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i atel, 7] A R 24 Axg Asd TFEE B4
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=
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[0177]

[0178]
[0179]

[0180]

[0181]

[0182]

[0183]

[0184]

[0185]
[0186]

[0187]
[0188]

[0189]

[0190]

[0191]
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[AAld 1] 83hE A-149) A=

N__Cl O Ny-cl
@:N:ICI + HN O G N@—» @:N,IN @ @ N©
A

Pd(PPh;),, Na,COy
Tol/EtOH/H,0

5, . @lw,

1) FFE 1-19 #4

ZaaFe 3-BEF-9H-7}HFE (60g, 243.80 mmol), (9-3d-9H-7}u}Z-3-) W EAL (84g, 292.56mmol), EIE
g7 A~(EFAd 2 ZetF (PAd(PPhy),) (14g, 12.19 mmol)S 2M Na,CO; (500mL), EF<l (1000mL), ol EHE
(500mL) o & =1 & 120TeAl 5A1ZF &<t FAZItk. wkgo] EU e olAH I ER §f7|5& FE3IL
i&*&w}mﬂﬁ% ol gst] o] FES AAS H AEA7|n 29 AZvfEaRE EEsty 3EEE 1-1 (
FE 73 %S AU}

2) BFE 1-29 FA

315tE A (2,3-tZFE2F5A) (20g, 100.48 mmol), 3FE 1-1 (34g, 83.73 mmol)S TlWEEEoln=
(DMF) (500mL)oll 5ol NaH (5g, 125.59 mmol, Wulzr 2 ZFoA 60%)S YWt 1 AJ7F Bk A2 1
dhehal WigkEd SRS Witk AdE nAE A odetn A ARviEadfdR feete] shgE 1-2

(26g, T8 54%)S AU}

3) 392 A-14 9o A4

392 1-2 (2g, 3.5 mmol), ZEF(11) oFAEo]E(Pd(0Ac)2)(0.1g, 0.35 mmol), ZIZI=(EZA S22 ¥~
¥F HEHZFLEZHIOE) (128mg, 0.35 mmol), Cs.C0; (3.4g, 10.5 mmol), TIHEolAEoln]=(DMA)
2omL) & EFstel 1AZF SF wkellth. Ao R W7hslal THSE 9ol mEd SR =N0OE F5&
shaL Fhkutavl o2 xStk Y R AY ARvEIHERE st SFE A-14 (0.9, FE
50 %)= LA

EAZF W) uv PL +AWM.P)
A-14 534,60 386 nm 511 nm 309.9 C

(424 2] 2 439 o A=

o,

1]
N \‘H\m

t-~" S SR,

1) 3FE 2-19 FA

Zol~3o| 9H-7MFE (20g, 119.6 mmol), 3-E.EE-9H-71u}ZE (35.3g, 143.5 mmol), T2|(I) LQetjol=
(59.8g, 59.8 mmol), A& 7}&&]015 (97.4g, 229 mmol), o€ tjolyl (7.18g, 119.6 mmol), &5 (600m

De ¥3 1243 BF aeATh Lo WAy T oY odEelER FFea, AASFE AHsar.
B4 NgS0E AZe, UERE Jolxl wAlE AW AmviEaduz Rese sE 2-1 (316,

79 6%)E C/\/\
2) 3IPE 229 F4
ZgtxaT0 3HgHE 2-1 (15.1g, 45.4 mmol), &% dtol=8]= (60%) (2.2g, 54.5 mmol), 1,2-YEF2=2F|x2d



[0192]

[0193]

[0194]
[0195]

[0196]
[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]

[0205]

[0206]
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(10.8g, 54.5 mmol), DMF (200 mL)g Fdstar, AolA 1A wtelsl, dgkes @ JAGFE FYste] 1A
= AT, nAE oAFsta, @A BxdY FEgE 2-2 (21g, 94 DS AU

3) 33E A-399] A

Zelagd 31HE 2-2 (20g, 40.4 mmol), Z&E oFAEHIOIE (907mg, 4.04 mmol), ETAIERIANY IAFHF
HEHGZZo 2 WY o]E (1.5g, 4.04 mmol), A& 7FEMO|E (39.5g, 121.2 mmol), TiwWdols|Eoctm]= (DMA)
(200 mL)E Y¥ar, 2413 &<t 719 SFAIAY. Aoz YAy, Wesy AAFE FUst] uAE A
AlFTE. aAE OMoh AgdAazet. Aga=etEadaR 285kl SRHE A-39 (6g, 32.4 )= AU

l | My | w I PL I M.P |
[ A-39 | 458 | 440 nm [ 499 nm [ 308 T |

[AA4 3] 332 A-40 E A-119 9 A=

o oy — %' o &i :.

1 A-119
PPMT

. smm, ¢/‘

Pd(FPh,) F

1-1-1

1) 3FE 1-1-19 FA

Zatage 2-HER4-Z20 Z-1-UJEZuA (50g, 227.3 mmol), HALHREA (30.5g, 250.0 mmol), Pd(PPhs),
(13.1g, 11.37 mmol), 2M K,CO; (200mL), =<l (600mL), ol €He (200mL)S F¢8t 3, 120ColA] 5A17F B2t
AFAZIT. whgo] EUd oY ofMEHOER {7]5S FESIL A IUEE o)85te] Fo] FES AAS
H AxA7 A ?d_ﬂ* AReE AR 23] S5HE 1-1-1 (46.4g, & 94 9= AU

