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CRT RUE Y IHAS FE3 7] 93 Fad gaZgol2E NA f2~Z#o|(LCD, Liquid Crystal Display), =&}
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YA 1 3-EFe R4 4"- A ~uEA-1,1':4" 1"-Fo]Hd A

F

o~ e+ wone— Vsom, + o () oon

F

wao oo

A-ddnte] H2Y oA =(1.0 g, 6.03 mmol)E 1,2-Tho]HlEAIol&hE(100 nL) B HlE-&(10 mL)ol &3fA]

71 ; A7) EFE Ao 4-HERolUE(1.24 g, 6.64 mmol) F 2-FTFQE-4-HR2Rol]Z(1.36 g, 6.64

A7 e ok, 2 M BAbE 8920 mb)E ¥l 7F2A7A (degassing) sk th. A7) E3Fg- oo ZatE

ﬂEﬂli EglolHd ¥ ~%)(349 mg, 0.30 mmol) S YiL A £9)7] sloA] 1247F FoF wuks-Fsqict. A4

HhE-g e Bl FRFE HE §hES FRAIZIAL, v SR EHES o] &3te] FET
e

7] s
AT, A7 dojxl EYEe AdazvEaduz AAsie] A9
(3]

(

o

s Y 5

e (744 mg, 40%)<

1
H NMR (CDCls, 300MHz): & 7.35-7.61 (m, 4H), 7.20-7.33 (m, 5H), 6.85 (d, 2H), 3.82 (s, 3H), 3.80 (s,

H): NS m/z 308 (M).

TA 20 3-EFo -4 4"-H| (el THRAEA)-1,1":4"  1"-Flo]dld FHA]

F F

PO OOy

ol#d (500 mg, 1.62 mmol)S Te]EFZZWEH(10 mL)oll &3sA17]
aﬂﬂ,ﬂz,4@%&;ﬂ%ﬂomwﬂﬂdﬂ:zﬂdE§E£%Uﬁgg,
5. o2 F&3led 4AF F<F ¢ ik

He HAES dYee SHFE AFHSS] ‘:}. %"7] V‘] Oéoix] ﬂ@ S
ZHEH30 mL)ol] & 7|aL, Egolddolil(2 mL), N N-tlolddolm =3 2] (198 mg, 1.62 mmol

5 . ) 2 w|Elo}
Adzd FEghe]=(424 mg, 4.05 mol)E H7FE v, A20lA 3A13F Fob wRksiivk. 7] wkg-g-ofel 3}
Fo] SHFE o] WS TR 3N Fitew Sl 2-3)33i. deoR, HolgRRvder F&
shal gvle Y FFAX ¥, AHAaRviEIdv R AAste] A Ao HXSE(540 mg, 80%)

' NIR (300 MHz, CDCly): S 7.65 (d, 2H), 7.34-7.50 (m, 7H), 7.07 (d, 2H), 6.45 (m, 2H), 6.15 (m, 2H),

2.08 (s, 6H); MS m/z 416 Q).

<HAY 2> 3,5-T0| EF L 24 4"-H| X (HElZE 22U SA)-1,1":4", 1"-Hojdd 3

_13_
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[0091] WA 10 3.5t FFe 24 4 -H] A HA-1 14" 1" -E]o]¥d A
F
HscoQBr . (Ho)zBQB(OH)z . Br OCH,
F

F
o () (0 (oo

[0092]

[0093] 14-ddatdol 2y oA=(1.0 g, 6.03 mol)S 1,2-tho]WEAIS|&-2(100 ml) 2 WEHE(10 mL)ol] &3fA]
75, A7 E3gdo] 4-BERol)4(1.24 g, 6.64 mmol) T} 2,6-Tho] B FQ F-4-H 2 Hol]4(1.48 g, 6.64
mol)& A7Fet thg, 2 M BREEE 820 mL)E 93l 7F2A| A (degassing) 3HQIT. 37 £§-8-9d HetE
HEZ7] 2 (Egdo]ddE~3)(349 mg, 0.30 mmol)S 232 A2 B97] 3ol 12417 &< wukdkFalgict. 4
7] dhegolo] kel FREE sl vheS FEAVAL, Tho|ZFREWES o] f3le] T T, gwjE 79t

FHEAZCE. A7 Fojxl EdES AHAREIHIRE GAste] AN EA453HE(913 mg, 45%0) A9
=

[0094] H NWR (CDCly, 300MHz): & 7.60 (d, 2H), 7.20-7.35 (m, 6H), 7.00 (d, 2H), 3.82 (s, 3H), 3.80 (s, 3H); NS
n/z 326 ().

