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C-2-60 C-2-63 C-2-69

C-2-57

—
o~
[ce]
o
o
—

C-2-75

C-2-72
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B B

i

CN 111149229 A

C-3-22 C-3-23 C-3-24 C-3-25

C-3-21

N
mﬂ@ 5
3y 8

C-3-35

C-3-33

C-3-32

C-3-31
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S i
i
C-3-41 C-3-45

[0092]
0 ® @f S
3 L
LD D D
: L, Q.0 "

Ny Ny N Na @

&
C-3-48 C-3-49 C-3-50
[0093]  {b&HIC-1-1FC-1-140 B9 2= D —Fiol/ 8ifb GHIC-2-1 2 C-2- 110 By 2= b —Fh
/B AEYIC-3-12C-3-50 H) =D —FH A & v I T AL BUOER B
[0094] AR A A IFH) B A XL & AT DUE A WU N 53 5 R0 7 28K il
Fe o, U3 B4R AL B AT LA 2228 DL S BT R 12 ) 4%, (ERANR 10
[0095] [ M5 %1]

Al'\1 Ar\‘l Ar,
L, x Ly l./2
N/
N
[0096] @ Arz @
Q Cuffi fL.# Q Q
= 2 (Ra)e
D (Ralo Roe oK S R :

[R1] a(R1}
[0097]  [Jx N J7Z2]
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(Ra)y

ofR1) i (Rq)a A G
C@ Br
i"‘ = Cuﬁﬂ:ﬂ Pafi ft ¥ ’l'_' a
H P(t-Bu); Ary (Ry)e
1\3P04 NaOt-Bu
[0098] n
2
" a1
" \ g
)I( N
—ee i - @ (Ra)e
Pd i fe. 7 Cufii feil
P(Cy);HBF, R A-12-—f/A e G
Cs:CO; K;PO, D

a(R4)
[0099]  #F N7 R1RI2H ,LiLa Ari Are RiZRs. UL FaZ e LR g .
[0100]  [RIAE, AR PR A AT B A 20040 &9 aT PLIE I A48 AR N 53258 o vk
Kl & B un, 5k 6 KR IAL S W AT PLIE I 2% DL N T 384 H] & (H AR T
I,
[0101] [ 7 %3]

(L3-Ar3)q
Cl
X4 (Ar3)e-(L3)g-B(OH) X
S 3/e”\:-3/d 2 1
X>\ X, = X XX,
lL /)L Pafife )lJ )l(
- 0
\X4/ K,CO; 5\)(? 3

X3
¥ 5
u‘d (Ar3)e-{(L3)g- B(OH)z ||
Pdfift
K,CO,
Cl

d(Ars-L3)
[0103] &) N7 3 F4rh, Ly ArsFld an=2H Fr g S, PA KX 2 Xe U6 A6 7 BT o X o
[0104]  HRIEAANTFH EA XL PaT DO i ARG AN 51 8 F1HA BT K il
%o, N1 1R R A YT LUE IS 225 DLR [N 7 S5 861 4 (H 2 AR T itk
[0105]  [J¢ 5 5]
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Fon. B S0 o 2
- ) L.

S -

@ @g j PdC1:(PPhy)s O QG B:gt # A (Suzuki) %3E

14-— B4 Pd(PPh;),, K,CO,
KOAc ¥ X, EtOH

[0106]
[R & 77 & 6]

)
em DL g Tet i
T :-):3 A (Sumki) fsg R1 ¢

1,4'—‘-'-3*& Pﬂ(PPhJ)J- K:C03 r.
KOAc ¥ ¥, EtOH Ay

[0107]  7E N7 5165, Rio Ry L FIHAr 1 an s 119 il 58 s

[0108] AR FEAS A FFHIA HLH B0k ' 2% B AL 4% BH AR AR LA S AR B 55 AR 2 TR i 22 /b —
MEIZAVZTEE ZME LR BUROCH R, Kb &l R & e —f
MLEL BRI H AL 2 RR AL &R S AN EUR M R AR TR A A TF )
— NS, A AL BUK 6k B S PR B AR UL S AR FE Rl 5 B AR 2 TR 22 20— AN kol
2, HRAEFZE D —A B8 E B R RRm e &Y i X 2RRm I &) .

[0109]  KGEQE EAHMB LA FERAE 2 M AR 2R RS S — 31k
PORLRIEE — AR RL 38— AR a] A SRR A AL R, B0 T LA 22 20— Fof
H LR R B S WA 8 25— AR BDRE AT DLk — DA 45 A ML R BUR AR A 35 1 3
MR 5 = AR R AT AN 1 2R s B A E A A, 55038 T DL R 2 /b — P 02 R 7R i 4k
B R 5 = E MR T DLt — 5 AR A AL BUR A B ALHE B B R . 2 — FE Ak
a5 % TSI EEIL R 41998 2199 1 Rk Z110:90FE £190: 10 FALEZ
30:T0E£170:30 FEE B HALIEZ140:60%60:40. 3 Hik B £150: 50,

[0110] KRG ERIECMFRIFHIE, AL RESRHEGHE THINEEZNENZ
2 AERIE AN TTFHZ R BRI, 58— A5 = FARROR AT LR IS — A 2 rh
AT RLAr LS EANF K RO R AR KOG Z DLk ) 2 A T EARG G Y8 & 1)
B JMRE /N T20wt % .

[0111]  ARAFRANHEBAOLEETUS—PAFTEAUL TFTHED—ANE SIGEAN
BB IR R R B E R B E R TR E B TEANE R 2 TR
N FH A4 E AN TR Z AR A A IF ) — ALt 7], A WL BURO LR B T LAk —
R AR AT 2 B AR R Z A 38 T B Ak & R R 2 7 AR 22 7 S k) L 23 0K
W BOAERE R BB R R BUAL R AT T BE P AR R ) & D — B AN AR AS A T —
AT A UL B O % B AT DLk — 00 B B AR A T ) 22 o AR R 2 A B T R
WEPEN TR AR B G2 AR R 2 R PR R R 1 22 b —Fifr
[0112]  wfPLEARA T EREWH A E S 25 &Yl aE h T 10158 R 1k
EHEAR Tk
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[0113]

I Qs (101)

(01141  ZEX1019,Lidk H DA M 4501 F12:
[454) 1] [4645 2]

Rags

[0115]

