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[0058] AR B SEHEGE AL T —Fh 7-(2- ZHURBEAR AL ) -8, 9, 10, 11— PUHAR -7H- 2R

[c] MR BEBC AR I £ 71, A DL AP 3R

[0059]  QO1. #2148, 9, 10, 11— VYA —7TH- 78 [c] MR, I FTIR 8, 9, 10, 11— PYEAR -7TH- 7%

[c] e (1) a1, 2- ZEROREL 2- *IE =1 W DLW S VE T 58— AL
BT U NAR 2 1, AT RN 26 7- (2 IR HE ) -8, 9, 10, 11— PUEAR -TH- 2% [c] IR
,,\&fﬁﬂu?ﬁﬁm,

[0060]

1,2- 7 A1
T _(/ \\ (1) AL, AL 21

\&/"f-

[0061]  QO2. % ik 7-(2- IR 2K FL )-8, 9, 10, 11— PUHLAR -7H- 2K [c] ﬂ%nyﬁ%*"*ﬁ
HLEE R, NN IE T JEE — BAR GBI A NAKR R 2, BRAC S B il 47— (2— HUAR B 2K
#)-8,9, 10, 11- PYBAC —7H- 2K [c] MEMesRCAAE, H s N R BT,

[0062]

11
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[0063]  H A, AP B8 Q01 h, BT iR 8,9, 10, 11- PUHUAR -7TH- 2K [c] e e A Ry o] £
T-(2-¥RIKH) 8,9, 10, 11— VYEUAR ~7H- 2K [c] MRme R k), m] DLAR B HAK 1 8, 9, 10, 11— 1Y
B —TH- 28 [c] MR 25 1) B AE T3 LW SEERTS, 248K, BTk 8, 9, 10, 11— PUHUAR -7TH- 2K
[c] Memeth m] BUE IS B AT 643815 . 1B A—A Bk s, Brik 8, 9, 10, 11— PUHLAR —7TH- 2K
[c] MEMERTIE L TR 7 VA 4 -

[0064]  QO11. $2ft37,47,57,6" - VUHARE R AN o — PUEZRER, DABE/REL N 1: (1-1. 5)
RIECAERE, A CBEAE S, SR N SR BRAE A7), 78 I i3 58 4 5 5) 4-8
ANEF S RORESE A S B R =R, R A R AR RS N KOS R R KIS e A3 3 8, 9, 10, 11- PY A
-6, 7- & -5H- IR [c] MRk, H MW UR -

[0065]
¥ R2  }
R? R H HCL EtOH s =
R4’: ~4§? f“[];m -811 \ ;
RS K\ )

[oo66]  QO12. H4Frik 8,9, 10, 11— VYHUAX -6, 7- & —5H- 7K [c] PR, 10/%&6&%%
FE/REGN 1:0. 3-1 BB A W7E R AE I A T 58 i b 345 24-48 /N, [ B 584
JE HEAT R A AL T8 A , FR 8 VR ] =38 % 45 A RS N IE ket i &% FH IE ke B Ve As
8,9, 10, 11— PUEAR —TH- 2R [c] MRk, H g RignT -

[0067]

Pd/C

/ 3

RS Q§L/17 qu?szQ

[o068] 4%k, N FRfE, Brik 8, 9, 10, 11— PUERAR —7TH- 2K [c] MRMEANR T ik BARSeti )]
Frid I3 244 3R A, 38 m] DA HAth 77 VA 463K 45

[0069] A WIS b, Frak i (1) <eJe A I E Jy ik I <6 Je AR A 7] T v A o 1o )4
B DR Q01 Y SORE o EARER, i oV <5 A R B A AN IR T AR 4R (T) L iR AL 4R
(D G (D) AL (D) JEERRE (1) .

[0070]  Firid $A S SEAERE S5 A T BEAT, BDPTIR S MR R 1 b OB R R, DRI, it e 1
R 1IN B A Y, M BARSEE G, Pk s A & V) 9 DR IR BT L B I 5 R IR e
PR P TR AN L AU T B R T BN S AU T B b i 2 /D — R, 240K, B ER AR, PR

12
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EAIE P DA HoAh B A 28 1) T T AR B SE ] (B MEAL S0 A B SERE B, g
S A LIRS 3R 8 S R JEORLA e N2 ) B AT BT HROVA A P, ELNEAS 5 3 48 s i Ji
RIS ORE M)R A ORE o BAR R, Bl 55— A BB H AR T — 2R R R = H
o

[0071] AR B S 1) Pk A4 S Sz o, AR A Bt (05 sCsk B O 1 ST AR S B
AT, R 3R v R I R ARSA, ARy — Mk Sk, rid 8, 9, 10, 11- PYERAR -7H- 2§
[c PRI ER (1) S BT, 2- ZIRIREE 2- 1R —1- SR USRI AL & W (1) BE R EE
1: (1-1.5) : (1. 5-2.5) : (1. 5-2. 5) AN 5 —AMRMESLHEH] , Prik # s B EZ N 150-190°C,
R[]y 24-96 /N

