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A composition comprising a first compound and a second compound is described. The composition can

be a mixture of a first compound having a structure according to Formula I,
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, and a second compound having a structure according to Formula II,
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. The composition can also be a mixture of a first compound having a structure according to Formula 111,
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. Devices, such as OLEDs, that include the compositions for Formulas I & II or Formulas III & TV, as well

as, methods of making the same are also described.
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A composition comprising a first compound and a second
compound is described. The composition can be a mixture of a first

compound having a  structure according to  Formula I,
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to Formula III, L , and a second compound
having a structure according to Formula IV,
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H Devices, such as OLEDs, that include

the compositions for Formulas I & II or Formulas III & IV, as well as,

methods of making the same are also described.
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g > 80%) o
S & HA41
EFR bE A4l

Q AR

Ayet . L :

S N < h ; N

R\../ { _j?f EJ"C}— + Ci-—{’N by Pd(PPhak, KeCOs & / _—\ ¢ i----\N
s W= ) DME/7K i l,S ¥ ;

Latan

i

4,4,5,5- VU FH B -2-(5-(6- R B 7R FF [b, d1E W} -4- B )-[ 1, 1'- Fif %5 1-3-
H)-1,3,2- AR R (1.98 g > 3.68 mmol) ~ 2 -([1,1'-J#ZK]-3-58)-4- -6~
% %£-1,3,5- = (1.264 g > 3.68 mmol) - Pd(PPh;), (0.085 g > 0.074

mmol) &ZK>CO; (1.016 g > 7.35 mmol)ADME (150 ml) & 7K(5 ml)d 7 /&

90 HEHHRTE)

(C229583PA docx
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RAE EGR T EURUI2/NE » 2 A £ 50 (822°C) 2% > FEHBEIE UL EE
 BEM AR ~ K~ LB RBEREILR - BER R BRI AR g R R B
MhmwBZERIE - ERBRER®% B FEHEREETA4L 23 g
87%) - EEEHEERE -

i

SRIEEHA47
BRALEYA4T
o
( - 5; r PAPPI KL A
< ot H% > DMESK Ly
N= ~
8 Y

{bE7 AGT
4,4,5,5-TOHH L -2 (5-(6- 3 5 3 [b, dHEWY -4-5)-[1,1- B 3E]-3-
£)-1,3,2- S5 R (3.18 g > 5.91 mmol) ~ 2-%-4-(9,9-— F E-9H-F-2-
H)-6-F%EH-1,3,5-Z15(2.267 g » 5.91 mmol) ~ Pd(PPhs), (0.136 g > 0.118
mmol) B i #1(1.632 g > 11.81 mmol) X EHZE(30 ml) ~ DME (100 ml)
K20 ml) 2 7B AE BR T EUR PR (BI12/NE) « 7L 2 A1 2= R (8922°C)
Zt& o AR - HZEREER - FEHABERE/DCM (1/1 - vIvTE RIS
FETWRBE T RKMALEGY  EEEQCEERZEEYA4T (2.1
g 47%) o
SR IEEHALLD
é‘ﬁ%ﬂfbé‘%AllO

=0

=
(L \/L) i ;‘L& i
-’ = PU{(PPha)y, K00 §
e 2 e
b DME/K
-
LJ) L

' [:A‘—‘FZ_J A110

<

/
by
L_

5

GQ

5 91 HEEHIEREIE)
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W 2-(5-( ZZR I [b,d]E Wy -4-F5)-[1,1'- B 45 1-3- £)-4,4,5,5- 0 HH A -
1,3,2- &5 =2(1.70 g » 3.68 mmol) ~ 2-(3-;2 K E)-4,6- K E-1,3,5-
—E(1.43 g > 3.68 mmol) ~ Pd(PPh3), (0.085 g > 0.074 mmol) ;x K,CO;
(1.02 g » 7.35 mmoD)JADME (120 ml) & 7K(20 ml)H 7 AR AEE R P ER
14/ - FE2 Al 2 2R (H922°C) 2 1% » FEHEIBUN R - BER L8
K~ ZBERBERERK  EXAEQCREBRZAEEWALI0 2.1 g EXR

89%) -
S ESYALL3
S EEYIA113
A >
8 T TwE oM
D) A

&9 a113

B 2-(5-8&-[1,1"-Bf A& 1-3-F)-4,6- K F-1,3,5-=1%&(B.4 g 8.10
mmol) ~ 2-(4-( K I [b,dEWY-4-F) K E)-4,4,5,5-VUHH EL-1,3,2- — & 5
I =& (3.28 g » 8.50 mmol) ~ Pd,(dba); (0.222 g » 0.243 mmol) + SPhos
(0.199 g » 0.486 mmol) X K>CO; (3.36 g > 24.29 mmol) AH (16 ml) ~
DME (48 ml) f&z7K(16 ml)H 275 /RAE 5 R T B 16N - E.2 81 2 208
(822°C) 2 1% » FEMEIEARW RIS - A JBFRE - RO EYVIE R
HVHZES » EREHMEYBERE  HEHRFAER  ELECalEE
> LS HIAI13 (4.25 ¢+ 82%) -

SR EE#ALLG
BE2-(3-R-5-8F5)-9,9- “HE-9H-F

5 92 HEEHIEREIE)
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Cl Cl
Pd{PPh3)4, KoCO4
B‘OH’Z BrQBr K Q.O 9, B

B (9,9- _HE-9H-F-2-F)BIEE(5.0 g » 21.0 mmol) ~ 1,3-_R-5-5

r

A (14.19 g » 52.5 mmol) ~ (PPh3), (0.49 g > 0.42 mmol) & K,CO3 (5.80

g 42.0 mmol) % 3 (200 ml) Bk (50 ml) = 2 3% 4 4 5 F I 1808
ACAHNERRE220) 2 16 0 HEARE - BEBHIBE3- 8-

S-K « FEH A BER/DCM (9/1 » vIv){E B VB P75 8 R AT St

(LFR6RY) » ok BI04 SRR IR 2 2-(3-08-5- B HE)-0,9- — HIBE-O -

(6.2g° 77%) °

B (3-5-(0,9- = Pl OH- 35230 ) 554 10,0 V)

Al T e G0 Qs

BF2-(3-38-5-82 K %)-9,9- _HE-9H-F(7.7 g > 20.07 mmol) ~ 7

3 [b,d|BEMY-4-E£ B 5 (4.58 g » 20.07 mmol) ~ Pd(PPh;), (0.464 g » 0.401
mmol) K K,CO5 (5.55 g » 40.1 mmol)/ADME (150 ml)}7K(20 ml)s > 7%
BARRTERI2/NE - £258l 22 /(&220) 2% TEEAEME > BH2&
SR o FEM A BEE/DCM (9/1514/1 » vIVTE B B BRI T BB E LBt
RAACHEY) - EEE OB R E IR Z4-3-8-5-(9,9- _HEA-9H-75-2-
L)L) IR (b, d]EM) (9.0 g 0 92%)

B 2-G-(ZFH [b,d]EY} -4-K)-5-9,9- _H E-9H-35%-2- B ) F &)-
4,4,5,5-PUHHE-1,3,2- — S EEM %

OO \c}\;t Peicbals, SPhos, KOAe Q
Fol, g =90

S

93 HEWHRE)
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’F4-(3-2-5-(9,9- “H E:-9H-3%-2- B ) B IR H[b, d]1EWT(9.5 g
19.51 mmol) ~ 4,4,4',4',5,5,5',5'- J\ B EL-2,2'- % (1,3,2- & 70 ) (9.91
g » 39.0 mmol) + Pd,(dba); (0.268 g » 0.293 mmol) + SPhos (0.240 g >
0.585 mmol) &z ZEE#(5.74 g » 58.5 mmol) 2 g FE 1 Z IR AL FR T ]
MI6/NEF » 2 Al 2 2R (8922°C) 2 1% » FIKMBERIEREY)  HH I
LBEZERL - BB HZABEH 2 AT - 35 A BEGE/DCM (1/1 » v/v)
TE Ry B EEEE T B e B R EHEY) - B4R O a4 S EEEIR 2 2-
(3-(ZK I [b, d1EW)-4-F)-5-(9,9- HHEL-OH-35-2-F5) 7K B)-4,4,5,5- 0 H
H-1,3,2- MR (7.8 g0 69.1%) -

Eib&YAlle

Pd{PPha)a. KZC‘DS
Lﬂ} 4’{ @ )\C B3 DME/7J<

1 Eé% preres

B 2-(3-( R I [b,d1E Wy -4-££)-5-(9,9- “H A -9H-55-2- £ ) ZR 5 )-
4,4,5,5-PUHEE-1,3,2- MR (5.84 g > 10.09 mmol) ~ 2-F-4,6- KK
-1,3,5-=1&(2.70 g > 10.09 mmol) » Pd(PPhs), (0.233 g > 0.202 mmol)
K,CO; (3.49 g > 25.2 mmol)/ADME (100 ml) ~ BHHZ (100 ml) &z 7K(50 ml)
T 2B RAEER N EUR 16/ © fE4 A2 2 0R (8922 C) 2% » FEhiBEIEuL
B BEREGHK - ZBREREAR  EEEHCBERRZ(EEY
Al116 (5.5 g 80%)