Raos

[0116]  Rioo % Ri03 8 H JAZ I F IR G i~ 541 ZR AU mlae o i 25 AR (C1-C30) %t
B BUAREAR B (C3-C30) H ek B AR BRI (C6-C30) 75 5 L AR L AR ER B
(1) (37CZ2307T) 475 4k B HUAR B A BT (C1-C30) H 48 ik 5 B3 AT LU 42 2 AHAB A R100
£ Ri03 LA S IEIE — L BB REAR BAR R AR , 451 2 EAR A HA R m ik A R A BUAR R
S WA AR A AR ) 2R R g ML L EAR A B ) 2 T gy F ALk i BB mli ok BUA
R B IR AL E B A RO PR 246 1 G g ek B0 R A HUA ) 2 e gy S e bl 85 AR
BB B F PRI A

[0117]  RioaZERio7 8 H AL F IR S i~ 54 FR AU sl sl 25 B (C1-C30) %t
B HBURECR BRI (€3-C30) FAjed IR ER B (C6-C30) 5 4 BB B (37T
F3070) 0y 3 B B BUREICR B (C1-C30) fefa 5 s 33 T LLE B B AH AT IR 10422
Rio7 A 5 28 —#2 T8 BB B U B BREA , 48] 4n BB R B 25 L B AR B 27 L B
AREGABUAR G 2 1wy BAR A AR A — 2 e g L AR A EUA G ) i e e L BBk
AR EUARR) 248 I g S I B A R HUA R ) 248 TRy - I I 2

[0118]  Roo1 ZRo11 7% H AL MR IR E M~ b1 25 A B B0k sl 25 BRI (C1-C30) %t
B BURER BRI (€3-C30) FRjedt | sl HURERA IR (C6-C30) 75 2 ; B AT BA 5 FH AR
Ro01 22 Ro1 13422 A TR B AR B BRI AR 24 5 3 H

[0119]  nFIR1E3MHEHL.

[0120] BI85 S BARSEI I T ABANR T 1tk
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W i};@ ﬂg%ﬁ 3
5218 2 M 2 o

D-51 D-52

o

D-31 D-32 D-33
[0122]
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I m'lr{%‘ I :-N'Ir N >
S0, O

D-53 D-54

[0123] e
»
{g‘ & i % X {é Sl
N 2 -N_I N.z -N.I N.z N lp_ LN 1O
P 2 5 fgé WL | At & ,“’Q
D-68 D-69 D-70 D-71 D-72 D-73
®
AL 0l (RS [Bla St
7 O g, Lo K"ﬁ \,,QL :% N“@L
D-74 D-75 D-76 D-77 D-78 D-79
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[0124]

{'@ﬁ {Kﬁ%i [K-‘f%’ ["‘35

D-112 D-113 D-114 D-115
{ l l
® Ir r..,_ Ir
\of
@ 5
D-116 D- 117 D-118 D-119

[0125] N T EA R IFRIA HUE BUROCR BN Z W LU TR R 5 ¥, s

FRIRC I < B B AN LR 3 » BRSBTS 5 s R BRI L I BRI BREE TR AT L i

IR GRIBATRIR T

[0126] SALEIRIF R T AR RN S T DU IR I B A J2 AT RR A B BB ]
B BT G 0 I S0 S VY SR W E55) R ORI G o ¥ 71 R LR T 1% 2 1

*ﬁ*#TU/ﬁﬁ’i&Tfﬁ&fﬁtPEI’JEH/»&?‘J I HLEL P AL IR BE 15 T ACAT Tl il

[0127] S8k, AR IF IS — A58 — EARAL ST LAAE LB HS B 05 92 o dh AT T i, 38
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IR L 2R TR EOR A 2R T o S A R SR AR al B 2 R R T A N B
S YRR 5 L TRD IR 1) P A B Tt e I DA 28 R MR B AR i TR A AR R R R
Pl B 22 Fhop RN L 2R 2 A 78— AR TR R A, I B 50l el i DL 28 R AR
RE TR 45— R S AN — EAR S AAE T AN BUR 62 B P 1 AR 2
8 — E I, AT DL AN TR A AR A 5, AT AU S — LA, I AR
J& AT CAYTRR S — BRI A

[0128] A TFF AT LA Ad FH 22 F 2 A BHE i BoR2E B, BTk 2 Fh 32 b B 2 i 301
TR A A 2R I B AR B R T, vT DL I A8 B A T 22 R 3 A Rk AR
PN R BRI R HARHL, AT U@L AR A TF 0 2 A ARk A2 5 BoR RS
W AT R FHL AR N B0 A H W PCL TVEA R Bos R4 si BB 245, 14 fn = )
BE N RS

[0129] {5 R SCH K 225 RN FF AR AL A Y0 VR AR REAS A T B4k S P B0 i 46 5 ik
LI BT Ak & R I o SR T s AR A TFASSZBR F- LA R 5241

[0130]  SEf1: b & HIC-1-127H) il %

PP : O
v S Gy o
Q o O

1-1 c1-127

[0132]  FERE T , B T7etb &541-1 (13mmol) 3g K I [b,d] Wi —1-ZEHIEL (14. 3mmol) .
5.4g K2C03 (39mmo1l) F10.75g Pd (PPhs) 4 (0.65mmol) & fi#T30mL H20.60mLH & F130mL. EtOH
H, 3 HARR A YAE120°C R RIS /NN o FE R B SE I S5 » F G BR R (BA) ZEBUEHLZ , IF
Hl A IR BR B RR £ IR R K B R R Y TRl A iR A DL SRA5 . Te L&)
C-1-127 (73 :70%) .

[0133]  'H NMR (600MHz,CDC13,8)9.305 (s, 1H) ,9.049-9.035 (d,J=8.4Hz,1H) ,8.379-
8.367(d,J=7.2Hz,1H) ,8.022-8.008 (d,J=8.4Hz,1H) 7.816-7.705 (m,6H) ,7.699-7.392
(m, 16H) 7.195-7.127 (m, 2H)

[0134]

MW I
C-1-127 642.73 154°C
[0135]  Sf|2: AL -&C—1-12811) il 4%

C-1-128
[0137] H%%aﬁitlﬂ 5. T B 2-1 (10.6mmol) <2.5g 2K I [b,d] W —1-FL i iR
(11.7mmol) .4.4g K2CO03(31.8mmol) F10.61g Pd (PPhs) 4 (0.653mmol) A f# T 30mL H20.60mL
HORAI30mL EtOHH , FFAETR A H7E120°C T [FIE3 /N S f&fjmﬁﬁz}: .1 £ B (EA)
FEICENLE , IF B Al R R BERR 2R R 7K 7 o K i W15 I 8 1 A 8 v Al A DA 3R
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21 . 2g LA MC-1-128 (7K . 18%) .

