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[0115]
[0116]

[0117]

[0118]

[0119]

[0120]

[0121]

[0122]

[0123]

[0124]

SES461 10-1288557

cl
N N X2y BOHY  Pd(PPha) g, KoCO5 o
L - U _— . g

e TN e THF, Toluene, H20 o

&

Pd(PPhs),, K5CO5 SN

I i
THF, Toluene, HyO N
R
N

4

A1 GAL FA A=) ] 3

4. 6-EFEZ292vd 20.0 g(109 mmol), 2—4@%&&% NA= 37.5 g(218 mmol) & HEZ7|2~-(EF
gy~ ZeE 6.3 g(5.5 mmol)S HEZHs|=2FE 600 mle EF¢ 400 mlo] £3-guo) et Jeds
A zsta, BALE 60.3 g(436 mmol)S & 400 mloﬂ |83 &N o] M slela, FEH EFES 9 A

kg BReY. W FAE 2 302 P F, 470905 dehEg wasgdon Agstn, ¥
> gt
-

718 & Z-}%‘ B W 5‘}04 Zﬂﬂ?& T, O A FEs %—Er':’il

B
Do
a
|
Lot
L%
1>
i
Lot

o
o
Lo,
ot

i3 /Ké

A7 1 @A A AFE F70A ABAEE) 5.0 g(14 mmol), 2-(4-(4,4,5,5-€|EZHE-1,3,2-U] S AL B2 -
2-)Ad)Fd 4.2 g(15 mmol) © HEZ7|A-(E ALz~ ZEF 0.39 ¢(0.3 mmol)S HEZHS =2 F
150 ml9} B4l 100 ml9] &£3-gujo] este] NS A xst3, BALE 3.8 g(27 mmol)S = 100 mlol] &

A gl o] Aele] Asa, FEH EFRS 12 A kA BRSYUG. W FAS 250w B F,
#7152 GHUEF ERSg0R AYsa, T EFoR AR,

5718018 A9 el FRa AAR F, 0 AFEL EFACR AdAee], AFH A4 o3l o
Besta, BRdoz Agstel, 84 49 HYE 5.3 g(5E: 80.5 HS FEIIAL

MS[M+1] 486.

A 2: 55 10 =] T4

g G skl Hop FAAR d2=A AAE 7] ek 10 Bgtes shr] wkeA 29 2
< 3 A d=E F& FAdskit
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[0125]

[0126]
[0127]

[0128]

[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]

[0136]

[0137]

[0138]

cl

& A, BIOHR F‘d{PPIh,‘lq KO0
l N ' & THF, Tol
v oluens, HQO

Q |Il

\

A1 GAL FA A =B FH

Al 2 GAl FHA A= (0)] ¢

~EgiE 22981 d 20.0 g(109 mmol),
M)ZEE 3.2 g(2.8 mmol)S HEHS| =ZF 600 mlet EFA 400 mle] Eg-gufjo] Fersie] Felas
L, EAFEE 30.2 g(218 mmol)S & 400 mlol &3]3 £48 o] e Jlela, F5H EAES 9 A

=
39 9BIEF Easgdon Adsa, T

Pd[PPhg)y., KzCO5

THF, Tokiene, HyO

SES461 10-1288557

B[OH}»
PAPPhshy, KzCOg
—_— -
\ THF, Toluene, HyO

2-UTE R ZY ofAl= 18.8 g(109 mmol) % HIEZI)A-(EZH

A7 1 @Al A AFE S0 BAEEMB) 20.0 g(73 mmol), -AFGEANREZY A= 16.2 g(73 mmol) 2 H
Eﬂ?]é—(Eﬂfﬂ]%ﬁi_iﬂ)"é’ﬂ‘ 2.1 g(1.8 mmol)S EIEZS|=ZF T 600 mle} EF4 400 mle] &8
desle] dgdS Axsta, BAFEE 20.2 g(146 mmol)S & 400 mlo] £33 A8 o] G A 7pstar, &
S8 £3ES 9 A7 7HE RS, REE fAE 2 ToE BEd ¥, /U5 S QIVEF 23ggde
2 AAL L, 5 A ERSRE Xt