[0072]  fEoA— A BARfEIESEREH], Frid i (1) s fEaEeRoamiies (0 rd i e 54
NBRIRA, Frik # e BLIE N 150-190°C, S MR ]y 24-96 /N, b, B S iz 30an h Fir
zN,

[0073]

¥ 1,2- 7 AR B2- 1B
/N K,COs3, Cul

/ /> 150-190°C 24-96 h

[0074] HE— B R, N T REBLAEZE S, 9, 10, 11— VY HUA —7H- 2§ [c] MEME, FlF ik #4 2
N7 58 A Ja AR R I A, SR S AE9R R B G0 I Akl aE B — A ALIE A, 4R B 2R 1
8,9, 10, 11— PUBAY —7TH- 7% [c] MR,
[0075]  RiAER Q02 v, pirik — HUACEURESR 11 1 — BACBE 2 A4
[0076] AR B S5 B ok BRAR S SEH, SR 1 SE B IO AT a3 S P-4, (] P i s ™ & 9 PRI
FRA VBN — AL SE a1, Frids 7- (2- ¥R KAL) -8, 9, 10, 11— PUHUAR —7H- 2K [c] MR, IE
TS CHUREBE BRI 1 (1 1-1.2) : (1. 2-1. 4) o BN A — AU SEiEdl, ik B
PRI BRI ZEAE R —T8°CF L 0. 5-2 /NI i, Z i RN 12-28 /N o A B St sl , ik
SRR PR TE A HE 20-30°C (UL o« Thak, 78 B SORLFT , 45 BTk S Ak &R 2 B ik
510, 5-2 /NI
[0077] DR, N TR A S 7 (2- ZHURBEREE ) -8, 9, 10, 11- PYEX -7H- 2%
[c] MM BERCAA, i W25 A J AE 9 (R4 0 B il Pir G Vv, VS RBEBE R IR, 3 H Bk
FRHG 7-(2- ZHUABEIREE ) -8, 9, 10, 11— PYHUAX —7TH- 2K [c] MR BERC 14 .
[0078] AR EHSLHEGIEHRAE T —Fh 11-(2- ZHURBEREE ) -7, 8,9, 10— PUEUR -11H- 2%
[a] MRMEBERC AR Bl 24 J7 2, AR DU T AP IR
[0079]  EOL. #24t7,8,9, 10— TYHUX —11H- 2 [a] PR, FEPTIA 7, 8,9, 10— PUEAR -1 1H- 2R
[a] MEME AR (T) GBI 1, 2- URARER 2- IR —1- S DU MEAL S vE T 55— A 1L
VAT RS NAR R 1, BEAT B R A 11-(2- JR2K3E ) -7, 8,9, 10— PYERAC ~11H- 7K [a]
R, H s B AR B
[0080]

13
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RZ . : L Nty RN
Y _NH - \/w 1,2- IR AR B2-R 1B
\\- / LIt N B R e A o S 288 L SR P
;:;:/ Nz i )ﬁﬁ{ﬁ"f i, Bt Yy RE_J .\\ /,/ /

.
®

R® PR

[0081]  F02. M4 FriR 11-(2- 28 )-7,8,9, 10— PUEAL —11H- 2 [a] FEMIA T 55 K
LA, IO IE T R8T — U B iU AR R 2, B S B il 46 11— (2— B 2R
H)-7,8,9, 10~ PYEAT ~11H- 2K [a] HRMEEERCAA, 2 M R s,

[0082]

. e P R1 2
22 I
| 1) n-BuLi ,_ R}, N \/\
: | N ng}{?f -§( gi’?§§/zéj
= / 2) CIP R1-_2: . ‘\‘\* g ":’/ :
RS

R s

[o083]  H A&y, LR DI E0L b, BTk 7,8,9, 10— PYELAR —11H- 2K [a] MRMEAE il &
11-(2-yR8H) -7, 8,9, 10— VUHUAR —11H- 2K [a] FREER JEURE, AT DAMRHE HA&R 7, 8,9, 10- P4
HUAR —11H- 2K [a] MM () 25 1) B4 A2 W3 b L3R5, 98K, Brik 7,8, 9, 10— 4 HL
R -11H- 2K [a] MR AT DS BATH] &3R5 . 1B —A Bk seiefl, Brig 7,8, 9, 10— 4
BUAR —11H- 2% [a] MM NIk v &
[0084]  EO11. $2ft37,47,57, 6" - VUHARE AN B - PUEZRER, DABE/REL A 1: (1-1. 5)
(1) LA B, DA 2L BEAE ¥ 57, AR 5 N Sh BR AE M A7), 78 R #4 F 58 A hi FE 35 2
4-8 /NI, N 5E A S B[R] 0, R 4G i AR R K B8 K KT 19 8 7, 8,9, 10— PYER
-6, 11- & —-5H- 7K [a] PRME, H R R -
[0085]

R2

R3S S Q\
‘ 3 NH2 "
oo

R* \f

[0086]  EO012. #Jik 7,8,9, 10— PUEUAC -6, 11— & —5H- 7K [a] MM, 10 % 4T BRIE 4k 771
JFEIREEA 1:0. 3-1 VRS WI7E R R AE RN T 2R HFEIEI5] 24-48 /B, N 5E4
JE HEAT B A A0 FIE A , FR 08 HE B ] 2 38 % 4 AR A N IE ek i & FH OE CUbEiE Ve AS
7,8,9, 10— PYHUAR —11H- 2K [a] MRME, FRRBIGNT -