[0138]  'H NMR (600MHz,CDC13,8)8.880 (s, 1H) ,8.378-8.364 (d,J=8.4Hz,1H) ,8.297-
8.284(d,J=7.8Hz,1H) ,8.000-7.987 (d,J=7.8Hz,1H) ,7.777-7.702 (m,5H) ,7.615-7.332
(m, 15H) ,7.189-7.127 (m,4H)

[0139]

MW I
C-1-128 624.73 239°C
[0140] =253 Ak &4C-1-91 1) il %

W
u NBS/DMF “Br Cull EDA o Br L"’
O

PA(OAC)./P(t-bu)s
KsPO/ P % NaOt-bu/'F %

3-1 3-2

[0141]

1 ‘

O 1 I

@ N 6 Pd{OAc)alP(CthBF‘: % g NH @ % g N’©
= ee b 0

C-1-91

3-3

[0142]  (LEWIS-1E H

[0143]  7EREH , #560g TH-—KFF [c, gl HEME (224mmol) YA A T-900mL DMFH , JE VR &
W FFHAEOC T HiHE K36 NBS (202mmol) ¥ % T-220mL DMFHY, FH7E2. /N A I 21
HFNRA Y IR A WTE I N PR/ NN o 75 [N TE 2 S 5 OB 2 ) FINa2S 203 7K 3%
WAKBES: - O IR CERZEHUCE HLE , FF Hoad 18 Mg SO4FR 225k R 7K 7 M 5k R W T 5
I AR R AR AR USRS 19 AL & P03 -1 (772 . 79%)

[0144] A2/ G HK

[0145] K 76gHI4L&403-1 (220mmol) 90gHI 2K (439mmol) +20.90gHICul (110mmol) .13g
)2, — % (110mmo1) A1139gfIK3P04 (659mmol) 8 IHEIL . ILF A, H B VR S WTE Rl T B P
2.5/ o VR IIMeOH fi5 , 4 BT 15 [ A2 PE 980 T 3k 8 o b i, K ke s Wl i A R il v 4tk DL SR 15
55. 1gfIHb EW3-2 7% :60%) »

[0146] AL 5 W3-3IM Gk

[0147]  ¥54.6gMtb & 43-2 (129mmol) <20 2-5 K % (155mmol) 2. 9gPd (OAc) 2
(13mmo1) \5.2gHJP (t-Bu) 3 (26mmo1) F131gfINaOt-Bu (323mmo1l) % INZN650mL H Ao, FF%
TREYIAE IR PR/ NS R S ROVR A P4 1 22 %0, FF H AR IINHAC1 ORI R - 4 [ 87 R
AP HEAREL, 3F H AR 5 AR ER 8511 i AU A HLZ AR T 28408, 7 HAR fE sk 1
LA, DLSRAR4T . 9g I B33 (F=%6:79%) .

[0148] A MI3I-4H G K

[0149]  #448gfb & ¥13-3 (103mmol) 2. 3gH]Pd (0Ac) 2 (10mmol) 7. 6gfIECAA (=32 5
[ VU SR £5) (21mmol) F1100g 1 Cs2C03 (308mmol) ¥s JNE|400mL DMAH , F VR & W0 1F 91 Vi
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TNHERE LN OB S SR A I R R, I B IINHCL ORI oK e B &) H — &
ft (MC) ZHL, I HAR 5 IR IREE -1 o 1 A< W G WLZ AR R 2618, I H AR J5 8 i A a1
EaiAl, LR 44e M G 913-4 (773 . 79%) .

[0150] AL &HIC-1-911 A Ak

[0151]  #5gHifb &5413-4 (12mmol) 3. 5gHI A (17mmol) 1. 1gfJCul (6mmol) .2.6gf1,
2- IR % (23mmol) A4 . 9gffIKsP04 (23mmol) FRANF60mL AR — FF 2 i, IR & W e ]
i — %hfir“/mé.\#@/%ﬂ%%‘wm,aﬁtﬁﬁﬁMc b e L I Y DR AR R T 2%
T8, FF H AR f5 FMC/ O bt it i vk alith , LSRR 1. 3g A IC-1-91 (77 % : 22%) .
[0152]  'H NMR (600MHz,DMS0,8)9.16-9.15(d,1H) ,8.99-8.98(d,1H) ,8.14-8.13(d, 1H) ,
7.94-7.93(d,1H) ,7.94-7.68 (m,9H) ,7.65-7.61 (m,3H) ,7.60-7.54 (m,3H) ,7.25-7.21 (m,
2H) ,7.08-7.07 (d,1H) ,6.78-6.76 (m,1H) ,5.95-5.94 (d, 1H)

[0153] MW v PL J 5
C-1-91 508.62 342nm 427nm 184°C
[0154]  sf54 . 4k &4)C-1-10811) il &

e CO__ R R,
[0155] @ CuIHZCnyDA

KPO/F =P X @ O

41 C-1-108

[0156] K T7giIfb-&474-1 (16mmol) 6. 7gl12-7R%% (32mmol) . 1.5gHICul (8mmol) 3. 7gl]
1,2- 5 EH 5 (32mmol) F110. 3glFK3P04 (49mmol) ¥ HIFI80mL AR — F 2K o, 4R &)
TERI R — K B SR A A H1 2 Z i, I H NG ik v T 98 e e RS
7508, 1 HAR J5 FANC/ e i A e i vk alifh, LLIRTS 1. 3g AL & 4C-1-108 (77 % : 22%) -
[0157]  'H NMR (600MHz,DMS0,8)9.17-9.15(d, 1H) ,9.00-8.99 (d, 1H) ,8.31-8.30 (m,2H) ,
8.20-8.18(d,1H) ,8.15-8.14(d,1H) ,8.11-8.10(d, 1H) ,7.95-7.94 (d,1H) ,7.83-7.79 (m,
5H) ,7.73-7.69 (m,4H) ,7.60-7.57 (m,4H) ,7.21-7.18 (m,2H) ,7.14-7.13(d, 1H) ,6.78-6.77
(t,1H)5.98-5.96 (d, 11])