2) 33 1-1-2¢9 FA

33E 1-1-1 (5-ZFQ®-2-UE=E-1,1'-H]74d) (20g, 92.1 mmol), 7H-#Z[c]7}9}= (20g, 92.0 mmol)<
DMF (500mL)e] *o]3. NaH (4.42g, 110.5 mmol, wu]Z & A 60%)S YAl 150ColA 1A)17F ngks}a
Heey FHFE Y. AdE 3AE 7Y oddetn Add AReEIHIAZ 2Yste] SRHE 1-1-2
(32.5g, &5 85%)% AUt

3) 3AFE 1-19 A

S3tE 1-1-2 (7-(6-UEZ-[1,1'-vHd]-3-2)-7TH-AZ[c]7HZE)  (20g, 48.26 mmol), EHAIE~d
(31.6g, 120.6 mmol), 1,2-t]Z2=2¥A(DCB) (250mL)S YL, 200ColA 5A17F wwkatgitt. DCBE ZH3 %
AME AR AEutEOd9R EEete] IFE 1-1 (9.0g, & 48.8%) S AUt.

4) FE 1-29 A

318HE 1-1 (7-(9H-7P}E-3-9)-TH-¥1 =% [c]7M12) (9.0g, 23.53 mmol), 3FE A (2,3-TF22F:54H)
(5.15g, 25.88 mmol)<S DMF (100mL)oll 5o]aL NaH (1.2g, 28.24 mmol, WUlZ 24 oA 60%)< YAt 150
TolA 1AIZF wRksta Wekes S/HTE5 ¥y, A4 2AE 72 ddsta 49 a=2nead9=z 23
o g3HE 1-2 (12.0g, & 93.5%)= 42

3) BYE A-40 o FA

St Te) 3E 1-2 (12g, 22.02 mmol), Pd(OAc), (742mg, 3.3 mmol), = (EZAEZA X

o
Iy

EZFLRHIC)E) (1.22mg, 3.3 mmol), Cs.L0; (21.5g, 66.06 mmol), o~ (100mL)E ¥
wHkEAY. Aeow Wsta SRTE Y. oY olAEHCIE(EN) R FESa FAdviadlgoer X3
e St A ARvtEIORV R Felste] 3ehE A-40 (4.3g, 8 38.4 D)= %I
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[0212]
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[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

[0220]
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MW uv PL M.P
A-40 508.57 418 nm 495 nm 255 T

3) IIE A-1199) A
ZgtxaT0] 3H3E 1-2 (12g, 22.02 mmol), Pd(OAc), (742mg, 3.3 mmol), = (EGAZF2IA IAXF
EZFOoRHYE) (1.22mg, 3.3 mmol), Cs,CO; (21.5g, 66.06 mmol), o-<tL&A (100mL)E ¥ar, 1A]7F 3+

wustn, FeoE WhAsn FREE WAL MR FE%E Fusiadeon dxstdt
4 FRvfEaga 2 2835t 33E A-119 (1.9g, 17.0 9= I

ke

N

]

RS
ok

MW uw PL M.P
A-119 508.57 402 nm 483 nm 297.4 C

[AAd 4] SFE A-1 9 AF

Toluene TolEtOH/H,0

Pd(OAc),, Ligand, Cs,CO,
DMA

1) 3AE 1-19 FA

ZgAaTo] 10-B2R2-TH-WZ[c]7FE (26g, 87.79 mmol), L. =wlAl(12mL, 105.35mmol), Cul (8.4g, 43.89

mmol), ol=E @A c]o}l(EDA) (3mL, 43.89 mmol), CssCO; (85g, 263.37 mmol)S EF < (500mL)C.& =9l & 120T

olA 5AIZE Fet FFAIRT. ko]l Fuw ol oMAlHlo|ER /7]5& FEsta AvtavlgS o] 88k &
TS AAG FH AxA7I dE A2eEaR9E 28ty sheHE 1-1 (18g, 70%)& AUt

2) & 129 A4

3e5E 1-1 (18g, 60.68 mmol), 3}E A (19g, 66.75 mmol), Pd(PPhs)s (3.3g, 3.03 mmol)S 2M NasCOs

(300mL), E5F< (600mL), &2 (300mL) o2 =91 5 120TolA 5A1ZF B9k SFA AT, wh-go] i oE
SMHHOIER f7]5S FEoH ivtav&s 01 |3to] e FEES AAS FH ARATL Y AZeED
Yo 2 2gste] sEE 1-2 (17g, 63%)< AT},

3) = 1-39 A

313t B (2,3-t)Z22F=A) (19g, 94.12 mmol), #3E 1-2 (36g, 78.51 mmol)S DMF (500mL)el] 5
NaH (4.7g, 117.76 mmol, WUl 2 FolA 60%)& YAk, 1AZF 5 A=oA] wytetal Wg&y) S/HF
Gt AAE AE 72 st A48 AReEada 2 Bysle] 3FE 1-3 (44.6g, 92%)S AT},
4) 3FE A-19] A

Zax=e 38E 1-3 (44.6g, 71.08 mmol), Pd(OAc), (1.6g, 7.18 mmol), #ZI= (EZNZFRIAN FTATLH
HEZGZFZ2HYS)E) (2.6g, 7.18 mmol), Css,C03 (70g, 215.4 mmol), AL & (360mL)E Eil 1AZF 87

walgith, Aeom yzelal 274E WUt MCE FE3ta st avgos Azxsgith. 7y
d AaErEaRI 2 Fyste] seE A1 (14.6g, 36%) = DUt

14
o
i

olN

Hu

p‘L

!

i)
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[0221]

[0222]

[0223]
[0224]

[0225]

[0226]

[0227]

[0228]

[0229]

[0230]
[0231]

[0232]
[0233]

[0234]
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[ [ MF [ uv [ PL [ M.P |
[ A1 [ 584.67 | 358nm | 503nm | 217.5 C |

