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PRSI A] DR RIEIL D] TR RN R RERE I AR A 5 LA A BT T e
ARHAGILIL AT FERESLA]  EESEN] SRR TR FAERERE P  EERERE P L BEEE AT
AEHLEE P ORI EL AL PR EE AR DT DU R R A PEREIE T R B R A T RS
SEPA R LD B R FE L RN R SR A o Y4C - C 5 BRI ARNC, -G M L5645 4
BN T RANEN , R ER T A A & o

[0376]  GPARSCRE FHIATE “C, - Co 2 05 BEREM S f A E— 2 R T RRIG 2 SN =
D= A TAE N T LA 60 M T (B, I ZE30 I E 20 I E 150
LN EL0MIRIE 1) RIS B IR AR AR I SN BT A A S IR TS “C - Cp A 5 R
A7 R R PO ER TIRIE 2 SN D — AR R 1A ZE 60Nk
JRF (A, I ZE 30 I E 20 I L5 BN R L0 1) HOZR A0 B R A A 1Y
TAEEH L C, - Coo 2805 BERE A RRRAIME S AT AR I BEBE A e BLRL AT R FERE A
kIR BEJE P = Woe BT WS RE R DA R R L SR P S I L R P T e R 2
SR BRI L P T R I CRE L P e R RE R DA R s CEE L AT b L L PR
MRS AT PR S B A AN ZRE FERE A 240 - Cg 28 F5 BEREMIAIC, - C o M2y FEE AT 2% 1 4
BN T RANEN , TR ER T A A & o

(03771 GASCAE FHAIAGR “ AN AR DT B IR 5 PR EE T AR AT A 2 2 T PN
BRI ELLGRIE 1 (B, B8N E60 M1, B, 812304 8D 20/ 8D 15
ASESANZE LRI ) E9 BRI PN B, by 1454 (Bilan, R S54) 1y
POEARTT A PR AN ARDT T A 5 2 B O A RIR PR S8 T LA B T 25 BERE AT
MR- 25 RERE R ROy B A O AR SR R RTEfO  RUEERE AL A S A I AR
Iy BRI Z AT Se fi B A 5 A R PN B R & 22 AL EAS EARIRI O Sh
I AL
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[0378] QAL FHIARTE “BANHE S A IR G 22 2 AR P S f RA ST 2 T
AR B (Flan, BAT 160t -, B, 1230 I E 200 142
15 B I 10N I ) D — A 2R AR BRI BN BE AT, b vk o) -2
) (4N, ReFF S5 44) 7F N 38 2 AR B YE R B AR5 B R & 22 2 SR RL A O S (0 459
9- SN e L BE A ANOH - Ik ety LI AT o A T AR “ AN DT T e & A 2 PR AL AT
SEFERA S PA R AN E DS T IR S 2 2 AR AR FARIAI S5 A I AN 2 A
[03791 QAT PR “Cy - Co 5 AR IE P 7 -0A o, (LA, 72 C, - Cy 5 35 E D) L O
H Al FHIARE “Cy-C o SRR AT 3R -SA oy GLHIA 2 C,-Cy )7 FEEE D) o

[0380] A PR GE “C, - Co 7 FRLTIEIL T J2 45 -A A 0 CEHPA, o, FTULUZC, - C BT
FLP I HA,  FTUURC, - Co gy H L P |, IF HASKAE I ARIEC, - Cy A 05 FR T I L P S 45 -
A o7 GEHPA, g FTVASEC, - C M REREEE AT, I HA, o FTPAGEC, - C 205 BB D)

