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S, & Alole] Hwlo] Hojx, W g8 - 5 WY #HAA wu v i),
Yoyt s, B o] #EE {7 AA @ e dde] {7 AA @F AxEA A E FHa, E
71 AA LG AT ool Fgo R wjXE FAo HEIE Ha E %
X Aol A g3l Hr).
T, A7 Aest 7 Fde, E 2y adE @A AslekA Rv 3, A7) oL Aol sHREo o
= "o},

<f+7] EL "HxZeo] 5 #7] EL =7>

wowe) §7] BL OaFdel % f7] BL 29 7] A% B owgel 7] A %Y 248 Foishs Aol
o ®owme f7] B baEeel @ f7] B 9ol PAolut P geds 5uWs ARe g, ¥
wele) 7] QA WY 2AE Sl B Pl weh 2y S Ak

[e)

T
£ E°l, "#7] EL ga&dels (2&AF, 20049 849 209 2, 7|E% Al=Q, ofthx] 8o, F-elE} 3
71 A) ol 1A = el o8, 2 EWel 771 EL "daEde] 2 #7] BL 23S 44T o

ofsh, AN vhehlol ¥ @el tal g FAMoR MRt w, B owge olshe] Axde #4
Hi o] ohun, ¥ wHe 1 948 d9sA g @ doZ ugs] AN + Y

(g% 1 o 4]

(BHEE 19 )
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[0539]

[0540]
[0541]

[0542]

[0543]

[0544]

[0545]
[0546]

[0547]

[0548]

[0549]

[0550]
[0551]

[0552]

ZIHSd 10-2018-0128094

! N Q nBuli B(OMe); Hcl (HO)2B N

C

HA=JES 3ar 21

500 me 4 7+ ZEhsde] Y98 3FHE (15.0 g, 37 mud) & F7bskar, 30 ¥ Aa A @AAC Rl
4 THF 200 me & H7FRE 5, £4& -80 T 74+ WAA3H. o] oA A BEE FolshuAM n-Buli
Sk &N (1.65 M, 24.0 mt) & 30 ol AA Hststiar, 4 AIRE WEAIZTH EgulEA R (11.8 g,
112 mmol) & 10 ol AAH Aspek 5, 2 A1 WA

Hhg gls ALA] FRAA, 30 B wFAFTH Bk g-ofel 1 N HCl =885 200 m¢ H7betar, 37}
=30 & wNkART Rhg gool opAlEAtel™ 500 mb & FH7bshal, HAEE fUlsoR FEI F, &
Ve AR st les e Ax THEAAT

& A7l
dolxl & uAS Ao n dE AAste], sehe 1 (15.2¢) & 9

Y (HO)23\©,§
N
Br’©/ OBr Pd(PPh;),, toluene :\‘/‘ OB'

ethanol, 2M Na,CO; aq.

(Bgt= 2 9 ¢4)

A B718tN A n-7tEvEE Y B 24 (13,1 g, 45.9 mmdl), ¥]A=(4- Hi“iﬂ‘é)"]—“ (15.0 g, 45.9 mmal)
of E5d (204 ml), 2 M-EAIUEF F8&H (102 m) 2 Oﬂ‘%% (102 me) & H7bsta, 10 w3 AAE T34
A G715 A

g5 HEHVIA(EGALEAT)ZEE (0) (297 mg, 257 m) & FH7Fsha, FFA7IHA 3 AZF kAl
o}, e T8 %, Bk 898 B Ba, EFdeR FE38l). 7155 AATZE Agsta, it
uavFEoR Ax F, A4S Asdstel 7 A A ARES A7 2 ZH g_iu]-E:/_EHJJOH o] )
AAste, 3= 2 (13.4 g) & AU o] s}3tEo] AT FAF 488(M ) ol

(33 3 9 )
[3}eh4] 46]

H
N
Br
Pd(PPhy),, toluene
ethanol, 2M N8,CO, aq. %/O
SEE2

SigtE3

500 mb 4 + ZF 2Tl 3ggE 2 (3.5 g, 7.1 mmol), 3FE 1 (5.2 g, 14.3 m, 2 MR), EF< 122 ml, ol&k
< 88 ml, ¥ BRIYEF 58N 62 m & H7ISEAL, 60 T oA 1 AlZE A WEHSSA