[2Ad 5] 3AE A-169 A=

Ny ’." &
I+ HN O N
[:EN cl O @

A 11

1) FFE 1-19 #4
Zgtade 3-BRE-9H-7MME (14g, 56.99 mmol), (9-¥€-9H-7Iu}E-2-L)HEX (182, 62.69mmol),

Pd(PPh3)s (3.2g, 2.85 mmol)S 2M Na,CO; (150mL), &¢I (300mL), o&-& (150mL)o.Z =< F 120CoA 5
A 5o BFAIZIT. g0l EUd dE olAHOER §V]FS FEI Fbulaulg S o] &5t o] 4
S AAG 5 dxA7n 28 azvEddss 28y 83E 1-1 (21.3g, &% 93 9)& I,

2) 33E 1-29 A

3etE A (2,3-UEFE2FASA) (12g, 62.57 mmol), 3+gE 1-1 (21.3g, 52.14 mmol)<= DMF (300mL)ol *59]
I Nal (1.8g, 78.21 mmol, VW& 24 FolA 60%)S WATE. 1AIZF A2oA wuksla WeLy FHS-E @
ATt AAE 2AE 74 et A9 A2vEOHIR EEste] 3EE 12 (2lg, & 7208 AU
3) I} E A-169 EA

Zg2T0) 3E 1-2 (21g, 36.77 mmol), Pd(OAc), (0.8g, 3.677 mmol), B t= (EQAZ 2 EA¥F H
EfZFoaRHo|E) (1.4g, 3.677 mmol), Cs:C05 (36g, 110.3 mmol), AF&@ (200mL)S 2L, 1A+ 37
Wk, Ao g Yyzhsla SHFE 9Tk MCE FEstn amlavgos Axs. 4 SHen 4
Y AZviEayE 28ste] dEE A-16 (4.2g, & 22 92 IA

[ [ MY uw PL M.P
[ A-16 | 534.61 344nm 489nm 268.6 C

[AA]o 6] 3}3E A-280 9 A=

HNB"Ot @ ©:N Cl

NCI

0 ——
A " b OO 1-2
* 'y

o O Yo s S &

@,N ; O A-280

1) 3FE 1-19 4

HS-g7)o 3}gHE A (25.7g, 80.46 mmol)S TiWEEEolu|=of ot} N-HRZELAolu|= (14.3g, 80.46
mol)E THEXFolu=e] %l F, HkS EFEC WolFEr), 4413 FoF wHkE & SFHFE AojFa ofd
OLAHIC|ER &3 ¥ f7]FS O oR ARAR F Id SR SuE AA% F Ay g0
Eag s AAse] 3gE 1-1 (12.6g, 58 3992 AT},
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[0235]

[0236]

[0237]

[0238]

[0239]

[0240]

[0241]

[0242]

[0243]
[0244]

[0245]

[0246]

[0247]

[0248]

[0249]
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2) SJHE 1-29] FA

Hh-g-&7le gE 1-1 (12 6g, 31.63 mmol), 3}3+& B (11 1g, 37.96 mmol), BIEZ7)~(EFLE
¥ (1. 1g, 0.95 mmol), ¥FZF (1lg, 79.08 mmol), A (160mL), o €H-g (40mL)S Wi, FH (40mL)§—
H7keE = 120CE 4A% P agkekgict, whgo] i ?%? AT g olAE|o|ER F53 H
el o AFRA T A SR s AAT F Ay aEvneEadyuz Aaske 3gE 1-2
(11g, & 7205 AUt}

3) SFIE 149 FA

w87l 3}gE 1-2 (1lg, 22.70 mmol)a DMF (110mL) 2.2 =91 3, 0TolA FA23UEF (1.4g, 34.05
mmol)g 78] A7pgkeh. 30 E<F nRk ¥ 2 3-UER2FSA4Y (5.4g, 27.24 mmol) & AUtETh. A1 §
oF 2o A wwksta wghgT} %%42 Gtk AdE uAE 7Y et dd azEntEadguE Zgst
o] 3}3E 1-3 (8.3g, F&: 56 %)= AL},

4) 392 A-2809 FA
g}etE 1-3 (8.3g, 12.83 mmol), =ZAFE#HF (0.4g, 1.92 mmol), PCysHBF, (0.7g, 1.92 mmol), ¥HibAl<:
5 A

(12.5g, 38.49 mmol)oll, ¥ 64mLS Y& & 180TCoA 5AIZF E¢t SFFA T, ¥kgo] EiphH Z=HGRE
Fa g oMAHER FE3 FH F71FS Ivladlges AxRAZ F 3d SRR s AAS ¥
AY azvtEagy) 2 AAste] 3H3E A-280 (1.8g, & 23%)2 AU},

MW [ uv [ PL [ M.P ]
| A-280 | 610.70 [ 374nm | 491nm | 322T |

[N 7] 2 A-2789 A=

B(OH),

R @ H 4
B, —_— e O A 9
o B(DH),

1) 3FE 2-19 FA

Zgado]| 2-BER-9H-7MF=E (50g, 203.1 mmol), B EAF (30g, 243.8 mmol), Pd(PPhs), (12g, 10.15

mmol)< 2M Na,COs (500mL), &<l (1000mL), ©lEHE (500mL)Z Q1 3 120°ColA] 5A17F E¢F SHFA 7T, wr

<o) ZUH odE olHHOIER §7]%2S FE3 1 I UES o]t o FES AAS ¥ AxRA7I

79 F2ulEada R F2sle] e 2-1 (48.3g, & 97%)

2) 33E 2-29 A

33t 2-1 (20g, 82.20 mmol)<

mmol)S DMF (100mL)el] %<1 AS @1, A-oA 4Al 7F B BFA )