[0381]  GUASCHEFHIIARITE R, /245

[0382]  Jji.-F.-Cl.-Br.- T 2R U P el il FE S A

[0383] % FIARHUR B BT -F L -C1\ -Br - TR R R UL L A BRI AT L C, - C iR
INEEHT L C - Coo IAEE T\ C - C 5 AR T U] C - C 5 I AR L ML L C, - C o7 BRI BE M L C, - C
Gy EGE RN -S1 Q) Q) Q) v-N@Q,) @) .-B@Q,) Q) .-C(=0) Q) .-S(=0),
Q) ~-P(=0) Q) Q) SHAEEHSTIURIIC, -Cy i EEHT . C, - Co M B HE T . C, - C B EE
FLPHERC, - Cy It e B

[0384] % FARHUK BB T -F -C1 . -Br - TR U A L T L C - Cy Bt
FEEEWC,-C M FEEEM - C MIEEE \C - C S AR C, - C (R IAFEL L C - C A AL
VCy~Coo 5 ABERE ML Cy - Cy S I AL L C, - Cy 5 BEBE BERE AT L C, - Cy A 05 BT IR L T L - Si
@Q,) @Q,) @) -N@,) @,)-B@,) @Q,,)-C(=0) @Q,)-S(=0),Q,)-P(=0 @Q,)
Q) B AT B A HURIIC, - Co IREAIE T C, - Co ZR AT L Cy - Cy I SE BRI L C - Cy 5 I i
FEPLC,-C Py LTI IL P Bk C, - C Ay BT I AL T s e

[0385]  -Si(Q,) Q) Q) -N@Q,) @) -B@Q,) Q,)-C(=0) @Q,)-S(=0),(@Q,) sk-P
(=0 @Q,) Q,,) -

[0386] YA FHINQ, HQyn Q) Q5+ Qyy B Qy FNQy, 5 Quy FTLASS BT HIZ - 205 9705 -F 5 -
Cl;-Br; - T =5 5E M5 UL LA 5 R RE T 5 C - C B R R T 5 C, - C J BRI 5 C, - C AR IESE
5C, - CooME a5 & BRI s 1 - F ViU IR AT L C - C BB M1 . C - C Bt e ik
L R B P IOR B R P sl BT B 2 S BRI C, - C R PR AT 5k C | - C A RE T 5 C, - Cy
75 FEBTELRR T 5 C, - C 7 R A T

[0387] QA HROARGE “Z4 il 17 & F8b 7RI Z SN I o 24 - F S8 mT DA
JE0.SN.P.Si.B.Ge.Se M AT =4 5.

[0388]  GuACSCAd FIAROE “SHE < B (0 dhEs (HE) VEH (Ta) VB2 (W) Bk (Re) 8K (0s) EK
(Ir) 5 (P) 4 (Aw) 55

[0389]  4ASSC A A ARGE “Ph” & R R FESE T, an Al RO TE “Me” & Fi5 AL L AT, 4
ARSI ARAE “Et” 2 H8 CEEEEA, GRSl IO AR TR “tert-Bu” Bk “Bu™” @ HEA T &%
I HAASH FHRARE “OMe” 52 5 A AL T

[0390] QAT RS “BR ST J2 15 “B R B PR R L P o AE — 28575
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T &, “PREIEPT” 2 B A C,-Cy 5 R R E A HUR B R BRI AL L AT

[0391] ﬁuﬂiﬁﬁﬁéﬁﬁ%“:ﬁﬁﬁggl” S PO AU R LR AF —2E
ST S, “EIORIEIL U SR AT C, - C 7y ZE AT HUR NG - C 75 BEEE AN B IR Y
BURAAIE L AT

[0392]  =jjtEfd]

[0393] S akcfill (L &5H13)

)\/ . i
NH |
» o . @f% A

Br LOA, CuCl, 7\ s BINAP, Pd,(dba);, NaOtBu M AICI,, Br == Br N Br”
{ 'S‘ THF, -78°C S { /—Z_M\ oM oCEa0c N YW
s ' ¥, ai s s ¥ s s” X