&AL & #B3
AL EYIB3

5 94 HEETIEREIE)
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Q
[
Pd{PPhy)s. Kgf‘O; Jé_\
)"“\__<—

O" \(j 3 DME/;'J(

{L&% B3 é)

B 2-(5-(9,9- —HE-9H-F£-2-F)-[1,1:4",1"-F =K 1-3-££)-4,4,5,5-
PUEHEE-1,3,2- S 7R (3 g > 5.47 mmol) ~ 2-5-4,6- K E-1,3,5-=[F
(1.464 g > 5.47 mmol) ~ Pd(PPh3), (0.126 g > 0.109 mmol) &z K,CO;
(1.512 g » 10.94 mmol) JAH 7 (75 ml) ~ DME (75 ml) & 7K(20 ml)§ 7 /&
BAEER NEIRO6/NTG - fE2 Al 2 =R (8Y22°C) 2% » FEMiBIEBUWER
B BEREEMK - L8 BiRERZELRK > EEEQaBEERZAEY
B3 (2.8 g » 78%) -
=y my=g/:14
ERe2-(5-8-[1,1":4" 1" -Bf =F]1-3-F)-9,9- _HE-9H-3

CI
ci P
(- ’C”' “ DME/AK y
e N 4 -
J

B(OH),

#2-(3-38-5-FFHE)-9,9- “HE-9H-35(5 g > 13.03 mmol) ~ [1,1'-F#
#1-4-ZLEM % (2.58 g > 13.03 mmol) ~ Pd(PPh;), (0.301 g > 0.261 mmol) %
K,CO; (5.40 g » 39.1 mmol)/ADME (150 ml) % /K(25 ml)of 2 KL B &
T2/ « fE4 81 230 (8922°C).21% - EEA M - BRI -
A BEGE/DCM (171 vI{E B E BRI T BB BT bl E
Yy HEPRRES  EEEMERGIRZ2-(5-F-[1,1:4",1"-§ =]-3-
$£)-9,9- “HE-9H-7(3.6 g > 60.5%)

5 95 HEEHIEREIE)
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& RE2-(5-(9,9- _HE-9H-36-2-F)-[1,1":4",1""- Bt =%]-3-K)-4,4,5,5-1

EP%'I’S’Z':%«%EEHH"/%
¢
Pdy{dba);, SPhus, KOAS

";\?,\s
- ' o™ IS/ DME
e ey A
\/“7\ cl

BF2-(5-F-[1,1:4"1"-F = 7K1-3-%6)-9,9- “HE-9H-F5(6.8 g » 14.88

mmol) ~ 4,4,4',4',5,5,5',5'- JUHH £ -2,2"- ¥ (1,3,2- ~ & ZE M k) (7.56 ¢ >
29.8 mmol) + Pd,(dba); (0.273 g > 0.298 mmol) ~ SPhos (0.244 g > 0.595
mmol) & 7, fE$#(2.92 g > 29.8 mmol) I (100 ml) &zDME (100 ml)
BRI ER TEUR16/NTF o (R0 2 3R (5922°C) 2 1% » BIEH E A -
TEZR S EE % - #ET A BER/DCM (1/1 > v/v)TE B B He R 1T W BB AT
BT AR ERY) » EERE O EERIRZ2-(5-(9,9- “HE-9H-55-2-4)-
[1,1:4,1"- % = 55 1-3-7£)-4,4,5,5- D0 BH E£ -1,3,2- — S M B =R (5.0 g >

61.3%) -
ERiL&EYIB6
O
% Pd{(PPha)s, ch03
.Q B )\ B - DME/7J< O Q
!! § 9 [j N7l . .
XT L% BE

¥12-(5-(9,9- — HHEL-OH-#5-2-F5)-[1,1:4',1"- B = 2£1-3-££)-4,4,5,5-
PUEHE£-1,3,2- S5 (5.17 g > 9.43 mmol) ~ 2-5-4-(9,9- _ H £ -9H-
F-2-F)-6-F£-1,3,5-=1£(3.62 g > 9.43 mmol) ~ Pd(PPh;), (0.218 g >
0.189 mmol) HIREL#H (2.61 g > 18.85 mmol) ADME (75 ml) ~ H % (75

96 HEWHRTE)

(C229583PA docx
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ml) & 7K (10 ml) 5f 278 7R AL BRI [BUAT TSN » /2 Al 22 200 (8922°C) .2
% FEHEIEWERERS  BEREGHIE - K JERFEEER  EEE
H a5 ESIR 2 EEYIB6 (4.2 ¢ > 58%) -

&1L E#B7

AL EYBT

N:E PA(PPhg)s, KaCO5

+ C—§ N -
‘<N 4 FA%E » DME/7K

L& 87

H%z_(3a5_%(979_: Eﬁ %_91_1_%_2_%)%%)_4,4,5,5_E E'El %_1a3a2_:

FEH R (4 g > 6.80 mmol) ~ 2-F-4,6- K EF-1,3,5-=1&(1.819 g > 6.80
mmol) - Pd(PPh;3), (0.079 g » 0.068 mmol) & K,CO; (1.878 g - 13.59
mmol) F¥DME (75 ml) ~ HZ(75 ml) K/K(10 mL) o 235 AE ER N [EDR
18/ » fEAAIEZIR (822 C) 2 1% > BB ERRS - BEREGHL

B~ K~ AEERBEREER  EEEHEEHRERRZAEEYBT 3.5 g
74%) -

S E#C21
B 2-(ZFFE[b, dHH Yy -4-5)-4,4,5,5- T EE-1,3,2- S50l &R

Se 155 T 48/ THF OO
o e O,

E-78°C T o] A FH[b,d1HE3 (7 g » 30.3 mmol)jAfE/KTHF (151 ml)

2R R F R /%//Jx\ﬁDFPQTﬁﬁg(ZZS 79 ml > 33.3 mmol) Z AR ° {EIEE

5 97 HEEHIREIE)

(C229583PA docx
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T ETRE G2 > BB E SR (5922°C) - FEEHE A HIE -
T8°C 2k o EAI1 S BEAE T LAY 9 P2 B S -4,4,5,5- U BT - 1,3,2-
SHM K (7.72 ml > 37.9 mmol)EE S WIAER » BE % IE S TR E SR Y
22°C) FLIHERR AL (4T 12/1N85) - I SRR OR Gk » LEEZE 5
Bomml - #EHFIBEG/DCM (4/1E11/1 > viv){E B A BB (T Y IS R B i
LAY » B LR 5 IR 2 2- (3 (b, 1 -4-55)-4,4,5,5- TU H
Ho1,3,2- EREMR(T g 0 65%) -

R4 R I (b,d I

% Pd{PFha)a, K,CO Q
O-g . . /@ (PPhg)s, K3CO; - .
€ I THF /7K.

-0

B 2-( R FH [, d1hil 6y -4-F5)-4,4,5,5- TU H B:-1,3,2- Z K FE - (7.0

g > 19.60 mmol) ~ B 75 (2.62 ml > 23.52 mmol) + Pd(PPhs), (0.453 g -

0.392 mmol) F,K,CO; (8.13 g » 58.8 mmol)f*THF (78 ml) & 7K(19.60 ml)
TR BALEGR TR 16/ o A4 A £ 50m(8922°C) 2 1% » LB LB
KARGECRIEREGY) - BRI > BET& A B K H &€ Na SO, 21k -
FEZR ST 2 1% > *EEAPIGE/DCM (9/1 > vIvTE Ry 7E BRI AT Y BBt
AT GRY) - EAEE R EIHR Z4- R F R [b,d]60 153 (5.3 ¢
88%)

B k4,4,5,5-TRE-2-(6-FE I [b,d il -4-5)-1,3,2- Z AR R

98 HEWHRTE)

(C229583PA docx
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WrA-FEHL TS [b, A1 (5.3 g > 17.25 mmol)[/ATHF (108 ml)H 2~
BRAANE-T8C » HAHE _TE#MNECKEF 1.4 MAK(16.63 ml »
23.29 mmo)&E 1R - fEE-78C TRHMEBESY /N » BBl 2
R E R (FV22°C) « KIRALEAIKRAAI2-78C » HIEM RS SMH2-Z2N
SE-4,4,5,5-T0FH£-1,3,2- G %M =2 (5.28 ml > 25.9 mmol)Z i - BT
DREVZRS AR 2 EIR(8922°C) - HIRFE16/NE - HHEEEREREEY)
R BB EZE R BERER - KRR YIEREINDCME - F K R KR
o HEER & NaySORZ I - [EZ AR 2 1% - BEGEBESESHEY > &
4 EREEERER 24,4,5,5- 0 BB -2-(6- K B K H [b,d 4l 5y -4- B )-
1,3,2- " FFEM R g > 67%) -

eﬁ{

EFiEEC21
[ Oy
) y_{_ P
% y q’
- 55}.3 * ,L N PO{PPhaly, K00
\ "'_,4 3’*@* N’\O 35673 ’DME/7J<

(b&ea

54,4,5,5- 0 B AR -2-(6- R B 2R 5 [b, d1BlI Iy -4-55)-1,3,2- ZSE R
(2.0 g > 4.62 mmol) ~ 2-(3-)RFERL)-4,6- “FE-1,3,5-=#(1.882 g » 4.85
mmol) » Pd(PPh;)s (0.160 g > 0.139 mmol) } K,CO; (1.914 g - 13.85
mmol) /RDME (28 ml) ~ HZ(9 ml) K&/K(9 mD)F Z 7 RAL &R T A8/
s EABIEEIR(822°C) 2 1% > HBIBURRER - BRAKR LB
W BRRRYVRBEY T > HRGEMEVIBERIE - LRKER 1%
HHERGERZE0 CBEIR ZIEE&%C21 2.6 g 74%)
&AL EHC23
B &Y C23

