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[0205]

SIHS31 10-2012-0119942

[HA] o]
Fdd 1. 3= 39 4

S7HA 19 A

6,12-A ol AT HEA 6.31 g (20.0 mmol), 2-HER-3-UEZJ Y 8.12 g (40.0 mmol), Pd(PPhs), 1.15 g
(1.0 mmol) 2&]aL K,C0; 8.29 g (60.0 mmol) & THF/H,0 (2/1) &g 60ml o 91 3, 70 CTollA 543 &
ob wkatgleh. WhElS Aeom AY F B 40 alE ZFehal ol"elH 2 50 mLE 3W FEET. Repxl
Tr7lZ° D}:LLﬂ AAlo]ER 7z} fE Fwste] dojx JIHES A7had a=vEadas e 4
Ak, AAE BFEL LC-NS o NRS Fa] F1adtt. CouHeN0, -

M+ 472.5

A 29 #4

F7H 1 4.72 ¢ (10.0 mmol) ¥} E]dld £ (PPhy) 11.54 g (44 mmol) & 1,2-tJZZ=ZwWlAl 30 ml o %<
£ 170 T oA 12 Azt FF wHkekgitt. REE RS Feom Ag & §ulE F3tollA AlASI & 50 ml
o YE2 e 50 nL=2 3W FE33.  Rolxl {7]FE vfavlaATER Zﬂif‘s}ﬂ |LE 5

oAzl AFES A AZvtEIHRAR 28 AGASte] A 2 2.65 ¢ (F& 656 9 AUt AAH 3
GBS LC-MS ¢ MRS Eaf ghelstdtt. ColigNy @ M+ 408.5

3E 3 9 A

ZZHA 2 4.08 g (10.0 mmol), L2 =wAl 4.08 g (20.0 mmol), Cul 0.19 g(1.0 mmol), 18-Crown—6 0.05 g
(0.2 mmol) —z¥]aL KyCO54.15 g (30.0 mmol) = DMPU (1,3-Dimethyl-3,4,5,6-tetrahydro-2(1H)-pyrimidinone)
30 ml o el 3 170 T oA 12 A7 ek wykedct), kS S Ae oz AF & & 50 pL o tEEEH
g 50 Lz 39 FEGY. Eold f75& vaMlEAcER Axsta &g FEsle] doX AFES
AEtay Fenteadgd e 2y GAste] 3E 3 4.26 g (58 76 9)S AAvt. AAHE FFES LCNS <
MRS F3ll A3, CoollaNy @ M+ 560.7

'H NMR (CDCl;, 400MHz) & (ppm) 8.62-8.22 (d, 2H), 8.52-8.51 (d, 2H), 8.22-8.20 (d, 2H), 7.90-7.86 (t,

2H), 7.67-7.65 (d, 2H), 7.60-7.55 (m, 8H), 7.38-7.31 (m, 2H), 7.05-7.02 (m, 2H), 6.95-6.93 (t, 2H)

s o r el gl 2-2 e E-uE RS o] goto] BetE 5 5.42 g (& 82
o 3]

S} LC-MSSF NMRS E3f ghQlshSith. CustasNy © M+ 660.8

I NMR (CDCl;, 400MHz) & (ppm) 8.62-8.60 (d, 2H), 8.52-8.51 (d, 2H), 8.22-8.20 (d, 2H), 8.02-8.01 (d,
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[0206]

[0207]

[0208]

[0209]

[0210]

[0211]

[0212]

[0213]
[0214]

[0215]

[0216]

[0217]

[0218]

SIHS31 10-2012-0119942

2H), 7.90-7.86 (m, 4H), 7.77-7.72 (m, 2H), 7.66-7.63 (m, 4H), 7.58-7.49 (m, 6H), 7.05-7.02(m, 2H),
6.97-6.93(t, 2H)