718 E 24 stolA TR AAST &, 1 JIRES EFAOE AAAI ], &S AAHS ool o3
welstal, EFdow ﬂﬂ st FXHA AAE(C) 19.4 g(5&: 63.9 B F53AUT

Al 3 GA: sheka 10 sHetEe] 3

A71 2 @A Az S AAHE(C) 5.8 g(14 mmol),
2- %1 AP Y 4.2 g(15 mmol) 2 HlEZI|A-(EYAIFEA
dgds Az, BHEE 3.8 g(27 mmol)S & 115 mlol &

0 ml9} E5al 115 mle E3-gujo] AEts}o]
S o] Ferelo] slala, SEY TR
F715S QSHEF EstrgHor AAsaL

K788 B NN FHs] AAR F,
pesn, Esaem A, B4 10 9%

51

2
LR NER
1

Fdom AAAs], M AAS ofdtel ofH

=
=
(=
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2-(4-(4,4,5,5-HE&E-1,3,2-T SAL R 2 g~

#HA)ZeE 0.39 (0.3 mmol)S HEZI=2FT

N7 b SRS W FAE 230w Rew F
o7 AxIFrt.

D 67.5 %S FEIA.



[0140]
[0141]

[0142]

[0143]

[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

SES461 10-1288557

=N PlePh3]4 K00, 8
\f—.’f . THF, Teluene, ch' F O ‘
-
N

(13)

7] A 19 1 gAlol A Axd =704 BAAE(A) 5.0 g(14 mmol), 1-(4-(4,4,5,5-H EZHE-1,3,2-t]=
*}Ei%—Z—"])Tﬂ]‘é)OV\—ﬂia 5.0 g(15 mmol) ¥ EEZ|2-(EgALE2H)Z2E 0.39 g(0.3 mmol)S
EFI =2 EY 150 ml EF9N 100 mle) E8-gujo] deste] At S 23, BZLE 3.8 g(27 mmol)S
= 100 mloﬂ L33t gAqE o] dudof 71stal, F5E EFES 12 A /HE SRSt s fAlE 2%
o7 R ¥, §715S dIUHEF T or MAS, ¥4 U EFOR AT

i

F718ME Ak stellA SFstel AARY F, 2 JIFes =
westa, EFdos Agste], shek 139 3eE 6.2 g(¢

MS[M+1] 536.

Eoge] {1 SekEe] Bk FAAS d2A AAE 7] sHeka 229 SES dhr] vkg2 49
= 3

| =y N\
S U,
| | Pd{PPha)y, KaCOy
+ A _—
B7H, THF, Toluene, HaO
0><<
/ | Sy
W
&) 22)

A7) AA A 1A AZzFE F7HA] AAE(A) 5.0 g(14 mmol), 3-(4-(4,4,5,5-6|EZHE-1,3,2-U] S AL B2 -
2-d)#d)F=d 5.0 g(15 mmol) 2 HEHI|A-(EFad2E2~A)ZeF 0.39 g(0.3 mmol) S HEHS| =27
150 mlo} E5F4<1 100 mle] &E3tg& o] HEsle] A8 AS A xstar, BAFZE 3.8 g(27 mmol)S = 100 mlo] &
gt §HS o @_E}C’—‘M] Zbeta, 5H E£3ES 12 AIRE 7HE BREIT. RS §AE 2T o2 B &
F715S ASUER 23G5EAoR AHsta, T FAUEFOE Az Y.

