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45 S aAEA A9t AAES HPLC(99.9% %) 2 LC/MSol 9lsle] g¢lstitt.
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[0218]

[0219]

[0220]

[0221]

[0222]
[0223]

[0224]

[0225]
[0226]

[0227]

[0228]
[0229]

[0230]

SSS0l 10-2449762

A 1

' )
\ e Pdydbas S

ZN |
" S-Phos i
KsPO,
B(OH)» O
4-(4-ol e ud)-2-ddglde] A 250 ml T vtY ZEadd 4-F22-2-ddyEd(5 g, 26.4

PEHY)HE2H(7.04 g, 39.5 mmol), Pdy(dba)s;(0.483 g, 0.527 mmol), TA|ZZAA(2',6'-T

wHEA-[1,1'-89]Hd]-3-< ) EAF(S-Phos ) (0.866 g, 2.109 mmol), K;P0,(16.79 g, 79 mmol), =F<1(100 ml)

2 E(10 m)S 7lste] 34 degds A, IS 21 A7 Fot 35 stdEiy. uhs EEES EBol ®
i, EtOAcE FE31AY. f715S #ota, Ay A2uEad9(Si0, A T 10% EtOAc)dte] 4-(4-o] 1%
gdad)-2-g9d9 g (6 g, 20.9 mmol, 79 % F&)& At
oA 2
L %
. W N\"/N P
o
= 5 I =
3I3tE 59 3hd: EtOH(30 me) 2 MeOH(30 me) 9] olglF EdEFzvetsXdolE #HE(3.0 g, 3.76
mol) @ 4-(4-o]xF g d)-2-A 9T (3.0 g, 10.44 mmol)e] EIES 20 A7 B BE B-9)7) sl A

0
al, Oﬂ%’%i fi]}l'}f)‘}-jl, HE]E]'O]E

BFAZG, W EFRS Beow YA ‘g ogteta, ERES 10
Bob mukshgith, E9ES Zudel e At A SYgelA olnsta, e (3-43) B HAH(3-48])0

2 AAEA E} @ﬁ Ao Wy, 2%, Azl /Ay Teas tZeaduon AqAdste] YYES £
S 1/1 S22 e/ AAS Algsle] A7l A TzulEaH st 2.0 g(65% 3
TAZA A, 3FE 5= HPLC(99.8% +%) 2 LC/MSol <93t &1staitt.

‘0‘1—‘:’ 60 Sk

a = S
N w30 | N
Ir
2

oA 1
olglg SE2-7tuy o]ZFA Y A 500 Ml s HiE FehaFe) 3-vwE-2-mldHeld(5.7 g, 33.7 mmol) %
Aslole]Hw(111) 35(5.94 g, 16.84 mmol), 2-°|EAJNE-2(100 me) 2 E(33.3 m)S 71T, A=
g £3 g (3-

EYEE 10T 18 AT 2 Ao e skl gd Bdue asda,
2 9 ol BH AHES Ak,

43]) A(3-43)) 02 AR, S WAES AXAA 6.35 g(66 % F&
= 7o il 3
SN Ir/C'\Ir R AgOTf NNe - Oen
Y \(’yH oTf
a ) 5 HiC
A 2

olZlg EFEFEe2dEtEI Y olE do A olE]lF o|%A(4.33 g, 3.84 mmol)E 500 mie] T]EZZH|EH
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[0235]
[0236]

[0237]

[0238]
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[0240]

SSS0l 10-2449762

St FollA] (1) EEF2vetE2vo]E(2.07 g, 8.06 mmol)E MeOH(250 me)ol] &
% anteidA tEz e gl AAE Hrlslgn. whe ERES ) el W

| =
NKe e SN SN |
Ir M. =
\ H * - \I/
o OTf T
Ha ’
2 ¥ N
-
I
“F
32 6
A 3

3I3tE 69 3 EtOH(30 me) 2 MeOH(30 ml) F9] olgld EETFLazveEXvolE 2E(2.85 g, 3.84

mmol) H 2-(TlZ[b,d]FH-4-2)-4,5-0H &9 2 (2.85 g, 12.33 mmol)d EFES 20 Azt F<F B4

AFAALG. S EFES Aoz Yz y|a, dEeE FAsta, AelolE & Hrtstal, &
o -

Wtk £EES =Zoigle] e delst A Tl o, ole(3-43) 2

2

o [Me

my do

to N
ol

—_ T

(e}

M =

oift

o

0,

ﬂ&@ﬂﬂﬂﬁéﬂ@a%ﬂ.@qﬁ%-mﬁq g% Ao’ /Aes Zeas tZEmdudon A4sko]
ARES EEANAT. MAA AAES 1/1 (v/v) UERZ2r /A0S ALgste] A7l Ao A a2vlE )
Q%W%O5g(%-fgﬁ4ﬂﬂ“6%—%ﬁﬂﬂﬂiﬁ A}, 3FE 62 HPLC (99.8% %) 2 LC/MSel <3t
gkelakadrt.