99 HEHHRTE)
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p
R

¥
£ e
/::- = f\ iv B = e
» \)'Bo . ““”{N“N PRI K0 (Y :},—-‘iﬁ,”

{ Q\ JE’X B2 » DME/K 5., . /BN

. 3 e ot
= e ;-\] <-=_H_,j’ %3
& -

fe&fpcas

’h4,4,5,5- V0 H B-2-(3-(6-FK & IR I [b, d] Wy -4-F5) 78 56)-1,3,2-
FAFEHHR (3.0 g > 6.49 mmol) ~ 2-([1,1'-F 7K ]-4-F)-4-F-6-7K5-1,3,5-=
£(2.454 g » 7.14 mmol) ~ Pd(PPhs), (0.375 g » 0.324 mmol) % K,CO;
(2.69 g > 19.46 mmol) ¥ H 7K (13 ml) ~ DME (39 ml) fz7K(13 mD)H 7 /51K
FEEGR NEDR16/NE « fE2 81 22 0R(8922°C) 2 1% » FHhiBEWERE LS
a1 AR IE - ISR IRy HZE T - HEMEWIBEZERIE - AR5
Bl 2% - BHEFGENSEHCERR ZAEEWC23 (3.78 g 91%) -

B IEEHC29
EILEmC29
#
“ o L /r—‘ | s |
! R 1 7\
o \/‘\\N(:?N Pdy(cbals, SPhos, KgPOy % .§:>
-8, BOHy oy - = N
| %—ﬁ @ % » DME/ZK L {%N Y
= : _S"\
“ oz ¢ )

BF2-(4-F| AR E)-4,6- K E-1,3,5-=1F(2.75 g » 8.00 mmol) - 6-7KE
- R I (b, d\Ey -4-FLEN S (2.68 g © 8.80 mmol) ~ Pd,(dba); (0.20 g >
0.22 mmol) fzSPhos (0.40 g > 0.98 mmol) 5z K3PO4 (5.52 g » 24.00 mmol)
FREHZE (150 ml) ~ DME (125 ml) &27K(30 ml) FF 225 AE ER T EDA 16/
R - fE2 Al 2 20R(8922°C) 2% » BHEEIRWERE - HHKKDCME
W BEE R AR YR S - HE AW BEBIE - R FERZ
&> HHREFHEREEYC29 242¢ - 53%)  BEIHAEELE -
ERAEEHC47

26 100 H(EEHRIEE)

(C229583PA docx
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ERALEICAT
5% )
Q O-EI p

{b&#ca7

£4,4,5,5-P0 H EL-2-(3-(6- 5 5 - FEFE[b, d]HEILY -4- B FEHE)-1,3,2-
SN £.(3.09 g > 6.69 mmol) ~ 2-(4-FFEE)-4,6- " FE-1,3,5-=1E(2.3
g > 6.69 mmol) + Pdy(dba); (0.123 g > 0.134 mmol) F SPhos (0.110 g >
0.268 mmol) &z KsPO, (4.26 g » 20.07 mmol) B % (20 ml) ~ DME (30
ml) 5z 7K (10 ml) & 7 B0 AT SR N DR 16788 « f1 %4l 22 2 0m (8922°C)
Z1& > FEHREIBUWEREEE - BRI AR e A > KR EBE
B HEHERESE  EL£EOCBEBRZIEEWCIT 3.51 g
81%) «
SR IEEHICS56

SRAELHICS6

< % ;!

N ﬁN}—Q O O Pdo{dba)s, SPhos, KaPOy

v 7 -
dN GI+ OO BZE » DME/K

1574,4,5,5- V0 HH 2 -2-(4-(6- 755 7R 9 [b, AWy -4-B) 78 56)-1,3,2-

AFEM R (3.5 g > 7.57 mmol) ~ 2-(3-F K F)-4,6- K E-1,3,5-=1E(2.169
g > 6.31 mmol) ~ Pd,(dba); (0.17 g > 0.19 mmol) ~ SPhos (0.23 g » 0.57
mmol) ;2 K;POy4 (4.02 g > 18.9 mmol)JAH 7K (100 ml) ~ DME (100 ml) %
K10 ml) 1 27 RALE SR T EUR PR (89 12/N8F) » 14 8l B3R (59227C)

ik s SR ORI RS - AL EEE % » 3 H I BEE/DCM
25101 H(EEHRAE)

(C229583PA docx
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(O/1Z[4/1 > vIv)E Ry 75 BER (T8 B E A [T ;e E DCM & & 2K S B 5%
Y EE 20 EEERZIEEHCS6 (2.2 ¢ 54%) -

ERALEHC6S5

B LS C65

C?;,%c{... : sy : Pd,(dba)s, SPhos, KyH,POg
s

|
”\g” /7K

k&4 ces5

1 2-(6-([1,1'- Bk 75 1-4- B ) 2K I [b, d] WE ) -4- 5 )-4,4,5,5- DU HH A -
1,3,2- "SR (3.75 g > 8.11 mmol) ~ 2-5-4,6- 7K E-1,3,5- = (2.61
g > 9.73 mmol) ~ Pd,(dba); (0.149 g > 0.162 mmol) ~ SPhos (0.266 g -
0.649 mmol) &z BEEE /K &#7(3.74 g » 16.22 mmol) A H (90 mL) & 7K
(10 mL) 1 2R & V78 RAE 2R T BUR PR (8Y12/N6) - fE5e ik > 223
HZE > A SR EEZETUE Y (A2 aE) » HAB/KRKER - &6
A > &Na,SO,52 ke > HAEEZE TR - H LBF B 1R A B 7R 2
YE > EAER=EGERIRZIEEYC6S 3.0g 65%) -
S EHC68
Gt =?IC68
M-, O PP, K00, % ®¥N\r (}—@

e u-\ N\!{i -
b & » DME//K g s\?
o i ¥ N \““ Fox
i P Y

Il ces

¥id
N
Z

1 2-(6-([1,1'- Bt 75 1-4- B ) 7 5 [b, d1HE Iy -4- 5 )-4,4,5,5- VU HH A -

1,3.2- S 5 =R (4 g > 8.65 mmol) ~ 2-([1,1"- B 7K ]-4-5F)-4-F-6- 7 5 -

55 102 H(EHIEHE)

(C229583PA docx
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1,3,5- =& (2.75 g > 8.00 mmol) ~ Pd(PPh;3), (0.28 g > 0.24 mmol) i
K,CO3 (3.31 g » 24 mmol) FAH (125 ml) ~ DME (100 ml) &z 7K(25 ml)
ZBRAEER N EUR16/NF - f£28 2 2R (8922°C) 2 1% » FEHBEIEIE
ol BETR DR - IR R HEEEGRIEHEY) BEAEAZETA
o EEEOBERRALEYC68 (4.25 g - 83%) -

EIEEHCT1

e CT1

+|

BF2-([1,1'-F 2R -3-F)-4-8-6-FKF-1,3,5- =& 2.1 g » 6.11 mmol) ~
2-(6-([1,1'- B4 1-4-F5) R [b, d1E Gy -4-F:)-4,4,5,5-PU FH B-1,3,2- 5%
REMH 2 (2.82 g » 6.11 mmol) ~ PA(PPh3), (0.141 g » 0.122 mmol) &z K,CO;
(2.53 g+ 18.32 mmol) J*DME (150 ml) }z7K(20 m)H B2 R ERR T
[B07 37N © FE 2 Al 2 =R (8922 C) 2 1% » BRI EEEE - FEg H K
K SBE SRR o R EBG VB M b BV R T KW IR EIBE - (ERRE
Bl 1% BHREABEGESEHEY EEERXR=ECEBRAEEHCTL 2.9
g 74%) -

EALEHCT3
BRLEYICT3
, ~ - T
Q\ﬁ’_’ :r@ v e

Pdy{diealy, SPhos, KsP Oy

/
\f"" + I — Fou \h'_ C}’Q\ _l}“
o H#: » DME/7K ¢ 3 N
N g g O
- e

n=gvifs]
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B 2-(6-([1,1'-Jf 2K 1-4- ) K 3 [b, d] e I -4- £ )-4,4,5,5-P0 HH £E -
1,3,2- A5 R (4.2 g 9.41 mmol) ~ 2-(3-F XK E)-4,6- K E-1,3,5-=
I#(3.46 g > 10.07 mmol) - Pd,(dba); (0.258 g > 0.282 mmol) - SPhos
(0.463 g > 1.129 mmol) ZK;PO, (6.49 g > 28.2 mmol) FAHZ (125 ml) -
DME (100 ml) & 7K(25 ml)d Z &R AE FR T EDR18/NRF » 12 8l 22 %05
(822°C)2t& - FEHMBIBUWCRRER R HEERBRAY RIS > RN
BEBE  HEWREAREGS ELEEQaBEGRZIEEYCTI 45 ¢
T76%) o
&AL EHCT4
BRAEEYCT4

[
Q B . {@
=N Zmd , 8Phog, K.P 7R M-
o Q ig Pdy(ibe)s, SPhos, KyPOg 1. Q Wi
A

HZ » DME//K « i N,
ol MRS ?3
! fbA%cm
2,4- — K -6-(3-(4,4,5,5- V0 BH B -1,3,2- — S FE A o -2- BL) 7F £L)-

1,3,5- =1£(2.64 g > 6.07 mmol) ~ 4-([1,1'-BEFE]-4-5£)-6-38 ~ 53 [b, d|1E
%y (2.53 g > 6.10 mmol) + Pd,(dba); (0.139 g » 0.152 mmol) - SPhos
(0.187 g » 0.455 mmol) &z K;PO, (2.146 g » 10.11 mmol) X H ¥(75 ml) -
DME (75 ml) fz7K(7.50 ml)d 278 & AL ER T OURBRER (8I12/NEF) - {22
Al = m($922°C) 2 1% > AW EREEE - FHELR/DCM (4/1%]7/3 »
vIVTE R B BEREATHY BB @M & B BEli 48 kel h - EA E 0 e
IR ZAEEYCT4 (2.0 g 61%) -

&R 1EEHCTS

E4-([1,1'-BEE]-4-8) ZFFH[b,d WY
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HO.__OH .

