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[0081]
[0082] 2 wWAA e A AAH mE SFEES $Edte AXUHeE Axd ¢ Q).
[0083] [9F&-2] 1]
Cl
H c KOtBu @Br Pd(t-BusP);, K2CO; *cn
\ Foomc (T DMAC (31
1-a 1A
[0084]
[0085] 1) 33kal 1-a9 A=
[0086] 9H-7F9}=E 100.00 g (1.0 eq), KOtBu 100.74 g (1.5 eq)= DMF(E]Uﬂ 2 ¥ Solulo]|= | Dimethylformamide) 1Lol|
93 Jtgdsiy wwrElch, 3FF A Z 3w 2-pER-1-F22-3-ZF ¢ ZulA 149.33 g (1.2 eq) & PO F
Aok, 5AIZF Eakgo] FEHH HISES B Foji AAS “*OiEFJ oAt et A E CHCLzol &7
3l mo] B AT EH wetste] gulE A At olE AHRIARwEIHIE o] §ste] AP, 34
1-a< 186.97 g (& 88 %) v}, [M+2H]= 356
[0087] 2) 3}8kal 1A9] AlZ
[0088] 3484 1-a 186.97 g (1.0 eq) © Pd(t-BusP), 1.34 g (0.005 eq), K05 145.58 g (2.00 eq) & tholm|eo}A|
Eolulo]l= (Dimethylacetamide) 1Lo YWl 3F3le] witglc}t. 3A|7F & HESES Eof Fojx AAHS HoE
g g, st AE o oM EH ol EY &3] 5l & EE Aol i *M%Ol Zolgle §AS T
o 5oty AYagntEadgyE o] gste] AL, 318k 1A 117.34 g (58 81 %) LAk, [M]=275
[0089] L, B A e 7] A& eSS X35t 7] AA EE xS A3
[0090] 2 Edo A AAPGH oA, AL A= ] Al A= digste] FulE A2 A= 2 A7) Al A3
A7 A2 A Abele] FHlE 15 o9 fUIESS E@ﬂ% 7] AA BF AX2A, A7 FUES T 1
< ol ) deRaE SFEES rete 2 fU] A w3 AxE AT
[0091] 2 A A ofE BA7F o2 R gt fxsta ka3 wf, o] oW A thE FAle A de
A oty 7 A Alold E thE RArt EAEteE A% 23S
[0092] 2 g AoA o Fio] ol FAHQRAE "X dra & o, o= 53] wgiHE VAV §le 3 &
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AC)

A2 sgErss §-stol =R EYYE dE, BlA8-sto|E5AFEd v E)ord, HA(8-8to] =
7 B)7, HA@-so]l AT EeUE) )t EYA@-so]l A AEURE)EFE, Ea(2-
g-8-slo| S A T URE) EF ), EfA@-stolESA AR dE, Wa10-stel =AM [h] 7=
YuE)HEE, HA(10-stol=FA M E[h]FmdvdE)otd, HlAC-ME-8-FuduE)F22dd®, H=(2-7
d-8-F = UE) (-2 EHE)2FE, H2C-ME-8-FA=dus)(I-HZEe)dF g, H=@-WE-8-7=
YuE)C-vzESE)dF Fol o, ol dHHA =t

I =g AMse FoE, dNAon FIFYFN BUF 2UoR IYY &
gtk FAHOR SAclE FEAG EelolE FuAl, AUESYU §EA, BP, L

complex) o] o, old AR k=

=
—=
=
—=

2o oox
>N
ol

47 AEAAZE 4

B A e 7] AA B ks AR AR el AW g, i gy Ee d gl

+ 9.

olat, ¥ WANE FAAoR Awels] 8l AN S AMeA AWeslz @ e, B Aol

W AAdEE ol 4 e FHE WEE 5 gom, ¥ 299 Mt okl Ashs AxdEe @

AEE Aow HHEA et B 299 NG5S SAANA DA AAS A Aol B RANE
o} =

O N O . N O.O Pd(t—B:;I:):; NaOtBu q %
‘

spsha 1A 10.0 g (1.0 eq), N-([1,1'-H]71d]-4-4)-9,9-THe-OH-ZF 2 d-3-o}71 11.19 g (1.1 eq),
NaOtBu 6.98 g (2.0 eq), Pd(t-BusP); 0.09 g (0.005 eq) & ALd(Xylene) 90 ml o Zo 37F3}o]

Sk, 1 A7 5 wkgo] EREW gkl 8912 AANT. o] F CHClel A8 ol Bz AolF o

Al ZFskstel §ulE 50% A= AAFT. ThAl S5 EiellA old ofAlHOlE S WolFn AAE "olEH 4
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[0134]

[0135]

[0136]

[0137]

[0138]

[0139]

[0140]

[0141]
[0142]

SS50d 10-1919222

gl 3 o), o8 AYgaulEaHIste] FE 1S 18.55 g (5 85 %) IUrh. [M+H]=601

N - N Pd(t-BugP);, NaOtBu OO

G O Xylene N OO

382 1A 10.0 g (1.0 eq), N-(4-(cJAZ[b,dlEleA-3-)HAd)-[1,1'-0]HAd]-4-o}T 11.19 ¢ (1.1 eq),
NaOtBu 6.98 g (2.0 eq), Pd(t-BusP); 0.09 g (0.005 eq) & Ard#U(Xylene) 90 ml o o] 3F3alo]

