoy & Sotta S
® PIMOIEIOR st (c— 7))

W

=Z

(S2tH 1 5)

Z7HA 15 (7.5 g, 10 mml) ¢} E7A 16 (2.25 g, 11.3 mmd) o] EF</Ere =3 &M (2:1, 318 ml) &
A7bstal, Ah HEHS AASSI A 719l Pd(PPhy), (0.36 g, 0.31 mmol) A4 HEHES AT QA3
fB (20N, 13 m) & EHYE HAE 3 7 SFA7IEA 2.5 A7F wakS AAEIT. Ao

A % SHFE HUEHY, S S EEA F714e L3 AUEF &Y= A
star, Sabvladigog Ax 5, AdstdA fulE SF AASIL AALE Aegtd ZY a=2uiEa
2 ANsa, BEEdonrE AARS AAst, FFE (C-7) (4.50 g, 52 %) & AU}, T NR ¢
ARZ &7 JErdT). TS AlRF FAF dRF A (DSC B4 ol g8, gstE (C-7) o freEl Aol

=
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[0505]
[0506]
[0507]

[0508]

[0509]

[0510]

[0511]

[0512]

[0513]

[0514]

[0515]

S=50l 10-1813865
"H NMR:8 [ppm] 9. 03 (t, TH), 8. 90 (d, 4H

)., 8. 81—-8. 78 (m, 1TH)., 7. 98 (t, 2H) ., 7. 90—
7. 84 (m, 7H), 7. 78—=7. 36 (m, 28H) .

| B(OH)2 ~ J

( =2td 1 6) O

Pd(PPhg),
O " Me KaPO4aq O™ 'Me
PhMe/EtOH (=21 1 7)

4'-2 e CoAEHA = (20.6 g, 83.8 mmol, Z=i ThAlO]l T Al (B AE 10305)) I F3EA 16 (19.9 g,
101 mmoD) ol A wWEHs AAF EFd/dwE £ &4 (211, 450 m) = FH7Fskar, A7Iel, Pd(PPhy),

(1.94 g, 1.68 mmol), HA HELS AAg A43ZFE &4 (2.0 M, 106 m) & TAUE Hvhe &, 714 &
FAIZIHA 2 AI7F aRES AA ST Ao HEA & FHRTE Hst, EFAE AMESY FE55
AR 7155 23 AIJUEF FEAdoR MAS L, vtaddoR Ax §, sl A &
& FF AAsIT. FALE AT Ze gEetEadd s sk, S 17 (214 g, 94 %) & &4
ATH.

(534 18 o F4del)

[3h314 59]

Br

o~ ‘
O 1,0

CH,Cl;
O” "Me

(B2 17)

(=24 18)

Z7HA) 17 (20.0 g, 73.4 mmol), 4-B2RHAZXUEZ (28.1 g, 154 md, E7 FHHo] LA Al 1 (FFE 3=
B1426)), EfZF2ve&EEM F4E (16 m) 9 A3dgd (160 me) NS 19 A|ZF ks, s
5 S0 BFAUEF FEIS HUbste, Fokdt &, dsidER S Hrtsta, HAME 9 dyeto, F30

A 18 (2.9 g, 6 %) & A},

(¥ 29 3ekE (C-8) o e
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[0516]

[0517]
[0518]

[0519]

[0520]
[0521]

[0522]

[0523]
[0524]

[0525]

S=50ol 10-1813865

O O B(OH),

(SZtH1 9)

Pd(PPhg),
K3PO4aq
PhMe/EtOH

Z2tH 1 8)

=744 18 (618 mg, 1.00 mml) 3 =7FA 19 (685 mg, 2.50 mmol) o] B WEHS AA G EF/dEre 3
£ (2:1, 18 ml) & H7lskar, A7lol Pd(PPhy), (58 mg, 0.05 mmo), HA WEHS AAE Aa3ZF 89
(2.0 M, 3 m) & =AURE H7He F, 74 SFA7IEA 1.5 AZF aRks A e Aeow HEY
T, THFE Absta, ERAE AMEEe FES AAEGT. #715S X3 AU ER FENoR AA
i, Fhbbadlgo R Az F, gstetdA &uiE FH AlIASEIT A gt Zd A=EvEne )
2 AASte], B3 (C-8) (330 mg, 36 %) & AUt HNR ¢ =4 zg%— 7)ol vhebdith, EE
AAE AL R B4 (DSC B4 o ola, BekE (C-8) © e Aol exE 95 T 2 AFaeArt.

"H NMR:8 [ppm] 8. 86 (d, 2H) . 8. 43 (dd. 4
H) . 8. 12 (s, TH)., 7. 98~7. 95 (m, 2H) ., 7. 91
—7.85 (m, 9H) . 7. 73—7. 54 (m, 21H)., 7. 51—
7. 46 (m. 6H) . 7. 42—7. 36 (m. 3H) .