Br O o
1341 13-2 133
[0394]
PA(OAC),, K,CO, I)\ S
EX Y 1 (I\ & =0, TiCl N ==
B2 NP FLAREE 3 R = m 4 X 'mY
ek 4 N = T one—¢ s s” Yon
N,N-= T & 280 W N 2z, CB, 50C " "
B i g s s . s
5~ 53564
134 13

[0395]  FRTRMAL3- 1A K
[0396]  K§3-7RMENT (30g, 181.01mmol) S ffAT B JEC ML Fh AU JC /K P Wk gg (THF) (150mL)
i, HARIGAE -78°C it 1 153 o AEAHFRELEE N m) Hrh & i s il — S A L 2828 (LDA)
(184.01mmol) o FEZSIILDAJS  RHE S PaBHE /NS, O FL L Fh R nicuCl, , SR i 1/ N
TE = PRGN 6/NS I, a5 FH S BRI A T K, - FLam o i — S FF ¢ (DCM)
FIH, 02 A ARAE AT ATLYA I FR A K} o 18 R Mg SO, ML FR S BRIR B 17K 43, Hadb AT
IR o R S IR IR A EDCM R, - FLm o FH e e 75 R AN 2 B o i i A o i i e
FHC BV ERTEME 73 B , DURAFFRTRMAL3-1 (7755 :19%) .
[0397]  FRTRMAL3-2[15 A%
[0398]  Rirf[r]fA13-1 (100mg, 14 &) A T FZ44 (NaOtBu) (3.0 5) = (LR IEAR)
A (0) (Pd, (dba) ) (0.12245h) F12, 2 - B (CIREERED) - 1,17 -IKZS (BINAP) (0.4824Hh) I
I MR, I HAR SR RS A AT oK HZR (BmL) Y, ARG AE35°C M HiiHE1/)N
B 5 T e (1. 3248 I iz Hodh, BNV AT 127N R TR 2 110°C, I FRHR
BB L2/ N AR (5 FH = R AIH, 00 HA T AR I 2 J , 12 Mg SO MH Hh gk
By, Hdb AT 38 o 1 (50 e e 7 A AN B R AR VA TR ) P 51 o 2 b A 2 i ki ok
T EERAIDCM (10 TAATRED) 7E e R =W, DASRAS Fh AR 13-2 (P23 T3%) .
[0399]  HhR]{A 13- 3 Ak
[0400]  BfHR[A]4A13-2 (100mg, 0.425mmol) IAMRFE JC/KDCM (ImL) W, DIGRAF 1AM L « fE R,
FAhH BRALCT, (32 &) A2 - 1ROK RS (324 5) s I % JC/KDCM (3mLL) /i, I HLARJEAE0C
T%ﬁ#l AN AGRAS R IR 2 o AR LAEO C M s i 2y, I HAR IS 1309 1 A1 =00
e 9raN 12/J\Elﬂ: A 1 687 FHIDCMATH, 025 A AT A A LA I H RO RE o il 1 75 Mg S0, M
Hoh L BRFR B 17Ky, Hdb AT 3 o 3 e R vA A A EDCM R, Ll o i et 25 &
uztl% AT o 1 A e i i 1 (o S VR D R 40 AR, DASRAG FR (A 4AR 13- 3 (7
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Z.50%) o

[0401]  FRTRIMAL3-4[1 5K

[0402]  FERUSSAE T, BhialAk13-3(100mg, 0. 166mmol) « ZER4EM (TT) (0.246) . =FrC
ST FUIIERER (0.4 25 FIK,CO, (5.0 5) IAMAAEN, N- — IR (DMA, 8mL) i, IF H.
SRIGAEL30°C MRk 12/ N o A (5 FH TR G RN Hdb AT 26 B, i P 2R AR R e
P IR CA R TR P DMA o 18 1 78 Mg SO M R TR B 17K 43, I HaE A Tl 98 o R 8 )
VIRV RAEDCM R, I HLaif 1o 5 P e e 7 R AN R BR T 711) o at ok A e il o 0l ol i FTIDCMAE e
WEFRRERL = 43 B, I HLAR E a1 T e A FR B B i B0k, AR AT Rk 13-4 (77252
43%) o