WEITH 1 ARE T oukge] W 4stel §v1E AANT. of F CICLo) 9] Ho B2 AojEm o
A grerake] S-S 504 AX AAFG. oA 85
)
H

e o1 o obelE £ 2olnl AR Holsa 4
A F s}, o2 AgAnstE s 5

A
[e]
& 25 20.10 g (8 83 %) LU}k, [M+H]=667

o &
N . Q Pd(t-BusP),, NaOtBur OO
: CI’ ’ . Xylene N O
&

s}sk4 1A 10.0 g (1.0 eq), N-([1,1':3',1''-H#d]-5'-e))illzx([b,d]E]3-3-o}7] 11.19 g (1.1 eq),
NaOtBu 6.98 g (2.0 eq), Pd(t-BusP); 0.09 g (0.005 eq) & ALA(Xylene) 90 ml o =9 373}

ST 1 A7 F wkge] FREW este] gulE AU o] F CHCLel $A3] o] ¥ AolFu )

Al 7etste] 2uE 50% A% AP, A 3F AEA o9d O}AﬂEﬂcﬂEé dojFn A4S HolEg 2%
% oy, o5 AP azvtEadyste] §E 38 19.61 g (% 81 %) AUk, [M+H]=667

O

“/. 9 Pd(t-BusP);, NaOtBu
z_’ S5 " Xylene

s}k 1A 10.0 g (1.0 eq), N-(4-(9,9-TiWE-OH-ZFF o d-2-d) s d)-[1,1':3", 1" '-E{ = d]-5'-°}F1 11.19 g
(1.1 eq), NaOtBu 6.98 g (2.0 eq), Pd(t-BusP), 0.09 g (0.005 eq) & A (Xylene) 90 ml ol o 3HF3}

of WHT. 1 A7 F wgo] FREY Aetete] §ulE AAUTE o] F CHCLel 93] o B2 AolFn

oAl Aetsled SulE 50% AE AAIT. oAl 5 A olE ofMEHICIE & Yol AAYS HoEH
A% 3 o), olE AWPFZulEIY I ITE 45 21.06 g (5 77 %) I, [M+H]=753
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[0144]

[0145]

[0146]

[0147]

[0148]

[0149]

[0150]
[0151]

SS50d 10-1919222

| ’E: R O.@ N Pd(t-BusP),, NaOtBu o N
ci O Xylene O.O

352 1A 10.0 g (1.0 eq), N-(9,9-Tr&-0-EF 2 d-2-e) sl ddl-2-ob4l 11.19 g (1.1 eq), NaOtBu
6.98 g (2.0 eq), Pd(t-BusP), 0.09 g (0.005 eq) = X}%Wﬂ()(ylene) 90 ml o o] sEsto] wukatl. 1 A|7F

T wkgo] g 7tste] &= A A, o] & CHCIL oﬂ QA3 o] BEE AojFa thA] Zelste] &ujE

50% A% AAPC. Al FF dEoA old OWEﬂ O|E & Yo|FH ZAAS "WolEY 23 & oy}, ol&
ARg2ulE a9 sle] SFE 52 18.14 g (& 74 %) IDth. [MHH]=675

&,
N.
B(OH), O O
" . .— .\:@ Pd(£-BusP);, K3PO, (ag.) )
O O : O O s Dioxane N
cl O O
© >
&
P 10,016 (10 co), (L U040 GIE 2 b)) 6 1
g (1.1 eq), ¥ 40ml °l =<IKPO, 15.43 g (2.0 eq), Pd(t-BusP), 0.09 g (O, eq) & U290 ml o o
SFeto] WkTh 1 A7 F wkgo] FaHW Betate] §uiE AAFT. o F CHCLel ¢Hd] Ho] BE A
o]Fil ThA] ZFetste] e 50% AL AAHTH thA 3F AOEHOM e olAEolE = WolZ cq ARe @
AEY 23 & ongit}, ol APIRrtE Y5 IFE 62 21.85 g (& 81 %) AUTh. [MHI]=743

B(OH), O

N
i N Pd(t-BusP)z, KsPO4 (ad.) D
O O ' O Dioxane O

s34 1A 10.0 g (1.0 eq), (4=([1,1'-n]3D]~4-2 (4-(9,9-T) W] & -OH-Z % © el-2-21) ol ) o v 1) 3 ) 1L 2
A 6.13 g (1.1 eq), & 40ml o QK0 15.43 g (2.0 eq), Pd(t-BuP), 0.09 g (0.005 eq) & TISAH90 ml

of o] ghFshe] WUHT. 1 Ak ¥ wkgo] FmEW st gulE AAUTE o] F CHCLel A3 ol
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S St AERAR F ZEEvr AA7IE FEAFHT. B2, Ala EEEnkE o] &ste] A7) V)ee 5EgE Al
3 F AT AR VRS FEAIHGY. o€ #v" 110 T A5 floll b7 stehAle] S EY @Ajo}
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o = - = ‘o -6 - -
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A5 A 2sFAd ).
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