S EL% 79] THA]

9@ 9P -
e ' Np'ee
“CH; N

N X M.z
ot ot + \i'/
|

EtOH(30 m) = MeOH(30 ml) =9 o|glF EgZ , 3.76 mmol) ¥ 4-(4-0]&XF-
g3d)-2-Ad 92 (3.0 g, 10.44 mmol)] TIFIES 20 A7 9} &g E718kA BRAFHG. dHg &

-
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)
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FES Heow YA E, dgew s, dgel="s Artsum, EFES 10 ¥ B wwsgn. £
FES ZE9le e Aurt A BelmgelA ofntsta, ee(3-43)) L Ax(3-43) o2 ARSI, of
e Wy, 2%, Agole”/Ags s tzewduon Adsd A4BS £EAAT. vAA A4
29 ERS AE3lE Aa)gt AAoA aRulEadste] 1.35 g(44% $8)9) e 7S s mA A o

Aok, BFE 7S HPLC(99.9% <=%) B LC/MSo olsle] &helshgivt.
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[0241]
[0242]

[0243]

[0244]
[0245]

[0246]

[0247]
[0248]

[0249]

SSS0l 10-2449762

5-ER22-2-7d 9 H(10.15 g, 53.5 mmol), YA EZIAA(2',6' -t EA]-[1,1'-0]=d]-2-¥)E~3(1.8 g,
4.3 mmol), NAZHF 39714 U53E(37.0 g, 161 mmol)S H7tegth. #Hg EIES N2 20 B 59 &)
A7l & 4,45 5-HEgE-2-(Z22-1-9-2-9)-1,3,2-T AR Z2H(12.07 ml, 64.2 mmol)
Pd,(dba)s(0.980 g, 1.070 mmol)E H7}sbar, HJ% SFEES 18 AIZF B BFAHY. TS AAS L,

e ¢ Jel2 BHART. A APES A ol 0-20% EOACE AHE-3)
Selsiate] 11 gol %4 AAEGPLC ¢5: 9502 AT AAEL GCMSel ©)at

S op
ol

£ 0
Lot
ro
p‘Lt
¥2
v

o Pd/C /I
N —— &N
Pt/C

wA 2

2-Hd-5-olaxzdAvgde 3. 2-¥Hd-5-(= 2
Sl F437] Hel HIKsIH . & 10 B Bt wEHee] vkg E8ES €77 5, Pd/C(0.60 g, 5.63

mmol) 2 Pt/C(0.55 g, 2.82 mmol)E #H7}s}A . Whs E3ES T2 F487]olA] 1.5 A &<t FATU, ~

70 psi, oA Al o). wE EFES s HAE Ao

%
ARstltt. &rie AN AL, GC/MSl ofste] ¢ Hdeks Felst

g3ttt vAgA AAdES A
9 aznEagE s Aol EC AeA FRAAACH 84 29 106 BtOACE ALEE= Aah AoA A Al
AES azntEadaste] 6 g(54% &) 224 AAE(HPLC £5: 100%)S AT, AAPAES GC/MSo) o5t
&kl 3} k.

IrCly 3H,0

_—

OO
a
7 N\
3
Q/ \Q
\/
—
\_7

a4A 3
olglg E22-7 W% olZA L] A 500 m¢ FF e T 2-o A ERL (100 m) Z E(33.3 m)
S 5-olAX 2 H-2-Hd¥ (6.0 g, 30.4 mmol) ¥ FstelF(III) F3E(3.57 g, 10.14 mmol)S 2
21718kl A *47} SRk, AAdE vk EFES 130TCoA 18 AZF <t SFA AT, AAHE HAES s}
I, WEEE(3-43]) 2 FH(343]) o2 AASGY. d& AHES AXAA 7 g(100 ¢ T8 54 AHES
AT},
7 [ 7 *ﬁ
N I/CI\ N~ AgOTF XN @/ “CH,
r. /{r \ o
\C| H ot
9 5 2 HyC
A 4

olgly EdEFoaveeyyeolE Ao 3H4: olglw oFA(5.3 g, 4.27 mmol)E 500 mie] T]EZZu g
A 230, (1) EgZEFo2v et EY|o]E(2.3 g, 8.97 mmol)E MeOH(250 ml)ell &3l
| 222t §de] MA3] H7lsct. ¥ EFES WA GAol A mt

{1

ot we ERES zUsHl 978 Ao’ 38 Bakel ofustn, 4ujE A A 6.9
A =

A A, AdEE F7rR AASHA] @ar AFEskltt.
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[0250]
[0251]
[0252]

[0253]

[0254]

SES5 10-2449762
y a_.
W ﬁ./ “CH, . 2N
\\ Ho Sor
2 HaC O
sEiE 8
94A 5
g‘]:z‘st% foXe z‘st/ﬂ
EtOH(30 ml) MeOH(30 m) ¢ olglfF EZFoEveaEFolE 2E(3.0 g, 3.76 mmol) Z 2-(y¥lx
[b,d]F#-4-2)-4,5-tvdu] 2] (3.0 g, 10.98 mmol)] ETFES 20 A|ZF FoF &34 E7|sldA SFAIA
o WS EFES Aeow WANYL, e 548, degel="g Hrlelw, TAEL 10 ¥ B9k

El3 3}
ST, EES ZE9 9 e At A Yol ATsta, o ghE(3-43]) H AAH(3-43]) o2 A}
Qith. ofytale Wt aF, Agel=" /Ay ZTelas yzaaduon AAse YRS LEAAT.
1/1 Y222 et/ S ALE-Ste] ATt Ao nAHA YHES F2vtEadFste] 2.1 g(65% &) 3t
e 88 A uAEA dYrt. AAPES HPLC (99.8% %) 2 LC/MSo| ¢ste] elstqitt.

wdol Z1AE g AAGEHE @A dAE AR Ao, el MFE st} sk Aol obd Ao
2 olgfstolof gt} oE W, Edd VA" v 22 R e & 2wl AemRE Hlolge] glo]
7Iere] =d H gxE Agdd ¢ v AorE vkeh 22 F O iAol Al AW vpek o] Edol 714
1 SAT o B onkgHg AAGHEREY WYgs 2ddT. & 2Ho] FEss offrek dEd geFdt ol
= AFE o =sh= Aol ofd Aoz olgsto|of .
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