1

F18UE A SelA BRatel AAR F, 1 ARES ERAon AFRs], NED 24 ol o
welshn, BFA0R AGetol, 314 29 FFE 4.8 g(58: 63.4 DT FHAAG

MS[M+1] 536

AN 5 s 28 SHAEY BA

5 4 2
o] F71dHaAE B3R Bt FAHRL = AlAE d7] skeha 289 etES dhy] WA 59t
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[0154]

[0155]

[0156]

[0157]

[0158]

[0159]

[0160]

[0161]
[0162]

[0163]

[0164]

[0165]

[0166]

SES461 10-1288557

il
)
@
Pd(PPhy)y. KoCOy
+ o _—
?% THF, Toluene, HzO
[o

(28)

7] AA e 204 AzE F0A BAE(C) 5.8 g(14 mmol), 3-(4-(4,4,5,5-H| EgtE-1,3,2-T] 2 A} B 2 &-
2-D)HDAEY 5.0 g(15 mmol) E HEZI2-(EgddE2a)Z2HE 0.39 g(0.3 mmol) S HEZS| =27
170 ml19} EF< 115 mle] £3-gujo] FHelslo ?ﬁ_‘%@g A zsba, EMFZE 3.8 g(27 mmol)S & 115 mlo] &
gt GNE o] A rlatal, £5H EFES 12 ARE 7HE SRt B fAlE 250 EEd

T715E AUEF EardNor AAstal, —‘?‘¢ FAHEFOoRE A3
b}

F18HE A ANA FRel AAT F,
wesa, EFdos Agstel, e 39 HEE

6
o §/1A2AE S wrk FAAL AZA AN 7] A3 319 RFES ] WA 6

O 0 PAiPPhzly. KaCOy

L QO<E W
i S

(A}

7] AA e 1604 AxE F0A4 BAAE(A) 5.0 g(14 mmol), 8-(4-(4,4,5,5-H|EgtEl-1,3,2-T] 2 A} B 2 &-
2-D)ADFA =R 5.0 g(15 mmol) 2 HIEZI2-(Egdd223)ZeE 0.39 2(0.3 mmol) S HIEZI =27
150 m1¢F EF< 100 ml Y %L*OLUHOH 3 Esto] 3 E“ﬂ.‘ S A xS, S@AFAE 3.8 (27 mmol)S & 100 mlel] &
gt GNES o] A Ttatal, £5H EFES 12 AR 7MY FRel. v fAE 23R 2Yd F,

T715& AHEF Ei‘r-’?%‘%‘ﬂi A7 staL, -‘?‘—’F FAHEFOoE A3
a

71 8mE 7S stellA FR/3be] AAT & ARES TR AZAS N, &3 A4S oo 93
Basta, EFqoz AAsIY, 8384 319 33E 6.0 g(5E5: 79.5 9)S FEFY ).

L ot 45 SEEY B4

7
B ouyel f/19ALA4E BFES) wok TAHA A2A ANE 7] A 459 HFES S wsA 73
W A2E e s,
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[0167]

[0168]
[0169]

[0170]

[0171]

[0172]

[0173]

[0174]

[0175]

[0176]

[0177]

SES461 10-1288557

[ 7]

cl N el

-
I
i
o
H
2
p s
B
Q

Pd{PPh3)y, K2CO2
_—-
THF, Teluene, H,O

(45)

A1 GAL FA A= D) e] FH

2,4,6-E8| 229 1d 20.0 g(109 mmol), 3-(4-(4,4,5,5-HEZHE-1,3,2-tFAIEZ &-2-d) 5| )|
39.7g(120 mmol) 2 HIEZ7|A-(Efdd¥x2a)ZdF 3.2 g(2.7 mmol)S HEIHS|=ZFT 600 nlet =
400 m19] %?&L%Uﬂoﬂ Aetate] NS Axstar, vAFE 30.2 g(218 mmol)S & 400 mlel &3k &Y
detlo] 7teta, F5H EFES 9 AT 7tE ERFEgit. vg §AE 2 o e, fr)Et
AIUHEF ﬂT%C’"Oi ARk, 4 G EFoR Azt

718 S J o stellA FFetel AAR F, 2 AiEes EFAoR AdAste], HEd AHE ol o
wEleha, ERcler AAste], FiHA A=) 26.3 g(&: 68.5 0)& THIIAT
Al 2 el SR 45 shebEe] g