[0087]

14
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o j\/ PUC

R R ke
[0088] %1%, 4T, FTA 7,8, 9, 10~ PUALAR ~1 1H- 2 [a] MFMAIT Lk ELKSCIGH

FITid 77 v 44 3RS, i m] L I Hofh vkl & 3Rk A5

[0089] Ak B, Briddd (1) 4@ A RIE i ¥ 4 8 AL 7], AT R 1l )
1 EIRD IR EOL W M. HARK, B i % 48 AL R FE (A IR TR AL 4R (1) L A4
(D) &AM (D VE A (D JBERRE (1) .

[0090]  FTI # S BLAERR PR 25 1 N AT, ROFTIR OBLAR 2R 1 A B R 3R BT, DRI Ik, BT il I 2
R 1 REINA A A, VBN BAR ST, BTl AL & V0 i R IR EN - ik PR
T B0 S T PR BT BB LR T B S B T B P R 2D — T, 4R, RO IR A, TR
AT LA RS HA S B 25 (1) AT F T A R BH S 49 (R s P AL S 40 o

[0091] A BH STt o, BT IR 58— LA AR 0 25 s B2 S Rk A s B2 7= 4 7 LA B 4 (1)
TEAETE, HRAL Pl & O JERHA S B M) R AR RN« BARE, Bk 58— A HLE I
ANBRT ZHORHOR RV = ROR,

[0092] A AR St 9] B i # s B2 o, Al d sk AR R 9 7 SREEI . O T SR AF R I R N
P, A e T I R AR, AR N — LI SE ], Bk 7,8, 9, 10— PYEUAR —11H- 2K
[a] HEMEAR (1) & JEMALRI 1, 2- TIRZEEL 2- V] —1- 2K DL EAL & I BE /R LE
1: (1-1.5) : (1. 5-2.5) : (1. 5-2. 5) AE N 5y — ML SEHEH , Frid #4 s ST 2 2 150-190°C,
SN TE] R 24-96 /M)

[0093]  fEA—ANBARMRIESLES], Frddn (1) &BEEAFAME (D) iRt 549
NER R, Bk # s SR B2 150-190°C, e M2 ] g 24-96 /NI, Hii), Ho s B2 =040~ By
o

[0094]

1,2- PRI R 2-JH -1 -
K;CO;3, Cul

150-190°C,24-95 h

[0095] #3011, R T IRAGLE S 11-(2- JRHEE ) -7,8,9, 10— PUHAR —11H- 2% [a] P
W, BT 44 S5 N 56 A F FEVERDN 98 5 R i 70 U0 (10175 200 T il 28 B8 — B WLV 71, 84 24T
Al fa1s 11-(2- JRoKHE ) -7, 8,9, 10— PUEUAR —11H- 2% [a] PRI,

[0096]  FiRBER EO2 o, Brik —HUAREUBE IR AL T B A4

[0097] A% B St 9 ik BRAR U ORE 1, 9 7 B8 I A8 33 e RSP » ()R 8 v 7 & I B
A, VB R —MRIESLHE), BT 11-(2- JR%E ) 7,8, 9, 10— PUHAR —11H- 2% [a] MME, IE
TR BRSO BEREE N 1 (1L 1-1.2) £ (L. 2-1. 4) o VB RS — MBI SZHEE], Bk B
IR PLHIZEAE A :=T8°C N L 0. 5-2 /NI T, ZR RS 12-28 /NI o AR B STt 4] 5 Fridk

15
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F R = PR, 4% 20-30°C AR VEH o Tk, 78 BUAR SR FT, H5 BTk e AR &R 2 B FE )
510, 5-2 /N

[0098]  HE— D1, A T IRIFAE &l 11— (2- HURBEREL ) -7, 8,9, 10- PUEAR -11H- 2%
[a] MRMEBERECAA, S R 45 0 J5 7E 980 R A% O T #ih 78 BT A7 Va7, FHA FR B BE R IR, 13 B ety
ARG 11-2- ZHURBERIE ) -7, 8,9, 10— PYEUR —11H- 2K [a] MPEBRCIA .

[0099] AR BH P SEHtafsl v, Bk (1) ¥RR— 4 s .

[0100] A 5 HF S it 181 2 146 1T ok P e IS JR A7 140 1) 8 77 V23, A B TR, S 2% AR, L
RIBLES Gy TR, ] K& il 4, E4 1 A S A E

[o101]  DAJ%, Ak P SE B SR 0t T 1 id MR re L e A A ik U 4 1B AL 77 B B 8GRIAE
A XABRBR R B IR 6

[0102] Bt I, AE MR SEHE ], BT i P nae I 1 P 44 4 A 20 4B A 751 1) 0 R0 4 TR I 1)
a — B AL S B R R R A LTI I e ST T A 45 BT IR AR AL FRIZE TR R ) o — B3 0 2
b S B AA Z (R R IR FH &4 0. 05-0. 5% o