Fdd 3. g3E 119 4

§]’§§L% 3_0/] 751—/\44 =

Q] 5} go=dAl diAl 2-BER-9 o-tdE-ZZodl & o]&3lo] 3ITE 11
6.26 g (578 79 ©)& IJd. YAH g

LC-MSSF MR- &3l &laklth. CoslyoNy @ M+ 793.0

1
H NMR (CDCls, 400MHz) & (ppm) 8.74-8.72 (d, 2H), 8.69 (s, 2H), 8.62-8.60 (d, 2H), 8.52-8.51 (d, 2H),

8.22-8.20 (d, 2H), 8.16-8.14 (d, 4H), 7.90-7.80 (m, 4H), 7.65-7.63 (d, 2H), 7.52-7.41 (m, 7H), 7.17-
7.11 (m, 7H), 7.04-7.01 (m, 2H), 6.97-6.93 (t, 2H), 6.85-6.83 (d, 2H)

F 4. dE 189 FA

8 39 P 3 o
e TR 29U ANE Y

3-BER-9-Ad-hhE & olgsle] HYE 18 6.41 ¢
F5) SHIstAth. Culls © M+ 891.0

N

'H NMR (CDCl3, 400MHz) & (ppm) 8.62-8.60 (d, 2H), 8.52-8.51 (d, 2H), 8.22-8.20 (d, 2H), 8.13-8.11 (m,

), 7.90-7.86 (t, 2H), 7.67-7.65 (d, 2H), 7.59-7.57 (d, 2H), 7.52-7.46 (d, 8H), 7.36-7.30 (m, 8H),
7.13-7.11 (d, 2H), 7.05-7.02 (m, 2H), 6.95-6.93 (t, 2H)

3dd 5. 3FE 239 4
Br

(OH):

1A 39 A
2-HER-9 o-tHg-7-ZFWREA 6.34 g (20.0 mmol), 2-HERRUEZWA 4.04 g (20.0 mmol),
Pd(PPhy); 1.15 g (1.0 mmol) ~22]3L K,C0; 8.29 g (60.0 mmol) & THF/H,0 (2/1) EF-EH 60ml o 1 F,

70 ColA 5AIZF S anbaldrk. WHE S Heo® A% F B 40 nlE bsha ol"olE 2 50 nLE 3W F
gtk Rokd #715S wtadlgATolER Axsta §viE St dojxl ARES deybdd A=)
Eave By gAste] FhA 3 6.86 g (78 87 )& AU, A E FFELS LCUSE S A%
CoiHyeBrNO, = M+ 393.0

Z7HA 49 A
Z704 3 3.94 g (10.0 mmol) ¥} EgsdZ A3 (PPhy) 5.77 g (22 mmol) & 1,2-tjZF==2wlA 30 ml o =<

F 170 T ol 12 ARE eot abeidnk. ke AE Ao ARl ¥, FvlE AEstelM AASAL = 50 ml
o HER2ME 50 nL2 3 FFsin. #5538 f7lsE vhadlgdelER Hxsta gvlE et

o]
I3

o,

s 1t o

=
A Aies Aeybdd ARvtETd 2 e AAlste]l ShA 4 2.83 g (58 78 0= d0Y. AdE 3}
FEL LCNSE Eall ERlskith. CoulligBrN @ Mt 361.0

A 5 o g
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[0219]

[0220]

[0221]

[0222]

[0223]

[0224]

[0225]

[0226]

[0227]
[0228]

[0229]

[0230]