71 1 GANA AzxE F7A BAHED) 4.9 g(14 mmol), 2-YZEHHZY o|A]= 5.3 g(31 mmol) % HEEZ}
2—(EgudE2a)ZeE 0.8 g(0.7 mmol)S HIEZI=ZF 150 mlet EFd 100 mlY %i}%ﬂﬁoﬂ e
o] dedS Azstar, BREE 7.6 g(56 mmol)S & 100 mlol &3 &HS o] HE Ao sista, 51
t St BEE FAE 250 R #ET ¥, TS QIUHER iﬁ}—r%ﬁii Al

()

AT
=
=

T

oNv m10
o,

m1o

Erdoew AAAste], 453 2He oIl o3
(&1 72.0 B TS5

8: 318k 4
Sl %71%7@&}% e BHop FAAQA o 2A AAIE 7] seha] 469 SES sby] e 83
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[0179]
[0180]

[0181]

[0182]

[0183]

[0184]

[0185]

[0186]
[0187]

[0188]

[0189]

SES46 10-1288557

Pd(PPha)s, KaCOa
THF, Toluene, HxO

A7) AAE 7oA Az =704 AAED) 4.9 g(14 mmol), 9-HIEFAREZY A= 6.8 g(31 mmol) Z El
- (Egddx2~3)ZEhgF 0.8 g(0.7 mmol)S EIEZHS|=2ZF T 150 mle} EF< 100 mle] E3-8-ujd
= Bl =

sto] AN Axstar, BAFZFE 7.6 2(56 mmol)S & 100 mlol] &g &AE o] g rlsta, +5
1 Eges 12 AR e ERsislt. e fAE 2T eR HEd §, fUIsE HSUHEF ¥ sdon

F718mE 7Sk stellA S/t AAT &, 2 JIFES EFA0E AAAS A, =3 2GS A o3
wEstal, Erdesn Wé, sted, sheba) 469 B 6.7 g(F&: 75.3 HE A

ELEP R LEDRE

9
B o) §713A4048 SFEe] Bt FAAA o2 AAE 37 88k 239 SRS &) s 99t
Wl A2E B8 Fek.

é
oﬂ,
l

BrOHp
PdiP Phzly, KzCO3

5 ST o S
CI/E:;LU Q Q THF, Toluene, Ho0

PACPPh )y, K203

THF, Tohene, HaO

A1 SA FA A= (E)e] §H

2,4,6-EZZ 2292 20.0 g(109 mmol), 9-FHENRZY A= 48.4 g(218 mmol) B HEZ7|~-(E
AdExAT)ZE 6.3 g(5.5 mol)S HEHS| =25 600 ml & EF 400 mlo] E3Hgufo] & E3le] ek
S Azstar, b2 60.3 g(436 mmol) S &= 400 mlol &3t &L o] HEde setal, F5H EFES 9
Al bR SRl e fAE 2 SR EeEd —fi’:, f7)Ere=s. A ER ¥sl4gdon A



[0190]

[0191]

[0192]

[0193]

[0194]

[0195]

[0196]

[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

SEE461 10-1288557

Al 2 GHAl: shebA] 23 shet=e] S

A71 1 dAA AZE A AAAEE) 6.5 g(14 mmol), 3-(4-(4,4,5,5-H EWE-1,3,2-1] A} 2 Z -
2-D)FAD)FEA 5.0 g(15 mol) % HEI|A-(Egddxaa)ZebE 0.39 g(0.3 mol)S HIEI| =2
& 150 ml¢} =F¢1 100 mlo] E3-8ullof deste] NS #AlFstar, &b2E 3.8 (27 mmol)S & 100 mlell

gt &N ol %E‘%ﬂ 7heta, 5d =S 12 ARE 7t §]'Tr3]'°ﬂ1:]' S FAE 2502 R
T, H5715E dUES ¥aksgdon Aden, ¥4 hfEFon Az
F714ME A9 slelM FRae] AAT T, O AFEL ERdoR AAAse], 4EF AAL o o3
T, EFdew xﬂﬂ sked, s}eh4] 239 P& 7.3 g(5&: 81.5 WS FEIIN