[0403]  fL W13 Ak

[0404]  RErHr AR 13- 4RI G (524 &) W T Jo/K &K (6mL) J, KEEnE (252 &) A
TiCl, (1.25 &) BRI IR A KR G505 I M PEs /NI, I HLa i {5 F KA
DOM FEE AT 2= B o £ 18 15 7 T AC7KNa, SO S A< BUA T FR /K 25k e o Hadb AT i, o Hoas
il e e 7 A e AR IR R K o AR e il A e i R S 1 3.

[0405] & kiffl2 (b & 437)

Ef O oo oN Q
<—Q—) )‘\/B’ Kl, KOH | AICI,, 0
DMSO, g DCM, 0°C£40°C

3741 37-2

[0406]

Pd(OAC),, K,CO,

ZIR TS SR 3 O O A= TiCly L

Q O \ 4%, CB, 50°C
N,N-= & 28k d s ‘g o S S

B T 590.76
37-3 37

[0407]  HAfARST- 104K

[0408] YR PATRIKIBEN) (200mg) YA A AL P EC R HH 1 o /K — FREEE A (DMSO) (20mL) H
Jo B TR (22 18) FIKT (0. 034 5) SN2 H b R AP HIZE0C, - HAER S
HREKOHIAS I b 7R =0 MRS iR 12/ N J 3 e K HL OV I 28 [ N = kA 7
PER I Ll 1 T CBE H, ORI /KR U e A AT I FR AR o it 78 DM S0, 25 BR 7k
BRI/ Ay, HAm ki FHER 28 & v A Bia ) o SR, A e i am ad fl H Ce Eo Teit
FIBEA T B VASRAFHIRIAR3T -1 (773146 %)

[0409] (L EW3THIA B

[0410]  DLEHRTAMAL3- 310G Bl i 36 AR AR IR 5 AR AT H RIA3 T - 2, {HLAE &5 sl Hb TR 4
37 - 20 P R 37 - LI Rl 3- 2.

[0411] DL HRTAMAL3 - 411G i BEAS AR IR 75 AR AT W A3 7 - 3, (AR & e Hh TR 4
37 - A P A 37 - 2 14413 - 3.

[0412]  DASEE 1306 o A EARR 5 SRS 0 S W37 ARAE & b S 43 TRl
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FHARTRAR3T - 3 FR Al 13-4

[0413] it S5 B FAEARE, ARG E RN ] DL Sy R 2R 1 & il
G B2 S 2 SN S & 1T 1

[0414]  PfE I

[0415] ik filf FHZR 1 FR R 5 Al 5 B I LR B2 DA M b 51 22 PE e I3 b &
Prb ARl HOMOBE SR \ LUMOBEZR 627 R R i KIS AT ' 2 88, IF HIL &5 R
2R

[0416]

[0417]

[0418]

[0419]  LHESHBIE A2

C.H
6 113 S 0
¢ |
F Y/ S
[0420] S /Y )-F
0 S

6H13

[0421]  LLEGBIL G403

[0422]

[0423]

59



CN 118684685 A

W B B 19/52 T

[0424]

[0425]

[0426]

WaEE RN ABIRKZECV) (WA 01 M
Bu;NPF / & #]: — % 3L F B (DMF) /| @44:

HOMO fit K346 7 [3-0 R G (TAF R 3IEAH(GC), 2% L

b Ag/AgCl, VABRSHBYRAL: Pt)), KAFFEAILEY
Bl (V)-IRA) A, FERE, ME & RMAA
feé;,:%, it JE AR A4 09 HOMO fi 4K,