C-1-108 558.68 340nm 431nm 263°C
[0159] S5 b A HIC-1-9201) il %

NH, O
cl i
s84 o Yo B Seda e
N
[0160] B’ h":zel‘:‘; ‘. PA(OAG) PlLbu)y ® @
0 NaOt-bw/ V7 % Q

51 5-2 5-3
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Sl
PA(OAC)s! P(Cy)sHBFs % & DNH

Cs,CO,/ DMA

[0161] @ c::-}:_n;:;oj
®

54 C-1-92

[0162] WA H5-2/ G %

[0163] ¥ 15gHItb & #5-1 (220mmol) 18gfI3~ff—1,1 " ~BEA (65mmol) 4. 1gHICul
(22mmo1) 2.6gM) £ % (43mmo1) A123gfK1KsP04 (108mmol) ¥ INE|216mL 2K b, H KR &4
FEEIR T4 FE4/N 78 IIMeOH S , 4 B A5 A 7E Jak o T ik i o MU S, W ik sm i i A € 1 9
apfpLiskAg 16gtb 5952 (773 : 74%)

[0164] A HI5-31 G B

[0165] ¥ 15gHI4k & #15-2 (30mmol) \7.7gHI2-5 A % (60mmol) 0.67gHIPd (0Ac) 2
(3mmol) 1.2gHJP (t-Bu) 3 (6mmo1) F17.2gHINaOt—Bu (75mmo1) ¥s N2 150mL A vf, I8
AR R N2 /N o I BTR A YA E 2 =R, I HISIINHIC UKD o 8 S DR A
VI HEAZERL, I HLAR o RO BR B 158 W 22 U A ML Z AE Dok T 2808, 9F HAR 5 il A i
FEaiAl, LLIRIE10. 1A 415-3 (P %:62%) »

[0166] A HI5-41 G K

[0167]  #410gHI4L&405-3 (18mmol) 0.41gHIPd (0Ac) 2 (1.8mmol) +1.35gHIELA (=3
VU SR £R) (3. 7mmol) F118gfCs2C03 (55mmol) ¥ INE92mL DMAHR , F K5 VE AW 7E Bl i
IR LN R S N TR S HL B = I, IR H IS IINHACT GKYETR) o I MR AP & H
Ft (MC) 22, I HLAR J5 DR BR B T 452 4 2R UV A ML Z A2 Dok T 2808, IF HAR il A i
aith, USRS 1gib 9054 (=% 76 %) .

[0168] KA HIC-1-92[1) & %

(01691 ¥46.7gth&45-4 (13mmol) 7. 4g 3-ffi—-1,1"-BEK (26mmol) .0.42g Cu¥y
(Tmmo1) A13.6g K2C03 (26mmol) B F70mLAR & A&, FHE R SRR FHFE— K
NVREAHI B R, IF B HNCE ﬂi?ﬁéi S8 KRR AE B T 2808, FE H AR 5 MG/ &
Bl A gk alifh, LIRSS . 1L & IC-1-92 (7% : 36 %) -

[0170]  'H NMR (600MHz,DMS0,8)9.18-9.17 (d,1H) ,9.01-9.00(d,1H) ,8.16-8.15(d, 1H) ,
8.11-8.09(d,1H) ,8.06-8.05 (m,2H) ,8.00-7.79 (m,7H) ,7.73-7.57 (m,8H) ,7.48-7.38 (m,
6H) ,7.30-7.28 (t,1H) ,7.22-7.18 (m,2H) ,6.80-6.78 (t,1H) ,6.07-6.06 (d, 1H)

[0171] MW 1 R
C-1-92 660.82 259°C
[0172] 5416 1b & HC-1-130K fill &
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&

() B NN
[0173] O m@ O
o R I < s bt 9

o]

C-1-130
[0174]  ¥43.6gM)7T- 4 F-7,9- SR I [g] M5IWkFF: [2, 3-b] ML (9. 285mmol) 3gff)1- (4-
TRZEIE) 2 I [b,d]eNE (9.285mmol) 0.08gMICul (0.464mmol) 0. 5gfIEDA (9.285mmol)
A14.9gff)KsP04 (23 . 21mmo1) s AN F]50mLAE — H 48 wh , IR S #E— R AR RN 58 il 2
J& » B S VR A YA H A2 E L, I H 25T /K AIMeOHZE B . b 5 , FIMC/ O frd i 4t i v 40
W ENLZ LIRS 2. Te b A PC-1-130 (FZF:47%) -
[0175]  'H NMR (DMSO-d¢) 6:9.69 (s, 1H) ,9.26 (d,J=8.3Hz,1H) ,8.69 (dd,J=7.7,1.2Hz,
1H) ,8.14(dd,J=8.0,1.1Hz,1H) ,7.97(d,J=8.8Hz,1H) ,7.92 (s,4H) ,7.88 (ddd,J=8.2,
6.9,1.3Hz,1H) ,7.82-7.76 (m,4H) ,7.73 (t,J=7.8Hz,2H) ,7.70-7.48 (m,8H) ,7.48-7.44
(m,2H) ,7.42(td,J=7.3,1.0Hz,1H) ,7.26-7.20 (m, 1H)

[0176] MW W
C-1-130 624.7 309.7°C
[0177] 2|7 AL EHC-1-1321 | %%
Cl O
& 20y

» ® )
[0178] N O N Pdj(dba)s;, P(t-Bu); @ @
@ H i @ NaOt-Bu, PX O O

C:1:432

[0179]  ¥47.6g 7T-2KHE-7,9- —& K3 (gl MIWEFH:[2,3-b] MM (18.88mmol) \5g 3-5-1,
17:27,1”"-=Ex7 (18.88mmol) .0.86g Pdz(dba) s (0.940mmol) .4.5g NaOt-Bu (47.22mmol)
A10.38g P (t-Bu) 3 (1.888mmol) R ANF|100mLH %, IR iR S W £E— K AE R M e
J& » ¥ R SR A Ve F AR = T B 281K FIMeOHZE B . I J5 , FAMC/ & b J8 i A (2 ik v 4l
AU A HLZLLERAF0. Tt & MIC-1-132 (PZF:6.2%) -