B
e ] o : PO(PPhaly, K005
GO Y "ok
_ 3

O

- 30
adh

e 4-B- 2R3 [b,d1AR 1 (10 g > 28.0 mmol) ~ [1,1"- B2 ]-4- 8l g
(8.32 g » 42.0 mmol) ~ Pd(PPh;), (1.624 g > 1.400 mmol) & K,CO; (7.74
g ° 56.0 mmol)j¥DME (200 m1) 5z 7K(40 ml) = 275 AL ER T AT 247N
B - FEABIEEm(8922°C) 21k > AR BEIBUWERRER - FK KB -
FEIL B eI R T - A IBEEE - £RRER 2% BH
AR H GRBERER Z4-([11- B ]-4-5) 3 [b,d] 815 (8.0 g >
74%) -

B E2-(6-([1,1"-BE 5 ]-4-5) Z K 3 [b,d b3 -4-5)-4,4,5,5- W H & -1,3,2-
SR R

FE-T8°C T IR 4-([1,1'- B 25 1-4- B ) 2R 3 [b,d] 4l B3 (5.5 g » 14.35
mmol) /2 THF (150 ml) 4 Z &K tP 2R I0eE — ] A 2 751 (18.45 ml
25.8 mmol) - FFATIFIEEVIAE-78C MRS/ > BE1R — MR IN2- BN
A E-4,4,5,5- V0 HE-1,3,2- 582 (5.12 ml > 25.1 mmol) - & JER
BYZRLS IR EEIR(§Y22°C) HIBH16/NE - BS1R FH/KZR - FTREEY)
OB LB 2501 > & & NaxSOLFZ R - fEZRFIEM 2 1% - R h BT
/DCM (4/12]3/2 > vIV)TE Ry /B BERIETH B e R AR e - B4
£ HERERIRZ2-(6-([1,1'- B 1-4-5) K H [b, d1 5y -4-5)-4,4,5,5- 1
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HEE-1,3,2- SRR (2.6 g » 36%) -

EAEEYCTS

Y ) v
]

’/’] i B‘/ED\N{N/\N PUPPh, KiCOs é*

o 5§ n
o ol - \ ‘i' ‘.F\N#
k‘( O‘/LQK Fa DMEK. % &5]’ Jt\,
v -0 :
P & -

= {b&%y) crs

1 2-(6-([1,1'- Bt 75 1-4- ) 7 5 (b, d1 il Wy -4- F%)-4,4,5,5- VU HH & -

N

1,3,2- S 2 HI R (2.62 g » 5.15 mmol) ~ 2-(3-JAZEEL)-4,6-  HEE-1,3,5-
=& (2 g 5.15 mmol) - PA(PPh3); (0.179 g > 0.155 mmol) 2 K,CO3;
(1.424 g > 10.30 mmol)/ADME (150 ml) ~ HHZ (50 ml) & 7K (40 ml) 7 )&
AL EGR T EUR 16/ » fE 281 R EIR(8922°C) 2 1% » 5 M IE U & &
BS  EEM K KBRS - R HOAM R HRERT - HEhmEyE
ZEEE - BMEEEHFEREAHFERRE S RKE—-FAEHEY > EE2 206
IR ZALEPICTS (2.1 g > 59%) -

&G E#C83

EIEEPC83

') cd TN \J
<Ws %
\..:/ Ty B\
d/

o s NN
% N N Pd{dba)g, 8Phos, KB 0, Wn—-
= e # DME/K S
-0 O SO o
<l A,
.
&ty ces

Br2-(4-F R E)-4,6- K F-1,3,5-=1%(2.409 g > 7.01 mmol) ~ 2-(6-
([lal'_ ﬁﬁ%]_él'_%):%#[b’d]D%Hﬁ_4_%)_4a4a5a5_lmEﬁ%_1a3a2_:§h¥&ﬁﬁﬂ
R (2.7 g > 5.84 mmol) ~ Pd,(dba); (0.107 g » 0.117 mmol) ~ SPhos (0.096

g » 0.234 mmol) &zK,CO;3 (2.421 g > 17.52 mmol) A H 7 (20 ml) - DME
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(C229583PA docx

109117911 FH Y A0101 1092027788-0



1775086

(65 ml) Kz /K(15 ml) o 2 S5 IR AL FUGR T BB IR (K9 12/NBF) » A2 5 Al 2
FOm(E22°C) 2% > FKRRERERSY) - #ABIEWERR » FHKEL
B etk - R H AN VRS > HEMEWBEEBIRE - R BEE 2
% - HEtOAcH& REHGY > B4 20 alEB R (&% C83 3.2 g

85%) °
ERIEEHCI01
BiE&EYC101
RS R €S o SRS
L& C101

E2-(6-([1,1"- B 75 1-3- ) R IF [b, d] BE Wy -4- £ )-4,4,5,5- DY B A -
1,3,2- " F Mk (4.03 g > 8.73 mmol) ~ 2-(3-F &K E)-4,6- K E-1,3,5-
= I(2.50 g » 7.27 mmol) ~ Pd,(dba); (0.20 g > 0.22 mmol) ~ SPhos (0.27
g > 0.65 mmol) &zK;POy (4.63 g > 21.8 mmol) A H 7 (100 ml) ~ DME (100
ml) k7K (10 ml)dr 2075 AE 5 R T EUR BRAR (Y 127N - 1 /2 8l 2 200 (49
22C)Z1% > FAIDCMMREER R EY) » HE MW BERIE - (R ER 2
% > MR PEE/DCM (4/1E3/2 > vIvTE BIEBERIETH BE R ET & E
DCM E & F R (LB > EAEQ alEE R &Y CI01 (1.6 g -
43%) o
G IEEHCI10
B L&Y C110

@
C:?:N o . ﬁ O O Pdy{dba)s, SPhos, KsPO, _‘ 3 O p
O Tl g o
fLe cmb
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R 2-(6-([1,1"- B 75 1-3- ) 2 JF [b,d] BE Iy -4- £ )-4,4,5,5- DY B A -
1,3,2- AR (3.1 g 6.70 mmol) ~ 2-(4-F K H)-4,6- _7FKF:-1,3,5-=
I# (2.54 g » 7.37 mmol) ~ Pd,(dba); (0.123 g > 0.134 mmol) 5z SPhos
(0.110 g » 0.268 mmol) &z K;PO, (4.27 g > 20.11 mmol) jA B 7 (20.00
ml) ~ DME (30.0 ml) &Z7K(10 ml)H 7 B0 R AL BR T BRI « fE2 4l
IR KHMKMRE - BRERBEREWERE R HH LR - FHE
VBT VR T - HE MR BEBIE - ERFEBEE - BHE
AR EOaEER2AEEYC110 4.2 20 97%) -

SR AEEHCI1Y9

L&Y C119
Pd(PPhy),, choa_; O QN//N\ O‘O

I s B(OH)3 + N
Q O o DME/K. s /N

Ba SO
{b&% C119

R (6- 7R E: R I [b,d]ENy -4-FH AN % (3.14 g > 10.32 mmol) ~ 2-%-

4-(9,9- ~H EL-9H-Z5-2- £ )-6- K £ -1,3,5- = (3.6 g > 9.38 mmol) -
Pd(PPh;3), (0.217 g > 0.188 mmol) &ZK,CO; (3.89 g > 28.1 mmol)jADME
(180 ml) k7K (50 ml)d Z /&AL EUR T [E1AR 1470 A2 7% Al 28 20 (5922
C)ztk - BHBEBWREER  HEEHWHE - K 48 - 2B LEERFER
Sk BEtRRs R RS > HEMAWEERE - HRFEE 2
% MIBkFERREHEY ELXAEHCEBRZAESYCIY (4.0
g 70%) -

SR EHC131

BE2-(4-8F5)-4,6-88(9,9- —HE-IH-F-2-5)-1,3,5- =%
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o Wa N N
T T II " |
=T cl '”{‘\v"'\\n’ W
) ?}Wb L reeeng s, LA
oy DME/7 J
e g