< g geE (C-9) o dAd>

(F2A 21 9 4 d)

[5}3+2] 61]
O O Br O O
H (521 8) N
oTf oTf
Cul, DMEDA
K3POy4
(824 2 0) dry Dioxane (8244 2 1)

=74 20 (11.6 g, 36.7 mmol, Aldrich A} A|ZF (9H-Carbazol-2-yl trifluoromethanesulfonate) A% F=
6%%@,%@ﬂ8(9@g,@Amm)QEV\]34(BOM)3“QX”‘ﬂ%%%é%@fi,mlﬂAo
g, 7.35 mmol), DMEDA (1.6 ml, 14.5 mmol), QUAF3Z-E (31.2 g, 147 mmd) S TAWZE H7bsta, 7 AlzF 71

%%g A 8T Nﬁﬁiaﬂgﬂii,%ﬂﬂ%@0ifﬁﬂ>Nﬂkﬁw. F1de SRTE AA
star, Sabvladigos Ax 5, AgstdA fulE SF AASI AALE Aegtd ZY a2vtE
T§~§Maﬂ,wﬂﬂ21u16g67% ) S AUt

(A 22 9

1::01'

Hd)
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S=50dl 10-1813865

[0526] [3}3H4] 62]

Q
O
15
f;f‘i
%
O

N 58 J .
@ N sl w—— B‘oig

AcOK, dry DMSO

(282 1) ( 524 2 2)

[0527]

[0528] =704 21 (11.6 g, 24.8 mmol), H]A(YUIZHECYRE) (7.54 g, 29.7 mmo) & &< DMSO (100 ml) &S 60
T dA A WEYS 2AAS 5 PACl,(dppf)CHLCl, (606 mg, 0.743 mmol), OFAEAMZH (31.2 g, 147 mmd)
< SAYR H7ksta, 100 T oA 7.5 AIZE alRkstgiT). Aoz HEd &, dsadoer FE& A
Ak, 7188 SHRTE AAstY, sAntgeR 1A &, fggstelA &uE T/ A AT Kix
AV AegtA 2y a2vEad g E AAste], FHAl 22 (6.58 g, 60 %) & AU

[0529] (F7HA) 23 9 FA)

[0530] [3}3h4] 63]

O I Br O I
Br
N 0 N
Ve YRV
o Pd(PPha)s
KaPO4aq
( 241 2 2) PhMe/EtOH E24%

[0531] S ( =2t9 2 3)

[0532] A 22 (6.58 g, 14.8 mmol) 9F 3-H2HQe=HlAl (4.39 g, 15.5 mml) o A4 HEHE HA3 EF<l/q
e E9k g (2:1, 112 m) & H7Fstar, #A7]el Pd(PPhy)y (510 mg, 0.44 mmol), HA B EHS A3 24t
3ZE 8 (2.0 M, 19 m) & TAUZ H7FS F, 71E FFAIZIHA 4 AZF wRkS AAEY. o=
HEW T, SHSFE HUMea, EFAE AMESY] FES AAENY. fU15S SRR AASt, kvt
JdlgeR Ax & gAgstdA SE TR/ AASAT. s At 29 a2vEadgd s AA s
o], Z74A 23 (6.59 g, 94 %) & Y}

[0533] (F74) 24 9 34)

[0534] [s}8t2] 64]

O Br o O O O'B'O
N N
Q O O PdCly(dppf)CH,Cly Q O O
AcOK, dry DMSO
(=2t4 2 3) (z28 2 4)

[0535]

[0536] Z7HA 23 (6.59 g, 13.9 mmd), B]A(IUYZHECRE) (3.88 g, 15.3 mml) 2] €5 DMSO (100 ml) £&HLS =
2 B EB88S 2AAE T PdCl,(dppf)CHCly (340 mg, 0.42 mml), SFHIEAMLE (6.82 g, 69.5 mml) < U=
A7¥ekal, 100 C oA 5 AlZF ksl Aoz HEd &, THTE HUbeta, dsdder =&
< AAEST. HGNNES ZELZ A4S, SnlaUgoeR Ax T, AUt £uE =2F AAFY
o} FAbE Ag7td 29 a2utEaaE JAlste], Tk 24 (3.63 g, 50 %) & AU

[0537] (F7HA) 25 9] FA)
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[0538]

[0539]
[0540]

[0541]

[0542]

[0543]
[0544]

[0545]

[0546]

[0547]
[0548]

S=50ol 10-1813865

’ Pd(PPhy)s QO &

K3POgaq
(Z2H 2 4) PhMe/EtOH (=2t 2 56)

ZZHA] 24 (3.63 g, 6.96 mmol) ¢ 4-BE2Rae=wAl (2.07 g, 7.31 mmol) o A HEHS AAI EF4/q
Ele 539 g (2:1, 54 ml) & HUFstar, A7lel PA(PPhy), (241 mg, 0.21 mml), DA MEHS AA3F 243
ZE €Y (2.0 M, 9 m) & SAUE Hrs & 71E SFA7IEA 2 Az 2s AR g
Pd(PPhy), (500 mg) & H71star, 7FE SFAIZIHA F7F2 2 AIF wHkeS AASSIT Aoz HEY
T, TFITE JUsta, EFRQS AHEEY FES AAEIT 7155 SFTF= Agdsta, abvlads
o7 Az T, PaEloA] £ujE =8 A A e AP A 2y ARvEagE AAsk, T
7HA) 25 (3.21 g, 84 %) & APt

(F3A 26 o 34)

[3}&4] 66]

Q N O O PdCly(dppf)CH,Cly N O O

AcOK, dry DMSO
(&2H25) (52H 2 6)

Z2v4 25 (3.21 g, 5.83 mmol), HA(HYFHECERE) (1.78 g, 7.00 mmo) & ©<= DMSO (50 m) &HS 2
A WEYS AAS & PACl,(dppf)CHCl, (143 mg, 0.17 mmol), OFMEAZF (2.86 g, 29.3 mml) & SAHR

