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BRAK 84 R4 4 S — g A Ak

17



200580009713. 3 A = ok B OFE1r/21m

A

Ri A R, EHFAFHFATRIRARE. HRA. FE. FREAX-
(CH3)m-Rso;

Rs. Ry, Rs. Rg. Ry, Rg. Rofe Rygxt FHF7H U5 5 & F &
i, WA, BE. mAR. FTARAR. R, RAL. BE. B
BRA . BEERES. BR. KA. FEtA., WaLA. AL, FX
AEe . M. . B . KR, BB, %R, KRakd. TR
AR . RATERE. BB, BF. B, BRX-(CHz)-Rs;

BREMN A Fo AP 5305 R R4 A Ry Ao Rg IR K &
X B) dy A8 2 M An AL A B B AT PR ) 69 AT AT R 8K

Ry AHBFFEA TR I HEFTARARNKYGSIBAG T, Wik, K
WERZ TR

mAHEMFFLF MY 05 8 6gFK, aitnml; F

B NN’ - B 64 B BE AR ) 5 b 4G, NN - —BAK 89 B Bk 2 2t
BRAK 4G A 3 — g 2F Ak

- R4 R5R6

R7—.N/&s s)\'i‘/ R®

Hof:
nA 13 8a8dk, aiEmih;

18



200580009713. 3 A o ok P FE18/21m

2

Ri Ao R, AHAHAF R ZRAEA. KA. FE, FrAR-
(CH2)m-Rso;

R;. Rs. Rs. Rg. R7. Rg. Ro. Ry EHFIFA P LA H.
A, gREE. KA. FR. FA. -(CH)n-Rg. COOR, (£
R=ki. T, FE. FREEF-(CH)nRs) X CONRR, (HF
R, & R=H. ki . ik, FE. FriEF-(CH)mRs) ;

Rgo X T ABRKA IR T A, Fh. THEARILE B HE;

mAEFHEL PR IRG 03 865K, aiERE; F

4 NN - R 6 BN BRAR A F- M 4, N,N - —5RAX & B MR BE AR A %
BRAK 49 A4 X — o xR

R7R4

R® R?

R11 n
N _N~p1
Rg=M T R
N\ / s

R12 m “Rz
R1OWAVR®
R°R® ¢

HEF.

n# 13 8aEd, IR,

R;. Ry, Rs. R¢. R7. Rs. Ro. Ryp. RyyFe R AHFH AT S
wARE. A, TR, FRER-(CHy)nRso;

FRTIE F WA RBRAKG XK R BARR G AR HRCHFE
L 1) P PR 4] 69 44T R 3K

Ri; 5f FTHMAHART R IREEF, FTHEFHARIBETA.
BeA . BEERES. A, B, TR, FakA. RASBEL. FX
ek, mAA. R, B, I, R, HEB. EF. BRARMAY. FR.
BEAY. RATERE. Bk, 5. B8k, JRK-(CHy)-Rs;

Rgo K T RABRRH AR F A, k. THARLE % 3HK;

mAFFEALFE IS 03] 8 M, QIERME; I

19



200580009713. 3 A = ok B OFE19/21m

L NN’ - ZBRAK 4 BB B AR S 5 b 49, NN - — BRAR, i) AL ik Be AR S T
BRAK 89 38 - — o 3 ek

o

n} 13 8ess, it

R;. Rs. Rs. Rg. Ry. Ry Rofo Ry E&AHAF R I AL,
Tk . FA. FRER-(CH)mRso;

FRRE R AHARABRKYRE Ry A Ry BARR SGRAE A HA
A4 AU AL R BT PR 4] 69 44T R &K

Rufe R FEHEMAFABIREA TR, A, HE. BE. BEA
A, FaREERENX. AE. AL, Bk, BBA. BERE. BX. &
A, B, FabX. ASBK. FXERAaBA. mEARL. 8.
B, B, BR. EE. S, BALAY. FE. ERAYD. RETEAE.
Bt R, A5, EBiAR. Bks-(CHy)-Rgo;

Ry £ T ABRRKOIBRARGFE. TREE. CHARLEE 2 KK,

mAEFBFEALTIRIIA 03] 8 eyEH, aiEml;

B NN’ - ZBRAX 64 BLR Be AR 2 F M 68, NN - 3R 84 Bk B Ak A 2t
BRAR 6 A R — e b AR X

20



200580009713. 3 A o kP FE20/21m

HF:

n 13 8egsd, aERd;

Rs. R4y Rs. Rg. Ry Rg. Ro A Rm/ﬁ-ﬁ-%‘["%%q’ﬁii&jb%£~
ik, FE. FIEK-(CH)mRso;

BREAZ WA F IR 5 3 R A R4 514 R Rizv Rz
Ris AR 538 3| oy £8 2 M Ao 40 A0 AL ) AT PR 1) 69 45 4T R 2K

Rii- Rizv R Ry i kw4 . WA, BRE. AKX,
Wak AR . A, AR, B, BB, MRE. BEX. BRA.
TEth., FTakit. mAABE. FREASBEA. miArk. B, B,
BR. BR. BB, &, BAY. FA. BRAY. RATHRE. Bt
TR, K5, BB, Mk-(CHz)-Rs;

Rgo £ T A BRI F A, K. KHBARKLE $ 0K,

mAESFEAL TR 03] 8 M, aiEnl;

4 NN - Z B 6 Bk B Ak ) F B 84, NN - B ) SRR Be Ak S *F
BRAK 8 o) R F — A AT RRAK

26 RAVBK 258 5%k, L+

NN - ZBAX 6 Bk B AR h 454 1;