[0103] Ak BH S 461 42 (15 1) Pir ot R v SRS IR TRC A, 32 P Vo V0 o 1 7R 16 Bl 2885,
T4 XABB R B . BART, Bk Heie R e i gt 51 &8 il & B i s W e iy
Z5E WD, M 3 R U 4 AT A S L A P R A 3 2k i LS R YE R IR BRI AT, OB
AR AN . FITIA P R ST T A 5 1o U 4 AT 4 S T A T AR 3R, T 2 25 2R B )
W o — 53PS AW, A5 R IR = PRI 25 90) T A 1 & o A IR K I R T 770 403
(1), A R B St 9 S 15 P PR M SR O A, W] T v ol 3 U 4 R A A 1 28 SR BB S B, S ik
AR o - B35 FEAL R B (mono—a —Arylation Reaction), Beid F T = HE B2 (1) TA B
a — B AR S N FR A U 4 1 AR S AR A R PR T P R AR AR 0. 05 BEJR %, 4
B R EE 99 % , IF R A L R EL L bk L RN | PR AU S B BRI M o BEL S R i
[0104] "R, 456 BAR S 1EAT U6 H o

[0105]  SLjiEfs—

[0106]  — Pkt LR L A4, LM Rl 4 B 9- (2- IR ORI R IE ) -3, 6- —fUT
J —9H- M,

[0107]

A4
[0108] ik 9-(2- —FRCFEMEIRIE ) -3, 6— 8T I —9H- MR il 44 i
[0109]  7F 250 ZF+ [BEFEIREH, I 10. 0 58 4= FUT IR MR ER EL (60mmol) , S8 f5 FH AN
8. 48 ¢ 4- BT IR A (66mmol) , NN 100 ZF+ 2.8, HEAE AN 5 ZF+Eh MR, 7E [N
IR SERRFEIIE] 5 /NG, N SEAS 5 B IR == 35, R 45 i AR AR K 8 K KIS e fE
3,6- RT3 -2, 3,4, 9- PUS —1H- MEME 14, 4 50, W AlE T A VW, 77 28 85 %, m] ELI%H#
16
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NI A

[0110]  7E 250 Z£ T} (Rl B, BRON 8.49 78 3, 6— 4L T £ -2, 3,4, 9- U & —1H- I
M (30mmol) J% 3.50 7 10 % 40 i /i AL 5] (33mmol) , S8 J5 FF N 60 2= F+ — H 2K, 7E [Fl i
AT SEA BRI ST 24 /N, SN 58 4 I HE AT B 4 A 708 A 5 17 D8 HE YRR TR =2 0 e 45 ot
AR N I ke ik U K ) IE CobeTE a3 5. 44 58 3, 6— LT R —1H- R, U fh
FIr A W, 723 65 % . FITid 3, 6— U] 3 —1H- HEMEf) 'H NMR (400MHz, CDC1,) 15 8 -
8 1.47 (s, 18H), 7. 33(d, ] = 8. 2Hz, 2H), 7. 48 (dd, J = 1. 8Hz, 8. 5Hz, 2H), 7. 81 (br, 1H), 8. 0
9 (s, 2H) »

[0111]  7E 250 ZFP LR, RN 1L 1 58 3, 6— —fU T 4 —1H- MR (40mmol) 7. 62 TEflt
L8R (1) 40mmol) , A1 11. 0 FEBRERAH (80mmol) , Z8 54BN M A &S e, /R A ST
O 9. 65 ZFF 1, 2- K (80mmol) % 130 ZF —FZE, 7 150-185°C Hh 52 i HkI4 5] 72
NI o B SE A JE AR R B AE , SR S AR R (A O T In#E O, 2 fE E Al 51 A
o ARARZE ) 9- (2— IR KL ) -3, 6— BUT 2 —9H- MRk 10. 2 v, 80k A & BT A 1 W, 7™
2 59% . A 9-(2- JRIEE ) -3, 6- RUT AL —9H- BRI 'H NMR (400MHz, CDCL,) 15 8N
§1.54(s, 18H), 7. 06 (d, ] = 8. 6Hz, 2H), 7. 39-7. 43 (m, 1H), 7. 47-7. 54 (m, 4H), 7. 90 (d, ] =
8. OHz, 11), 8. 24 (s, 2H) .

[0112]  7£ 100 ZF = R, FRON 2. 17 55 9-(2— W 28 3 ) -3, 6— — U] & —9H— I s
(5. Ommol) , #RJE 8 = LR 20 HhE, AR 80U O0 NN 25 2273 28 DY S kg , Fi+1 25
5o IREWIVKAZ T8 CTEEINAET Z4 (5. 5mmol) , M 0. 5 /N o FRIEIE I 1. 32
T IR CIEEABE (6. Ommol) o 188 22 SR N 24 /NI o Y Sl A B A VA VR, FYS T
VeI, 15 H A AR A =4 9- (2- 3R AR IRAE ) -3, 6- U] 28 —9H- I 2. 26 3.,
PR 82% Ik 9- (2—- "R IR IR L ) -3, 6— T L —9H- MEMEfK 'H NMR (400MHz, CDC1.)
fEEHN 60.84-1. 17 (m, 11H), 1. 41 (s, 18H), 1. 52-1. 72 (m, 11H), 7. 11-7. 12 (m, 2H), 7. 17-7.
20 (m, 3H), 7. 37-7. 48 (m, 4H), 7. 51 (dd, ] = 1. 8Hz, 8. 6Hz, 2H), 7. 57(d, ] = 7. 6Hz) .