WSk, 95 C olA 4 A7 mWERT.  Aeow NEdU ¥, R4S Arlen, dshidden 238
ANBGY.  §18e FRAE AGSE, FAtiEoR A% ¥, Pustld $ulE EF AR

=
FAE AggbA 28 A2vfEaddgE AAst, FIHA 26 (1.29 g, 37 %) & 4G
(F7HA) 27 9 3A)

[shet2] 67]

OOO <

J

00

cl B(OH),
NS (=2H 6)
P
CI”"N" "Ci Pd(OAc), P
PPh; CI”"N"CI
Na,COsaq (82 27)
DME

2.4 6-E8]ZF220gnd (25.0 g, 136 miol, E7 FHHo] FGAF AX (FEFE ZT @ T0417)), S04 6 (25.4
g, 72.6 mmol), DME (500 m¢), EMFIER £8&9 (2.0 M, 113 m) & £ANZE H7psk & 15 27 A4 HE
2& Axsgt. A7, Pd(0Ac), (0.49 g, 2.17 mmol), PPhy (1.14 g, 4.35 mmd) & A= HArlelar, &
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[0549]

[0550]

[0551]

[0552]

[0553]

[0554]

[0555]
[0556]

[0557]

[0558]

d wjze] 2=E HH3] 100 T 7HA 7rgEte, Wb §4E 7 AIE 7 #FSY Aeoz FEd
T, SFRTE Hubeta, deiEdAs ALgste] FEE AAESTH T84S SFF2 AAgsta, 3tvta
HFoz 71Ax &, AdstdA e S/ AASAT. LS AdEgtd 2 a2ulEaddsE A s,
Z7HA 27 (19.1 g, 58 %) & I},
(F7HA) 28 9] FA)
[3}3h2] 68]
O (Z2H 2 6)
N N
,k e Pd(OAc),
PPhy
(%a 27 Na,COsaq -
DME
704 27 (0.98 g, 2.2 mmol), =7FA 26 (1.29 g, 2.2 mml) ©] 5o Y= ZgAI0, A HEHS AN
DME (20 m¢), Pd(OAc); (24 mg, 0.11 mmol), PPhy (57 mg, 0.22 mmd), A& BWEHES A3 QQA3ZF F8&H
(2.0 M, 4 m) & AUE H7HE F, 100 T oA 6 AIF 719 S7F3F ). Aeog HEd 5 FH{HS
& HUbsta, |3 dS ALgste] FE2& AAESI. e RS2 AASA, %‘rtu}mﬂﬁzi
Az &, #AgstdA SuE S5/ AASUT. FAME AP 2y Z2etEadaE AAste, FA 2

(1.21 g, 63 %) & A},
(9 3lekE (C-9) 9 A d)
[sFet24] 69]

B(OH)2

Pd(PPhg)s
K3POg4aq
DME

(BeE(Cc—-9))

Z0A 28 (1.21 g, 1.36 mmol) 9 HALEHEEA (0.23 g, 1.9 mmd) o], A4 WEHS 2AE DME (10 o) = 3
7¥staL, 771ell Pd(PPhy), (0.15 g, 0.13 mmdl), &2 WETES AAF AA3ZF F8 20N, 2 ml) & A
= H7pgk &, 7t BRFAl 1‘?4*1 3 AIZE ks

A g S AHEst] FES AAEIT 7 i, bviavlger dx ¥ 49
stoll A &wlE S Al 16}%:} Abs AEgkAa 2 & AAske], sh3hE (C-9) (0.96 g
76 %) & AT}, HNR ¢ 54 475 3] vepdc. Tk Al AF FAF GFF A (DSC AT el
o, k= (C-9) o Fel o] e 125 T 2 AAs3irt.

oz HEA ¥, FH4E W,

H
fru
)
m
u

'TH NMR:8 [ppm] 8. 78—8. 76 (m, 2H) , 8. 41
(t. 4H) . 8. 25 (d, TH). 8. 19 (d. 1TH) . 8. 10 (
s, TH)., 7. 96—7. 92 (m, 2H) ., 7. 90—7. 80 (m,
6H) . 7. 74—7. 30 (m, 30H) .

< g geE (C-10) o o>
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[0561]
[0562]

[0563]

[0564]

[0565]
[0566]

[0567]
[0568]

