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1) AcOH, EtOH, 70-80 °C Br

O
1 2) PPA, 80-120 °C —
' T - Z
Z Br F N
R

1

o

[0048] LIk P BRSO, AF 9 it St B, il 26 i ik 8- -2 (27 ¥R A8 3k ) — 1 - e k- 1H-"g
e h TRV AA PR 20 B e, i 2- (27 —JR SR AL ) —1 - B — 1H-5| W r (R AA NI N-JR AT I
fRIEEREE D910 (1.05-1.2) , EFEIN (8] 9 1-2/N o AR D9 BARSC 5], g i 2- (27 -0 5 ) -
1=e 2~ LH-Mg| e m [] AAORIN=JRACT B0 4% B R EE O T (1..05-1. 2) ¥+ — 1 ZE T Bt
T IR BEPEAEBE L2/, 15 B3R -2 (27 PRI ) — 1-Je Bk — T H-Mg| e r | 4% , e B 3
NHR:

Br. R?
— R
[0049] g2l T N X" NBS
A~ N\ DMF N

Br -
[0050]  RE— DAL, 2 S AR , 38 M B HE KK IR N S Be A H 70 8 5 28
Ja A BRI K B R Wi, KA BV S JF SRk 4ii Ja , S AE 2 2640 )5 45 th 20 B 3 1R -
2-(27 IR AIL )~ 1-Je Bk — TH-T5 e e [

[0051]  _EdRIBYRSO3 , /F 9ok S 4], fil 26 B ik 3— ( —HUACBR L ) - 1-fe ik —2-HUAR R
HE—N5| e B C A 20 B b, I 3—1R -2 (27 R IR Hk ) — 1 —fe Jik— LH—M5| e v [ 4 R ik 17T 2%
PR EE/REE T (1.1-1.2) s ik 3—1R-2- (27 —JR A I ) — 1 —he S — 1 H-Mg ge v ] 44 AN ik — HX
AREALBERI BEZREE T : (1.1-1.2) AR BARSE B, R ik 3—¥R—2- (27 IR OK &k ) - 1Y k-
LH— M5 W H ) 4 5 1 DU SRR, 7E-T5 8 -80 C 46 #F T, AR IE A -T8°C , $& Tk 3-78 -2~
(27 R IRHL ) —1-Je e~ TH-M5{ e v [A] A MR IR BT 24 A BE /R EE 91 e (1. 1-1.2) JJTik 3—1R -
2-(27 PRI ) —1—foe ke — TH-Mg g v 1] A4 T ik — BOAQ LA BB F) BE 2R EE D1 (1. 1-1.2) ,
NIET R, 50800 51/, Bl S InN ZHCREALIRE , 72 =0 B OV 12-24/8Nif 45 3]
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3 (A I ) — 1 e ke —2- AR B - | e R A, LS B3 R P -

R%{

2
R.?{
r

1) n-BuLi, THF
-78°C,0.5h
2) PR3,CI, THF

[0052]
Br IT?32':’ X

[0053]  F— Al , I NG5 R 5, 0 i E A 3 ), A R =5 R B Bk R

R 3-( ZHUARBE I ) —2- (2 (BB IS ) BRI IR ) — 1 — bt J2k— s ik J T A

[0054] A B STt b $R AL 7 — 3 (AR ) -2 (2 ( BRI 228 ) BUAROR ) - 1-

Jot Mg B SR A B O AR 1 1) 2% T v BFE DL R PR

[0055]  DO1 .42 ° —¥R 2K £ B AR 31T VR & A 38 J5 , IONBEBR AE N A 77, a4 7 4 P A 28

J&i s TN SEBERR » BEAT INHARONEL » 1) 245 B 1] £ 2— (27 YRR 5L ) — TH-W5| Wk ) 4k, b, i

TR G B 980-120°C , J S 8] A 1-2/ M)

[0056]  DO2. ¥ Frid2— (2 —JR R KL ) — L H-Hg| Wt o 8] 4 RS A EN R R — e JE R % BE IR L R