[0113]  sLjfs] —

[0114]  —PiRmeELmRBCAK, HoAEM B X 5 s iy 7- (2 R ER BN ) -TH- 2R [c] PR
e,

[0115]

5
[0116] ik 7-(2— ORFEPERIL ) —TH- 7K [c] MRRRIHI & 575N -
[0117]  7F 250 ZFF R R B, NN 4. 92 ZFF R E (50mmol) , SR 5 TN\ 7. 27 = FF
B - MU 25 (55mmol) , N 100 ZZF+ Z B, A NN 5 27+ Eh /R, 7E BN #4 T 5642
BEFEIIE) 4 /N, SR 58 4 i B TR 22 30, FR 45 i AR i I 7K 3ok 98 A K B A | 6, 7-
17



CN 106588983 A i B B 14/24 57

2 -5H- 2R [c] MM 10. 1 58, 98 fll Fr A VAW 7= 28 92 %, Al RN T A0 OB

[0118]  7F 250 Z= FF [F i L b, RN 9. 96 7 6, 7— & —5H- % [c] MMt (45mmol)
2.63 v 10 % FO AR M AL 7 (25mmol) , S8 S5 BN 70 2 F+ — BRI, 78 H 44 R 58 4 4 4
B)5) 24 /NI, J B 5E A I AL kR A D8 AL, FRR 8 HE VR R R == A A AR RS N IE e
g K IE OB e TH- 28 [c] MEME 7. 84 va, YRRl BT VWL PR 19% . iR
TH- 2% [c] ME M 7.84 7 '"H NMR (400MHz, CDC1,) [ 15 & 6 7. 35-7.57 (m, 5H), 7. 69 (t, J
= 8. 0Hz, 1H), 7. 83(d, J = 8. 8Hz, 1H), 7. 98(d, ] = 8. OHz, 1H), 8. 32 (br, 1H), 8.54(d, J] =
7. 2Hz, 1H), 8. 76 (d, ] = 8. 0Hz, 1H) .

[0119]  7F 250 ZFF LR, RN 6. 58 7 TH- 28 [c] MMk (30mmol) +5. 70 FLfifb4i (1)
(30mmo1) , A 8. 31 S B R (60mmo1) , #R J& HE T 1 A &0l 78 18 01BN
7.70 ZFF 2- R —1- R (60mmol) A2 100 ZFF —HZE, 7F 185°C e At HE 5] 72 /it
RN TE A Ja AR BE L, SR 5 AE RO SO0 In vl E —ROR, @ E a3 A Bk R
AREEF=H) T- (2- JRIRFE ) —TH- % [c] HEME 5. 85 Fa,, i K Al FIT A VW, 77228 50 % , TR A K44
AR LA 1:0. 788, FINid 7-(2— IR L ) ~7H- 7% [c] MEME 'H NMR (400MHz, CDC1,)
2 67.20-7.59 (m, 8H), 7. 76 (t, ] = 7. 2Hz, 1H), 7. 85-8. 16 (m, 3H), 8. 66-8. 70 (m, 1H), 8. 8
8(d, J = 8. 3MHz, 1) .

[0120]  ZE50 ZFF =TS, BRN 1. 18 50 7— (2— JRISHE ) —7TH- 2K [c] MM (3. Ommol) , PR Ji5
8= MR A A S AR, RSSO NN 15 Z T8 R VUERRIR, fitHE 5] IR S KA
£ -78°C g I IE T 24 (3. 3mmol) , N 0. 5 /NI o FRHAEMEINA 0. 65 ZF+ R FEE AL
B (3. 6mmol) o F42 %R N 20 ZNEF o 98 Al P VAL YR FEE BRI, 13 B Bk K
REE;=H 7 (2— ZRFRBEORIL ) —TH- 2K [c] MRME 1. 32 3, 7738 92% . FTid 7-(2- R AL
L) -TH- 28 [c] MM "H NMR (400MHz, CDC1,) 2N 6 6. 82-6. 95 (m, 6H), 7. 02-7. 13 (m, 9H),
7.21-7.25(m, 1H), 7. 29-7. 42 (m, 3H), 7. 55-7. 59 (m, 2H), 7. 85(d, ] = 7. 9Hz, 1H), 8.53(d, J
= 7.9Hz, 11), 8.85(d, ] = 8. 3Hz, 11) .