S=50ol 10-1813865

[s}&4] 70]
¢ O Y o
/'}f\\/ (B2HH 2 9) /f\i\
D Trge T 0L O
PPhy
(52w 27) NaaCOsad (S233 0)
704 27 (12.0 g, 26.5 mmol), =7FA] 29 (8.07 g, 29.4 mml) 7} E°] Y& Zgizo, A4 HEHS 24
3k DME (250 ml), Pd(OAc), (198 mg, 0.88 mmol), PPhy (463 mg, 1.77 mmol), A HEZHL A SBAIEF
FEA (2.0 M, 46 m) & TAUE H7FS $, 100 T oA 6 AlZF 7FE 2R3l Aeog HEY I,
A w5eta, IS dsadoes FE5 AT F718S SFF= AAgsta, skl avsE
o2 Ax 3, AddstdA SulE S/ AASA. s AEata 29 a2vEadgd s AAske, F
ZHA 30 (8.15 g, 48 %) & I},
(¥ 2 3138 (C-10) 9 Aol
[3}3h2] 71]
B(OH), O
C]/",i'; (Z2316) O NS O
@ ) raerho ORA® )
O K3PO,aq O
(Z233 0) DME (BBE(Cc—10))
Z2v4 30 (1.5 g, 2.3 mmol), F%FA 16 (0.60 g, 3.0 mmol) ©] 59 Y= Z23d], AL BEHS A3
DME (20 m¢), Pd(OAc), (26 mg, 0.12 mmol), PPh; (61 mg, 0.23 mml), ZA HEHS A3 SGAVEF 89
(2.0 M, 4 m) & £AHE H7e 3 100 C oA 6 A7k 719 BFsk9 ). gt ALo 7 FEY T
Pd(PPhs), (0.13 g), AA HEHS AAT AA3ZHF 54 (2.0 M, 4 m) & SAUWE H7ksta, thA] 3.5
AZF 7HE BFE AA ST Aoz HEY &, dadEdoz F&5 HAAFSY 7148 =7
T2 AAsta, dAnladges Ax 3, #dstd WS SF AlAsA. A S AgsAa 29 A
ZrtE a9 E AAEe], 3H8HE (C-10) (0.82 g, 45 %) & AU}, HNR © 24 A= a9 e
A= L3 AR} FAF G B4 (DSC £49) o 93, sE (C-10) 9] #2 Ho] =% 8 T 2 AAHT)

Fite

"H NMR:8 [ppm] 8. 99 (t., TH)., 8. 76-8. 74
(m, TH), 8., 43 (dd, 4H) ., 8. 13 (s, TH), 7. 95
(t, TH), 7. 91—-7. 85 (m, 6H) . 7. 78—7. 75 (m
C3H). 7. 71—=7. 46 (m, 20H), 7. 42—=7. 37 (m,
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[0569]

[0570]
[0571]

[0572]
[0573]

[0574]

[0575]

[0576]

[0577]
[0578]

S=50ol 10-1813865

g ® g
T o

OH
c)N‘\N’ : (sB?(_ml);n : O
I
- ® PRy O~

2H3 0) PhMe/EtOH (BHRrE(c—11))

FZA4) 30 (1.0 g, 1.5 mmol), =7+A 31 (0.58 g, 2.0 mmo) ©] & Y= =g

DME (20 m¢), Pd(PPhs)s (89 mg, 0.077 mmol), AA HEHS AA3 <lx3z

2 FH7bstar, 3 ARF 7t BRE AT Aoz HEY &, dgEdon FE& HAASA.
T3S FRFE AAE, dntavgoR dx 3 sts) S E

271 72y ARetEadYE AN, e ( ( 0g31%~%ﬂmq mngléﬁaﬂ

£ 3l7]el e EE AP FAF G 24 (DSC E4]) o =

109 C = AR}

"M NMR:8 [ppml] 8. 97 (m, 1H) ., 8. 89—-8. 86
(m, TH). 8. 39 (dd, 4H) . 8. 19 (d, 2H), 8. 186
(s. 1TH) . 7. 93 (t, 1H) ., 7, 88~=7. 80 (m, 7H) .
7. 74—7. 30 (m, 26H) .

<H|aL 3}3HE (C-12) o FAdo >

Hla 8}3hE (C-12) &=, AT/ A2006/62062% 0 7/HAE HHoz A3 (5 53Ed Fol f 7o
A exE 159 T 2 7)A8 Eoh).

<HlaL 3}etE (C-13) o FA >

Q B(OH
2
_(EAH3 1) ‘*f L
O N~©/\N o Pd(PPhg),, N
K3PO4aq
PhMe/EtOH
2HH 4) (3tgt=(c—13))

Z0A) 4 (21.5 g, 36.7 mmol) ¢ =74A 31 (11.4 g, 44.0 muol) o FAAx HEHS
£ 2:1, 297 m¢) & H7}star, F7F= PA(PPhy), (1.00 g, 0.865 mmol), FA BEZS 2Ag QA3

2

a9t oy
o om0

£ (2.0 M, 50 n0) & EAWE A7 F, HE BRANEA 6 A w0 QNS Aeow
WO, FO ol AAsa, olst ARTS AsiEAd Sasel, A FQ g AN,
g A7

A s FF AAREL, 2A1E Ab/ASALA = 1 ~ 10 2 9 DA gl
H

AzvtEad S AAlske], shghe (C-13) (18.6 g, 71 %) = LUt
it T AAE FAE A 24 (DSC A o osl, shekE (C-13) of fre] de] 2xe 129 T 2 4
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[0579]
[0580]
[0581]

[0582]

[0583]
[0584]

[0585]

[0586]

[0587]
[0588]

"H NMR:8 [ppml] 8. 98 (m, 2H) .
(m. 2H) . 8. 79 (d. 2H) . 8. 18 (d. 4
t, 1H). 7. 82—7. 78 (m, 6H) ., 7. 66

4H)., 7. 56—=7. 29 (m, 16H).

<Hlal shgh= (C-

A
OO0~

Mg (s2t12) ©

®
dry THF dry THF O

(SZH 3 2)

Mg =7} (578 mg, 23.8 mmol) o F3ZHAl 32 (6.74 g, 21.8 mmol) <]

Zié}éh 30 ®3F 7t BRAIA 2EUE AS
HA 2AZE 2EuE A okS Agtsta,
L RN T v71~€
I 7hebglo A fmE = A ASALY.