Hhg gofo] HESGVA(EdAdEz2A)2dE (0) (580 mg, 7 ml%) & H7bskar, 3 ARF gFAIZlTH s
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[0553]

[0554]

[0555]
[0556]

[0557]

[0558]

[0559]

[0560]

[0561]
[0562]

[0563]

[0564]

[0565]

ZIHSd 10-2018-0128094

S T8 F, 0g £98 Eof a1, EFdor FE3SU). F715S AAFZ AR, avladge
2 1% 5 A5 #Ygstl S/ AASAG. ARES Ayt A 2y azetEad e o) AA S,
3EE 3 (5.11 g) & I},

I
© a(on-l)2
Pd(PPhj),, toluene O

Br  ethanol, 2M Na,CO; aq.
Br
siers 4

Az B8kl 3-ndd R EA (18.3 g, 92.5 mmol), 4-RQEBERHlAl (24.9 g, 87.9 mml) ° EF<
(176 me), 2 M-SR} EE 89 (88 ml), 2 olehe (88 ml) & FH7}8har
AABHA T

EFE HEHY2(Edudzag)ZebE (0) (1.5 g, 1.29 mo) & A7V, 3HFAZIWEA 3 A7F mykA
At WS EE F ukS g8 Zo| 23 ERqoR 3%,
G12S AASE AAsta, s A% & A2 geradl 25 AASAY. AFES A
gt A 78 gzutEagyd] o8 BAste], ST 4 (22.6 g) = AU} o] A A EMZHE 308(M)
ol g}
(= 1 9 &4)
[8}812] 48]

H

N.

ﬁ\aﬁw sigr=4
3tgt =3
St 2l

300 M 4 7 Z82~30 3E 3 (5.11 g, 7.0 mmol), 3= 4 (2.82 g, 2.5 mmdl), NaOtBu (1.35 g, 8.8 mmol,
2MR), ¥ EF4 100 ml S F74skaL, 30 B A W ELSTE (84 A).

g, Efa(rudedopE) R EERe s AE (181 mg) o EF & (5 m) o Ef-t-FEEX
A (284 mg) & H7bskar, 65 C 74HA 7}&4;@ (&< B). Az 71F FolAd &8 A o &4 B S H7et
i, 4 ARE 7M. SR WS AIZTH F715S AAFE AAst, Fntavgos Hx &, 8AE HYst
o SH AAAT. AFES Ae7 A 29 azvEady), $3k AAd o3 AAste, E I

(2.1 g) & 43t

Aol 3t SHE Z4>

A7) [3ee T 9 4] oA @49 sk 1 3, s 72 es yehle Hal 8gte X-A % X-B 9] n-
Aol g s Akl 2 AdE F 1o HER
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5

=

=

H

e
[=)

x 0.6778
x 0.3226

W
&9

P Aol vpehie 729

aY,

°©

—Ar

0.5
2 A5RA,

3Z
=

L

L

fori

0.5

A

Ar

P-1
52 3499

© 66000,

T_

:

°8

25 (MwB)

[2Hsk4] 50]
[2s}4) 51]
Al 8

A=}

RL

[0579]
[0580]
[0581]
[0582]
[0583]

No

Ho

o] ZAES 23y FAS 1500 rpm, 2=y A A7F 30 %,

[0584]

7} LA 7] AL

=

=

aA 7rgsto 2, nEz 3FE P-2

Fal, 230 T oAl 1 Al

g s

(3) 7l
Ao ZA,

—~
o

(P—2)

[3}s}4) 52]

[0585]
[0586]
[0587]

all
n_mo

N

A4

No

Ho

13k 30 %,

A

1500 rpm, =¥ 3]

o~
T

1ol

Y 53

7

Eal

o] £HEE

[0588]

ki

o]
=

pis

} (0.1 M), 130 C ol 1 A7 71dsto g, AZAA, 957 50 m 9
— 45 —
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FaL,

S
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=
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[0589] [3}&4] 53]
(J
[
o X Q
OO
setECH

=}

=
[0590]
[0591] [3}8}2] 54]
() {
ST
@ Y
SIEE 1
[0592]
[0593] [3}8}+] 55]
[0594]
[0595] A7IA, HFF (5) 7HAE HFAS 7HE IT 2 FA UE &7, A e F=E7F 1.3 X 10 Pa
NSk B WA WG F, 1ol ERRE S (2 2 0F AWl S8 WS (5) ol 43w, 3
2 AAE (6) & AU, FH SHEE 14 ~ 1.5 A/29] WA Aolsta, BEAE 10 m 2 S
4
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[0596]