$2,4- " B -6-(4-FHKH)-1,3,5-Z (5 g > 19.19 mmol) ~ (9,9- - H
E-OH-#5-2-F)ENfEE(9.14 g » 38.4 mmol) -~ Pd(PPhs), (0.444 g » 0.384
mmol) &zK,CO3 (7.96 g » 57.6 mmol) /ADME (150 ml) & /K(15 ml)F > /&
BAEER T DR 3/ » (281 B2 (822 C) 2 1% » o EEAHAME - £
BIEHN 1% - M ABEEE/DCM (41 » v/Iv)TE B 5 BEE AT 8 BB B i &t
KL ERY)  EEEOOBERIRZ2-(4- 8K E)-4,6-5(9,9- " HE-9H-
F-2-H)-1,3,5-=1E(5.43 g » 49.1%) o

& EEYC131
(“\.
aioH), Pl SIFO g =
<\~H_ B DME/?J( I—:_-:s N _
N \ \;L, () /
& L,\:j l;\j
{E&¥cs

2-(4- B K H)-4,6-5(9,9- “HE 9H-F-2-E)-1,3,5-=1E(5.43 g
9.42 mmol) ~ (6-FEE: " FE (b, d1HEBY-4-E) BN L (2.87 g > 9.42 mmol) -
Pd,(dba); (0.129 g » 0.141 mmol) - SPhos (0.116 g » 0.283 mmol) f
K;PO4 (4.34 g » 18.85 mmol) ADME (200 ml) & 7K (25 ml) s 2 AR AL &
RNEDR16/NF « fE280 22 R(5922°C) 2 1% » 7 BeA terd 335 b A Bele
/IDCM (1/1 » v/Iv)TE RS BERDET R BB E T KSE - EAE O aREE
N ZAE&EPC131 -

ERIEEHC134
EREE#C134

26 109 HEEHRIAE)

(C229583PA docx

109117911 FH Y A0101 1092027788-0



1775086

{/ iy e
P == Q)’)}’N [ :l(\/
{PPhlg, KOOy 9 TNl

DME/K

{E&1) C134

B (6-([1,1- B A 1-4- B ) 3K I+ [b,d]1HEWy -4- B ) B BE (2.25 g » 5.92
mmol) ~ 2-5-4-(9,9- “HE-9H-F5-2-F)-6-FKK-1,3,5- =& 2.4 g » 6.25
mmol) -~ Pd(PPh;), (0.137 g > 0.118 mmol) ;2 K,CO; (2.453 g » 17.75
mmol) /RDME (200 ml) 5z 7K(50 ml) & 27 RAL R T B L4/ - f24%
Al ZR(2922°C) 2 1% > FHBEBEWERER - HEHHE - K- 4 &
B £ W8 K PR i - BRI HOBE B b e - HEME W B ER
JE o FERBBEM L > AR KERAEHEY  EEIE&%C134 (3.0
g 75%) -
S AEEHC139
BRAEE7C139

@ A/
\,'\]( ’ iA’\ Pd{dbals, SPhos, KaPO,
G — 2 2 :l 1 4
ol ¢ = C
L( L E% » DME/K
as) L %;ff‘
g N ol
b O

7
(L& c138

16 2-(6-([1,1'- Bk 5 1-4- B ) 7K J [b, d] WK IR -4- 5 )-4,4,5,5- DU HH -
1,3,2- A FEW R (4.41 g > 9.89 mmol) ~ 2-(3-FA K E)-4-(9,9- ~HE-9H-
35-2-F0)-6- A F-1,3,5- =% (4.25 g > 9.24 mmol) ~ Pd,(dba); (0.211 g -
0.231 mmol) ~ SPhos (0.379 g > 0.924 mmol) & KsPO, (6.38 g » 27.7
mmol) 2 FHZE (125 ml) ~ DME (100 ml) & 7K(30 ml) 1 Z 75 R AL E R T [0
AN6/NEF » AE 2Bl BEIR(Y22°C) 218 - A ARZERNIERSY) - (£22%
BEl 1% o R B/ HARGNEI/1 > viv)TE B 7E SR T8 BB E 8

55 110 H(EEHIEHE)
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ke EiReRY) - EAE A GERR ZAEEYCLI39 (4.1 ¢ 59.7%) -
ERAEEHC1T73
BRR2-(2,8- R I (b, dIEY) -4-5)-4,4,5,5- DT R E-1,3,2- S 5T

R
1.8 TEEITHF
i
Op@@

HE-78C T |2,8- _AKE K H[b,d]HE Y (7.45 g > 22.14 mmol) > 4
JKTHF HF B8R 2 RS T B R Ol P RYIE IR (28.5 ml » 39.9
mmol) o [ R SY)HE-78C MREF2/NF » FHF LI mL/min 2 ZRERIR A0
2-BEINEE-4,4,5,5-VUHH E-1,3,2- “F 80l =1 (7.21 g > 38.8 mmol) » {EfZ
BRSBTS R E =M (E22°C) - HEH 16/ - FET&H10% NH,CIK
BIRER > HABE LERZERNMBIESY) - AERBER 2% - AR
/DCM (1/1 » v/v){E Ry iB BEEEAT B BB B @M sk s B = erY) - HFER B2
PElE &S dn 0 EEAE B H B EGIR 2 2-(2,8- IR A TR IF (b, d]HEY -4-FL)-
4,4,5,5-P0H E-1,3,2- _F MR (5.5 g 53.7%) -

B LEY173
-ﬁ’ (:/L \ :' \___/'W _
?;_},5(5 . N\':?i! Pez(don)y, SPhos, KiPO, N A \%7
b 1 % DME/K LN W
- % Uedl ey
(j z:’\\? Br/k/l (;}F*/ <“ N
v
d==xv ks

H2-(2,8- IR E IR IF[b, d1EWT-4-55)-4,4,5,5- IO E-1,3,2- " F 5%
IMe&(3.03 g > 6.55 mmol) ~ 2-(3-;RAKE)-4,6- _AKE-1,3,5-=Z1&(12.54 g -
6.55 mmol) ~ Pd,(dba); (0.090 g > 0.098 mmol) ~ SPhos (0.081 g - 0.197

5 111 HEEHEHE)

(C229583PA docx
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mmol) % K;PO4 (3.02 g > 13.11 mmol) /ADME (100 ml) + B #(100 ml)
K0 mD) ™ ZERALESR TR 16/NE » A48 2R (8922°C) L 1% - #5
BB R E S - SR L8 - K - ZE RN - BB BB H
FRIE  EEEOGERRZAEEWIT3 (408 95%)

EAEEHCI8S

BR2-(6,8-"FFE Kb, d|EY)-4-55)-4,4,5,5- VU FH E-1,3,2- — KFETH

Fr

» IS

s
FO e O
) jd'“’

HE-78C N H2,4- _FKE __KH[b,d]ELI(10 g > 29.7 mmol) >4 7K
THF 2B RFEEANINS T E#MNECKE T 2 /AK38.2 ml » 53.5
mmol) o [ R SY)HE-78C MREF2/NF » FHF LI mL/min 2 ZRERIR A0
2-HNEE-4,4,5,5-V0HE-1,3,2- A5 =% (10.61 ml > 52.0 mmol) - i
R EYZED T 2 20 (8922°C) » HIRFFE16/NE » fER A 10% NHLCI
KIBRER - ML ABEZERTSREEY) - HERFER L% > BB
/DCM (4/1F0/1 » vIVIIE BB BRI AT BE TR (LY BEE
BREEAGSS  BE 206G R Z22-(6,8- KA K (b,d]HEW)-4
££)-4,4,5,5-TOHH F-1,3,2- A XM (9.5¢g 69%) -

ERAEEYC185

Y
Br i ’\‘.../
L ® - ned
: Fe{PPhols, K0 o e
+ 1‘1,\” — T e p p

S N
P DME/7 ; .
£ ﬁ == =S

£
L& cees

R
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BF2-(6,8- _AKFE _IRKH[b,d]EYy-4-F)-4,4,5,5-VUHE-1,3,2- A F
ek (4.29 g > 9.27 mmol) ~ 2-(3-R K E)-4,6- _KE-1,3,5-Z1E3 g
7.73 mmol) ~ Pd(PPh3), (0.269 g > 0.232 mmol) ZK,CO; (2.14 g 15.45
mmol) JADME (200 ml) & 7K(40.0 ml) 238 RAL ESR T RS /NRF © 2%
Al E =R (22 CH) 21k - BEHBIEWERERS - & HIFBRIBREE ZHE
o ERAHEYEBEREE > HE _HAFESS  ELECaBERIR b
EYC185 (2.6 g > 52.3%) -

ERIEEHC251
EREE#C251

Pd;{dba),, SPhaos, K;P0,4

% » DME/K

1E&4%) c251

B 2-(4'- & -[1,1-Bf K 1-3-F)-4,6- K FH-1,3,5-=1&3.0 g 7.14
mmol) ~ 2-(6-([1,1'-F K ]-4-F) K H [b,d|EE Ly -4-F)-4,4,5,5- U H A -
1,3,2- ~ A HE W == (3.53 g » 7.64 mmol) + Pd,(dba); (0.196 g » 0.214
mmol) ~ SPhos (0.40 g > 0.976 mmol) &zK3PO, (4.93 g > 21.43 mmol)}»
DME (80 ml) ~ FHZE(160 ml) & 7K (25 m)H 2 &K [E 18/NEF « AE /248l 2
FOR(2922°C) 2 1% - FBHBIREWEER - FHAKRE - BE& SR
AR HEMAwBERE - HEREREER  EAE0aEEIR 1B
&9Y1C251 (3.43 g 67%) -