[0231]
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=704 4 3.62 g (10.0 mmol), 8O =wAl 3.06 g (15.0 mmol), Cul 0.19 g(1.0 mmol), 18-Crown-6 0.05 g
(0.2 mmol) 2]l KyCO54.15 g (30.0 mmol) = DMPU (1,3-Dimethyl-3,4,5,6-tetrahydro-2(1H)-pyrimidinone)
30 ml o 39 F 170 T oA 12 A|7F EF wwteliel, vheAS Feom AF T B 50 gL ¢ tEFR R
Bl 50 mLZ 3 FE3gu. 5 $7)1E=S uladygAddcER Az 2 zuwsle] doji JRES
Azt geetEadag2 2 gAste] A 5 4.03 g (& 92 %) Ak APE sgtEe LC-NSE
53l 2latA . ColloBrN @ M+ 437.1

aomulAl thal FHA 52 o] fate] FFE 23 8.42 g (& T50)S ¥
MRS &3l EA3FATE. CeollsaNs © M+ 1123.4
1H NMR (CDCls;, 400MHz) & (ppm) 8.62-8.60 (d, 2H), 8.52-8.51 (d, 2H), 8.22-8.20 (d, 2H), 8.06-8.03 (m,

2H), 7.98-7.96 (d, 2H), 7.93-7.86 (m, 4H), 7.77-7.75 (d, 2H), 7.65-7.63 (d, 2H), 7.49-7.43 (m, 8H),
7.36-7.26 (m, 8H), 7.05-7.03 (m, 2H), 6.97-6.93 (t, 2H), 6.86 (s, 2H), 6.60-6.58 (d, 2H), 2.03 (s,
12H)

3gdd 6. 3EE 399 A4
SEE 39 Y sES HHoeRE gowwAl
66%)= DA %ﬁ%iﬁ‘%L—MQng

Hereudolils o]gste] 3= 39 5.91 g (5

g4l 4-
=& sFelstgih. CollNs @ M+ 895.1

af
I NMR (CDC13, 400MHz) & (ppm) 8.62-8.60 (d, 2H), 8.51 (d, 2H), 8.22-8.20 (d, 2H), 7.93-7.86 (m, 6H),

7.67-7.65 (d, 2H), 7.33-7.31 (m, 8H), 7.05-7.02 (m, 2H), 6.95-6.93 (t, 2H), 6.74-6.70 (m, 4H), 6.33-
6.31 (d, 4H), 6.10-6.08 (d, 8H)

Ao 7. FFE 419 A4

S 6 e i
=704 69 A

2-4 ,Dibromo—-6-f luoro—phenylamine 5.38g (20.0 mmol), HYHXHZ2AF 5.36 g (44.0 mmol), Pd(PPhs), 1.15 g(1.0

mmol), ZL2]3L K;C038.29 g (60.0 mmol) & THF/H,0 (2/1) &8 80 ml o =< F 70 C oA 5 A|ZF F<

ST e = méﬂ%ﬁﬁai%ﬁli,%6om9+ﬂﬂ%ﬂmé6omi3@-ﬁwPﬁ+ 2ol H715S
vl Ade]ER AFsta §ulE Fudle Ao FHES Ay vz 22 AASY T
7H4 6 4.11 g (5 %78%%»%%4 A E 3EEELS LC-NS MRS 53] &elsith. CluFN @ M+ 263.1

Zl—jﬂ 7 4 6‘]—)\‘]

=74 6 2.63 g (10.0 mmol), Le&=wWlAl 2.04 g (10.0 mmol), t-BuONa 1.44g(15mmol), Pd.(dba),
183mg(0.2mmol) 123 P(t-Bu)z 40mg(0.2mmol)S &F< 30mLol] =591 F 90TCoA 3A1ZF kst A7)

whgol SHAE ¥, Loz A48, ofF R4S deldolu sl 3 FHHGL. Weld 7152 vh
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[0232]

[0233]

[0234]

[0235]

[0236]

[0237]

[0238]

[0239]

[0240]
[0241]

[0242]

[0243]

SIHS31 10-2012-0119942

JvgAclER Axsta s 5 ES AuyHAs a2veadqdaz 22 ZAAstd $3
Al 7 2.54g(5& 75%) Ak, AAH FFES HR-MSE E3) gt CulliFN - M+ 339.4