WA BERRZECY) (WFEHR: 01 M

Bu,NPFs/ &#: — ¥ X FBLE(DMF)/ B4&: 3

LUMO #& B 3F 46 F |t 2 (T BHE: GC, AFwH: Ag/AgCl,

% HBh A Pt)), RAAFEMALESHEEH(V)-BA
(AA, FERE, MBI RAS L, L&
a4 & LUMO $& 4%

ﬂ%k%%ﬁi&(lnmﬁé‘ﬁiﬁ\% #@/4&/\%}:, i@ 1T F RARDIRAF

() #F«aﬁ%*ﬁidt[ﬂ:ﬁﬁﬁi’cﬁﬁf‘u%éﬁ:#}%, I Bt B2 Bk
Kt P BRR KB KK,
HERBXRABMFE, AR UV T AR E

w , KR, MERBIEKGHMNE. KRG, ¥FEH

ok RO (ex10°] N ‘ S )

em) @A) RENH G RE LN A  RTEE, TR
RIGHEH Ay s 4, iz st BB R AR
TSRO EEAA T AR 3

%2

HOMO |LUMO | , | 0SC
bt | BRR | R rif (R B 3% ?“m(a;f‘) £10°(cm™ ) @hunas
eV) | (eV) V) )
& i
: -6.11 | -3.91 [220| 0.404 638.4 2.79
ARl | 622 | -4.05 | 2.17 | 0.495 636.1 3.42
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2

LA ]

1 -6.29 -3.48 | 2.81 0.081 554.1 0.56
[0427] kb, 25 1)

" -5.63 -3.37 | 2.26 0.084 745.0 0.58

A1)

2 -5.93 -4.27 | 1.66 0.071 511.7 0.49
[0428] M FE2F] DAERAR , & BB FIE B2t & P04 B B be b e il 2 Eu B3 ik

BRI ABCE SRR H L R S T AL k2L R KX e RIS K«
[0429]  Sjsafdi1

[0430] K ITOBE AR (FHAK) L5 Al 50mm X 50mm X 0 . 5mmff) ST, SRS AN4lizK 24 H iR
FATH 5 167081, 1 HLAR fe o I G S8R FN 3 T S S 100 IR 1 o SR, K T TOB B o
JEG 22 288 2 EL s ORI 28 o FFHAT - NS UARAE AR _EPUE R 100 AR 7 GENE,
HHAHTSE = PURE S GENZ FUER 1,250 A R Z X Lkm)2

[0431] SR, ¥m-MTDATARLZS LRI =5 /& 2 DUE R A 200 A IHIEDE
K E13LA80 A R IIAAEHIBDE |, FF HAGN14LA 340 A /2B DTRRAE L I, il
A IRE.

[0432]  SRJ5,HBALqITA PR R FLUE R EAT 50 A MBI E, I HAET1 T2
BUYEZ M E FLUE R A 300 A R &2 S LIFER A TURE B R E -
PUESEA 10 AWEENRFENE, T HREERA100 A MEEIMgAg T EHL 1
HENZE ELUEBIAN, Wi se s A iR a1l -
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9o o Q?Q,G?b
2 <

Bl Y

HAT-CN HT3 m-MTDATA

[0433]

Balq

N1&

[0434]  SChwBI2ANEL BT 2 LB AAI3

[0435] DL siitaffil 1 pp A 1 ARIRI 75 205 B il SC e 2 A bb 511 2 LE B I3 AT AL
JCHIRMES BAEIE R BIAIRZER, & B I S Y3TALL BR G &1 E LB Bib &
Y3t 513,

[0436] PPl 4512

[0437] a3 F FHERAYC A PR 2 7] (Hamamatsu Photonics Inc) FUANTS R it 2
#9920 -2 - 120 i S 9 LRI ST 91 2 DA M e B A1 2 Fe e 4313 Fh sl i 1 A AT LG FE R s v
(RIEE— NSNS 250 (BQE) , I H 45 e &s3or .