[0180]  'H NMR (DMSO-de) 8:9.58 (s, 1H) ,9.20(d,J=8.4Hz,1H) ,8.57(d,J=7.8Hz,1H) ,
8.11(d,J=8.3Hz,1H) ,7.94(d,J=8.9Hz,1H) ,7.84 (ddd,J=8.3,6.8,1.3Hz,1H) ,7.72(,
J=6.2Hz,4H) ,7.64-7.47 (m,8H) ,7.44 (dt,J=6.0,1.9Hz,1H) ,7.40-7.17 (m, 10H) ,6.50
(d,J=7.9Hz, 1H)

[0181] W %5
C-1-132 610.7 194.6°C
[0182] =48 A & 4C-1-133 1) Hill %
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o
| ﬁ D @0

@ " J N N OO
(01831 () » o &) s @ @
) - " J
(HO),B PdCl{pphs)z Na,CO, O Pd,(dba)s, s-phos G
TE 1 H;0, BON 4 Br NaOt-Bu, #E="FX% @

C-1-133
[0184]  fb-EWIHIE K
[0185]  #420g K H [b,d]MEMy—1-JEMIER (87.71mmol) \50g 1-7R-3-MLZK (175.4mmol) .
5g Pd (PPhs) 4 (4.385mmo1) F118g Na2C03 (175 .4mmol) ¥ N 360mL H 2 . 90mL %K Ak 7K F190mL
EtOHH , I H AR G WLERNL T A FES /NN o 72 R B TE R ST 5 B S ROV A 7% H) 22 & il I
FHZE TR FNEARE B o 0 Ji5 5 1 22 BB A ML Z AR S 2808, F HLAR 5 FIMC/ e Je ik A a3t
wEaidl, LR 20 &1 P 3:67%) »
[0186] A HIC-1-133/1 G K
[0187] ¥4 .4gf4b-E 41 (13.07mmol) \5gM 72K K7, 9- & K I [g] MWk [2,3-bI IR
M (13.07mmol) .0.6gHIPd2 (dba) 3 (0.653mmol) +0.5gfs—phos (1.307mmol) 3. 7gf{INaOt—
Bu (39.21mmol) ¥ N2 70mL = F K, H TR S MR RN R B2/ o 78 [ B SE G S 5
SR P74 H 2 = I H AMeOHAS L . Ik f5 , FANMC/ L e e A vk alidb 2 U A AL Z
PLFRAE5 . 1gib &HIC-1-133 (7% :60%) »
[0188] 'H NMR (DMSO-d¢) 6:9.63 (s, 1H) ,9.22(d,J=8.4Hz,1H) ,8.64 (dd,J=7.5,1.2Hz,
1H) ,8.14-8.09 (m,2H) ,8.07 (dt,J=8.1,0.9Hz,1H) ,7.94 (d,J=8.9Hz, 1H) ,7.91-7.82 (m,
3H) ,7.72(d,J=2.0Hz,1H) ,7.67 (d,J=7.6Hz,2H) ,7.63-7.48 (m,8H) ,7.48-7.41 (m,2H) ,
7.40(d,J=6.1Hz,1H) ,7.36 (td,J=7.4,1.0Hz,1H) ,7.33(d,J=7.3Hz,1H) ,7.09(d,J=
49.0Hz, 2H)

[0189] MW W
C-1-133 0640.7 226.7°C

[0190] =259 .4k &4C-1-131 1 il %%

e
O

0 Br N N
1911 (S &
o O J
N 2 3 9
N O + Pd,(dba)s, s-phos O
@ H NaOt-Bu, TX O

C-1-131
[0192] W45l 7-KIH-7,9- —E R H [g] "I IFF [2,3-b] kM (13.07mmol) 4gfI4—7R-1,
17:27,1”7-=H:7K (13.07mmo1) .0.6gff]Pd2 (dba) 5 (0.653mmol) .3.8gMINaOt—-Bu (39.21mmol)
F10.5gf)s—phos (1.307mmol) FsINFN70mL — F 2K o, IR AW HE— R AE RN 522
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J& » ¥ R SR A Ve F AR =, 5 H O 28 TEK FIMeOHZE B . It J& , FAMC/ C e J8 i A itk vk 4l
A HLZLAIRTS6. 3g A PIC-1-131 (F=Z.:78%) »

[0193]  'H NMR (DMSO-de) 6:9.63 (s, 1H) ,9.23 (d,J=8.3Hz,1H) ,8.63 (dd,J=7.7,1.1Hz,
1H) ,8.12(d,J=8.2Hz,1H) ,7.95(d,J=8.9Hz,1H) ,7.85(ddd,J=8.2,6.8,1.4Hz,1H) ,
7.79-7.73 (m,2H) ,7.72-7.66 (m,3H) ,7.60-7.47 (m,8H) ,7.44 (ddd,J=8.2,7.1,1.3Hz,
1H) ,7.38-7.33 (m,3H) ,7.32-7.24 (m,2H) ,7.22-7.14 (m,5H)

[0194] MW 15 5
C-1-131 610.7 288°C
[0195]  s2f10: AL & HIC-1-1341) il &

v,

O Br @ N O @
[0196] ’ Cuky /K;CO, - © O
o " ¢

o-DCB

C-1-134

[0197]  FEREHEH K5, 072836 -7,9- S K [g] MW [2,3-b]HEME (13mmol) «
6.06gMI4’—IR-1,1":3",1”-=FtF (20mmo1) 1.307gff1Cu¥y (0.65mmol) F13.4gMIK2C03
(26mmol) ¥R T60mL o-DCBH , R VR A #7E230°C R AE RN R HHE 12/ o 7F [ M 5E 2
J&i B S N PE ) FHEAZE B, I H AR J5 FIMg S04 T8 o 3l i A 6 3 vk 70 B W, IF Bk
MeOH o ¥ Fr 15 B [ A4 7 ok R 98, AIRTR 1. 3g A & 4C-1-134 (7% %:16.3%) -