[0095] YA 2: 3,5-to]ZF 0 w4 4"-BlA(WElIH R ASA)-1,1":4",1"-F]o}sld A

F F
o (OO oo w0
F F
(o]
Cl
(o] F
) ZOOH
[0096] F O

[0097] 3,5-TFo] ZF Q. 24 4"-H| AW EA-1,1" 14" 1"-Eo]#H (500 mg, 1.53 mmol)S vo]EFZZWEH(10 mL)ol &3l

N7 F, 47 EFEdE 78 TE YZAAZ the, tolFZZWEH(10 mL)ol 843 Egfo|Ha2 R (1.54 g,

6.13 mmol)i A3 A7FTE. Ue REoA 208 b wRkek & Ao R Falo] 4x3F Bt o ugk

S8 vgtes 71e BFe EfolB2RB S Fsta, Jge THT doAFE F, A

15t THRTE At A7l dR ES AFENA AN §F to|FR

iUﬂEP(SO mL)Oﬂ || 21713, Edtolodol(2 ml), N,N-tho]w|&olm =32 (187 mg, 1.53 mmol) =  wElo}
AEEY SE o] =(400 mg, 3.83 mmol)E A7FSH T, A-ZolA 3AIZF S wukelth. A7) whg-8-H

Fo| SFTE Yol g RS, 3 N dAakoz AAFSH(pH 2-3)31% T, Theo R, YolEER2YEeR &

st §WlE A FEAIX $, AfaEvEadgaaz AZAste A uxe] 5A5EE(532 mg, 30%)<

A

[0098] I NIR (300 MHz, CDCls): 6 7.71 (d, 2H), 7.32 (d, 2H), 7.25 (s, 4H), 7.17 (d, 2H), 6.50 (m, 2H), 6.15

(m, 2H), 2.11 (s, 6H); MS m/z 434 ().

[0099] <A 3> 2,3-tho| EF 0 24, 4"-H| A (HE I 2AFA)-1,1" 14", 1"-E o sld &4
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[0100]

[0101]
[0102]

[0103]

[0104]

[0105]
[0106]

[0107]

[0108]

on

£=0l 10-1527163

9A 1t 2.3-tfo]EFem-4 4"-R|~uEA-1,1':4" 1"-E]ojsd A

F F

Hsco@sr + (HO)ZBQB(OH)z + Br—@OCHp,
FE F

AAI=(1.0 g, 6.03 mmol)E 1,2-T}o]w|EAIEHE-(100 mL) 2 wlEhS-(10 mL)ol| &-3lA]

7_1 . A gi}oo_ﬂfﬂ] 4-B R Ro4(1.24 g, 6.64 mmol) @ 2,3-T}o]ZFQE-4-HERol]L4(1.48 g,

o, 2 M ERREAE 820 nL)E YWl 7}2A A (degassing) st Tr. A7) 3 olo

ol FHLYEAT)(349 mg, 0.30 mmol)S Wi AA 7] oM 1247+ FoF wuteF 3}

g THRFTE Yol S TEAAL, tHo|FRE2vErS o] &5te] FE3Y &vlE
A EEA 5, AdazvEada g AAste Ao 1313 (827 mg, 42%)S AT}

il

'H MR (CDCls, 300MHz): & 7.53-7.58 (m, 3H), 7.24 (m, 4H), 7.05 (m, 1H), 6.95 (d, 2H), 3.81 (m, 6H); MS

m/z 326 (M+).

DA 2: 2.3-tfo]EF e w4 4"- N A(HEoIHR ASA)-1,1":4"  1"-F s d 4y

F F E F
o]
CIJ\’/ o) FF
CH; >_/<
o OO %
o]
(10 mL)ol &3}

E}O] RZRHI(1.54 g,
71 ANZE F]t o At
‘El'l!’

2,3-Tho] ZF 0 &4 4"-H| 2| EA-1 1" :4" 1"-Eo]#d (500 mg, 1.53 mmol)S UTlo]E
AZL & 7] £FEdS 78 T2 YAAZ thg, o222 eh(10 mL) ol 3]4] gt
6.13 mmol)& HH3] Hridct. AT oA 208 T ﬂt&fﬂ FoAeoR &
sttt 7] whg&de eSS e Ao EgfolHER B %611’6‘}
, SRR AFRET. A7]A 040111 §} e
ZEH(50 mL)ell &8iA17]aL, Efold"elyl(2 mL), N,N-tlolweo}n| -5 ol)
ad=4 EEE}OIL 400 mg, 3.83 mol)E AH7}gt vhg, A-&eA] 3AI7F B3t ﬂﬂ&fﬂ?ﬁt}. 7] Hhg
S F83dta, 3N dow *Wﬁ}(pH 2-3)33 et thgo®, E}Ol'giiuﬂ‘%gi =
i

7

' NIR (300 MHz, CDCls): & 7.71 (d, 2H), 7.50 (m, 1H), 7.21-7.35 (m, 7H), 6.48 (m, 2H), 6.15 (m, 2H),

2.10 (s, 6H); MS m/z 434 Q).