71337 d a8 Btgtee] Bk pAAQL =AM AAE 7] skekA 529] EgteE shr] wkeA 107
A Bre sl FAdssin

o
rﬂ”é
aV) Az
:io

O CuCI n BuLi, THF
N—H + Br@—ar @
O K2CO3

DMSO PIOB, i

O Pd(PPh3)4 KoCO3
N—< >—
O THF, Toluene, HZO
(G)

A1 GAL FA A= FE) ] FH

(52)

FH+ZE 50.8 g(304 mmol), 1,4-TEZRWAl 71.6 g(304 mmol), F3ALTE 3.76 (38 mmol) = EAMZAH
83.9 g(607 mmol)& THEEFAlol= 322 mlddl AEste], AL £917] dtollA 8 Azt 7FE &F3IeE. vk
FAE A7A Wzkstar, s AL8ste] AAgselt.

HED 24L ozt e Relskn, FEQ AFES Aol AW avvtEad e Astel, $A A4
2 (F) 59.9 (5% 61.3 9 533t}

A2 GAL FA A =G ] FH

kA AAPEF) 37.8 g(117 mmol)S HEZHI =255 378 mlo) &sisla, o= E97]s8te] -70 ColA n-
FegE @k &9(1.6 M) 100.5 ml(161 mmol)E 7Fetal, F5€ &4& -70 WA -40 CTollA 1 AF ¢+
mEack, Bk SAE -70 C7R] W B, o) ATy EdWET] AR 2 47.9 ml(235 mol)E A4 3]
A7taldt. F5¥E &HE -70 CollA 1 A b gkl & AR SAlA 6 AIZE b ankEkeltt.
TFEH 95 & 200 mlE HIFS vhe 20 B3 wkeksl

w
offt

o
-

g fFAE 2302 B ¥, 4715 GHUEF TS50 AYRE, TRPMIEFOR ARG

Oﬂf\i %—%6‘}@1 17%& O AFES EFdoew Hﬁﬁohﬂ A& A& AT 93
9g



E=0d 10-1288557

on

[0205] A 3 9A: SIFE (52)9] A

[0206]  33HE(A) 4.4 g(12 mmol), A AAPEG) 5.2 g(14 mmol) % HEZI|2=-(E
g(0.3 mmol)S HIEZHI=ZFH 130 nl} EF4 90 mle E3gujo] eS| el

Kol
= 5 gul
3.4 g (25 mmol)S = 90 mlell &3l|3k &AS o] gdof 7lsta, 58 EFES 12 A 719 FF3EIS
e FAE 2 T2 23 ¥, 47158 AU EF 5L AAHS L, T4 FAUEFoR xR}
o
%

[0207]  fF71EvhE A stolM Fste] Al 4?‘3 i, a0z
T 4

v, Bdon Adstd, 53

[0208]  MS[M+1] 574.

[0209]  AAjd) 11: 3344 5 =9 T4

[0210] W WHS §71RALAG HGEe] uek FAH A AR 47 HA 59 HYRS 37 WA 1%
g 53 g9

[0211] kg2 11]

= Q PAPP ha)y, KaCOy
+ B B —_— -
0 THF, Toluene, H.O

[0212]

[0213] A7) A 99 1 @AM Axd F20A AAEE) 6.5 g(14 mmol), 2-(4-(4,4,5,5-ElEgWE-1,3,2-1)%
AR ZE-2-d)dd)FHd 4.2 g(15 mmol) L HEZI|2-(EgddXx2d)ZEkE 0.39 ¢(0.3 mmol)S HEDZ
Sl =EFS 195 ml9t EF4 130 mle &3 ujo] Hetslo ?ﬁ_‘%@g A zsta, EAEF 3.8 g(27 mol) S
130 mlell &3t A& o] o] rleta, $5H EFES 12 A 74 @RSt v fAE 25 o=

B9 ¥, 47152 GHUEE Targoon Agsa, T4 %MJL} Foz Azt

0214]  §718748 4%t A FRatel AAT F, 1 AFRL EFAOR AAYS], AEG AP o] o
westa, BFdos Agstel, 384 59 HFE 5.4

[0215]  MS[M+1] 586.