EALEHC254
ER{EEYC254

26 113 HEEHRIASE)
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F

. zidbal, SPhos, KsPOy Ny
Ry, e O AL
N s
<A, 3 M

{E&¥Cc254

1 2-(6-([1,1'- Bk 75 1-4- B ) 2K I [b, d] WE ) -4- 5 )-4,4,5,5- DU HH A -
1,3,2- A0 R (2.72 g » 5.89 mmol)  2-(3-JRFFE)-4,6- B (4-F FH)-
1,3,5- =& (2.5 g » 5.89 mmol) - Pd,(dba); (0.081 g > 0.088 mmol) -
SPhos (0.073 g > 0.177 mmol) & K;PO4 (2.71 g > 11.79 mmol) }2 DME
(200 ml) k7K (50 ml)d Z 78R AE EUR T [E1AT 18/ NG A2 7% Al 28 50k (8922
C)zi& > FEhEEWERER > HREMMHBEL/DCM (1/1 - vIv)TE BB BRI
EITWRBEMREN KL HEFREFRSES  EEEoefBRALEay
C254 (2.5g° 62%) -

&AL E#DI
EE&EYDI

DME/FK
& D

+ P‘ES' Pd,(dba)s, SPhos, KgPOy4 S O }\1 &
Re

i

1 2-(3-(ZZFF (b, d1E Wy -4- ) 7R F)-4,4,5,5- VO HH A -1,3,2- 5 e i
(3.5 g > 9.06 mmol) ~ 2-(4-F K E)-4,6- _KFH-1,3,5-=1(3.43 g >
9.97 mmol) ~ Pd,(dba); (0.166 g > 0.181 mmol) ~ SPhos (0.149 g > 0.362
mmol) &z KsPO, (5.77 g > 27.2 mmol) /ADME (70) K 7K (15 ml)d 7 757K A+
FOR N ECRFR R (12N » 2428 2 20R(8922°C) 2 1% - HIKMRE S e
BEY - FEAEEW RS - FHHERRE - RHESBREHES - A&h
MWEBEZEBRE - ARFER % BRFFERHESREHEAERRAEY

5 114 HEYIEHE)
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D1 (4.20 g > 82%) °
B EEHD2
B L& YD2

Cl O O Q
O O N‘N\N Pd,{dba)a, SPhos, KzPO
= 2{dba)s, 08, Kara 5 =N
s ¥ O Ny ’>—©
DME/7K ;—N
B

»
>}° {4 D2

Ba-(4-F R E) K I [b,d]"EW}(2.46 g > 8.35 mmol) ~ 2,4- K EE-

6-(3-(4,4,5,5-P0 H B -1,3,2- "~ F A o -2-F) AR E)-1,3,5- = 4.0 g
9.19 mmol) - Pd,(dba); (0.15 g > 0.17 mmol) ~ SPhos (0.27 g > 0.67
mmol) &z K3PO, (2.89 g > 16.7 mmol) /ADME (90 ml) &z 7K(10 ml) & 7 /5§
FEEGR T BUR6 /N » A2 2 Al £ =R (822C) 2 & > FI/KWMRBERIER &
Yy o FEHABRBUERRER > EEM KR HEERR - AR ES
HEMRWBZERIE - A£RBEH 2%  BHRFHEREHEERIRZE
&95248 (2.1 g > 50%) -

=y %ln=x /¥
=1 n=x] !
ﬁm B{OH),
e <
PI\EA‘"“N + L Pda{dbajs, SPhos, K.POq
f’\f*w" q ALK
i ‘f’ @ | V/J
Br Br

H%2a4a6_5(3_57%\‘%%)_1a3,5‘EH%(3 g ’ 5‘49 mmOI) N [171'_H§ﬁ$]_4_
FENEZ(3.48 g > 17.58 mmol) ~ Pd,(dba); (0.101 g > 0.110 mmol) ~ SPhos
(0.180 g > 0.440 mmol) X K;PO, (2.332 g > 10.99 mmol)FAH (54 ml) &

K6 ml)F ZIERAEEGR TR 12/ - 28l B 2R (8922°C) 2 1% - FE
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BIEWCRERR > B MK - HEE R HEIR - A ERAEEEY > &
FE2EHERERRZAEEWFL (1.7 g > 40%) -

EAEEHF2

BR2-8-4,6- 8 (3-8 FE)-1,3,5- =

é\ ) Clj\ll/N/TCI o @TNp
N._N

MgBr | \g

HF0C T E2,4,6-=%-1,3,5-=1E(3.1 g » 16.7 mmol) /ATHF (50 ml)
2 R R IR (- R AR E)EE 2K (50 ml - 50.0 mmol) o & H
EIBTR 2 ER(5Y22°C) - HIBH2/NG - HHAMBERIEREY) - BHE
AZHCIKE®RAM - 200 mh - pEEAHEE - KRR - HEZK
Na,SO,HZME o fEZE IR 2 1% » FEMWBER B K LEeY » E4E
EREOEGINZ2-8-4,6-(3-F 8 E)-1,3,5- =B (2.1 g » 37%) -
B2 ([1,1'-BEE]-3-5)-4,6- 88 (3-F £ E)-1,3,5- =k

ct al oM

] 7 ® Ton Pd{(PPhgls. KGO

- N~ + o 14, KGO5
o I § DME/7K
& ®

B2-2-4,6- 2 (3-F K EH)-1,3,5-=1E (3.6 g » 10.7 mmol) ~ [1,1'-F
K1-3-F B BE (3.2 g » 16.0 mmol) ~ K,CO3; (4.4 g » 32.1 mmol) &
Pd(PPh3)4 (0.62 g > 0.54 mmol)jADME (60 ml) 7K (20 ml)F 7 )RR 1E &,
RN ODRPRAR (FY12/NEF) - fE2al £ 20R (8922°C) 218 - &SR EZERE
NIEREY) - 223K - HFEMABE/DCM (9/1517/3 > vIv)TE R BB
ETWRBEMRLET KHFREEDCME KA LEEsY > BRI 20 aEE
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R Z2-([1, - B -3-55)-4,6- 5 (3- K £5)-1,3,5- =% (3.7 g > 76%) -

EFAEEYIF2
cl o
o
O Ny I
Nt Pd,(dba)s, SPhos, KyPO, o Ne g
o ZHZEK =4
D00

&%) F2

RE2-([1, - B 2R 1-3- 46 )-4,6- 8 (3-F AR A )-1,3,5- =% (3.7 g » 8.1
mmol) ~ [1,1"-JFE K ]-4-FL 8% (4.0 g » 20.4 mmol) ~ Pdo(dba); (0.15 g -
0.16 mmol) ~ SPhos (0.27 g > 0.65 mmol) &z K;PO,E/KEY)(5.6 g 24.4
mmol) F2 fE] — (200 ml) K& 7K (20 ml) 5 208 AE ER T [BAT R 1 (8912
INRF) » AR BN EZIR(FY22C) 2% - R BIBEWERES - HAKKHSE
ek o BETR R EIRSIE MR R HY AL IR > HEREYBEERIE - £
BAHEB % BN _HAERESFEgaBBRZIEEWF2 4.5 g
80%) °
ERAEEYF3
BR2-([1,1'-BEE]-4-5)-4,6- 8 (3-8 FH)-1,3,5- =8

A %\ PA{PPhgls, KyCO ® N N=
Q\/IYN\I/‘“\\/' + O et ( Dand >_<\ A
NE = DME/ZK et e | N

T ® °*

B 2-F-4,6- 2 (3-F K E)-1,3,5-=1%(0.2 g > 0.59 mmol) ~ [1,1'-B

7 1-4- F: B S (0.14 g » 0.71 mmol) ~ K,CO;3 (0.25 g » 1.78 mmol) &
Pd(PPh3)4 (0.034 g > 0.030 mmol)ADME (21 ml) & 7K(7 ml)F 2 5K AT

FOR N EUR R (Y1270 F) » fEA A 2 2R (8227C) 2% - KM EER
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BN IEREY) - AREE TEE - KRR > HFERENaSOMIE o 17
SEVEE 2 1% > M BERE/DCM (9/1217/3 > vIv)TE Ry /B BERI T BB
TR b EY) > EEEQGERARZ2-([1,1-H#Z]-4-5)-4,6- 2 (3-&
ARE-1,3,5-=Z1%(0.2 g » 74%) »

AL EYIF3

&l
=

o

{\ /_:\ O Q
o " : N
e OO

7N
B(OH) NVAR W

ESYIF3

0e
.:j:\)—

=

~4

Z

O-C

RE2-([1, - B 2R ]-4- £ )-4,6- 8 3-F AR A )-1,3,5- =% (2.3 g » 5.1
mmol) ~ [1,1'-Bf]-4-FLBIEE (3.0 g » 15.2 mmol) ~ Pd,(dba); (0.093 g -
0.10 mmol) ~ SPhos (0.17 g > 0.41 mmol) &z K;PO,E/KEY)(3.5 g 15.2
mmol) 72 fE] ~HZR (200 ml) & 7K (20 ml)dr 2 5 AE ER T B R R (4912
/INEF) - AERAI R =R (K22 C) 2 1% » #EHE BRI EEES - H H#HEEY
B _HIRRE - $ERARERAGCHEHEY > EE£EQCBEEBR 2 EEYF3
(2.1 g> 60%)