1:(1.1-2.0): (1.05-1.5)7R A, JE R VU SRR VR AW, S e 1-2/8 i, 15 32— (27 -K

5 )~ 1t F - TH- | W i) 44

(00571  DO3.KjFrid2—(2 —PR 2L ) —1—J5g FE— 1 H-Hg| Wi A [E) AR FON- AT b0 i T —

L F b s IR PR AL T, A5 33— -2 (2 — IR AR 3k ) —1— b Fik— 115 e o [) 44

[0058]  DO4. ik 32— (2 RN ) — 1 e i — LH-Mg| e v [) 4 i T DU S kiR b, 7E-75

Z£-80°CHMF N INNIE T F48, ¥ 5185 FE0 . 51/, BE Ja N —BUAREALBE , £ =00 T O™

12-24/N1) 459 23— ( U IE ) —2- (2 ( BRI ) AR I8 ) —1— e Jk - TH- Mg e B i 42

(00591  ELfRHY, Bk ZERDO1H, il & 2— (2R IR ) — TH-Mg Wik v TR AR 1) s 87 =l R B

[0060]

o) 1) H3PO, Br.
5 S NHINED 2) PPA, 80-120 °C N — R
i Me ., R » R N
R+ = " \ /
= N
Br |\_|

[0061] DN 73R4S U S LR, (LI (1), P id 2 — 12 L B AT R AR R 2K B 9T = (1. 1=
1.2), PR B IR B AL B, PRI [R50 . 5- 1/, BEAT 18090 . 5/

[0062]  E— DAL, 2 MR G , TR SV EHEUKOK S I I SRR 0 8 A
U EIF R G 5, AL Z A 2iAL Ja 15 e 2 B 2- (27 —JR R 3 ) - TH-Mg| bk

[0063]  {EAFVE I » A% A W S it 451 1) 6 3 W S T4 i 2”7 15 2 AT JF DA BE 7K
EEoNL: (L 1-1.2) BATIR G A B )G , INNER R - Z I AET70-80 C ALk 80 °C 44 T [ 0. 5-
1. 5/IN S 28 D0 AL T 7 BRI R IR » 80-120°C e 1 -2/ il #2- (27 —iRK
BE) - 1N r Tl A4, s Bz 330 an T B -

[0064]
O NHNH 1) AcOH, EtOH, 70-80 °C Br.
x 2 2)PPA, 80-120°C S —y R
R4 2 Z N \_7
Br i—[

=]
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[0065] iR ERDO2H, il 52— (2 - IR I ) —1—fe e — L H-Mg e o [R) A (1) s B2 X Bl s
NaH

R R12804 Br.
X THF L\ /R
\ 7 R L0\ 4
R

[0067]  fLIEHYT , 2644 BT iR AL g 3 AU FEAE DY SRR o, SR E A SR A 2- (27 - K
5 )~ TH-Wg| W [ A R SRR IR 1) 7, 7E =R R 1EPE0 . 25-0. 5/NI s B2 6 N R — e 2
B, 7R R T B2/ .

[0068] it — DARIER , 24 S B 58 K » NN 20 SR A5E 1k S 5 AR Jig o s i e BT 7 7710 5
AN CTR CEEFKZ BN 23 88 B A WU G FF k4 fa , &M Efraifb 515 H2- (27 —JRK
3 )~ 1-Je e~ LH-Wg | Wi v ) 4

[0069] Bk AERDO3H, 1 J9 sk St , il £ Fridk 3—1R -2 (2 — ¥R 2R 3k ) — 1 - - 1H- g
Wk b TR AR IR 22 R, B 2 (27 — IR ORI ) — 1 —Joe B — T H-Ws| Wt v 1) 44 R BT SRN—-JRART 1t I e
(R EE R LG T (1.056-1.2) , F RIS 1A] g 1-2/ N o Ay HAR St 451, 44 pfr i 2- (27 - R 0 ) -
1=t e — TH-Pg] W r [] 42 FIN- AT BRIV i 4% B JREE 9 1= (1.05-1.2) ¥ - — F B R e Ji
SR PR AR B 1 -2/, 15 31 3—{R-2— (27 - R 3k ) -1 - ik — TH-Hg ik v ) 4, 3 B Bz
TR