S @Y Algste], 28-S o3 Ao

At

[shet4] 75]

(‘

B(OH),
(=271 6)
‘N Pd(PPh3)4
Oq4aq
PhMe/EtOH
X3 3) (382 (C— 1

N

FZHA 33 (571 mg, 0.998 mmol) } F7HA| 16 (258 mg, 1.

3 gl (2:1, 15 m) &

hin

= el
%Tcﬂ_ =

5, %7} }"r JRRCRC R
o Ax F, AsEtlA SviE SF AASAH

= (C
FAL A 24
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8. 87—8. 84
H) . 7. 86 (

—7. 60 (m,

OO

»

N
® Nl
8r

(S22t 8 3)

=74 2 (7.50 g, 19.

45 C ~ 55 T ©lA 3 A|F wukslsit,

3 ASIEF Feoow
AAE A/ ABA L =

MESFTH 2010-206191% 0] 71AE WES Fu ste] st

0 5

4))

30 mmol) ©f

=
H7}etar, Z7+2 PA(PPhy), (58.0 mg, 0.0502 mmol), A HES
S EAYE s $, 7k BFA7IE

F2e QA

A 3 AIZF AHES A A

FAE A/ AsvEd =
-14) (285 mg, 41 %) & &
(DSC #41)

A% THF (60 me) §ALS AA

#7158 FHeR AYst,

of olsf, 3kt

s=s4

10-1813865

3 #Rees
Az THF (40
R
a4

8 mmol) 2]

AA O} al,

1/100.2 A= AAgstar, ol
M4 33 (6.45 g, 57 %) &

ARt =, 3
AT EZd/oEe &
AAE AA3ZZLH
shelth oo
S as  )

3/1 ~ 3/2 ¢ AN &
Sk, HNR 9 =

& (C-14) ¢f 2 Aol



SS50ol 10-1813865

TH NMR :8 [ppm] 9. 07 (t, TH). 9. 04 (t. 1H
). 8. 89 (d, 2H) ., 8. 83—8. 79 (m, 2H) ., 7. 96—
7. 84 (m, 6H) ., 7. 77—-7. 65 (m, 14H), 7. 52—7

47 (m, 6H) , 7. 44—~7. 37 (m, 3H).

[0589]
[0590] <) 3}eE (C-15) 9 A >
[0591] [8}sh2] 76]
® B(OH); )
Q L (S22 16) Q
N NN 4
O N©)\N Cl Pd(PPhs)s O N ‘N7
KsPOg4aq O
PhMe/EtOH
(=2HHl 4) (382 (C—15))
[0592]
[0593] 204 4 (1.50 g, 2.56 mmol) ¢+ F%FAl 16 (0.66 g, 3.33 mmol) ©] dA HEHES AN EFA/ErS &3
Lol (2:1, 24 m0) & H7}star, F7}= Pd(PPhs), (150 mg, 0.128 mm), A WEHS AA T QA3LHF &8
N (2.0 M, 4 m) S £HARE HAUIE T, 1 SFA7IEA 3 A7F wEke AT Heow ¥
T EHFE Hlela, EFAE AFEsle] &S AAEIT F715S 23 FGIUEF LYoz HA
stal, Emlovgos Az &, gdstdA SE SHF AASSIT HAALE dab/Agtded = 7/3 9
AN gz AegbA 72d GEeeade)E A, SR (C-15) (1.20 g, 67 %) & AU} 0 NR
o &4 A¥E 7)o e I AR FAE A B (DSC B4 o 98, 3EE (C-15) 9o #
Ho] &= 94 T & AR
1TH NMR:8 [ppm] 9. 02 (m., 1TH)., 9. 00 (m, 1H
). 8. 92—-8. 89 (m, TH)., 8. 85 (d. 2H) . 8. 77—
8. 74 (m. 1H) . 8. 20 (d. 2H) ., 7. 90 (t. 1H). 7
86—7. 83 (m. 5H) . 7. 74—7. 72 (m. 2H) . 7. 6
8—7. 62 (m. BH). 7. 58—7. 32 (m, 13H).
[0594]
[0595] <Hln 3= (C-16) o A >
[0596] (74 35 9 A
[0597] [8}sha] 77]
N
< [
® DS
Qo O
4 (521 3 4) N7
NS S2H 3 4 1
P cN O
ClI” "N™ °Cl Pd(OAc), N
PPhy Oy O
Na,COzaq (527 35)
DME
[0598]
[0599] 2,4, 6-E8|F223gnd (4.58 g, 25.0 mmol), FIFA| 34 (17.8 g, 40.0 mmol), DME (125 ml), BHHIEHE &

_69_



[0600]

[0601]

[0602]
[0603]

[0604]
[0605]

[0606]

S=50ol 10-1813865

& (2.0 M, 70 m0) & =MHE HUARE F, 16 27 A waYs AAsIY. 71714, Pd(0Ac). (56
mg, 0.25 mmo), PPhy (196 mg, 0.75 mml) & EAWE Hrksbar, 1 AR

15 23 714 SRy
.0

PA(PPh), (50 mg) & 7L, ThAl 1 A1ZF 20 %3 WHeAIR) F, olLREA L2 e o] Eel SHZA (4.0 g)
g Frksle], E 2 A2 7k BRE ANsGT. Ao HEd ¥, §9 onE Aste], AR o
3 AR, AAHE A 4 aRvkEaeeE AAstel, B4 wAE 7.3 ¢ AUk NR 2 ¥