<HA 4> 2,6-T0| EF L 24 4"-H| X (HElZE 2 U SA)-1,1":4",1"-Hjdd F4
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on

£=0l 10-1527163

[0109] WA 10 2,600l FFe 24 4" -H] A FA-1, 14" 1"-E]o]¥d A
F
H3COOBr : (HO)ZBOB(OH)Z + Br OCH;
F

F
wao () (d)on
F

1,4-gd ol nay oAJ=(1.0 g, 6.03 mmol)E 1,2-T}o|HEA]EFL(100 mL) 2 wWE-2(10 mL)o] £30A]
71 %, A7) E2ELA 4-BFZRULE(1.24 g, 6.64 mmol) @ 3,5-T}o)|ZTF Qe E-4-HERol]L(1.48 g,

[0110]

[0111]

6.64 mmol)S A7}e the, 2 M e bAH F8N(20 nL)S YWl 71244 (degassing)dtFoh. A7) 390
ZetE HEDVA(EgtolddE23)(349 mg, 0.30 mmol)S 7He F, Ax E97] ol 1243 &< myt
SR A7) wgE e B FRFE Yol WS FTRATIA, To|ZRIUEE o|&dte] FE3
=, SWE A wEA7 -, APaEetEa a2 gAstke] e %24 =(788 mg, 40%)S FATt.
[0112] 'H NMR (CDCls, 300MHz): 6 7.53 (d, 2H), 7.26 (s, 4H), 7.01 (d, 2H), 6.62 (d, 2H), 3.80 (s, 6H); NS m/z
+
326 (M)
[0113] WA 20 2,6-Tho] EF 24 4"-HIA(HEIAHEEULA)-1,1":4"  1"-H A FA

R F
F F

[0114] F o}
[0115] 2,6-T}0] Z2F Q. 24 4"-H| AW EA-1,1":4",1"-8  o]#HAJ(500 mg, 1.53 mmol)S Tho]ZFZZHeh(10 nL)ol &
A F, A7) EFLAE 78 TR YA &, o229 eH(10 ml)el A3t Egfe] a2 R R H(1.54
g, 6.13 mmol)S M3 H7Fgct. $U3 2LoA 208 FoF wkgl T AL 07 HLA]7) A EASE IR
)1}

4
8 gl 44

, TR AFSIGT. A71dA Do SEES AT A URAIZ F, folER
ZHEH50 mL)ol &aA7]aL, Egtolddo}lil(2 mL), N, N-trolddoln =3 2] (187 mg, 1.53 mmol) 2 wE}o}
929 2280 =(400 mg, 3.83 mol)E H7et ths, ALdA 3A3F Tk aRksgiTh. A7) RES-ge] 7
Fo] THFE Yo S F88ka, 3N date® 2Hd3(pH 2-3)3k3ith. o R, TSR RMgeR &
star &miE Y sFAX F, AHARvEIRY R AAste] A4 Ao HA33E(566 mg, 85%)S
dAk
[0116] 1H NMR (300 MHz, CDCly): & 7.70 (d, 2H), 7.24-7.30 (m, 6H), 7.17 (d, 2H), 6.51 (m, 2H), 6.15 (m, 2H),

2.10 (s, 6H); MS m/z 434 ().

[0117] AP 1> & 24 e TP vz FFEY s2E qAF| &34 HUt
[0118] ool EAv7h BQlE SR Mz 3EES] S2E A SIS Hrkeh] fste] v 22 A



[0119]

[0120]

[0121]

[0122]

[0123]

[0124]

S 3.
TFARoR, A2 &HAHES HIIE7] s 4] AAd 1 LHXI NN Az FIA Wz FgE 7+
& E A (MLC-6608, MerckAb)ell 4o mwatat & A2o)x 1A ot whx|gh
FAoh, meh, A2oA FalHS HUEsHr] 8 7] AAd 1 WA 404 Az T
e

Z

472y 0.5 FF9E 2 vigg NG OLC-6608, MerckAb)ol 4o] mukdl 3 -30 ColA 3Y¢ FoF W

< WstE §etoz dASUT. A AAld 1 WA 49 F3d WEz2A 33EY] S2E dHvte] 83 oFE
Zgsle] = 19 veRfar, Sotew #Ese] wj$ & 58 HA-(0), Uz 7EA HS F-(0) E =54

B Aoz FAste] a17] 5 19 YeERAUT

T 12 AA 1 UA 49 FEA vz SES 74 gy s2E AAQ MLC-6608(MerckAl) ol &A1
F #Yg3 ojm| Aot}
X1
T AL A&
A 1 © ©
Ao 2 0 0
A 3 © ©
AN 4 © ©

A7) E 1R % 10 e vel go], B wge] mE BA77b m9E FEA A S3Ee e % -30
CoAA B2E golA] galgel AASA Ssihs A2 @ 5 Atk Adel 28] FH WA FFEE
CE AAde FEA R SEENs §algel wok, okrtel A Jbeku e AAldel T84 b
A GBI} AR g et

ol
2 &8t AHeE 5 sl
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