71%5S FE3n FntadlgS o] gdte] o] SRS AAS F AxAZ|a ZE amvtEagy s 2]

35S 2-2 (20g, & 770 S AU

) B3HE 2-39 FA

3}3tE 2-3 (20g, 62.07 mmol), (9-¥|d-9H-7Hu}=-3-A) R EAF (19g, 68.28 mmol), Pd(PPhs), (3.6g, 3.103

mmol)< 2M Na,CO; (160mL), EF< (320mL), o€k (160mL)= <1 3 120ColA 5A17F FoF -7 A7}, uF
A

ol Bud od olAEHCER ]SS FESta vtadger o] RS AAY H dxAria Zd

o tlo
=]
5
%
w
o
S
>
2
i
o
K
(e}
3
" Jo
)
Ry ok
T -
T
=4
o[o‘rm
2
T
O
w7
2 |n
o=
5]
o W
- ~
)
- =
o &
i
u &8
P 3
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[0250]

[0251]

[0252]

[0253]

[0254]
[0255]

[0256]
[0257]

[0258]

[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

ZIHES 10-2015-0126283

aRntEgv e Bt 31¢E 2-4 (18.5g, F&: 60%)2 AAT}.

4) 3FE 2-49 A

3IeE A (2,3-T)ZEEF=4) (10g, 45.81 mmol), 3}3E 2-3 (18.5g, 38.18 mmol)S DMF (200mL)ol] o
;

I NaH (2.3g, 57.27 mmol, "UlZ 24 FolA 60%)S YAk, 1A Lo wwteln wess) SHF4S 4
At AAE 2AE 7Y et Y A2vEOHIRE EEste] 3FE 24 (15.8g, T 66%)S AU

5) & A-2789 FA
ZataT 3EE 2-4 (15.8g, 24.41 muol), Pd(0Ac), (0.5g, 2.441 mmol), = (EFAZ2AN x 7%

©

HEHZFZo 2R Y o]E) (0.9g, 2.441 mmol), Cs,COs; (23.8g, 73.23 mmol), AL# (125mL)E @i 1AZ 37
Al Aoz Ysta THTE WA MCE FESha sMbmlavgos dxsdn. 4y SRHska
A4 F2rfEa v 2 et s5HE A-278 (1.6g, 8 119)S AUt

| MW | w | PL [ M.P
[ A-278 | 610.70 | 356nm | 502nm [ 369.9 T

[AA]o] 8] 3E A-789) A=

i
: ©I ::Q+ R L2 )
FQ— 5% o8
o A o} 32 @

A-78

1) 33E 3-19 FAA

ZATo] 10-B22-7TH-WZ[c]7HE (26g, 87.79 mmol), oFo]@ =wlAl(12mL, 105.35), Cul (8.4g, 43.89
mmol), EDA (3mL, 43.89 mmol), CssCO; (85g, 263.37 mmol)<= EF<l (500mL)C.Z =2l 3 120CeolA 5A1%F &
ot FFAY. ¥Hgo] U dE ofMH I ER {7]3 FE3HL P ES o] &3te] o S Al
Agk H AxA71 29 J2atEauRE Ze3te] ) 3-1 (18g, F&: 70%)= I,

2) 3FE 3-29 4

335 3-1 (18g, 60.68 mmol), 3}E A (19g, 66.75 mmol), Pd(PPhs)s (3.3g, 3.03 mmol)S 2M NasCOs

(300mL), EF< (600mL), °lEL (300mL) 2 ¢l 3 120ColA 5A7F FoF SFAIZY}, whgo] Eubnl od

OMAHO|ER f7]|5S FEIAL vl avEaS o83ty e FES AAT FH AFRA7IZ ZE A=nED

gy 2 2elate] 1S 3-2 (17g, &5 63%)<S AU},

3) IIE 3-39 FA

3135 B (2,3-UZF 22 =) (19g, 94.12 mmol), 3FE 3-2 (36g, 78.51 mmol)<S DMF (500mL)el] o]t
= 3]

NaH (4.7g, 117.76 mmol, VUlZ 24 FolA 60%)& AT, 1ARE FLolA anteta vighest S/
o ARE SAS ZeF olvshal AY ARvEIYN R wYfste] hghE 3-3 (44.6g, TE 926)= AU

4) 3FE A-789 FA

Z2t~Fof 3%E 3-3 (44.6g, 71.08 mmol), Pd(OAc)s, (1.6g, 7.18 mmol), BZt= (EZAZF=2IA EAdH

n:?i’ ol
Hd o

ol

HEZGZFZ2HYS)E) (2.6g, 7.18 mmol), Css,C03 (70g, 215.4 mmol), AL & (360mL)E Eil 1AZF 87 L
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[0265]
[0266]

[0267]
[0268]

[0269]

[0270]

[0271]

[0272]

[0273]

[0274]

[0275]

[0276]

ZIHES 10-2015-0126283

welelth, 4eom Yrishn Favpdgon Azsgct. B¢
W AchEadse Relste] SEE A8 (2.5 & 68)% Aoh

ol\

Fta 3

| [ ] | o | PL I u.P |
[ A-78 | 584.67 | 374nm | 487nm [ 337.4 T |

[4A4 9] 2 A-1599 A=

N)-C\I.rc' O P @

?
oo 8% P &G
B’ R

B OO d“ Cl

1) 3FE Ao FA

TH-#HZ[c]17h=E  (50g, 230mmol), DMF (200mL)E Z&}2ze] Yi wwkdith, N-BHER<SAon= (42g,

230mmol)< DMF (50mL)el] moja] Zepazo] Wir, Ah2oa 1241k EH&T‘{PD}. SR MCE FE3] F715