3

Az, ZrEsEdHd) A7 1R 9-ggk SHEolUTt (& 63 %). FIHA 35 & A7) HA, F7t
2 ol&e &S AT Fall A (3.5 g, 9.27 mm), FZHA| 34 (3.70 g, 10.2 mmd), DME (45
m), TAMYEE 89 (2.0 M, 20 m) & FTAUNE HURgE F, 50 T oA 10 B3 Ha HEHS
AR ST A7Vel, PA(0Ac), (62 mg, 0.28 mmol), PPhs (146 mg, 0.56 mmd) < =AW= H7pstar, 1 AzF

)
Rl =R S e A 34 (1.80 g) & F7beta, thAl 1 A 6k 71d
34 (0.40 g) = F7bskar, thA] 30 #3F 7t EE AASHH deow 5
1, AHEE o7 AFAske], FUA 3B E 2AAERA LA (9.33 g).

(33E (C-16) 9 3A4)

A)

TC
=

%
T, -
o3t=

Ll
>
o et

7h

13

=

1]

(g
ux ol

ol

<
T

2

J

O N O

o 6] ®
Pd(OAC),

N
e
DME O Q

(S2HH38) (stgtE(c—186))

=744 35 (3.00 g, 4.03 mmol), =7rA 16 (0.96 g, 4.84 mmol), THF (40 ml), BAUYEF F&H (2.0 M, 20
m) & SAYE H7EE 3 15 B3 A4 B EYHS AAEAY. 771, Pd(0Ac), (45 mg, 0.20 mmol),

PPh; (105 mg, 0.4 mmo) & =AMWZ Hrista, 3 Al 719 733 Aegow HEH F FHFE H
7bstar, drgd e A8ty FES A F715S *3 FIUEF FEHoz AAHs L, il
nlavgoeR Ax F, AdstilA s S5F AASSI AAE Aggbd 28 gz2utEayy s A4

ate], BHEE (C-16) (2.90 g, 83 %) & AT} HNIR ¢ =74
Ab e A (DSC #4]) o o&f, FFE (C-16) o fa o] 2% 142 T 2 ZAASIAT.

TH NMR: 8 [ppml] 8. 97 (m, TH) . 8. 75—8. 72
(m, TH) . 8. 42 (d, 4H) ., 8. 17 (d. 4H) ., 8. 10 (
s. TH). 7. 91—7. 71 (m, 13H) . 7. 65—7. 60 (m
3H) ., 7. 82—7. 37 (m, 11H), 7. 33—7. 29 (m,

4 H) .
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[0607]

[0608]
[0609]

[0610]

[0611]

[0612]

[0613]

[0614]

[0615]

[0616]

S=50dl 10-1813865

®

00

cl B(OH),

NI (32 3 6)

' .
c Nl Pd(OAc); eI Nl

PPh,
Na;COsaq (=27 3 7)
DME

2,4,6-E8]E229Zud (8.00 g, 43.6 mmol), =7+A) 36 (4.32 g 21.8 mmol, =2 FHAlo] FHA} AZE (4-41)
HEHEZAH)), DME (109 me), EMIYES =8 (2.0 M, 32 m) & SAHE H7Me 3 20 27 24 BEd
S AAISA T A7, Pd(0Ac), (245 mg, 1.09 mmol), PPhs (0.57 g, 2.18 mml) & &=AE H7 star, 3.5
AlZE e #HST. Aoz HEdH F FE HUsla, d3HEas ALEste FES
AT 7155 23 QUEF FEHo= Hlﬂ sta, SabvlavlgoR Ax F ggstlA &)
s SF AAs. IAME AEA 2 AZeEOAE HASkY, A 37 (4.8 g, 37 %) & BN
o}.
(F7H4) 38 ¢ 3A)
[2sk4] 80]

. J

NS (= £0)

b S2HA

Pd(OAS),  cIF™
O PPhy
=513 Na,C0Ojaq .
2" 3 7 23 t
( S2HH ) DME (=214 3 8)

Z70A) 37 (3.65 g, 12.1 mmol), F=3A 29 (2.77 g, 10.1 mmo), DME (61 ml), EFAIIEF F8&H (2.0 M, 15
me) & TAUE Hrrek & 30 B A HELES AAEIT. 71719, Pd(0Ac), (113 mg, 0.51 mmol),
PPh; (0.27 g, 1.01 mmd) & =AIHIZ H7ystar, 7 Az 7HE [T Aeor HEH & THITE
A7reta, Ased S AMgste] FE& AAEAT 7158 23} AV ERF 8oz Mgsta, &
Al adlEeR x5, ggstelA &WlE S/ AASH. FAbE AYA ZE A2viEgdgeE 4

AlBte], =744 38 (3.16 g, 63 %) S AL},

& . g
oo
oo, o ¢
PaOAD, NO/QN/
Na:ggiaq O O

DME (sgge(Cc—-17)

(S2H 3 8)
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[0617]

[0618]
[0619]

[0620]

[0621]

[0622]