Z714) 8 o A

Z7HA] 7 3.39g (10.0 mmol), 4-BZRQ O EWlAl 4.24 g (15.0 mmol), Pdy(dba); 0.18 g (0.2 mmol), P(t-Bu)s
0.04 g (0.4 mmol) Z12]3 t-BuONa 1.44 g (15.0 mmol) &5l 40 ml o] =<0 3 85 T oA 4 A|7F &<t wntk
Sttt Hhg-of 28l & 5 30 mL ¢ toEolHZ 30 mLE 3 FE3AUY.  Rold {75E& #f
JdjFAEH o) E g sl o3 ZRES AR a2veEadqaz £ ZAAste F3
A 52.38 g (8 63 9 AdATt. Y FFEL LC-MS o MRS 3 F<lsteict. =114 8 3.31 g (578
67 9= AT, BAE TES LC-MSF NMRS =3 &<lslsit}. CyoHuBrEN - M+ 494 .4

Al F7HA 88 o] g3te] FEE 41 8.23 g (FF 71H)S AU
T}, CeoHsoFoNg @ M+ 1189.3

I NMR (CDC1s, 400MHz) & (ppm) 8.93 (d, 2H), 8.62-8.60 (d, 2H), 8.52 (d, 2H), 8.22-8.20 (d, 2H), 7.92-

7.87 (m, 10H), 7.81-7.79 (t, 3H), 7.67-7.65 (d, 3H), 7.48-7.44 (t, 4H), 7.30-7.26 (t, 4H), 7.14-7.09
(t, 2H), 7.05-7.03 (m, 4H), 6.95-6.93 (t, 2H), 6.77-6.73 (m, 2H), 6.64-6.60 (t, 2H), 6.48-6.46 (d,
4H), 6.25-6.23 (d, 4H)

AA 1

== i%@mnmyﬁmgkm(B%A)HOﬂﬁlﬂ% 50mn x 50mm x 0.7mmI7]Z ZEpA o] xxzmm o
A3 =g ol8ete] 7 5% st 23 AAE 5, 302 St AAAE TARIAL QF m=EAA A
ilﬁ%%ﬂﬁﬂlolvﬂﬂﬂﬁ' SR =

FdzozA FA o EAQ 2-TNATAE XF ZZ35le] 600A FAZ I3k T o]
FA 9] EH9l 4,4 -0 2 [N-(1-L2Z %wﬂé%ﬂ¢ H]#Hd (o] &}, NPB)S 300A ¢
= |

3 orzel T4l

) g z
Sol LiF/AL 48 BHFemA 101 A BF £AE AZ A9,

—

A7) A= %

i12)

% 50 mA/arll Al 5 A 6.53 V, W % 7945 cd/mY IEE YElHow, W F
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[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]

[0251]

[0252]

[0253]

[0254]

[0255]

[0256]

[0257]

[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

SIHS51 10-2012-0119942

£ 15.9 cd/A, WHHEELS 100 mA/en ol A 337 A7kl Sl

A 2

W FAA A7) ke 3 Uil SEE 55 o] &% s Agsta A 17 FLsA st f7] EL &
=

A7) A= AF UE 50 mA/arol A TE A9 6.45 V, 24 % 8212 cd/me] LIES YEldon W &
&2 16.4 cd/A, TEFHE 100 mA/cn 1A 351 Al7He] 1L},

A4 3

WS A 7] SR 3 g4l SRHE 118 o] &3 Ag Alstale, AAl 13 Ul sk f7] EL &
A5 A2 et

A7 2AE AF DX 50 mA/arel A 5 At 6.33 V, ¥3F I 9956 cd/me] LIEE YElWon, w3 F
£ 19.9 cd/A, WHHEELS 100 mA/em ol A 367 A17Fol Sl

A 4

WHEE A A7) SHEE 3 il ke 185 o] &8 AS Alfstais, AAld 13 FUEA st f7] EL &
=

A7) A= AF UE 50 mA/arol A TE A9 6.26 V, 2F F % 9671 cd/me] LIES YEldon W &
g2 19.3 cd/A, ML 100 mA/en 1A 380 Al7Ho] 1L},