[0216] (§71FAZ2A] AZ)
[0217]  AA4 12
[0218] Y=o®E IT0E 1000 A FAR AMESIL, S5082E &FHw (Al) & 1000 A8 F78 A&

[0219] FAHoR, §7|FA A AZWHS HAEEE, 2L 15 Q/cn o WAIFS /FF 110 48 71FHS 50 mm

]
- [e]
X 50 mm X 0.7 el Z7)% AepA] opMEN olaTzBATEI ¢4 B oA 75 B F 2&w AR

230 B Bk UV o & AAS AT

[0220] 237 §el 719 Ao AEFgZoma NN -(Hd-4,4' -t )u 2N - (L ekal-2-2)-N' N'-r) ol -
1,4-to}l) 65 mm= S&3IRa, olofA HIFFEToZ N N'-t(1-yZe)-N N'-t#HdHl< D (NPB) 40 nme-
Z 2319},
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[0221]

[0222]

[0223]

[0224]

[0225]

[0226]

[0227]

[0228]

[0229]

[0230]

[0231]

[0232]

[0233]

[0234]

[0235]

[0236]

[0237]

SES06 10-1288557

g o2 NNN' N'-HEZ7] (3, 4-tdE o d) Aete] -6, 12-Tol I (FFHNEHE) 5 ¢ £ 9-(3-(Lx=
gal-1-d)Hd)-10-(FZgal-2-) A ELGA(FFHNET2E) 95 %5 25 mme] FAZ F&33H.

ol AAFEFFTLEA 7] AAld 1A Az 334 49] 3EFE 35 nmE F2EHS

A7 ARGET Ao ARFAFToZA Ligs 0.5 o] FAZ JF S, AlE 100 mme] FAZ AF

FHsel, Lig/Al A5 344t Azd f/13a87e 72

A 13
AAeEI oz A 1604 Azd gshy 49 sghas AR AS tiilstel, dAAfdl 404 Alzd 58
229] 3ga& AR A& Alelstaes A7) A 129 s sl AAlste] Ul ARARE Al AT
AN 14
AAseEsom A 14 Alxw sh3Hy 49 3ES A Z& dalste], dAld 5914 Az 5184
289 S3HES AHER RS AlQlstas A7) Al 129 s AAlste]l KT FARARE Ala A
A 15
ARseETom A 14 Alxw sp3hy 49 3ES A Z& dlste], dAld 7914 Az 55
459 Bga& AR AE AQjstas 7] AAd 129 Al AAlste] {1 aAE AlFekd
AN 16
2% giAlste], A 8olA AxH 354

ANl 1AL ARG

AAFEZ0Z AN 104 Az o4 49 g

= oAk, AAle] 9elA A|xw 3434
239] 3}TELS A}L3 AL AYsuE= A AAd 129 =5

AN BF] G71 B A LS A =EE ),

o

BAEEFen QA 109 AXD S 40 ATEE A8 AL A, AN LA A2 oy
A 7] A6 129k FABA AAskel {71 ARAE ADSA
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10-1288557

Z—J—O0

/\

[s}3h2] 59]

[0238]

/

7o < ol < n 4w T W
Ar = : At e o ol
N o Ao o %ok, 4 A 4w o
op © B < 5 S R
o W% ~ 0 YB%%%%.%%% ﬂW%ﬂoaﬂ mowmﬂ
o Nl = Ar olo|o|lo|o|o| oo o %ﬂ&o g gt
o ~ - T = wp momeEL T2
o 5w 5 X S & T oy L WX
ol = B ﬂﬁjii o
) T E X o B it T hanl TRw
T T w X o do T W p
=l = 2 N o ca oy % s W ol B L
—_ o o w Xd|o w o ~
T . H = NEEEEEEEE g B GT R W
mlHLH wﬁm} wﬁ B~ ol ool ol o | o o urxﬁAooEorM‘ ATmouA]l
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