< ntadgoeR Axsta, A SRIAY. dAE AY A=nED

R-7TH-HlZ[c]7HHE) (16g, & 23.5%)% AUt

2) 33& BY 4

Z23d FgE A (10-E2E-7TH-MZF[c]7ME) (16g, 54mmol), (9-¥d-9H-7lul&-3-d) B EAF (17g,

59.4mmol), Pd(PPhs), (3.1g, 2.7mmol), K,CO; (25.7g, 108mmol), =% (50mL), EF< (250mL), oleh

(EtOH) (B0mL)E ¥ 12A17F 37 wulslgltl. Aoz Wziela FASE FHFE &3t 31y o s
Az, 7Y FFstn Ad azveEadgyz Bgste] 3E B (10-(9-3d-91-7hpE-3-2)-70-w %

[c]ZHH=) (222, & 88.7%)S AUr}.

3) A= 1-19 A

ZtaTd 33E B (10-(9-#9-9H-7HuE-3-)-7TH-Hl % [c] 7H0LE) (22g, 48mm01), 2F shol=gho] =(60%)

(2.3g, 57.6mmol), 2,3-tEE2F =542 (10.5g, 52.8 mmol), DMF (250 mL)E& FY3Far, A-2ox 1A7F wyk

stl, WS, AAFE BYste]l nAE AT, DAE ofysta, 7Y AR FFEE 1-1

75.1%) S AU}

4) IIFE A-1599 FA

3138 1-1 (22.4g, 36mmol), Pd(0Ac), (1.22g, 5.4mmol), EZYA|ZEIAN I A3F HEJZFLERYE

R
H
!
M
i)
P\L
9
o
%
il
=
=
=
il

(22.4g, &

(2g, 5.4mmol), Cs,CO; (35.3g, 108mmol), o-AFA @ (200mL)E Wi 3A)7F 37 wwrslgict, Aoz yzhsia

BAH EHeR FES PbnlGon AxAYT. BY SR AW AzvEagNz Leste] HyE
A-159 (5.8g, +& 28%)= ¥ATh.

MW [ uv [ PL [ M.P |
[ A-159 | 584.67 [ 434 | 499 | 340C |
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[0277]

[0278]
[0279]

[0280]

[0281]

[0282]

[0283]

[0284]

[0285]

[0286]

[0287]
[0288]

[0289]
[0290]

[0291]

DIHE5! 10-2015-0126283
[dAle] 10] Sh3= A-2899f A=

) dao, @ =
© \©*| © O B 6~K< O OO ©INICI
© AB(OH)Z © 1. 12 N {)

o QO O Q
_}N
13 N=© —N

A-289 N N

O

22 7)o 3}gteE A (15g, 52.2 mmol), 4-BEEX-1-ofo]o Al (17.8g, 62.7 mmol), HIEZ7]|A(E
#)FeE (1.8g, 1.6 mmol), AN EF (14g, 130.5 mmol), EF< (260mL), ol&H2 (60mL)S il
(60mL)& F7Fe § 120TCE 4412 wytelgict. wkgo] Bud SRHTE Ho|Fil old opAJH o ER F5

H f715S SvtavlEeR AxAZ F 3 FUVE SWE AAS § A9 AZvtEaHIE G

3}EE 1-1 (11.3g, &5 5392 A},
2) SFE 1-29 FA

W3-8 7)o) 33E 1-1 (11.3g, 28.42 mmol), 3}3E B (10 0g, 34.11 mmol), HEg7| 2(EYHAI L)
F (0.6g, 0.55 mmol), ©HAHZ-F (6.3g, 45.90 mmol), EF< (100mL), &g (25mL)S €31, SHS (25mL)
E 7Rk $ 120C2 4AI7F wwksigic). wkgo] EuUd %%?E Aol o opAlH| 1E:?—_ F&% 1 f71
TS ItadigeR ARA F I TR SE AAS F HAY IRvEIHIR At SEE
1-2 (8g, & 58%)E It}

3) BFE 1-39 FA

HHg-g710] 34§HE 1-2 (5.3g, 10.94 mmol)& DMF (55mL)o@ =21 ¥, 0ColA FAa3IEF (0.7g, 16.41
mmol )& idiﬁl Xﬁ WE} 304 BoF wHk ¥ 2.3-vF22F =4 (2.6g, 13.12 mmol)S H7FEh. 3A F
Att. AAHYE A 7o deln AY FEnlEauZ Bt

o e OIN ruL
Qoo

ol

ul

<
o] 3}3HE 1-3 (5.5g, S8 T9%)S BT}
4) 3E A-2899] FA

3% 1-3 (5.5g, 8.50 mmol), ZAFZe}E (0.3g, 1.28 mmol), EFASZFEIAANTZAY HEHZZOZRYOE
(PCysHBF,) (0.5g, 1.28 mmol), EFAbAlE (8.3g, 25.50 mmol)oll, AL (43mL)S Y& & 180TColA 5417 =<t

FFRAG, o] By SHFR AT oY opHER FEF § #7115 PadvtavltoR A
0 F A4 IR guE AAT F A AzvkEdg R GAste] e 4289 (lg, F&: 209)F A
ot

| | MW [ uw PL | M.P [
| A-289 | 610.70 [ 360nm 491nm | 337T |

[HAAl4 11] s3HE A-919) A=

1 S3E 4-19 T4
e A (2,3-U2R2EF)HA-) (20g, 100.48 mol), SHEHE B (34g, 83.73 mmol)S DMF (500mL)ell o]
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[0292]

[0293]

[0294]

[0295]

[0296]
[0297]

[0298]

[0299]

[0300]

[0301]
[0302]