[0438] 3E3

[0439] BQE (%)
ST 32.9
St fhl2 40.3
Fee il 6.6
teefhi2 6.8
ReLrglilE! 5.8

[0440] M FE3VDAERMR, SChE I AN ST B2 A AL AR 55 H A LB B = Fe g
BI3HIA PRSI EQE B 4F fHEQE »

[0441]  ARAHREFIFS IR S PR Lo T B DU A DS S, Bk i
HERRA S PR LT ANX SR LD CIX G, FLAEA IR IE A R B PR S R L
JCHLRMES AL %25 AT LA P S sl S AN 380K

[0442]  {EARATTNA, RS ARIE “BB—" 857 B8 =" S DUEASC T TR — ANk
2T —/NHITCE A XA/ BE AR IX LT AR DRI Bl JE AN B 52 B X B R TR PR ] o
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DEEARIEST T X o — A 5 S — A 4.

[0443] QARSI Y, ARGE “FEA 7 | “297 gl 28 RRE IR B ARE TS FPERE R
T, I HL 5 AR AU R T2 AR I e ke o BB b R ) 22 A S
i1 IR “297 EAE I (T HLUE AR AR Q0 F AU 5l B R 5175 FEAH S I A 5 R B )
DEAESC DR 2 (B, I AR Ge PR ) B e (R e A A P 52 1 25BN o 5 4, <27 ]
LB D2 T MR ZE N, siE e MUEEIN £30% . +20% . £10% . £5%
o

[0444]  ASCHIZS AT EAEIE S B A BRI A2 B P AOAR R B RS FE O Fir
FIEHE AN, “1.0210. 07 (B 5 7 SRR I AS I i ME L. 05 BT 1281 i R AE10. 02
IR Of HA&FHmE) rpra e, B, A S TR 1. 0 i/ MBS T2/ 110 0F) i
KA, W UILA2 . AT .6 945 A S HN 2SN e KA PR 8 B A BARA A BT A AR
MR AE , I BAEHAS H T A28 AT e NV R 2 B AR RRA N BT A
FERRE - R, B AR B BSOS UL A 5 (B4R R 45) AR A AN ARSI i 51)
ZEAIE I N AT AL AR o

(04451 RTLLEE PR 1 A OREAE L [ (Ban, 2 AR s R IR, sl 2 [ - Rt 4
(A R SRS A SCREAR A 2T N A S0t 77 ZZ AN C LRI RS 56 R DR
WoRBERS /R B R R R E A BT L B AR R B e A A, R
(18 a2 AT ATE B A — AN B B LI (1C) 5 F sk AE PR TCE Fr Eo IRbAN, 2 Y ) &5
A AT DA S S Bl B A8y 20 26 (TCP) Bl Al (PCB) L, sk F TE Al AE—A>
R F o BEAN, BE B & B P LR AE— A T A R E i — Ak 2 A
FIACEE RS Fisd T, AT H RN 4849 H5 T A TASCRIAR G S R DRE R HE R g4l
TR H R el R R o T SN R B 48 S A i e AT it s T, Al A7 i s o] DA F bR A 765
e B (0 A DARER LA B e (RAMD SR 1) A v 5 R B R ST o THAT UL P $8 418 W] DAAE
g E o AR I M TSR BE A BT, 35 20 PACD-ROM . [A7-3IX sh 2§55 5 o I A , AR 1
RGN AT BN TN AR S5 VeI 00T, 2 M S i hag v
DA G sl e B RS TR B R, sl R e T A B I ShRe v AR — ek 2 T— M
EHRRE T

[0446]  NHRfR , ASCRIAR ) S50 T SR AR YRS X8 i, AR TR 5 1 A
S SRR B T A R i A AT T S 7 2 e SRR
WO T RS CAS BN ERIE T — k2 T— A0y 5, (H ARS8 E RN B
BRARE , AEANTS 25 F I RSO ok e LS (R BR e 1 5 1B FVEEI R B 00 N, AT RAFE A h it
T R o
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