AN 5

WS A A7) SHHE 3 g4l SRHE 238 o] &g Ae Alstale, AAlY 13 Ul st f7] EL &
A5 A2

A7) A AF HUE 50 mA/ardllA FE A 6.49 V, 3 3= 8894 cd/m'e] a3 =E JEhdlon, @3 J
H2 17.8 cd/A, ¥2E2 100 mA/cn 1A 402 A7kl 2L},

A4 6

Ao 1A g FHAHA 54 FF SAER FA O] FEQ] AlgE AMESHAL, ERER A9 54§
EEQD 5457 thal # Wy e] shghE 395 o] &3 e Astae, A 13 FAS A st f7] EL &4}
£ A&t

A7) 2Abe AR UE 50 mA/carol A 5 A9t 6.38 V, HF I 8579 cd/m'e 1IEE UElWlon, W F
£ 17.2 cd/A, WL 100 mA/em ol A 394 A17Fo] Gl

AN 7

Ao 6ol A i3S FAA A7) SEkE 39 Al SHEHE 418 o] &3 A AlQdstaie, Al 13 FLsH
ato] §7] EL 222 A&t

A7) A= AR U= 50 mA/arl A T A 6.41 V, 23 3% 9473 cd/m'e] uIEES yEpdon ukd &
£ 18.9 cd/A, WHHEELS 100 mA/em ol A 412 A7kl Sl

Hl @ 1

W= FAA A7) BEE 3 A FX9 A g3 T AEQ AlgE o] &3 AL Alstas, AAd 13 F

AsHA 8t {71 EL A5 AL
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[0264]

[0265]

[0266]

[0267]

[0268]
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A7) 2AE AR WE 50 mA/aroll A e A 7.45 V, 233 % 6102 cd/m'Y A3 =S Yeon, @3 7
H& 12.2 cd/A, WS 100 mA/cm2ol A 237 A ZFol it}

2 ol o3k 53k 19 FxE VA e ddH Ry FFEES HFTY I2E AR e E9E ARE
7] AA G FH o AFEE Axp, BRVF Fxe BEAS AMEE vlmd 1o vsA FEge] debHon &
o] 4 e I-V-L 545 Yehlila 53] +9 /4 anrt grdste] AAje 1 WA 79 %5 Hlald
1 o8] o] U = 2945 e, i 9 235 aokste] ofgle] E 14 JERNAT.

F 1
TFAE | FEAY | ARE= 3= a8 gAY Ll
V) (mA/er) | (ed/m) | (cd/A) /gﬂlr) @100mA

A 1 3l3tE 3 6.53 50 7,945 15.9 = 337 hr
AR 2 335 5 6.45 50 8,212 16.4 540 351 hr
AR 3 33E 11 6.33 50 9,956 19.9 = 367 hr
2 Ao 4 35 E 18 6.26 50 9,671 19.3 540 380 hr
A Ao 5 3135 23 6.49 50 8,894 17.8 = 402 hr
A 6 35 39 6.38 50 8,579 17.2 540 394 hr
AR 7 3135 41 6.41 50 9,473 18.9 = 412 hr
Hlae] 1 |Alg, 7.45 50 6,102 12.2 = 237 hr

2 e s ] @3 2 HAAGE Faste] Aielglony, o= dAAEd A Edsiy, & W] &
i 71% Bobel Bl A4 /M ARk olzRE tId WY 9 @5 g AN Abseitis 48 ol
sk Fojgk, welbd B wgol A3 ey HaHSs HEH SIHTEAL 71EH Agel o AsiAok
EIgA =

=y

R=2%0

M2 ™M=

=
Rl
H
i)
Ol

=
>
e
Oy
Ol

I3
o
Ol

0%
o1
+
Of>
ol

0z
O
H
i)
Ol

H1d=
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