[0303]
[0304]

[0305]

SIMES 10-2015-0126283
Nal (5g, 125.59 mmol, WUIE 2 FolX 60%)& FATF. 1A F2olA uwwksia wgh&dt SHTE
Goh. AdE nAE 2Y Adst A AamvtEaguE Eeste] sH3E 4-1 (452, T 95%)
2) 33 A-919 FA

ZgtxaTo] 3435 4-1 (25g, 43.77 mmol), Pd(OAc), (lg, 4.377 mmol), TI=(EZA|ZFEAN I A0F HE

o
ne
32
o

Z2o2uYolE) (1.6g, 4.377 mmol), Cs,L0; (42g, 131.3 mmol), AL (220mL)E Wil 1A7F 35 wuk
SITh. o2 Wzbsta SHFE YA M2 FE5n sitvlavlgo R AxsIt. Ay SRS
IARntEaYy R Raste] 33E A-91 (2.4g, F&: 100 I},

,4
i)
o

| [T}

w [ PL M.P
[ A-91 534.61

344nm | 497nm 321C

[AAd 12] 3FE A-2879) A=

@ :

1) IFE 39 A

ZetxTel s§HE 1 (9-39-9H,9'H-3,3' -0 7}8lE) (15g, 36.72 mmol), 3IE 2 (2-Z=2=F=¥) (6.6g,
40.39mmol), Cul (13.9g, 73.44mmol), EWM=-1 2-tjolu| A2 A (2.7mL, 22.03mmol), Cs.CO; (35.8g,

110.16mmol) 0-DCB (250mL) &2 3591 F 200ColA 8AIZF F3F SFAIZITH, whgo] EuUW MCE Y of gt
Zyl ARvEadR Fedv. quss do ARE uAE gedeldste] sFE 3 (12.5g, & 64%)
AUt

) BFE A-2879) A
32 3 (9-9d-9'-(F=d-2-9)-91,9'H-3,3' -0 FM}=) (10.5¢, 19.6mmol), Pd(OAc), (0.44g, 1.96mmol),
KoCO; (0.54g, 3.92mmol)ell I]&Ab (40mL)S ¥ F 170TColA 24A3F &< FFAY, ¥bg g5

to 4n

N

ks
%
FEHAA MR FET F NS0, 2 Azt 27 AzvEadsz g § HMages Jo A4de uAE
Hreltate] shetE A-287 (0.6g, FE: 69)S AT

t

My uv PL M.P
A-287 533.62 332 nm 487 nm 215C

[AAld 13] 3FE A-929) A=

1 2 3 4 5 A92

1) 3E 39 FA4

Zt2ge 3gE 1 (2-BEE-9H-7}8}=) (20g, 69.70 mmol), 3E 2 ((9-¥Hd-9H-7}0}=-3-4) HEAH)

(17.2g, 69.70 mmol), Pd(PPhs), (2.4g, 2.10 mmol), Na,CO; (18.5g, 174.30 mmol)S EFll, ot H00=

5l F 120CeA &F <t FFATG. REgo] YW oY ofMEo|ER {U|FES FEa xS F ZH
EU}EJEHAE T8kl 3= 3 (12.8g, & 45 1S AAT}.
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[0306]

[0307]

[0308]

[0309]

[0310]
[0311]

[0312]
[0313]

[0314]

[0315]

[0316]

[0317]
[0318]

[0319]

ZIHES 10-2015-0126283

2) 3}E 59 {4

3138 3 (9'-99d-9H,9'H-2,3"-H]7}8}=) (11.8g, 28.90 mmol), 33E 4 (7.5g, 37.60 mmol)<S DMF (200mL)
=ola NaH (1.8g, 43.4 mmol, PUZ 2d FdXA 60%)S 2ATt. 2.5A7F =t AFLo|A wykalal were
9ot AdE aAE T et A9 a@etEadvRE f£28te] SsHE 5 (9.7g, 7 592 B

;Lruloé

3) FE A-929] FA

Z2t~Fel 35 5 (8.4g, 14.70 mmol), Pd(OAc), (330mg, 1.47 mmol), BIZI=(EGAZFZIA X AuF HE

HFZ2o2ZHHOE) (541mg, 0.35 mmol), Cs,C0; (14.4g, 44.10 mmol), AL (74nl)E Y3, 1.5 A7+ 59
3 wdkslglth. Ao Whsty SHRTE YU vbEo] EUd odd ofMEHclER {U]5S FEStn A
x3 F 729 a2rEaIRE E23te] 3= A-92 (6.5g, F&: 60.2 S AUt

[ MF [ u [ PL [ M.P |
A-92 | 534.61 467 nm | 309.9C |

w
0
(=]
g

[dAle] 14] SH3= A-2869) A=

@ ' ‘@Q
o - % oo —-

Q) Azse

1) FFE 39 A

Zehedel gE 1 (9-919-9H,9'H-3,3' -9 7HE) (16g, 36.72 mmol), SHFE 2 (2-22ZF=Y) (6.6g,
40.39mmol), Cul (13.9g, 73.44mmol), EWM-1 2-tjolu] A 23X (2.7mL, 22.03mmol), Cs.CO; (35.8g,
110.16mmol)S o-DCB (250mL) 0. & <1 3 200Col A 8A7F B¢t SFAZITh, ¥kgo] FUd NCE 724 o3t
H 72y azvEagdR et Wegs Yol AAE uAE 29 o7ste] §E 3 (12.5g, & 64
%)< ATk,