Br

[0066] R21-

W/
Y

T-

Br. R?
—\ R
[0070] el TN " NBS
i DMF N

Br -
[0071]  JE— DARIENT, 2 R BLGE o, 3T = oKk o HIN & R B A 4 5 5 58
Je A WA R B KRS B AU G I R 46 5 AL E M 2li4b J5 75 H iy 4l B 3R -
2— (27 YRR HE ) - 1 e B TH-Mg e o R 4

[0072] LR PERDOAH , Vo Iiide St 9], il 4% Fridk 3— ( ZHUARBE S ) -2 (2- (AR B 2% )
HARIR I ) —1 e S -1 o R AR R 2D 3R vp , BT IR 3R -2 (27 —JR 2K 3 ) —1— e - TH- | Wk v ]
PRI I T 2R R R L AL (1.1-1.2) s iR 3—1R-2— (2 — IR OR 3 ) -1 e Bk — T H- M| Wik
E) A4 R T iR — B G A A BE R EE L s (1.1-1.2) AE N BARSL 5], 4 ik 3——2- (2 -
TR ) — 1t - TH- Mg e v [B) 44 5 - DY e g b, 7E-75 2 -80 C 2% /1, BEALIE N-78°C,
F TR 32— (2 —JR IR ) — 1 - e H— LH- Mg W v [R] R AR IR IE T ZE 4 BE AR b e (1.1
1.2) Arid 3--2- (27 —JRZEIE ) — 1 —Joe J— L H- PG| e v [) A2 AN BT iR — B G Ak B 1 R VR LE Ay
1:(1.1-1.2), INNIE T 248, 3504 8E0 . 51/, B J5 NN — B S IBE , 72 55 058 K /B0
12-24/N6 5 15 23— (BB ) -2 (2 ( ZHURUBE 28 ) O 38 ) -1 Joe 2 - g e Jgfe e A, I
SN AR

R2/
i~

1) n-BuLi, THF
-78°C,05h
2) PR3,CI, THF

[0073]
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[0074] gk —BARIERT, S B4k o , P80 FhE BT A 77, VA PR B BE =IRG8 A e K
RT3 (BRI JS ) —2— (2— (BB 2 ) AR B ) — 1 B Wik JB T 4k

[0075] A% & BH S it (9 AL 1 3— ( HUAR B 328 ) -2 (2 ( AR B 38 ) BUAR 2R 2 ) -1 S -5
P 22 %) IR T A 1) ) % 7 2, AN OB T B 50 45, T L D7 V25 1 B, IR 75l i 9 R 5 5
e R R S AR ] R R R, SR R

[0076] DL Ko, A )k B SE R GIEFE AL T IR 13- ( ZHUARBE AL ) —2- (2 ( ZHUAR B2 ) B AR
B )~ 1t B Wik B S8 (%) IR TRC AR AT D e Y0 455 e e 790 %) 0 28R 58 AR R s R A £ 82 FH
00771 g3k — 20 1), A Ik St 9], Bk 3— ( AR B 28 ) —2— (2 (  HUARBE 268 ) AR
B ) —1— e M| R T M TC AR A D R A7) %) B R 78 B A A T T RSt — o e e
HHE N, ELATIR 3 —( BB SE ) —2- (2 ( HUAR 3 ) BUAR 2R 36 ) — 1 e 52— 15 Wik B B 1) gl
T s 45 A L 7R 7 7 S VRAL D T Fsdk — s Bk S 2 Ak 22 H (1) BB VR FH A M0.5-1.0%

(00781 A% B St A9 B2 AL F ik 3— (AR B 2% ) —2— (2 ( AR B 268 ) AR 28 ) -1
B g o SR ) I A4, mT T AR I R A AR B W RIGR TR SO R B, i
U 4 T G A 4 R A RS R AR E I 2 5 AT 2 v T 4 i T A e B R ) R A 12k
5 ) 2 B3 FH T 5 IR A ) T s — s B e I e I e A e R T A e TR D A 3
BHEZEO0.5mo0l % , 2R E1590% .

