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w o7oln ek P 2 AAdel #4EA eev. 2en EWdA ¥ wEe BaeA 49 9
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SYH0E, Pe-FH Fv) % kel EA] slA £RE 5 govt, old ARHE AL ok,
. 7471 Pd-3Hf ZFvlli= Pd(OAc)z, Pd(PPhy),, PACLo(CH,CN), PdCl,(dppf), 3 ©]&¢] Z3HE= o] Fo

o]
A FoERE AdHt AL TFF 5 gdout, o AFHE AL ok,
o]
H

% Bol, A7) Pi-gh Eul AV HFE A £S5 WA () R A7 HAFE B 5 WA el 42 59
Mo W EFE F oF 1 molh A oF 10 molke] Foz Agd & govt, oo AT AL o,

=
dg 5o, 47 fiEE g-ohdwre)MAE 29 (AdBoP) Ei= PPhE EFSHE A F lonh, ofdl A

He A& ofynt. o7|A, AdE 1-olthRrE (1-adamantyl)S ©73tal, Bnd WA (benzyl)& v ghrt.

dE 5o, 47] HRtEs 7] SE A 5 W () 2 7] SHE B 5 WA (oA 4 5YHew
% 1 mol% WA °F 10 mol%e] Fo= Abgd & glon, ofd Agts= AL ohynt

o] A el QlejA, 7] SetE A 5 @ ()= oF 50T WA f 120T9] 2k WMl T =
A o, ol AFE= AL ok, oE 5of, 7] dEE A 5 @A ()= F 50T WA oF 120
€, °F 50T A °f 110T, °F 50 WA °F 100T, °F 50T WA °F 90T, °F 50 A °F 80T, °F 50C
WA oF 70C, °F 50T WA oF 60C, ¢F 60C WA oF 120C, ¢ 70T WX ¢ 120T, <F 80T WA oF

120C, ¢F 90C WAl <F 1207C, <F 100C WA ¢F 120C, T+ <F 110TC WA oF 120T 9 2% HANA 345
A & gout, ole] AFEE AL oy,

24 A FAdel oA, A7l s3E B 5 WA (b= °F 100C WA °F 150T 9] =% HolA F3h &=
AL o, oo AdtEE AL ofyth, dE o], A7 IFE B 5 @A (b= <F 100C WA oF
150C, ¢k 100°C WA °F 140°C, ¢k 100TC WA ¢F 130°C, ¢k 100C WA °F 120°C, ¢k 100°C WA °F 110C,
°F 110°C WA ok 150°C, °F 120°C WA ¢k 150C, ¢F 130C WA oF 150°C, T oF 140C WA ¢F 1507C <]
S HeA FaEE AY F Ao, ol AFEE e ol

Ao A FEAo] gojA, A7 TR A F5 A (a) 2 A7) FEE B F5 A (e, 44 53Hew
EZq3 B 3 &) sloA] FaEE AU £ o, ol AgEE AL olUrt, dE S, A EF
Azt F7] B EF vES FYHE BT & = o 5 UK 15 1Y § 9tk dE 59, V] EFd
A7) B &3 nj&L BEuu& oF5 A 15 1, ¢F5 X 12 1, k5 X 10 : 1, & 10 WA 15 : 1,
o 10 WA 12 ¢ 1, TE 9 12 WA 15 1Y §= oy, o]d AFE A ks 4= Q).

ol o FEde oA, A7) FE A 75 @A (a) 2 7] FFE B 5 @A (h)olA 47 HHH o
2 kg A e 5 A7 o]3kd 4= 9o, oo AldEE AL ofyth. dE Eof, AV whE AR 9 5 A
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T Sk,
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2 47 SE A 2 7] SFE Bl diske] oF 65% o4 91X AE¥E EE £5ES Yl AY ¢ e
U, ole AgtEE AL oftl. dlE Eof, V] 9 (a)elA 7] FFE A O Ui HA MY e 5
ES 9F 65% o)X, oF 70% o1, <F 75% o], <F 80% o1, <F 85% oI, <F 90% o]/, &F 95% o]/, <F 99%
ol AF, ok 65% WA ok 99%, °F 70% WA ok 99%, °F 75% WA ok 99%, °F 80% WA &k 99%, °F 85% A oF

o}
oflrt. dE £, A
g, oF 75% o, oF
80% o]Ak, <F 85% oAk, °F 90% o]k, <F 95% o)A}, <k 9 A ok 99%, °F 70% WA <F 99%,
oF 75% WAl °F 99%, <k 80% WA oF 99%, °F 85% WA °F 99%, °F 90% WA °F 99%, W= oF 95% A F 99%
Y 4= g9lo}, olof AgEE A2 ofr,

al ’
99%, <F 90% WA F 99%, H= <F 95% WA F 99%Y 4 o}, o] Aty
i) A

3 e
=
o

>

>

wglel o pAdel gold, 471 HFB A F5 WA @ L A7 SEER B 5 WA (b,
gm0z, B Pd- S0 % 4] s }
A7) BF g EA SN £9F 5 Qov, ] HFE A £5 WA (@ R ] HEE B S5 9