[0121]  SLjafs] =

[0122]  —PfiRIREL LA, HLE i R 20 6 Fon iy 11- (2- IR TR R L ) —11H- K [a]
LN

[0123]

A6
[0124]  FTiA 11-(2- IR CBEEARIE ) 1 1H- 2K [a] PRI & 700 -
[0125]  7F 250 Z=F+ B AR, n N 5. 95 ZFF 2L (60mmol) , 48 J5 BN\ 7. 98 = F+
a - PYEAZEE (55mmol) , M 100 ZF+ 2 B, 22 M 5 ZFF Eh R, 7E RV T e 4
TEFEYI L) T /NI, SN 58 4 I B el S0, 199 405 o AR s Ikl 8 e KIS e g i e, 11— —
& -5H- 7K [a] MRME 11,6 57, Ja e B VAV, 772K 88 %, i ELIER N R 2B I Mo

18
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[0126]  7F 100 ZF R JE B H, BN 2. 92 7L 6, 11— & -5H- 7% [a] MM (20mmol) A%
1. 2 32 10 % 4B BRAEAL T (11mmo 1) , R JEFFINN 30 Z2FF R, 7E BRIV IR 58 & FE 35 2]
24 /NI, [N 58 4 e FE AR A AL T8 A, R D8 VR ] = 3 A & AR RS N e %
CEiB VAR 11H- 2R [a] PRIE 2. 39 o, 980 filE BT A W, 7728 55 % . BTk 11H- 2% [a]
28 ) 'H NMR (400MHz, CDC1,) A 6 7. 30-7. 70 (m, 6H), 8. 00—8. 20 (m, 4H), 8. 80 (br, 1H) .
[0127]  4F 200 ZFF7% LU J, RN 2.92 78 11H- 28 [a] MM (13mmol) 2. 55 b Ml 4k, 4
(1) (13mmol) , A1 3. 70 SEAKERHH (26mmol) , SR S4B FUM A 2 EE, 7RI A B0 A
3.23 = 1, 2- ZROR (26mmol) & 45 2 S HIZR, 7E 185 CHE AN T2 /M. &
N 58 A F FEAR A Y8 SR S AR DR R G0 T InFGhE R OR, & E 4l 518 B A AR
AiFEY) 11-(2- JRZEHE ) —11H- 28 [a] MEME 115 55, W R flE T A B, 723 25 % . ik
11-(2- IR ) -1 1H- 7€ [a] MM 'H NMR (400MHz, CDy) A 8 7.07(d, J = 7. 4Hz, 1H), 7.
25-7. 33 (m, 2H), 7. 40-7. 49 (m, 3H), 7. 52-7. 61 (m, 3H), 7. 77(d, ] = 8. 5Hz, 1), 7.95(d, ] =
7.6z, 11), 8. 03(d, ] = 8. 2Hz, 1H), 8. 23-8. 29 (m, 2H) .

[0128]  7E 50 Z£FF =L, AR 0. 74 5 11-(2— JRZEIE ) —11H- 2K [a] FEME (2. Ommol) ,
SRR = TR A &S bk, 7RSO N 10 ZFHH & VAR, S HE 5. IREY
KA A 78 C TN TE T 34 (2. 2mmol) , KM 0. 5 /N, EEE AN 0. 53 ZF —FF
OIS (2. 4mmol) o 1248 FF 5 208 [N 20 /NI o PR Sl 7E BT A VA VL, YA B B P IR
B H AR ARA W) 11-(2- ZHCHEREAREL ) —11H- 2% [a] FRIE0. 80 3, ;% 82% . Ff
R 11-(2- RO HEEBERIL ) —11H- 28 [a] MEREM 'H NMR (400MHz, CDC1,) A 6 0. 94-1. 23 (m
, LOH), 1. 56-1. 83 (m, 12H), 7. 24-7. 29 (m, 3H), 7. 42-7. 46 (m, 3H), 7. 50-7. 57 (m, 2H), 7. 73-7
.85 (m, 3H), 8.07(d, ] = 8. 0Hz, 1H), 8. 34-8. 40 (m, 2H) .

[0129]  sLjts Y

[0130]  — i MR M B R RO OAK, MO M N R LA oR 19 9-(2- = BUAR BE R
#)-1,2,3,4,5,6,7, 8 J\VBUL —9H- MM,

[0131] Bk 9-(2—- —HEUCER R ) -1, 2, 3,4, 5,6, 7, 8— JUHUX —9H- MEME #2720
[0132]  FEAZ/SHIHER 50 Z2F = LR, RN 9- (- oA ) -1, 2, 3,4,5,6,7, 8- JUHL
R ~9H- HRIE (3mmo ) , 7RI A SAE O AN 15 Z2FHH Z VUSRI, Sk 5] . IR AWKy
£ -T8C T EIEMAIE T 4 (3. 3mmol) , KB 0. 5-2 /Mo BRI N — HUAC: Sk 1B
(3. 6mmol) o 12187+ % %R M. 12-28 /NIF, S N AT Bz o 9 Hs Fih 7 Fir A VA, FH VS FR S
VEPIIR, 43 H B ok AR 2 9- (2- ZHUBEIR A ) -1, 2,3, 4, 5,6, 7, 8- JUHUAR —9H- I

M
[0133]
5
| 1
1) nBuli, THF ” = PF;"QZ
789C, 0.5 h LN

,éS RO R® RE
[0134]  9-(2- —HURBEARIL) -1, 2, 3,4, 5,6, 7, 8= J\HUAY —9H- PRIk ] & ack 2 vp 1 J R L 7
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Yy S A B 3 SN R 1 R
[0135] &K 1
[0136]
w5 T 7 R R U T S R TN