S=50dl 10-1813865

Z=74A) 38 (3.16 g, 6.39 mml), =7A 31 (2.20 g, 7.67 mmol), DME (32 ml), ©AUEF F&H (2.0 M, 10
m) & SANE Hrre £ 30 B3 A wEYS Ax s 719, Pd(0Ac), (72 mg, 0.32 mmol),
PPh; (0.17 g, 0.64 mmd) & TAUZ H7istar, 3 Az 71E 73k} Aeog HEd 3 FRFE
A7bsta, AsHEAS ALEstY FES AAIEAT. 717448 *23} dSHERF FEdoz Mgsta, 3
AmlovlEeR Hx &, st &ulE SH AASAH. s AEata 29 a2uiEadgy s 4
Aste], BgHE (C-17) (4.1 g, 91 %) & AU HNR o =4 A9 sl derdt. =@ A%
FAL G B2 (DSC B4 o 9, s (C-17) 9 §8 Heo] &%= 108 C & AR

11

[¢]

'H NMR:8 [ppm] 8. 96 (t. 1TH) ., 8. 88—8. 86
(m{ TH) . 8. 39-8. 36 (m, 4H), 8. 19 (d, 2H) |
8. 14 (s, 1TH)Y, 7. 87 (t, TH) ., 7. 83—=7. 61 (m,
12H) . 7. 537—7. 30 (m, 13H).

A7 Al BHE SREE olske] IEEd disiA, shldl UEidlE Wil od] f7] §Aldl g3t =
AES ZA . T, FIE (C-18) &, dE FT/NESFFHE 2006-188493% ) 7MAlE WHHS Hm =2 o
=lel=s

[s}et4] 82]

0 ~C :O
Bt Bt 8 BAY
oY GO0 S
OOO
qeane
V; M 2 g
‘v* Oo*a‘
| o‘o -
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[0623]

[0624]
[0625]

[0626]

[0627]

[0628]

[0629]

[0630]

[0631]

S=50ol 10-1813865

[shst2] 83]
<
N >
S :
@* p D
(C—12) (C—13) (C—-14)

<FAld 1>

5me o AEFel e (G & 5 mg AFd Wi, AS2qdulAls Hrkste] 400 mg o & F, %
°JES AHgste] 60 T = hdete], e (G & €d3s] SajArlan, P 1.25 $7% sk 24
ZASAG.  EARY 2T, A2 °F 16 ~ 20 T 9 ofFd ol Fa AL AEH7IAA e ARE
skl AL AFE 10 vle] FolE AREste] Ferowm fRlstgin. A%s seE (D 9
F, el Aol ek 7 & 1 o Aesidt.

el
2L e o &

i

ARG 1ol glolAl BB (D) & SR (C2) ~ (1) 2 27 kel B2 4 sl AAlel 1 3} $93)
A 2ABE 2AGC], DAL HEFNIAA] S SSRGS, aAle] HEES 10 W] FHE Al
setom Selstddth,  ARE AT (C2) ~ (1) o BAF, f2) Aol Lwe} B £ 1o A2l
ek,

Al 1ol glolA geE (C-1) & Bl shek= (C-1 ) ~ (C—17) 2 b Fe A 9= HAl

of <% 7} &30 &
=9 }fé%g ixﬂé}

al Zﬂ

T, v 3gHE (C-12) & 24 T t=EuE
ﬂ%g (C-13) & 7t2n=4d7]e] 7F 2 2, & & i
b2 (1) o dolAe) A, B, C ol st X719 4737 47 dukd (2-1) ~ (2-5) & wHEEHA]

FoE Aol 750 wRbe] 7] wiite]l, - g o] W) Hyo] T}, v gt gHE (C-15) +=, 7] 4ut
oA el A, B, C o A3ste A7) d¥7) % 2] 2 whEShA] ko, mEI Exjpgko
750 wlRko] 7] wiitell, ¥ o] We] wro] T}, v 3gE (C-16) 2 7h=2nlEd 7)o 71 2
of, & el B9 o] Hr}. v 3HgHE (C-17) 2, 7] 9uky (1) o dojAe] A, B, C

gd715 3
ool W) wlo] Ht), Hlu 85HE (C-14)

Yo o (I



[0632]

[0633]

[0634]

[0635]

[0636]

[0637]

[0638]

[0639]

[0640]

S=50ol 10-1813865

@709 ARI A7) AW (1) ~ (25) & BESA wob, ¥ wEe] W9l ol W,

<Zhad 1>

AAl 1 o lolA #F3E (C-1) & 3= (C-18) o v & A o= Al 1 & sdatA 24=55 =
Agte], LATF MEE7|7A S AIHE SA AT JA ] MEE 10 vie] FHE AREEle] Hotom gl
Stk AnE SR (18) o AR, A2aEasle £, f2 "old Lxsk @A E 1ol g2l
o} , B3E (C-18) & IEid =49 ggtEol7] wdel & a9 WY wro] =AW, 1,3,5-Eolzl
=79 ’QLOHHJ WS vasty] e FarA yERd.
Z 1
szt | 2ol | xgme | DES
swg| suz (sl | 52 | ZE82 (<
% 5 of a4
A A0 1 C-1 752.90 1 113 1.25 3 &% 28 &
& AI0 2 Cc-2 855.03 1 110 1.25 3 &% >60
&L A0 3 C-3 778.94 1 103 1.25 S &% >60 &
&l Al 0]l 4 C-4 765.94 0 79 1.25 5% >60 =)
& AI 0I5 C-5 918.13 0 93 1.25 S &% >60 &
AAI0 6 C-6 918.13 V] 92 1.25 S &% >60 &
A AIO7 Cc-7 842.04 0 90 1.25 S &% >60 &
ANOS | c-8 | 917.14 0 95 | 15=% | 60
AlAlOI9 C-9 930.14 1 125 1.25 S % =
&lAlGI10 | C-10 764.95 0 85 1.25 S &% 35
AAl0I11 C-11 854.05 1 109 1.25 S &% >60
Hlwofl 1 C-12 804.94 3 159 |87 D82 UAS -
Hlwoll 2 C-13 791.94 2 129 1.25 S 2% 1g
Hl ol 3 C-14 689.84 0 73 1.25 % 1
Himol4 | C-15 | 702.84 1 TEEFTERE e
Hlmal 5 C-16 867.05 2 142 |} 2 DI UAS -
Hl WOl 6 C-17 701.85 1 108 1.256 S &% 2
o001 C-18 789.96 2 124 1.25 S &% >60 &