[0198] 'H NMR (600MHz,DMSO-d6,8)9.51 (s,1H) ,9.16 (d,J=8.3Hz,1H) ,8.57(d,J=
7.8Hz,1H) ,8.10(d,J=8.0Hz, 1H) ,7.98-7.85 (m,6H) ,7.83 (t,J=7.6Hz,1H) ,7.76 (s, 1H) ,
7.70(d,J=8.1Hz,1H) ,7.61-7.51 (m,5H) ,7.51-7.42 (m,3H) ,7.38 (t,J=7.8Hz,1H) ,7.31
(t,J=7.3Hz,1H) ,7.25(d,J=8.0Hz,1H) ,7.13-7.06 (m,4H) ,7.03 (d,]=6.8Hz,1H) ,6.79
(s,1H)

[0199] W %}Jj‘
C-1-134 610.74 296°C
[0200]  SEffl11: b A9HC-2- 140 il %
®
B(OH), @
[0201] 5 om, £ 5
e PdCI,(PPhy);, Na,CO;4 N’ —_— NTN
O@ THFIH;0 @ @ e Pdcx::‘l::;z, NayCOoy n
v 2 C-2-14

[0202] fbEW1-21 & K

[0203]  FEAEHE ¥ 15g4b- & W1-1 (54.3mmol) . 10.3g (4- (ZE-2-3L) K 5L) W%
(41.8mmol) 8.8g Na2C03(83.8mmol) A10.88g Pd (PPhs) 4 (1.25mmol) V&M T 70mL H20F1
210mL THFH, FEAVRAPITETOC R IR 3N o 75 N 58 1 2 I » FHEARE B MLZ , 3+ Hid
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b Ad R RR B R 22 Ak R 7K O3 o TR AR W) T IR A B iR A A LR A 10g I A & 4 1-2
(77 %:53.9%) .

[0204]  fbE5HIC-2-141H Ak

[0205]  ZEkeiih, ¥ 5gth&1-2 (11.3mmol) 2. 3g (ZE5-2-3) R (13.5mmol) .2.4g
Na2C03 (22.6mmol) F10.24g Pd (PPhs) 4 (0.335mmol) ¥& % T-60mL 4% . 30mL. EtOHAI30mL H20
W, AR G WAEL30°C T IR 3/NN o FE N 58 i) 2 J5  FHEAZEBUCA HL)Z , I s £
PRAEERR R FR AR 7K o MG TR R W) T8Il ik A it v alifh LA AS S . Ag AL & HIC-2-14 (P73 .
56.2%) .

[0206]  'H NMR (600MHz,CDC13,8)9.305 (s, 1H) ,9.049-9.035(d,J=8.4Hz,1H) ,8.379-
8.367(d,J=7.2Hz,1H) ,8.022-8.008 (d,J=8.4Hz,1H) 7.816-7.705 (m,6H) ,7.699-7.392
(m,16H) 7.195-7.127 (m, 2H)

[0207] VW W
C-2-14 535.65 248.6°C
[0208]  Sf512.: tk & 4C-2-5001 fill %

B(OH),
[0209] ¢l G
PN Pd(PPhs)s, KoCO4
—_—
Nl O

O ' % /H.O/EtOH

C-2-50
[0210]  FERE , K5g 2,4 A MM (25. Immol) L 13.7g (4— (ZE-2-3%) K 5L) iR
(55.3mmo1l) <17g K2CO03 (125.5mmol) #12.9g Pd (PPhs) 4 (2.51mmol) ¥&f# T 130mL H 2K . 65mL
EtOHFI65mL HoOH , FHAFVRAMETOC T B3/ o 75 R B TE 2 I » FHEAR A HLEE , IF
B sk BRI BB 225k R /K 00 o K B R )T T il I A (iR 2 AR A3 3 . 5 AL &4
C-2-50 (F=%:26%) -

[0211] MW %5

C-2-50 534.65 290.3C

[0212] 52513 {5 ¥)C-2-95) il
@ ST
g, B4k
“ PdCIy(PPh;);, KOAC t Pd(PPh;)s, K;CO5

14- =R 'F ¥ /H;0/EtOH C-2-95
[0214]  {b- 51311 &k
[0215]  ZERSH, ¥E10g 2-1R-11,11- —FHE-11H-%3F[b]%j (30.9mmol) .11.8g 4,4,
4’,4",5,5,5",5" - )\ }-2,2"-=(1,3,2- 3«3 W%E) (46.4mmol) .2.2g PdCl.
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(PPh3) 4 (3. 1mmo1) F16.7g KOAc (68mmol) ¥ T-155mL 1,4- M@k, 3 HATIR & 47E150
CRIENAL/NS o fE RN S G » FHEAZHUCE HL)Z , I HLd I Al B ER BERR £ TR R K5 o 44
B ARG A A A LSRR 1 1 g AL & 1-3 (P23 : 96 %) »

[0216] A HIC-2-95[1) & ik

[0217]  ZEBHE T, K4 . 4g 5-VR-2,3- K HEMEIEM (12.3mmol) J5gfh&M1-3
(13.5mmol) \5.1g K2C03(36.9mmol) F10.71mg Pd (PPhs) 4 (0.619mmol) ¥A&fi# T 60mL H 7K |
30mL EtOHAN30mL Ha0H, HAEIR S HFE130°C T [BIF3 /N o 7E S M 5E i S » FHEAZEHUA
BUZ , I HIE e IR R BERR 25 R K 0y o R R W e o i A il 4l Ak L3R 152 . 9g
K4 A HIC—2-95 P73 :44.9%)

C-2-95 524.67 236.1C

[0219] 5‘?%14:1{%%&2—1055’]%%

G I v
o t Pd,(dba)s, S-phos,K;PO.b OO @ ‘ F@

C-2-105
[0221] f}c}é#litlﬂ ,4@4.3g 6—%&—2,4—:;&%@%&%}\ (13.5mmol) 5gfb &H1-3
(13.5mmol) .0.49g Pd2(dba)3(0.54mmol) .0.443mg S—-Phos (1.08mmol) Ff114g K3PO4
(66. 15mmol) ¥ T-65mLH K, FF VR -G P7E130°C R [EIAL3 /N . f&@%)ﬁZE’ﬁHEA
FHCANLZ , 77 Hd o R IR EERR 2 F R 7K 7 o R R T8 FF i i i vk a4k DL 3R

B2e A IC—2-105 (P2 % . 28%)
[0222]