82

66

[0137]

20



N 106588983 A i B B 17/24 7

3 70
4 74
5 55
6 70

[0138]  SLjifs i

[0130]  —PflRIRELREFC ALK, FLA5M T 38 2 Fos iy 7- (- ZHEUUBE R AL ) -8, 9, 10, 11- PUHEX
£ -TH- 28 [e] MRk,

[o140]  FTik 7-(2- ZHURBEAEL ) -8, 9, 10, 11- PYEUAR —TH- 2% [c] PRIEFIH] & TN
[o141]  FE & %A HE B9 50 = A = DR, RN 7-(2- R 28 3 ) -8,9, 10, 11- P4 HX
AR =TH- 28 [e] Mt (Bmmol) , FEMZEUH O N IO 16 28 & VU AW, fFEi 5. RE
YIUKA 2 —78°C R N N IE T 388 (3. 3mmol) , S 0. 5-2 /NF, OB i N s . FR1E
PN ZHU RS AL BE (3. 6mmol) o 1812+ 22 iR B 12-28 /N o Jk 1 il 2 BT 6 V¥,
A EEBEPRIR, 15 H F e AR A =) 7- (- ZHBEZRIE ) -8, 9, 10, 11— PUEAR —7H- 2%
[c] Memd,

[0142]

21
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1) n-BuLi, THF

s RN TN
2) CIPR,, THF

[0143] 7~ (Z—QEXFC%ZIK%) -8, 9, 10, 11- PUELAX -7H- 2% [c] ﬂFﬂék%U% uE Gl S N
o B Fo o 7 2 BRI R R 2 Pos.

[0144] % 2
[0145]
B FR CREFEE) P (FERE) %)
1 92
’ 51
’ 63
! 68

[0146]  SEats| 75
[0147]  —FhHRIEILRERCAR, JLEEM) R R 3 Fianid 11-(2- —BURHEZRSE ) -7, 8,9, 10— THEX
R ~11H- % [a] MR,

22
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[0148] Pk 11-(2- —HUCBEREL ) -7,8,9, 10- PUEAY —11H- 2% [a] MM 61 & 7R
[0149]  7F £ 28 /< HE K 50 = F+ = D 1, AR N 11-(2- ¥/ 2% 3 ) -7, 8,9, 10— U B
A -11H- 28 [a] M (B3mmol) , 7EIE B UBFOL TN 156 ZFHF A VU S, S +e45 . 1B E
MIkA % -78°C B8 I IE T 348 (3. 3mmol) , S 0. 5-2 /NEF . BRI i\ — BUAC L4
1 (3. 6mmol) o 1B18FFF =R N 12-28 /N o el il B v, FVA R BESERIK, 12
H AR AR =) 11-(2- —HURBERELE ) -7, 8,9, 10— PUEUAR —11H- 2K [a] MM,

[0150]

[0151] M(%gﬂﬁﬁﬁﬁ)78910@ﬂﬁiM% &ﬂ%%%% cERE P Rk
W) R Ay B PR AT R 3 B

[0152] %3
[0153]
o) OB e e e 40 R G BEPR)
1 82
2 68
[0154]
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65

70

L
[0155]  R'JyHAh —HURIE UL B 0B RE S i3t A2, B 3k, 208, T 3L
LK R R R R, RS, R, RO ROAHA GRS R 3E, 208, IEPA 3L, A4, IE T 3, fUT
Fe, T HE, CCofIbEdt AL AL AL IR UL ke L. 9- (- EURBER
#)-1,2,3,4,5,6,7, 8 JUHUAX —9H- MM RO A, 7- (2- HUARUBERE ) -8, 9, 10, 11- PYEL
A -TH- 2% [c] MMtk A 11— (2— BURBEPR AL ) -7, 8,9, 10— PUEAX —11H- 2% [a] Hemk
TR TCAAS (1) BRI FH AP 92 1) e e o i) A R — B S e, 4 Rl ] — ] — s doil
=S DY | S L BRSEA S A [RL R T R

[o156]  SEJEH]4

[0157]  9-(2- —HUAREZRE ) -1, 2, 3, 4, 5, 6, 7, 8— J\HUAY —9H- HEME [T A4, 7— (2— —HUAE
R ) -8, 9, 10, 11-PUEUAC ~7H- 2K [c] MHEMEf LA, 11- (2- —EUARBEZREL) -7, 8,9, 10—
HUAR —11H- 2% [a] PRMEBERCARTEMAL TR o — 55 B0 B R -

[0158] 714 Bt 4 9- (2- —HURE ORI ) -1, 2, 3,4, 5,6, 7, 8— JUHRAR —9H- IR
BERCAA, 7- (2- ZHURBERSE )-8, 9, 10, 11- PUEAR —7H- 2K [c] MRPEBERCAA K 11-(2- L
RMEZRIL ) -7,8,9, 10— PUBAR —11H- 2K [a] MR BETC AR JLFHAER PR, Z5H0 0T 28
catl—4 BN, ALTREIRY o — B 5 A RO