(00791 A BH St fs] o , Tk 25 iR A2 45 10-30°°C 1 25 P IR B , T IR N—J 5 28 Jf A0 4% (AN TR
FN-F LR, TR 6 R — e R L (AR TR R — I

[0080]  "RTHIZE & HARSLHE T 3EAT B .

[0081]  sijifafsll : 3—( 3RO B AL ) -2 (2 ( IR R M0 ) R ) -1 - H - 1H-W | ) &
Ji

[0082]  7E100ZF[E ECHE , iU 31 F 2" — IR 2 Z, B (10mmo1 ) F11 . 3022 F4-N-F JE ¢
E(11mmol) , R JG S22 IS ZFHERR , FF 3 SIAE I N HHE0 . 5/ B S22 I 305 2R
TRIR o i o5 S IR IEAT , M RIBGR I B AR E R A 01818 In#4 22120°C , IR FFTE120°C
L 1/NET ARV A B VKK B2 R BT, SR G AR R N 15022 T+ 2, Tk , 7540 — IR A
15022+ ZBRZE L, & HA LA, To /K BR B AN T8 o Jol e 28 BT B IS, TRk 4 I RLVR & 4)
LA AT AL, IR S 2R T R AR AR 5 7 = IR & s = Tt IR O e Rk i S Ik, fE T
3BT R AR A =2 (2R AL ) —1-F B - TH-W5| W R (] 4422 . 1350, 3875 % o 1H NMR
(400MHz ,CDC13)83.61(s,3H),6.56(s,1H),7.20-7.45(m,6H),7.70-7.75(m,2H) .

[0083]  FE100ZZTHE LT , IIAN2. 85702 (2- PR A8 3L ) —1-F JE—1H-M5| % (10mmo1 ) , AR
JE NN 202 T+ oK — 2 FE I e 38 S B 4 B2 NN E VR & 19 1. 95 JeN—IRAR T Bk P i
(11mmol) FN1OZEFJo7K — FF 6k R Bk i R VA A, FE 0 T IR SER /NI o 24 58 RS B i 98 e
TREEINVKK A, S8 G A L00ZZ S R e 50 =2 7K o 28 Ja KA MR 20 Tk & I
L00ZZFH KRS, B HEA LA 8 SthE BT A Vi , JEIR A8 R MR A AL Z 4tk 24
JEAS 2 B B ARA =131 -2- (2 IR 2K HE ) — 1 - H - TH-W5| W (] 442 . 8T8, P2 377 % o 1H
NMR (400MHz ,CDC13)83.61(s,3H),7.28-7.31(m,1H),7.35-7.52(m,50),7.67-7.69(m, 11),
7.78-7.81(m,1H).

[0084]  FES0ZZ T LA, FRNL . 81 5w 3 —2— (2R R &k ) — 1 - FH - TH-M5[ W (5. Ommo1 ) .
TR 32 SR B 3R R I A8 3 5, 738 B0 M0 152 3 2 18 %) DU Sk R , 3 &) 4k

12
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P AR EYERZ-T8CJa, ARG E I IE T 28 (11mmol ) , ) N0 . 5/N o B2 F- 1812
IIANCIRE2. 64T —FF O RSB (12mmol ) FI5ZE T35 ZE 15 IR 1) U Sk R 13 9 - 18 I
L TBUAE 25 3 T HEAT 1824/ NI o BT VA TR AE DU IR 175 0 1 R B Jim, VA PR e =k, 15 1
ok ARIRGE = 3-( IR B IE ) —2- (2-( I AR I ) 0k ) —1-HH - TH-W5 W5 . 125,
FEFT71% . 1H NMR(400MHz,CDC13)81.16-1.28(m,22H),1.63-1.94(m,23H),2.10-2.19(m,
2H),2.50-2.52(m,1H),3.44(s,3H),7.17(d,J=7.2Hz,1H),7.25-7.28(m,2H),7.37(d,J=
8.0Hz,1H);7.41-7.50(m,2H),7.67(d,J="7.6Hz,1H),7.83(d,J=7.2Hz,1H).