[0597]
[0598]

[0599]

[0600]
[0601]

[0602]

[0603]

[0604]

[0605]

[0606]

[0607]

StetEc2

A%AA, 716l Hehls 25vEe] s-etol=mAAED 32 (B1-D) & 7

SIHS3 10-2018-0128094

ate] A3 AAT (6) Aol =

- - S _ - - - -4 - —
zZhg AAsta, HAz 55 (7) & 9GSl ZHAAN9 AFEE 1.3 X 10 Pa, T2 &5 1.6 ~

[3}3h2] 57]

o71M, AR #ET (1) 7AA e SFHS AN 245 F W
2 o,

= Ry
& vheZEA 2 m B9 ~EdelT P AE vhaaE G

Pjol Mol ZH Ao A,
A
=

2 == 3
(2) 9] IT0 2=Egfo]Zol= A EE 2x}F

WA 7) 3, A o] AFETF 2.3 X 10 Pa o]d7F 2 wzhx] wj7]= AN AT}

AR F=JF (8) 224, WA E3gF (LiF) & T2 £% 0.1 A/Z, 0.5 m 9 4FAZ A= 535 (7)

Aol BeHEl HEZ AlSsle] BEASAT. ZHAe] AFEE 2.6 X 10 Pa AT},

theow &2 (9) ozA ARNEFES Edaid Zuvu WEH o stdati, ZE £% 1.0 ~ 4.9 A/E

o] W9l A Aojate], wEA 80 mm o LFHFEZS PAT ZRA e ABEE= 2.6 X 10 Pa Qr}
ojgel 2 Fo| FAANY J# LEE Aoz FAFIT

AL&HA, 227F B Fo] ty] 29 F5 So] o3 daE= AL WSy 98, olste] sAE Wy

WE A2 A e

A FRH uba Fo A, 23 m X 23 m Alo]=9] fald 9FFe] oF 1m o Tog FARA A (R

= A Z9 30Y-437) & E=XFFaL, FAUHo 7 AY AE (tholYAl Ax) & AR5 o] 9ol &=

Yo Fud 7|we, 29 wo| AxA AES} Y EE FEaa). O %, AN FA BxR

CE

gt #po)gS FAste], FAE A
s}

ol Az} 7ol Fed, 2 mm X 2 mm AFo]=e] dh WA RES 7t o] A ubsg
ko]l W EAL 1000 cd/m' A1Y -5 ko] 7.9 V

TE Ak (V) 1 9.4V A

[
b
N
"
°
2
2

of AnEIE, B wwel 57 AA WY 2xpe A HEA AL ¢ 5 9k
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[0608]
[0609]

[0610]

[0611]
[0612]

[0613]

[0614]

[0615]

[0616]
[0617]

[0618]

[0619]

[0620]

[0621]
[0622]

[0623]

[0624]

SIHS351 10-2018-0128094
[ehghe 1T o 9+4]
(BFet= 5 ¢ §49)
[shet2] 58]

B(OH
! (OMhe Pd(PPhy), BT
B’O *+ OO Tol EOH
N
300 s
Ak Boate] A 1-UTEREA (20.0 g, 116.3 mol), 3-2 Q=B =muEA (36.2 g, 128 mmol) o =%
=] =) El

(174 m0), 2 N-ERRMUES 898 (181 ml), 2 ogks (88 ml) & H7ista, 10 #3F A4E F34A1A €7
A A3

i TRreC

E3Ed HEHVA(EHAdEzMIgE (0) (1.34 g & #HUlska, FFAZIWEA 6 Az wWRkAZ
g F8 3, dkS g8 Eo B, EFdow FEIY 715 AATE AAsta, kvl
o2 Ax F, EAE skl S/ AASSG T AFES At 2 23 a=zvtEadyle] os AHAlst
o, 3HE 5 (26.7 g & AT
(3= 6 o §4)
[3}3h2] 59]
n-BuLi
o)
Br O B(OMe); 102

o -

see 5 Stet=26
A Bo7|sld A s3HE 5 (27.2 g, 96 mmol) o 4 THF 353.7 ml :;1 H7yetal, 10 3k A4S SHAA &
715 AAlsta &g =75 T 74 BAAD F, 1.6 M n-F2EFATF & 72.0 it B AHF}3SAct

=75 C oA 1 AIRE kAl 5, EEEAIEE (31.9 g, 307 mmol) & Aselq).