[0159]

cat 1 cat 2 cat 3 cat4
[0160]  7E 20mL Schlenk & H1, IIABSEEE (0. 00224 52, 0. 01mmol) ATBEECAA (40 : BEAC
L ER 2. 0mol% :4. 0mol % ) , BN AFCA 5 VU S8 S M IR J2 L 1 F H A , 16 3 B o A
SR NN 4. omL B Z& TR S R b, BRI 5 et LUR RS A . R A EH A
TE B At & VAR Pl A B AT 28 S v (0. 20mL, 0. Imol % ) & 53— ST32 RUSARY K
24
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Schlenk & H, SR F R VA FRIE | 2 T HlE B2 58 2 2K o Bl 5 A U 00 N In NG
Fike (0. 5mmol) MFCIKBEELHR (0. 265 3¢, 1. 26mmol) o FEH SRR 3 KB ATH ), A
JE BN H AR PAER (1. Tol) , A2 500 R SRR 5 78 . P85 Schlenk & E TH# 90°C
(RIghs vh SR 18-24 /NI, S R8T R s, Hert cat x R B3R catl-4 H—Ff. £E%
8258 B > A S BLAE VA JV SR, 15 IR SR, [ R NANZ) b 25T 4R OB, A HLZ AT
Mg 2. LD =2 MWIREIMAL 5 2T+ L8R LBRABL S PN, RIS T K48
JARERAE R M, 15 a - 7L TAER T4 o

[0161]

Pd(dba), / cat x .
(0.05-0.5 mol% Pd) S T ¢

el KsPQy, Acetone Me
90°C, 18 h
[o162]  Horp, FIAERAR o - BI5HAM R, FE & B RIBE i ™ RGN R

4 PR

[0163] K 4
[0164]
e WHE (mol%) T 7 BT A FEE3R(%)

1 0.5 cat 1 99

2 0.5 cat2 90

3 0.5 cat3 99
[0165]

4 0.5 cat4 99

5 0.05 cat 1 83

6 0.1 cat 2 28

7 0.1 cat3 33

8 0.1 cat4 40
[o166] ML 4 TPl DLA A 9- (- —HUUBEREL ) -1, 2, 3, 4, 5,6, 7, 8— J\BUAL —9H- Ik

M R AL, 7 (2- ZHUUBEZRAL ) -8, 9, 10, 11— PUHAR —7TH- 2K [c] MRMEBERCAA J 11-(2- —
A oRIE ) 7,8, 9, 10— PUENAR —11H- 2K [a] PRMEBERCAAER BRIR 17 M AR AN R BL
[0167]  72.9-(2- IR CIEBEZREL ) -3, 6 AT I ~9H- MM AL LGRS o N I A
Bl o — 55 Al S L

[0168]  7F 20mL Schlenk % e, II AN — ( =P EIETHER ) 48 (0. 00575 5%,0. 0lmmol) #il
9-(2— IR IR L ) -3, 6- U] HE —9H- MR 4K (0. 01103 75, 48 « BERCIALL &4
2.0mol % :4.0mol % ), HINNACA % VU 245 4 2 TG F1 B FEAR , 18 R BN R SR,
TN 4. OmL B 7818 S B, BERRI 2T 5 80 DU BAR 4 A4 R A ETH R 7E LG i 2%
VAW A LR AR A AR (01 0. 40mL, 0. 2mo1 % ) & — R SARP N Schlenk
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b, R R R I R RS M E R AR K. BRI 0N I S AT R
(0. 5mmo 1) FIFC/KBEELEH (0. 265 52, 1. 25mmol) o FEF A HV R 3 IXEH LB , i I
NB AR AR (L. Tml) , £ %30 N RGP 5 2. JRJAHKE Schlenk & & T HIA 90°CHY
TR SN 18 AN, SR ZRAN R s o A OS5 R » K SR R v A = 15 1R SN A4
FIMAZL) b 2t LR OB, BANZBAT U BIE 2 . R =2 IRSIMAL 5 2
TR CEFERG AP, RS T IRAE S R ERAE E T, 13 a - FFEEAE Y,

[0169]

Pd(dba), / cat x

(0.2-0.5 mal% Pd) . T
- Re | ]

cl KsPO,, Acetone
90 °C, 18 h

[0170] oo, BTl A ER o — 5855 3640 e S SR P2 AR FH & B P2 A N 3R 5 Fw.
[01711 %5
[0172]
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(mol%) (%)

1 0.2 87
2 0.2 99
3 02 86
4 0.2 67
5 0.2 97
6 0.3 95
7 0.3 99
8 0.5 80
9 0.5 25

[0173]
10 0.5 85
11 0.05 83

[0174]  HH_E5& 5 AN, M8 T A i BH SE 5] R LB BETCAA T T I o — 5005 BEAK S Bz, W] LA
FEPRAEZY B 7 2RI D0, AR & (mol% ) KR TR, 7£0. 05-0. 5 2 [i), HE A DMK 2

0. 05mol % .
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[0175] VL L Prid N A e B (R B e Se ol i 2, IF AN DABR A A ], FLAE AR K B (R
P 2 P BT AR BRAEARTAZ 5 68 [R) B S8R ek &5, 281 060 5 AE A R I B R PG L 2 1A
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