[0085]  hAh, W] 22 Tk e BT R 7732, il 4 T R 13- (BB 2R ) —2-(2- (= H
A2 ) AR ORI ) —1— ot Z M| W i 2 A

1) n-BuLi, THF
-78°C,0.5h

[oo87] F1
s R (mImErpadk) A (Rl BERC A4 B2 (%)

PR,

PR; R=Ph, 51%
R=Cy, 71%
R = i-Pr, 70%

[0088] Br

(00891 st 5112 : 3~ (gﬁﬂtﬂiﬁf@) 2= (2= (IR ) B 2 ) — 1 — e ik — Mg e gl PR A £
B 55 H IR AL T ol i — o e e I ) I FH

(00901 AT WY it 5103 — ( — HUACiEZE ) -2 - (2 ( HUARBESE ) AR B ) — 1 Joe 2 - Mo e g
[0091]  FEAAR) JLAMEALT, SR 0 R cat 1-3F7 , (AL ik~ o S S -

Csz

cat1 cat 2 cat3

[0093] = (W NIEAET) 41 (0.00235%,0.0025mmol ) , B fic 4 (4 : Bl e 4 LL 41y
0.5mo1% :1mo1% ), B T EEHA (3. 0mmo1 ) FIHC A 5 VU F8 £ I i 2 10 4 73 398+ 8 TN 20mLL
Schlenk s v, 44 28 B HON R TIRI B o R ZUHI I B0 N A4V FF (1. Ommol ) , 2R
JE IIN 3mLFT 2808 b, 75 SR N SR 10 Bl AR S5 DN R B T 13- R S R AR Iy a2
ZEbnlE (1.05mmol ) , 7E 5 I T IELL P 1708 o SR S5 K SchlenkE & T FFA 110 CHY M T
J2-18/INF , S SN Bl s o 76 OB 58 B 15 S N v A 28 =5 3R, 45 L SO, [ 44 R
LR TG (6.0mL) AI7ZK (2. 0mL ) , S8 Je KA LR BEAT SO G 1 0 A, JF A 00 5 A B0 0 )
.
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[0094]

as
MeOQBr s QSH
Me

%

Yy

HH :F!' 10/10 7T
Pd.dbas/ cat x

(0.5 mol% Pd)
NaOt-Bu, dioxane /O/ \©,
110°C, 2-18 h

(00951 Johr, b e db T pl e — o S S @ﬂmﬂéﬂm;ﬁ#z mﬁtﬁu?%@ﬁﬁr
[0096] 2
[0097]
5 i 7 BB A B I ) () 77 Z(%)

1 cat 1 A ) ) 43

2 cat 3 SR 2 90

3 cat 1 3- FR L A By 18 68

4 cat 2 3-F AL XA 18 88

5 cat 3 3- MR SRR 18 93

6 cat 3 2-ZE T 18 81
[0098]  MF2WTLAE H, ik % 3- (ZHUARUBESE ) -2 (2- (ZHUARBEE ) B R 3 ) -1 e -

N e 3 A RE A L 3R T2 RSt — T B e 2 R I H AR B ) i A P
DL _E Ffr i AR R A WY ) 5 AL S it 451 1 ,%Tﬁﬁuﬁﬁﬁﬂﬂﬁifﬁ » NUAEA R W] FR A
ARANJE I 2Z A i AR AT AT A T L S5 ) 8 SR SOt 55, B A0 S E A R W AR PV R 2 A

[00991]
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