2) e A-2869) FA

35S 3 (9-9d-9' -(FAEH-2-9)-91,9'H-3,3' -0 7M}=) (10.5g, 19.6mmol), Pd(0Ac), (0.44g, 1.96mmol),
K.CO; (0.54g, 3.92mmol)el] I&AF (40mL)S ¥& & 170TolA 2442 B9k 3FAZITH, w-e g8 =
2 FIAA MCE FET F MgS0,E A=t 79 F=2aleadaz 23 & vegess Yo AdE
7ot ol7ste] 3letE A-286 (1.2g, & 12%)S AT},

NaHCQ;

g
i &

MY uv PL M.P
A-286 533.62 342 nm 477 nm 229°C

(&7 AAjd 1] £ 299 ©E {25 o83 OLED &3 A%

oo {7 AA @3 IFEES o] &5t OLED 2AE A3k, 941, OLEDE = (X vteAl A%)

}-o

23y ddojy FHAT 10 #HuH100/0)S, Ee2zzdda, oE, o8 2 2R4E wHon g
sfo] 2g3h MHES NG F, olarEed do WEd T gt veow AF 2 o s

ool 1107198 FHF F, 2% Fag el Aol NN -esd-N N -0 2 (9-5 d-on-7hnbE-3-)-
[1,1'-859]-4,4'-To}R1& Wi B o] AFE7} 100 torro] £ w7bx w7
7ksted SEAA 110 712 9loll 80mm FA9] Al BF FASE SASAT. o]ofA], %J% # ]
Ao 3| gbA|[2,3-f:2',3'-h]F 5 4e-2,3,6,7,10,11-FAFIRYEZS da, Ao

A Al A& FY %— el snmFAL] A2 BF FATS TABAUTE. ololA, IF FA A
([1,1'-1]91 9 ]-4-2)-9, 9-1] ¥ & -N- (4~ (9~ d-OH-7Hi} -3~ 3 ) -9H-Z 7 & Al -2-o} ]

E
4014
e
2
2
=i
it
‘0,
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[0320]

[0321]

[0322]

[0323]

[0324]

[0325]

[0326]

[0327]

[0328]

[0329]

[0330]

[0331]

[0332]

ZIHES 10-2015-0126283

& A7kete]l SUAA A2 FF FASTHAAN 0mFAL] Al A LSS FHaAY. A T2 AW We o
2 Aol NN-tI([1,1'-¥]#19]-4-2)-4'-(OH-7h}E-9-2)~[1,1'-H] sl d ]-4-o} & ¥, Aol AFE <17ks}
of TUAA Al ZF ALF fol 60mm FAL A2 AT LTS FHAUG. AY FUF, BF ALFT S I
AN, 3 el BFTE e 2ol AT iiEi/ﬂ 51 A-14S 93, T OE iy ERE
24 gehe D-962 ¥ F, 7 eds U S SR 47 35 o =gstowy 37 Aed
g5 el 4onm A0 LRSS FHANATH ololA, ErkE A F el 2,4-H]2(9,9-T v E-9H-EF 2 d-
2-)-6-(Fzedl-2-¢)-1,3,5-E2lopla} 2l F=eolEE 1119 22 SUAA 23T 9ol 30mm T4
ARG SE SHa. oo, AAFAToZ 2F A=dolES 2m FAZ 549 F, & ¥ 3%
HlE o] &3to] Al 55 80me] F7= FAste] OLED AAHE Alz=akglch

2 A3, 3.49] AQFelA 26.4cd/AY] &&o] vpgkom, IOOOcd/m«] Aakgo] F1E ek, 5000nite] 3=
o] 90R= WolA el Ay AlZRe 39041%F o] olitt,

(27} AAld 2] & @] wE dgES o8 OLED &2 AF
I FARRA EAEC SFE A-40S AHEFA el AAd 19 FU o R OLEDAAE AFsAt. 1

Ash, 4.1Ve] Akl 27cd/Ae] MHERS Bom, 1000cd/m’ e Aol BelH At 5000nite] 3w
A dago] 9092 HolX|=dl AA AR 60417 o] oSl

i,

(&7 AAld] 3] B 29 w2 S3HES o83 OLED &4 A&
DFARRA TAE 3EE A-39S AL Qo AAle 13 B WHoR OLEDAAE Aztsiglch. o

AT, 4.4V0] ALelA 27.6cd/A9) WFFES B ow 1000cd/m S HAuFgo] elH Tt 5000nite] IE
o Al whgo] 90%2 HojX|=u] A™ AR 110A13F o] oSl

[27} AAd 4] & wgo] ©e 2L o] L8 OLED 24 A%

DR AR 2N TAEY FFE A-1S AFLFA 9ol AN 13 FAs o OLEDAAE AZEgch. 1
A3, 3.8 Vo] AelA 26.2cd/A°] LHFES Bom, 1000cd/m ] HAuro] srelE <t 5000nite] 3%
ol A urgo] 9% Wolx v A7 A7k 100417+ o]Ato] 2t}

(&3} AAld 5] & 299 mE 3FES o83 OLED 44 A&

BPAREA SaEd HEE A0S SR soli ANd 13 FAH PHOR OLEDAAE Azetsct.

2

2 A, 4.9 Vo] AHstlA 26.5cd/AS] WHESS B OoH, 1000cd/m o] HAgo] SAIFTE. 5000nit o]
Sl A ubgo] 90%= HolA=E] A7l AIRR 50213E ool gl

(27 dAld 6] & 2ol mWE 33HE& o83 OLED &7 Az
WA RRA S2Ee SgE A-16S AMEES folE Al 13 FUg WH o R OLEDAAE Al Fskdch. 1

Azh, 3.4ve] AtelA 19.5¢d/Ae] WFEELS HGom, 1000cd/m e Aol sHelE k. 5000nite] 3=
o A wgFo] 90%= Holx=d A A7F 7047k o] ol qdtt.