MW I 5
C-2-105 524.67 171.7°C
[0223]  s4|15: 4 EHIC-2-10611) il %

CI

O3

sepgee
c
iy 1_4 C-2-106

[0225]  EM1-4HE K

[0226]  ZERSH T, 44208 5-PR-11,11-—H HE-11H-2E 3 [b]%j (61.9mmol) .20.4g 4,4,
4’,4",5,5,5",5" - )\HH#-2,2"-—(1,3,2- &I KM (74.28mmol) <4.34g PdCle
(PPh3) 4 (6.19mmo1) F112.15g KOAc (123.8mmol) ¥ fi# T-300mL1, 4-—B&keH, I HAGR &)
E150°C R [EIR18/INE} o FE R N SE R 2 J5 » FHEAZEBUCE HL)E , ¢ Hoad it fif R e Bafr 0k &2
IRy R T BB I AR A AL ARG 16 AL B 14 (P22 70%)

[0227]  {bBHIC-2-106/1] & K

[0228]  ZEi , Kr6gib &H1-4 (16. 2mmol) \7.2g 2-5—4,6- — (Z5-2-3K)-1,3,5- =M
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(19.44mmol) .13.2g Cs2C03 (40.5mmol) #10.936mg Pd (PPhs) 4 (0.81mmol) V&% T-81mL H 2K
F, IF AR S 130°C R RIS I8/ o £ S N 58 2 Ja » FIEAZERUCA LR , F HLis L A5
B RR B R 225 R 7K 93 o W B AR W) M o Jd i A 8 v 4l DL 3RS 28 Ak B P C-2-106 (77
%.21.4%) .

[0229] VW s

C-2-106 575.70 241.1°C

[0230]  sEA16: 4k & HIC-2-1071F) i %

G' 9PeY _
[0231] o B.y | Pd(PPhs)s, KoCOs @ ﬂ#ﬂm}f‘i. PdCI2(PPhs)z
% EtOHH,0 Br I i
14 1-5 Ale

[0232] ./LJ\. % 5

Pd[PPh; )4, C$2CO03 )\.

C-2-107

[0233] L EW1-5HIE K

[0234]  ZEkeid , Kr10gib & 41-4 (27Tmmol) 15g 1-¥R -3 (54mmol) .9.3g K2CO03
(67.5mmo1) F11.56g Pd (PPhs) 4 (13.5mmol) ¥ fif T 135mLH .67 .5ml. EtOHAI67 . 5ml. H20
H, FR RS YIAEL30°C R [BIAL L8/ NI o 72 [ B 58 i 2 5 » FHEAZEEUCA HLZ , 7 B s { 6%
FREEIR 227k R 7K 20 o KG TR AR W T8 IR I I A o ik vk Al AL LR 196 . 3g b B W1 -5 PR3k
58.4%) .

[0235] fLEW1-6HIG K

[0236]  fEESIEH W 6git&1-5 (15mmol) \4.6g 4,4,4”,47,5,5,5”,5"—)\FH%-2,2/-
(1,3, 2- AR R EE) (27mmol) L 1g PdCla (PPhs) 4 (1.5mmol) F12.95g KOAc (30mmol)
BT 75mL1,4- —BEEE R, IF HAER S AE150°C N B 18/ o 78 S N 58 2 5 » FHEAZE
HCANLE , I His A8 R ER BE 5k 225k R 7K 40 o K ik R ) T M J8 o i ey alifh DL 3R 15
T EPI1-6 P25 :100%) .

[0237]  {bBHIC-2-107HI & K

[0238]  FERSHR T, K 7etb & 401-6 (15.Tmmol) .6.92g 2-5—4,6-— (ZE-2-3) -1,3,5-=
% (18.8mmol) .12.78g Cs2C03(39.25mmol) A10.907mg Pd (PPhs) 4 (0.789mmol) & fif T
78.5mLF KA, HAFRAMAEL30°C R [FIL 18/ NS o 75 [ B TE A2 e » FHEAZEHUA HLZ , 7
B s A BRI BB 225k R 7Ky o BB R ) M g il 1 A 0 150k 24k LSR5 3g AL & 4 C-
2-107 (7%:29.3%) »

[0239] MW 1

C-2-107 651.81°C 260°C

[0240]  SEf17: AL & HC-2-10811 il &
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X
[0241] t PA(PPhs);, C32C0s "

14 °F C-2-108
[0242]  ZEReiirh , 447, 3gth & 14 (19.85mmol) \10g 2,4-— ([1,1/-BEH]-3-%L) -6~
&-1,3,5-=M8 (23.8mmol) .16.2g Cs2C03(49.62mmol) F11.2g Pd (PPhs) 4 (0.99mmol) ¥4 fi#
T 100mLF F I HAER S YAE130°C T [RIR 18/INN o £E [ M 58 B J& » FIEAREHUHALZ
I HLd I A FHBRER BERR TR AR K)o TR AR YT i AT g vk Al L3RS 3 AL &4
C-2-108 (7 2£:24%) «

[0243] MW 15
C-2-108 627.79 257°C
[0244] 525118 : fL & HIC-2-100F) il &
.
W), N ()
) [
[0245] O. u"? . o
g YO . "
C-2-100

[0246]  H5g 2- (11, 11-=HIRE-11H-2KH (b1 Z5-2-%) —4,4,5,5- DY F 3E-1,3, 2~ 4 4
W bE (13.50mmol) \5.1g6-5-2,3- R H:MEIRME (16.20mmol) \1.5g Pd (pphs)
(1.350mmol) F13.7g K2CO03 (27mmol) s iNF13.5mL EtOH.54mLF A A113 . SmLA&TE /K, IF H.
PR A PIAE R T S HE 30/ N o 7E N TE 2 ST » ¥ IR SR G 7% H) 22 = iR FE R R s
MeOH i , K5 P 45 [l AR ZE DR R R I 3 o b 5, FIMC/ © e il ik o i i 4l Ak R 45 9, LL3R A5 1 g )
b EWC-2-100 (FZF:12%) .