] =
2ol SYH o o 656 o el 914 AEwE YE 5 gln,

2He A Fddo QojA, 7] ordY], sEHIRetd Y], of2dAY], ol2UAIY], IEHRet2L AV, e
FHZolE2UdAI = 4 ZPHor 2, AY T BEXy x5t e B33 gieiar]), A e B
Ay dAE|Q7], A e BEXY AdFAY], E AE T EXY dANEEAI|E o] FoR oA AEE
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) ool o8l gk 5 9l AU S dou, ol AgsE Ae ohn,
o 9 TR YoiA, 4] sEleldr], Aelzel2aA], wi s zolEdAY ) A BRH0
25,0, 9 NomYE AuEE @ J) ol dHEAsE ¥ A 5 9o}, oo A@HE AL of
e,

l 2

paiel o FRslol oA, 47 R % R A7 58A0m ¢ UAl Gy o8], G UA G SHReRE1, of
Z2C 887, oF2-Coy&AL7], B Z}F2-Cyyd 7], B SEZFE2-Crpy@ ALY 5 Jdo, o] A
@ Ae ol

249 A FEeoll A, 7] ofH7], dElZeldY], o224 Y], ol2LADY], dEHElE2L Y], EE
e Rot2dAL Y= 4 SPF¥ R st2d; AE T BEAE ¢ WA Cp €27, C WA Cp €AId7] =

E C WA Cp &Z27]; A8 = 24 ¢ WA Cp €ZE L] A8 T A48 ¢ WA Cp EFA7]; 2
A e BAY G WA Cp LAEEAVZ o]Fojx oA MEEE 3 7] ool o xgd 4 S
AL $ oy, old AFEE= AL ofyr}.

dE o, A7) oldrE dd, Yz 5 T o] AY x EXY 44V £ dzez X3y o
718 BT EIIT, odFE 5o, A7) dH R = ﬁ%% g, AoleHd, <58 & wE oty 4y
T BXygo 477 v d2AeR XstE FHRoUVE BF Eo3IY. oS So], AV ol=olHU =
B vAgdy, 349 w1 oele] A8 i 22Xy 47y £ dRAoz 23E oj2dAsE T ¥
el dE B9, A7) of2dAdY] e dHZol2dAdEY] T LAEVIE CdEHd, T2y, FHd =&
oAete] A3 EE 2AF G WA Cpe ¢AIdVE 7 E3git).

ol A Fado glojA, ] 3eke] 2 i Av] 38 52A EAEHE BE IEES 47 Eyzow
718 23S 4 o, o]d A E FH2 ofYrth

"0 N™ =z Br
7 Br 7 Br . | N | NZ |
X j X
= SMe OMe



MeO
MeO

[0087]
[0088]

[0090]

[0092] [HA]o]

[0093] 2 Aol s, 7] wkg2 1o uEeRd nlel ol

Cl

ZIHSd 10-2020-0121536

N/ N/

F CF,

3,5-fBHE2R-2-3le]=EA| g (3,5-dibromo-2-
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B9 $580] Y BFTh. ololA, 2 WA WIAME sxs]-vokie ABRY Wee FYSAC, 3 W
ol WU A# GHS AW ¥, BIBS/IS AASE wee Fastel vy oA NUE FEAZ G
L

N BOH) 0BIBS 3 BIOH): 0Bl
opes | e %
W R LN s )
or —

|
™
) axjlgg AZT| Hg
Br B |
LN

Ry Ry

<AAl 1>
1) 3FE A9 FA
A2 BA 24 3,5-T|H 2R -2-3}o]| == A9 2| ¥ (3,5-dibromo-2-hydroxypyridine) & AF&38l 1, AZY 2=

=
A dHld B EXAH(phenyl boronic acid, 1.2 B%) £+ IyF #Hd X2 o]E(punacol phenyl boronate, 1.1
FEALESES e, Zuf PA(PPhs), 10 mol%, XF= CsoC0; 2.2 B8, EF<A:H0 = 15:19] A AZEH ¥

S Fdste] FEd 18] 5 W ghhel X3d s3te AE S5

pue!

o O

PR
WA al7] WA 20 UERA ulel Zo], AZY EF2A Hd BREAS AMRSE F9, 9 2% 100T
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[0113] 2) HA X% SFE BY FA
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91%,8h 99%, 40 min 965, 40 min 99%, 40 min
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[0124]

o)

" HN
WA

Ry

R;—B(OH),
toluene:H,0(15:1), 50 °C

2) TBAF, THF, RT

1)

Pd(OAc),, Ad,BnP, K,CO,
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