=0 A=k &
e LEYF4
. () BEV=W
N Nl ) o N
O 4‘“‘>_<“">3‘_0 R i T 2 W [:r:é_}%:f
or \’N'I <l im=zzas

B 2,4- & -6-(9,9- B E-9H-3-2-F)-1,3,5-=E (2.2 g » 6.43
-4,

mmol) ~ 2-([1,1:4",1"- B = %4 1-3-55)-4,4,5,5- VO HH A& -1,3,2-  FFE I R
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(2.75 g > 7.71 mmol) » Pd(PPh;)4 (0.223 g > 0.193 mmol) %zK,CO; (2.67
g » 19.29 mmol) /ADME (100 ml) ~ %100 ml) 7K (20 ml) T §95K 4E
FUR NELRT6/N » AL E50m(322°C0) 21% @ HBHEBAEWERER - B
BIEGER KR LR - EEEOCERRZAEEYF4 (1.7 ¢ 36%) ©
ERAIEEHIFT

BE2-8-4-(ZFIFF[b,d BB} -4-5)-6-FH-1,3,5- =%

HO _OH
Pd{PFh K,CO
{ \\I/ {PPha}s, Ko,CO3

N\F THF/K 3

° &

B IR H (b, d1EWy-4-FEERHE (5.0 g > 21.92 mmol) ~ 2,4- " &-6-FKE

Cl

_/<Z

W
=

-1,3,5-=1(12.39 g > 54.8 mmol) » Pd(PPh;), (1.267 g 1.096 mmol) k.

K,CO; (9.09 g > 65.8 mmol)/ATHF (FER : 10.0 - #8F& : 199 ml) K /K(EE

R 11.000 > #28 © 19.93 mD) F ZIFRALER T EDR PR R (Y12/06¢) © £E
RAIEER(22°C) 21k > KW BERENIESER - BEYEBELE

e AEAGEHEY) - ELAERCERIRZ2-8-4-(CZZFF[b,dED}-4-

H)-6-2KK-1,3,5-Z18 (7.1 g > 72%) -

BRALE YT

>2L ! T W,
o8 M@ -
. NN Pd(PPhs)s, KoCO4 N \>_©
N

DME/K =

OO O~

Ao 2-([1,1:4 1" -1k = 2K 1-3- £ )-4,4,5,5- U B AL -1,3,2- Z~ F 0 R

(2.359 g » 6.62 mmol) ~ 2-F-4-( K [b,d]EEWy-4-F)-6-FKH-1,3,5-=
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[% (2.25 g > 6.02 mmol) ~ Pd(PPh;), (0.348 g > 0.301 mmol) & K,CO;
(2.495 g > 18.05 mmol) /ADME (EE3 : 10.0 > £&F& : 54.7 ml) R/K(EE*% ¢
1.000 - #84& * 5.47 mh) ZERALER T EURFRE (B12/NF) » fE.2481%E
FOR(KI22C) 2 1% » FI/K R THFMRE R IERGY) - FEBIEICERERS > =
WHR7K ~ THF R SR 0  EE AR L - DCMEH R - AE%S
o EEEOaERRALEYFT 3.24 2 77%) -

SIS HIF13

é&2,4-:§n-6-(9,9-:Eﬁg-w-%-z-g)-l,s,s-zﬂ%

Br + Mg +¢ /N—\<:| _THF
RS H o=

FE60C MEER T I A UE(E 2 Mg (1.6 g 65.9 mmo)jJRTHF (50
ml) 7 BRI R R AN2-07-9,9- T HE-9H-7:(12.0 g » 43.9 mmol)jit
THF (100 ml) §1 275K » fERIIZ & » (EREREYEDR3/NT » Ba{R{£0
CF ¥ H 4 52,4,6- = %,-1,3,5- = (8.10 g > 43.9 mmol) /A THF (50
ml)f 2R T o R EREREYIRE =R (822°C) » HIRFIRER (&Y
12/NBF) » BE& HCI/K R IR Z R - FHEOACZE T FFIEEY) - & NayS0,
HoER S AR - L2 8BH 2% - F5 M H BEGE/EtOAc (9/1 -
VIVTE BB EERI T BEH BN K4 LBGY) EAE O aRERIR S
2,4- " 5-6-(9,9- " HHE-OH-F-2-5)-1,3,5-Z#(8.0 g » 53%) -
BRR2-([1,1":4', 1" - B = 3]-3-5)-4-8-6-(9,9- " HE-9H-35-2-5)-1,3,5-
=B

Q:./ZL . C,:;ipj, O‘ Q Pd{PPhy)y, K2CO5 #
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HE2-([1,1:4"1"- Bk = K 1-3-F)-4,4,5,5- U B K6 -1,3,2- ~F ¥ R
(4.00 g > 11.23 mmol) ~ 2,4- " %-6-(9,9- “H £ -9H-#-2-%6)-1,3,5- = 1%
(10.76 g > 31.4 mmol) * Pd(PPh;), (0.259 g > 0.225 mmol) . K,CO; (4.66
g » 33.7 mmol) );DME (150 ml) &Z7K(50 ml) = ZF WAL EGR T BT 187)y

s FEAHIEE R (KY22°C) 2tk > AKERIERERSY) » R HEOACE
HU - H&ENa,SOHZ A HFERY) - (L2835 | 2 1% » # I BERE/EtOAC
(4/1 > vIVTEREBERETY B EEETRKAERESGY - EEE0aEE
R 2-([1,104', 1" = %51-3-55)-4-5-6-(9,9- & -9H-9%-2-%£)-1,3,5-

ZIE(4.5 g 8.39 mmol » T4.8%FER) -

ERAEEYIF13
(:,%“'}% Q PO papeng, ko0, z-:; =
S - P \ N 4 g ‘~
OO & e o
A - <_>----<>—© e

HBF2-([1,1:4" 1" Bk = 2K 1-3- B )-4- &-6-(9,9- — H AL -9H-# -2- £ )-
1,3,5-=1%(2.7 g » 5.04 mmol) + £ [b,dHEWY-4-FLAREE(1.72 g > 7.56
mmol) + Pd(PPh;), (0.116 g » 0.101 mmol) K,CO; (2.1 g » 15.11 mmol)
FAHZ(200 ml) ~ DME (300 ml) 5z 7K(50 ml)H 2 78 7% A5 &R T B 1478

c EARAI R EIR(K22TC) 218 dE BRI » HEERK - H
% ~ EtOAc K BRIk - FtHEYSRBN HEaH RS > HEHEWEE
B o LR IEE 2 1% - AEEWF13 (16.5 g - 48%) E H & [& &R ik
B o
EHEEY

OLEDHZER. AR EM#EREEZE (W07 DR EEE - [5
MR EE MR 580 nm 2 FALIHFH(TO) - [2AREMA ] nm 2 LiFEEE K100 nm 2
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ARG - BRI 2R — R TE LEMEK] ppmZH0 K O) N EH LL
SRR B B — I B R BB AT A — R SRR SRE B RS B % B

REER-F1H. FHEEFVAEFEHITOREBBKKH LI T4
R AHEHEE ¢ 10 nmZLG101 (KELG Chem)fE & &R E A& (HIL)
45 nm Z 4,4'- B [N-(1- 25 £ )-N- 5 A i B it 5% (NPD) fF B & (F i J&
(HTL) » K30 nm Z b5 ¥ESH20E & % AR (L &¥1C65) 2t
MEAEEPI(CC-1) R10E & % £ 25 i GD—E (F B3¢ 4 /g (EML) - {LEML
ZIEEE - JetES0 nmZ (L& YIC65ECC-1{E BB FAHIEE (HBL) » 2
F540 nm 2 2 (8-FLAMEMREL ) $n (Alqa) (E /% T ##/E (ETL) - FTA L&Y
ZERETRT

o
L e
N/ - _ N Mo
Wi i ~ |
N/ 3
HPD GD
@ @
- [ 3,
j\; \r’l @o’im
{bAﬂP@ css Algs

LUNRDIB{EIO00/E R (nit) MR ik LB TR 2 EEBEER - EFE
V)~ SMEFRCR(EQE) K UR 353 (PE) By i 4L

D1
BE EML HBL B V(V) | EQE (%) | PE (Im/W)
HEEC-1 E8: CC-1: GD CC-1 5iges) 8.1 14.5 20.5
HEE ES8: C65: GD C65 gl 7.6 15.1 22.5
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=D 2 ERER  (EHAFHLEEY{EaIC)E L R K
HBL Y EB T E{KEEE) BB T ZRK LA LM & CC-1{E K1k T8
JHBL 7 458 C-1 YRR ©