=75 T oA 2 AZF WAl & AL7A] F A H T Lollo] 1 N A &4 177 m & H7tsta, 30 &
A T} Sl ofAEAE 101 m & MHrbstal, f715S AATE AAS L, IiulavsEez A
Z ¥, A5 gtk 57 AAsGY 3132 6 (29.8 g) & LT}

(HO)RB—_ ) ~ e el )
OQ Pd(PPhy), Tol E1OH OO

o = Na,COjzaq
o

A B350l 3E 6 (29.8 g, 120 mmol), 4-Q0EBHZEWA (40.78 g, 144 mml) o E< (631.7
m), 2 M-EMFEF $£89 (327.8 m0), 2 oeL (315.7 md) & FAUFsta, 10 E7F A4S EFQAA g2
A A S T}
23R HEHVA(EADEAM)ZEE (0) (2.01 g) & #Hutsta, BFA7IHA 6 A7 mykA AL
e Fg 5 oukg folS Zo Fa, EFdor &3 T
7158 AAFE AR, SAmtadges Ax 3 &A42 gdetdl =7 AASAT. AFES Ay
7} A 29 mguEadggd o) AAste], TS 7 (27.32 g) S IATh



[0625]

[0626]

[0627]
[0628]

[0629]

[0630]

[0631]

[0632]
[0633]

[0634]

[0635]

ZIHSd 10-2018-0128094

(852 8 o §4)
[sh514 61]

(mme@ HN—_ )—Br HZN

N
Pd(PPh3)s Tol EtOH N

O N32C03aq O
st2g

A BE7sto A n-7tEnEH e d B EA (28.04 g, 98 mmol), 4-BEFopd& (16.00 g, 93 mml) o] EF
(558.4 ml), 2 M-EMMYESR 89 (278.7 ml), D oErE (279.5 ml) & H7bsla, 10 B3k A4S E3AA
2715 skt

d=oll HEpIA(EdUAdEa)deE (0) (2.15 g) & FH7betar, BFRAZIEA 6 AP wwkA AT

=3
[e) = S o [e) = == =]
S 8§, 1S §d8 B B3, EFdoes FE3ISl).

FN5E AAFE AARsa, vtadser Ax
7} A 28 gzutEagyd os] AAste], 3eE

[3}&4] 62]

T, SAE gdstdl S/ AASAT. FHES A
8 (27.37 g) & 4},

P
°g
HZN\C\O/ + (Q
R HN
(
.
sates 32 7 =9

200 mb 4 + STk 5}% 8 (5.0 g, 615.0 mmol), 3= 7 (4.8 g, 13.5 mmol), NaOtBu (4.88 g, 50 m
w), 9 EFA 100 ot T A7FeiL, 30 ¥ A2 w2} (£ A).

o, Eﬂf%ﬂﬂﬂﬂﬂﬁmﬁoﬂﬂﬂg% 2XE AE (77 mg) © EF4d &9 (6 m) o E-t-FEx=3
121 mg) & #H7tstar, 65 C 714 7FeA AT ({4 B).

~

4% 715 39 gA Ao oAb &
o, Fantllgon Az ¥, %ﬂg
9 (6.49) &

EE AOH gAstel, sHekE 9 (6.

B 412 AR A
B A97 A 2y AzriEoy
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[0636]

[0637]
[0638]

[0639]

[0640]

[0641]

[0642]
[0643]

[0644]

[0645]

ZIHSd 10-2018-0128094

stet= 4 Stet= 9 get=1 1

200 me 4 7+ Eek~A] sEE 9 (3.8 g, 6.2 mwo), BFHE 4 (2.3 g, 7.4 mmol), NaOtBu (2.0 g, 21 mml), 2
7 76 m & Hrkeba, 30 ¥ Ak MBI (£ A).