[2x AAld 7] E 2o W2 LSS o] &3 OLED 44 A3+

WA B2 F2Eo] 3HEE A-2869 AL Qo= AAd 17 £Ud W o OLEDAAE AEtgT).
o1 A3}, 3.9ve] AgkelA 28.4cd/AS] WFFHS BPom | 1000cd/m S A Aol EelE T}, 5000nite]
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[0333]

[0334]

[0335]

[0336]

[0337]

[0338]

[0339]

[0340]

[0341]

[0342]

[0343]

[0344]

[0345]

[0346]

ZIHES 10-2015-0126283

Lol A @go]l 90%= HolA =l Ayl AZRE 10A13F o] ol

[27} AAd 8] & Lo w2 JFES o] &3 OLED £A4A%

HFAREM TAE SehE A-2783 ARSFA ol A 19 A WWHo R OLEDAAE AlFeeid
S AT, 3.4ve] AkelA] 24.7cd/AS] WHEELS B oM | 1000cd/n’ el H Aol Bl ST}, 5000nite] 3
ol wago] 00%w Mol AR ATHE 1404 ool e,

(27} AAd 9] & Lo w2 JFES o] &3 OLED 2A4A%
FATREA T2EC 3HFE A-785 AFEIA dE HAld 13 T3 WO OLEDAAE AlFskltt. o
A7}, 3.7V AtelA 26.6cd/AS] WFFTES BYow | 1000cd/m ] HAuFo] FelHATt, 5000nite] 3=
14 2Fo] 90%% HolX=ul A A7 110A17F o] Aol i},

2

[2A AAo] 10] £ 29 g 3FES 0]43 OLED 2AAZ}

AN RREA TAE FEE A-159S ARSI Qo= A 13 FYd W o R OLEDAXE Al Zs ).
AT}, 3.5Ve] Akl 23.8cd/AS] WHEHS BPOoM, 1000cd/m e 2 Aurato] EelH ATk, 5000nite] 3
LolA wgo] 90%% "olX = A AZEE 180417 o] atol ]

M

[&7 AAlof 11] £ dgo M2 SFES o435 OLED &4 A3}

P AQEZA TAE IFIE A-280S A& 2 OLEDAAE A #atsdtt.

o1 A, 3.6Ve] A 26.0cd/AS] WHEES Hon, 1000cd/m e A Aubgo] sHel¥ ot 5000nite] 3
O

Zo A Hhgo] 90%=2 "ojX=dl A AZHE 200411 o]/dol Sl

A Slell= A 13 U Yo

[23} AAld 12] & g w2 3ES o]&3 OLED £ Al

PR EAN TAE 3EE A-91S AFEEA Qo AAd 13 5 YHo R OLEDAAE Azttt 1
A3, 3.4ve] Aol 27.3cd/AS] WHEES Bom, 1000cd/m e HAutgo] elE ek, 5000nite] 3%
o Al Whgo] 90%=2 HojX|=u] A™ AIZHE 38041 o] o]l

[Z2A AAd 13] £ dge] g 3FES )43 OLED &4} AF

PR TAE 33E A-287S AR fole AAd 13 93 W o R OLEDAAE A Fa i,
1 Ah, 4.5V9] AStelA 26.0cd/A] WHESS Welon 1000cd/m’ e A Aubge] Selw|giTh, 5000nite] 3
Lol A whgo] 90%=2 "ol = A A 1041 o] o]t

[2A AAd 14] £ o] g 3}FES ©]43 OLED &4} A|F

A2 A¥ ALSS N-(4-(9,9-9#d-9H,9'H-[2,9' -0 ZF 2. ]-9'-)#Hd)-9,9-Y v &-N-5 d-9H-ZF 2. ¢l -
2-o}H S ALgElal, WE ABEA TAEM F3E A-92S AFEIA Qo= AAd 13 TAI uhH o F OLED
242 AZET. 1 AT, 3.4ve] Aol 27.5cd/A9] B E LS B ow | 1000cd/m e HAMurao] Bhel
HSATE. 5000nite] FEoA wFo] 90%E HolA =t A™ AIXEE 90AIZE o] ol gt
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[0347]

[0348]

[0349]

ZIHES 10-2015-0126283

(Hlae 1] FH9 f7] AA 27 JFES 0] &3 OLED &7 A=

g AREM STAECE 4,4'-NN'-t7HE-HEHE S AR A foll= A1 43 Wi ez OLEDAA
& ARt 1 A3, 10.3 Vo AgellA17cd/AY “L’a}i%% ®glon, 1000cd/m®] A A wao] 1w
. 5000nite] 3] ZolAl wFo] 90%= HolX=dl HZH AlFte] 1

2oy wE §7] AA 3 FEES AT T odd= A" vt fle xR SstEY ¥
olydl, 7tuE Egjoldoelyl Fzo gl w3 AEIAEC JAE FdAAH e TAdE & gle 3
FgrEoltt. B e wWE f7] WA HF SFES S AYe] wu, AF a& 2 A¥E a&9 2 w3
"o $FUME 75 FHol AAE F7] AA TH AAE AT ¢ . 53], AEE(3,2,1-jk] 7}
3 e T V&Y dFEY A9, A% S2E, 53] A% A4 $~ER AMESr] A9d HOMO '
LUMO I, TripletS 7FA#] ¢ whd, 2 o] 3gtEe 3 A T AEd ALgslrlo] A3 HOMO
LUMO & % triplets zteth. oo uwhel, & o] SIRHEL A7) &x} AAjddA] K uel o], A%
A S2EZA AMESRS o, W FEAY, 5% U 28, 2 &% w2 AFHe| shEsit
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