[0247] W };’&:5
C-2-100 524 .6 260.5°C
[0248] =419 4k & HIC-2-1091) Hill %
[0249]
N ‘N

~ N
PlePhs}a K;CO;
E{QH}J wi . EtOH, H;0
2-109

(02501 ¥ 7gmi2- ([1,1/-BEE]-4-3%) —4—%—6—1:%—1 .3, 5—:% (20.3mmol) \6gH)4-
FZE-1-3) S (24.4mmol) 1. 2gHJPd (pphs) 4 (1.01 mmol) F17gHJK4COs (50.9mmol) ¥sNE
25.4 mLIJEtOH.101.6 mLFE ZRFN25 . 4mLI) 2818 /K H , FER TR SR R R B b 1N o 7E
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N TE R G S ¥ RNAR G F R IR A HLE H G R CERAE, I HASE FMC/ 2 el
AR EAL, LLIRTS4 . 2L & 4C-2-109 (P73 : 40%) -

[0251] MW s

C-2-109 511.61 197.8°C

[0252] 545120 : fh A HC-3-29FK) il %%

[0253] u\@u ): . jja.got Pd;(dba)y, S-phos, KOAC )%%‘@n @ Dd(PP:lq. K,CO, u;
- o] — = —_—
. 14-—28 - O ' ¥ /H,0/EtOH
1 C-3-29

[0254] L EWIHIE AR

[0255]  7E4NET, 200 6-5-2,4- — FILrEmenk (63.13 mmol) <19.2g4,4,47,47,5,5,
57,5 - J\H %-2,2"-=(1,3,2- ZE 2K MI%E) (75.7Tmmol) 2. 3gPd2 (dba) 3 (3. Immol)
2.1g S-phos (5mmol) F118.5g KOAc (189.3mmol) VA f# T-315mL 1,4-—R&kxr, 3+ HAFRE &
YITE150°C T Bl 187N o 7E S N 5E il 2 S5 » FHEAZEBCE HL)Z , o FLis oL fif PR R Bk 2 7k
RIKGY HGFE ARV T IR IFEIE R A i v L Atk LIRS 19g I & 901 (P23 :73.7%) &

[0256]  AbA5HC-3-291 6 Ak

[0257] 7B ¥ 7g 2,3- K H-6-(4,4,5,5-PU I 3E-1,3, 2- “A A RNk —2-35)
(17mmol) \bgh—yR-11,11-—H JE-11H-2K 3% [b] 25 (156mmol) .5.2gK2C03 (37.5mmol) F10.87mg
Pd (PPh3) 4 (0. 75mmo1) ¥ f# T-100mL FF 2% . 50mL. EtOHAN50mL Ho0M , 3-8 VR &4 4£130°C T [1]
AN AE N T8 Ja » HEAZEEUCE HLZ , 3F Hid i A R IR EEBR £ TR R 7K 7 - MR R
T I E A O LA LA IR TS5 . 4g i1 E41C-3-29 (Z K :68%) »

[0258] VW W i

C-3-29 524 .67 261°C

[0259]  7EF3CH KRR 2 I AL B4k B V) B OLED I SR Bl L s R G R A 73 e 2k
SR » LA SEBIA 4 0 B AR H5 A% 28 FF I OLED I AP , (HAS A TR AN PR 1 DL R 52451

[0260] &' 921 £23 : A P2 M4 A< A JTIFJOLED

[0261]  FRAEAS A FFHIOLEDAN T AT A2 7™ « 4 - T-OLED I 35 3 B A - 1) 375 A Fl AR A 0 2 Ak
W) (1T0) A (10 Q /sq) (H AT B ILAHRR /A & (GEOMATEC CO.,LTD., Japan)) FREH . 2.8
AIZE KM GEAT B % I HLAR S AR AE e N TP B TTORER 22 2 7E L MDA 1
BN E A PRI 1 S N2 SARUTAR W & BN, I H AR SR AT iR % &1
i s P R 045 1 221075 o B » ) /N =2 it e 3 DA DA B BIN IR R 78 &, AT 6 TTOZR:
B T R A 80nm [ FE) 38 — S SUEN B N R A S YIHT-2 5] N B SARVTAR R &
() Sy — ANz, FFad e w2 Tt i e R A il AL S 2K, IAE 28 — 2 TGENZE BB
B SnmE FE 5 2 RN E R E AL A PIHT-1 5] N B 2 SARVTRR B & 1 55— A~/
Zrp FRa s e/ 2= i R A BT IR A A R R, TR S — 2 ST OEAN R B R A 10nm
JEL I B — 2 UL Z SR B AL S IHT-2 5] N B2 SAPURR B & 1 55— A/ INE IR
it /N E it N IR A BT IR AL S 78 K, INTTAE 38 — 28 XU 2 1 R A 60nm 5 FE 1 26—
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2R AR R TGEN R AN SR 2 2 Ja s i N AR BRSO R R R 3R
H AR 26— AR S AR BL50 50 LE 41l 5 N LA AT B 1 — /= o, OF B Ak
EID-391E B HFNGIN T3 — A/ NE T g = PR ZROE DL T AR NS 20 1) S B
3wt % (S BRI 4477, LUAE S X )2 B G A 40nm B I AL = 4% oK
FE RN N DL TR 28 R AL S IET- LRI G ET-1, AE RO )Z B AR
35nm/E LI TAEHJE AL TAERZ DR S IET- 1T B A 20m 2 LRI B TIEAN R
a8 A — AR TEANE VTR R A 800m/E B ATAT IR . Bk, A=
72 7 OLED,

o @N % @'Q 8*’

HI-1 Hi-2 HT-1 HT-2 ET-1 El-1
[0263] X kb S5 -1 A1 -2« A= P2 A & AN TR 28— E AR OLED
[0264]  Fr T AXAE FHAS A TR 26— FARME N FAR 2 4b, DL 525 B s 1 H A8 5] 1Y) 75 =04 72
OLED,
[0265]  XfELSEBI2-152-7 A P A AR A TFHT S8 — AR IOLED
[0266] [ T AXAE FHAS A FF I 28 — FARME N FAR 2 4b, DL 525 B s i1 Hh AR 5] ) 75 =04 72
OLED,
[0267]  Wof bt 5245 3—1 FN3-2 : A= P24 25 $AL & PRI OLED
[0268] [ 1 fi FH AL S WIAFIBAE N EAR 2 Ab, DL 5245 B S5 1+ AR TR ) 7 2B F20LED.

% @
[0269] @ _@ N"N
5 oRy

[0270]  FR IR T A P2 AOLEDI 35, 000 JE 4 1) = B I DR Sh L AT 22200 %, A K,
7E5,000 JE %7 FIME 2 LI N 72 100 % B399 % FIT4E. 2% A I 18] (G4 s T99)
[0271]  [%1]
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