SEEE-E2H. EHEEENEAHRETEEMIFMEE &R
bR T ERZF#EA15% GD 2 AZRLEYCI0IE tEE M (L&Y CC-21E F
BELH TYEML A o FTRIAZEIH BB ML aY L2 SR ERW T -

j{)g 9 |8 Q

A fg} ';.} Q“ b

EE

L/“_\”\ﬂ, e Cj“\g
cc-z L&Y c1m
AT RD2B{E9000EFF TaLsk < HEE V2 2 HHHEEE R AR

e HESWLTITER HEBEAREBRBREE MEI/RTE RK000EFF
HYIE N N e KRR E 29T RN > Hax FEMHENEEREC-2
ZAERREEAE -

D2

HE EML HBL | BH | V(V) |EQE (%)| PE (Im/W) LTY97
HEEC2 | CC2:GD | CC2 | 42 | 75 14.7 22 100
HEED2 C101:GD | C101 | && | 7.6 14.7 23 130

D2 ZERHE R - ERAANZREEEYUEEYICIONIE R £ X
HBL Z Se B2 b (E A b M E & PICC-2{E /R R M HBLZ K EC-2 8
= HIRBCR KR R AT

HERE-B3E. F2HEEGHAFREEEM I PMHEE 2 &R -
FTRAZA RS E e (2SR EHOT -
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DL
N_' N =
& %) 4%g v
~ cc-s ﬂ:"‘*% AS Le¥ ate . fLaWers

LUNRD3IBAE1000/CH Taosk < HEEHI3 L HE KBTIV
it e FAES0 mA/cm® Z BT E N EM 2 EHHEEEMLTIS 0 HEER
REMANEEREE NMEO R K 1000 CREVIFN T =R EHFiRE
FEZ95%Fn Ay fE > FIR NIRRT 1.8 - Bk EMHEENEREC3ZE
iR (L -

#=D3
KB EML HBL Bt LT95
HHC-3 E8:CC-3:GD CC-3 S qEE) 100
4EE3 E8:A5:GD A5 Gt 694
HH4 E8:A116:GD All6 S qEE) 529
HEHES E8:C74:GD C74 S qEE) 537

RD3IF 2 ERHER > EPIES— i EEEML A f{E L 88 K FfFEBLHY
BT - A Ey g R A E B AR A FH L eYREEALL T B
AFMAR B EEYE RIS -

REEY-B4E. FNEEERFREEEP2TMEE Z & - FTH
Zli’éﬁﬂﬂ);_ittixféHb/\fF@Z%bF—%iT%ifﬁ

0 OO0 o
7
A “tﬁ _%_9 a“j:}»;
ood Qﬁ _ ee-s é:_}‘ G4 ,
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(C229583PA docx
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o

- #

N'.:-_\." -

=, = | -

k_;i}kféa’m (:f} )

/f"r‘ 2 e if‘s —

k! P
{E % Ase . =

=
W “
o SN /‘(([—‘ -
Y RS 3L
e NE =
— 4
EE¥W Alis—r

£ oo
&, 8ot “hof

N, -
L& c23 ) et eze &l &Y C47 b
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~ » 1
P bbb PR EH P

H.f \\ - ‘,”_"> Lt N F‘\ }...-{ _ \I—-{/ -
e LA LY W b ; b ;
\_r LA Nl} = ‘:::n_f Y 4 4;,1—‘-.;* c\----\ L
{F& 4: w4 _{> Ny \{_ ;"_\ '_',
o _ cemen - hawos LETMene—

k&% ci19 k&t o124 L& C173
£
LT 000 ol
h M" R p"r fem ae 1§ Wﬁﬁ
T N>“<:> N va‘ _ -=.,l/*-. f_h/_,} ol 7 n
5G40 ood <7 ood
L& % g251 . b4 Fa % e Fa

LLNRDABAE1000/CH Mok < HEF M4 2 HEEE B RV
g o FEFAaLTOSHE R ERC-4ZSafR A1t -

#=D4

5B EML HBL Bt LT95
HEHCA4 CC-4:GD CC-4 3] 100
HHC-S CC-5:GD CC-5 S qEE) 3
HEEC-6 CC-6:GD CC-6 Gt 3
HHC-T CC-7:GD CC-7 3] 147
HHEC-8 CC-8:GD CC-8 S qEE) 93
HEEC9 CC-9:GD CC-9 3] 62
HEHEC-10 CC-10:GD CC-10 S qEE) 88

4EE6 A10:GD Al0 Gt 899

S$EET A11:GD All 3] 602
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HEES Al14:GD Al4 Gt 1029
HEH9 A17:GD Al7 3] 848
HEE10 A32:GD A32 3] 969
EEI A38:GD A38 3] 721
HEE12 A47:GD A47 S qEE) 859
HEE13 A110:GD A110 3] 902
EE14 A113:GD Al13 3] 1248
HEELS B3:GD B3 3] 1136
HEHE16 B7:GD B7 S qEE) 849
HEE 1T C23:GD C23 3] 1466
HEFE 18 C29:GD C29 3] 344
HEHE19 C47:GD C47 S qEE) 915
220 C56:GD C56 S qEE) 287
HEE21 C71:GD C71 3] 181
B 22 C83:GD C83 S qEE) 444
523 C110:GD C110 S qEE) 477
524 C119:GD C119 S qEE) 285
225 C134:GD C134 3] 192
HEHE26 C140:GD C140 3] 824
HEE DT C173:GD C173 3] 760
528 C251:GD C251 S qEE) 1830
229 F4:GD F4 3] 314
HEE30 F13:GD F13 Gt 223
x=DAh s ERET o EHAAZHEEEYER T8 KHBL ZOLEDE

BEHAEEREEE e EEERIISS -

(C229583PA docx
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REEO-FSE. FHEEERAHEBTBEN FHE & - A
AP RN E e L2 EREHNT -

U3 N Gy
o/ N\ N‘/} <ﬁ S8 L‘J“(/\( N @
A\

ce-11 J\f" - L&Y D2

LU RDS HAE9000CHr Mok < HBEE NS L HEEE BRI AYIY
e HESWLTITER HEBEAREBRBREE MEI/RTE RK000EFF
WFR FEREREFIRTEZITRHENRE - HZFEMHEREERC-11
ZAERREEAE -

D5

HE EML HBL | BH |V (V)| EQE (%) |PE (Im/W) LT97
HEEC-11 |ES: CC-11: GD|CC-11| & | 8.1 13.9 19.4 100
HEE 31 E8: D2: GD D2 &REe | 7.7 14.8 21.8 123

RDSH 2B RER - ERAAZELLEY((L&YID2)E R X KHBL
LBV ENRIEEALEEMEa?ICC-1E R ER KHBLZ EEC-11E 5
YRR ) B Ry -

KDIEDSF 2 BB —EET - EARGFLEEEIARHLE
VHEE A EOLEDH 2 £ A8k £ 42 REBLIHER LML &) - AFEH

» OLEDZEE R AE = FEHUA M et ek - Hoal BRI A R L E2 &S 1 -
HREVES

FREEEh E RS e R BN ME L WEE 7 Z TR GY) 2 BIR

LR BUE 2 HEEVAH B AT ARG - PTES R ARG e ER 2B —MHBALTH
REVIEFALRPMILE -
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RPM1 : GEFTEFEhTER Ke TR BIEFESY

HREY hER eE

PM-Al {EEPIEL fE&YICI
PM-A2 {LEYIE2 fE&mC2
PM-A3 {EEYIES E&YIC65
PM-A4 {LEYIES (w=xziof
PM-AS {EEYIEL (w=xziof
PM-A6 {L&YIELT fL&?ICT4
PM-A7 {L&YIES CC-1

PM-AS {LEYIES EEPIAS
PM-A9 {LEYIES fE&¥IC1T
PM-A10 {L&YELT fL&¥IAS
PM-A11 {L&YIE2S CC-1

PM-A12 {LEYIE26 fL&#ICT4
PM-A13 {L&YIE26 fb&yIC248
PM-A14 {L&Y7E28 fL&#ICT4
PM-A15 {L&YIE29 fL&#ICT4
PM-A16 {EEYIE30 fL&#ICT4

FHREMES-F14 - HPFURESYPM-A4 > DI7:3 7 EEILFIEHR
{EEVES RALEYICT4 - ERFHUYHE G FURS » B HE AZER

oo FERZERE R/ N0 BN T2 Als 2 ERRETERS

BALz 3 > HIUREHE AR E -

(C229583PA docx

109117911

FHHIE A0101

ESRFES500 AV R8> 1%
A AE 1 FE R A el 5% 008 - #5 s 0RO E i (HPLC) 2K 43
B4 RBERIEFR2TF -
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®

~ {tAS d {/_\ -

Léy c74
RPM2 : I EELERTIEELEVESRILEYCTAZTHEESY)
(PM-AD KT I TR Z BAHVHPLCAH (%) » (HPLCiRFC18 » 100 4577 5%
(HHY 254 nm) (BFRFA [ER U % E - HPLCSH G AT RE B AT HEf FIEE &
EER—2) -

i {LEYIES {E&¥ICT4
1 69.5 30.5
2 68.4 31.6
3 68.2 31.8
4 68.2 31.8
s 68.4 31.6
6 69.3 30.7
w7 70.6 29.4
8 71.7 28.3
9 73.0 27.0

MEPM2H AR » S (L EVIE8 AL EYICTA Z AR 1 E RO
A ABHEEAL o REZBUNEENIEA B R EAEE - B mHPLC .2
PR AERE - I - AL RFEBAENIEAASPN Z R R REE LA R
Rir HE AR B EOLEDEH -

FEEMEL-F28  HNTERESGYPM-AL2 > D32 2 HEHERE
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