E1RVE & 5 g%el, B owyel ague #71 A U Syl ¥u, 1 2YB BE YR
¥e AL & 4ok E@, wad 2 o Fuel 1 & vmFomA, 1350k 24 AAe) g4
o Reg & & Ak

[$7] AA @Y 249 A2)

<A 12>
oletel £AR % 1o dehlt #71 A4 WY 248 AxsHah

el 71 (D) Aol dF - FANstE (IT0) F9% =492 70 m o FAZ HAAR A (A vpgAap A=,

23E o PAF) & T 2RI Ve At S AFEEte] 2 m o] 2Edo|ZR dfE s}
of ¥ (2) & FAa A FAT 110 719S, AW FAA F&hol o3 239 A4, 2EFol
ot A, el o3 25T A, 2Egel 3 FAY] som AR F, 4F FI IR
AxA71a A, Aol o A Al

e p A 16}4 T4 (HIT-1) o veblies oftopnl Zejv, 724 (A-1) o Yehlie 4-o]az -4 -1
%Elaﬂé EFHE|aEgERF oA ) wYolE Bl Wixiddds st AT FUT AL =X
= &4 }sau}. o] ¥ NG 3l7] Ho® FF o] 2 ZEW o 2 FAste], WA 30 m °
AT FYT 3) & FASSI
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10-1813865

s==4

x 08778

=0
X 0.3226
'ﬁ‘}@
At %
0.5

05

b

[3}8+2] 84]
(HIT—1)

[0641]
[0642]

i
A
W

olo

7o
e
_Eo
NH
Ho

<A

[0643]

2.0 EF%
0.4 TER

HIT-1

A-1

SA

[0644]
[0645]
[0646]

~
‘_.@O

[0647]

7] %, 230 T, 1 A
tel 224 (HIT-2) o dehdls

S

30 =

R IR

[0648]
[0649]
[0650]

N

el
B
2]
W

olo
)A

e
Nlo

Nd

ALaA, ol

[0651]

N

e SeY

(HIT~2)

Y5

O, 1o o

[3}3h2] 85]

[0652]
[0653]

&
I
4
ajo

0
:.mﬂo

.50
do
-

Ho

<

[0654]

&7

[0655]

HIT-2:1.0 %%

1
Ho
&

=]

[0656]

umo
n,.mﬂo
Tr

o

ZO
4o
a

Ho

O

[0657]
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[0659]
[0660]
[0661]
[0662]
[0663]
[0664]
[0665]
[0666]
[0667]
[0668]
[0669]
[0670]
[0671]

3}t

[e)

Pa 9]
2 AF A

-4

=

7} 2.0%<10

s
a

0.8 ~ 1.2 A/

(6) = IAH.

=
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7A 10 nm 9] AF A A

1

71 8t

)

AA,
™

ake] 24 (HB-1) o R

[<)

]

P29

p

L

'N

(5) el
(HB—1)

S|
A

[<)

ol HER

&

1
[3}3h2] 87]

o

°|
(6) el

)

K I P EO EA R T

I
©

=

A/x=E
O™

o]
=)
o2
A

[0672]
[0673]
[0674]
[0675]



[0676]

[0677]
[0678]

[0679]

[0680]

[0681]

[0682]

[0683]

[0684]

[0685]

[0686]

[0687]

S=50dl 10-1813865

A FY4S (8) e=2AM, WA E3EE (LiF) &
0.5 m ¢ HFAR A FE55 (7

e
o
)
o,
o
38
o
i)
dlo
(o
i
jul
i

gud BEJ o gsta, =& £ 0.7 ~ 5.3 A/Z2 454 80 m o EFEFES AU,

AZaNA, 227F B3 Foll t7] Fo 78 Sd 98 dasE 2 9] AsiA, olste] Wi
] 2~ [$)

AN 8T &

=

=

= N
=4

dgch. o

= E
= =] —_—
T, B FATE mxE JHolnt AeFe 2AREt], FAS D3RG

L
= =1
3 52 (FAFHAF AR AF 30Y-437) B EX5a, SR S8 AE AE (theld FAIAL Ax)
=] o =

o3 ol e, 2 mx2 m Alol=e] M WA HEE 2= f7] A7 W 247 QelAT. o] 2%
o H4E a7 duzed7] o v,

<ZAle 13 ~ 15>

g (5) 024, 35w (C-1) il g3tE (C-2), (C4), (C-5) & Z7 AR&gE A o]Qol& AAld 12
o B arol, f7 A WA 2AE Az, Fol 2xel 54 8] Tz gy o v
ot

<H|2Ld] 7>
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