9, Ega(tudydopS) eI e 2 X = (32 mg) o 574 & (6 m)

[S2ha EE]_ _“?‘%Jﬁ_—}—\j“_
(50 mg) & Z7kska, 65 C 7kA 7FAIATH (&9 B). A4 715 Tl &4 A ol &9 B & ks,
4 AZF 7k EE WEEAIFE 7152 A2 Adsta, Sivadlges Ax §, 8AE At
=i AAsSIT e Ayt A ZE ARvEIddel ofs) gAlste], e I (4.4 g) =
AU

(832 1T o 34
[3}eh2] 64]

100 m¢ 4 F+ Zek~To] 3HgHE
=

9 (0.65 g, 1.1 mmol), 4-E2XH]HY (0.36 g, 1.3 mmol), NaOtBu (0.35 g,
3.6 mm), ¥ EF4 30 m & H7

Fetal, 30 & i MERsdtt (8 A).

A, Efa(gude io}/‘ﬂi)ﬂé’ﬂ‘r%%ii&% 22 (5.5 mg) 9 EF¢l &9 (5 m) o E-t-FEI~
(8.6 mg) & #H7lslaL, 65 C 74A VA AT (£ B). A 71% FolA &4 Aol &4 B & IS
4 N e 35 H&%Miﬁt}. F715S AATE AAgsta, vl ez Ax F, &A4E gt
=7 AAsIT. ARES A7t A 2 aEetEadgy, S8 AA FAd o8] AAste, 3HE
(0.44 g) At

[s}3t= X-C o] 4]

H = K E
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[0646]

[0647]
[0648]

[0649]

[0650]

[0651]

[0652]

[0653]

[0654]

[0655]

[0656]

ZIHSd 10-2018-0128094

o

SEE 9 GBE2X-C

300 m 4 7 ek~ 3EE 9 (0.43 g, 0.70 mmol), 4-EEZREHY (0.26 g, 0.84 mmol), NaOtBu (0.23 g,
2.4 mm), ¥ E5F< 10 m & H7FslaL, 30 & A& HEHS T (£ A).

a7, Ega(A o E) IR FER2EE 42 (3.6 ) o E5el £ (5 n) o] Edl-t-FEEs
W (5.7 me) & FASL, 65 T AA ALAAT (£ B). Ak JF FolA &9 A o] £ B Z Wl
T4 A A BF MSARY. 7132 gASE Aden, Pnadges Ax ¥, 24 g
A =5 A7 JAFES A7t A 2w AamviEadgy, 53 A4 Ao o8 AAste], R
X-C (0.13 g) & <%},

(e 2)

w1 o YeplE 7] 27

g 259 AR, 2egol dF FAl, el oF 25T
B
=

202 AxA7|, viAwo gz M 9FE AL AA

SHalet.

of 2 71 (1) Aol s - 54 Absk= (110) 798 =d9& 70 m 934 A (23 HgdE, AE A

g 15 Q) & BAH TEALTYY VEo] o8 2 m Fo ~EFo|ZR sEYsle] FF (2) & FAA

o

d=(2) = AR VIR (D) &, AW FAA L&Al A7 253 AA, ool o pAl, el o9

253 AR, 2EFl AT FA £ME AF F, 4 BRSE dxATa, epAes A9l o AA

& AAlsksith

e TS e EoM Ams AAld 1 el AR 2A=S AReslth o] 2= 29y 3
5% 23 sEYA o8 g (

x 0.6778

aY
& ) x 0.3226

—Ar =

I
Ar ‘
0.5

_51_
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[shet2] 67]
A& (MwB)
ZASFA.

=]

RLN

[0657]
[0658]
[0659]

ZO

Ho

B

23y gA A7k 120 %,

o] ZAES 2~y A4 1500 rpm,
(3) 2ol

Aoz,

[0660]

N

Z}nlA] 7] AL,

=
=

I5AF 8HHE P2

A Fol|A] 7t oan

230 C oA 1 A|ZF,

uhg g8,

g e ol

1
H

k<)

ul
=

3H3HE (3

L

o

ol “ER

(P—2)
L8 A

[3}et2] 68]

[0661]
[0662]
[0663]

al
ze)

X

N

X

4r
ikt

0.7 A& o FE=

33 I = 3.75 A%,

1%,

=

1.25

KeN
T

o
&)

al

o

Cakey
No 75

ZO

Ho

B

23y gA A7k 120 %,

o] ZAES 29y A4 1700 rpm,

[0664]

=13=13
b |

§—l_

J

A 63 nm 9] T2

GESE)

oA HaFemA,
— 52 —
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