HRER A, Fo

A AR, G, ERE AR,

27. RAVZR260 89 5%k, HF:

Rife R, EHFH AT IA 2,4,6-FE R . 2,5-— & TAXR . 2,6-
ZCHEFREARRT X R;.RRs Fo Re A RA ;X &7 L.Br & SO,Cl;
AR Ar fo AU R T FRRRT R,

28. RAIER2S 0 H %, LF:

21



200580009713. 3 A = ok B oFE21/21m

NN - — BUAK, ) BBk Be Ak A 45 4 5
WEAEREBAL; Ao
A, LERRE. B, mEE. BRI, [ARMALB R
B A .
29. AV ZR 2885k, K+
R o Ry EHA AT I HA 2,4,6-F5 K .2,5- =R TE KK . 2,6-
ZCAREIBRTE; Rs. Ri. R Reh RAL; R=Rs=Ro=R =T
E. R, FHR. CHs. CsHyp. CeHiz; n=1; A& X &+ 1. Br &
SO.CL; Ar A= ArkmFEREFA.
30. A ER2S %k, L
N,N’- Z BAR, & BB B AR S 45 4 6;
HEESBAHE;, Fo
A IR, LR, Biudh. BB, BRE. KAk R
B A
31. RAIZR 307k, LF:
Ry fo Ry £ HFT 15 0L F 5 3ok i ik B 2,4,6- 6K . 2,5- =T A X
v 2,6-— LR R R Ao T K
Rs;. Ry. Rs. Rg. Rs. Rsg. Ro. Ryg A RAE;
Riz 3 RA4£; n=1. m=0; X &7 I. Br & SO,CI; VA& Ar #f= Ar’
32. RAZR I FH %, LF Ar-Ar eI E A 4 50%32] 25 99%.

B

22



200580009713. 3 iﬁ, HH :F!" H1/230C

BBk 4-% B K B

APiHER 2004 43 A 26 BRI EE K ¥ US 60/556,570
R, B EEIFARIESDSFE.

A AR I
ALY BB BAR, 2R RAN-4e86%, LTERE

R 4B AL 35 AL AR h Heck BB 69465 BB b M AEALA, e R
AR AL A2 Fo S K B &g 4o 40 Suzuki B P A AEEAT.

FEHEA
WojE e 4B AL (Heck BE ) AAMARTAM T C-C K

ARRERGFE. Y BFRABRARBZERYSE TR, FA
CRRET LERZRABERXGER. — . X255 R 2R B
A Bkt Pd-#E4b g Heck R Bk FER. P R, Mike®
SHMBEMBEERFMNTHEOGRELA. A, FRAABGLEBELNEZ A
FEFALEGELE. ! BRAATAABATRIGENKR, FALRSL
€.42 /& Ru-. Rh-%, Pd-# 4064 55 F 4 A 4 de ik, D' &g, 7. Yang!'!
BEERNSERFTHFHAKR-Pd Lo BEALGZERETEEREY
Heck #= Suzuki &5 .
KAAX
AEPARBEANR-PA(0)2&E%, HARA TFHANE Heck R E G4
FAMEBATRIYSZERMBAN. ZEKRN, RLARSEH KL
3 1 & 76 NN'- B 49 3 B Bk B Ak

R4 RS
R~

R1’N\I(N‘R2
3 |

23



200580009713. 3 oW P 5E2/23W

FFnh13 86K, FERME; Rife Ry EFSFHILF IR LML A
. A, FE. FERAF-(CH)mRso; Rsv Ry. Rsife Rg £BFF
Wbz g H. A gREE. REE, FR. FrEA. -
(CHp)m-Rgo. COOR, (HE ¥ R=(. X XkX. FEX. Fhife-
(CH)m-Rgo ) 2= CONRR, (H+ R, & R=H. bi. k. F XK.
F B Ae-(CH)m-Rso) 5 Ryo T ABRAKG IR F K. KA, K
WA X % F K (polycyele); m AHFFLFIR LA 02 8 EHK, &
FowAh; FH, HEAAHATFHE, ARG RSYRE 2T
Bk,
W — AR 2 A T R T o B Bk

ra R RS

RG

R7—-.N/&s s)\N’ RY

R RS I

EdnAh13 8K, i, RiAR ASMNIFIL TR LML H
A, Tk, FE. %%E#-(CHZ)WRSO; R;. R4. Rs. R4, Ry,
Rs. Rofe Ryp EHAFA PR IHE A H. i, gAREE. K.
FE. A, (CH)mRg. COOR, (£ ¥ R K. K&k, F4.
% bt A A2-(CHy)m-Rso ) 7= CONR R, ( £ ¥ Ry R.=H. stk . Rk
FE. FAF-(CH)mRso) ; Rgo KT RBRAG IR TR, FL
A FKHERAXRSKE, m AFSFHHATHIA 02 8 ¥k, ol
SBAE; JFE, HBEAHFHR, BARYABAR G RS R — 65Tk
K.
B — AR 4 My T R o AL Ak

24
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R8 R’ R“RS
R11 n

N Nwp1

R
RE=™ T

N\ / s

A p2
R12 m l:
sz')n(‘sR

RER® )

AEF nA138eEs, €fEif; RiFRASFHIA TR LML A
A, A, FR. FREF-(CHy)m-Rso; Rs. Ry. Rs. Rg. Rs,
Rs. Rs. R7. Rg. Ro. Ryp. Rii» Rpw Rz AFAFIF AP35 3% f H.
A, mAREE. K. FR. FrK. -(CH)m-Rs. COOR, (4
v R=kX. XA, FE. FREFA-(CH)u-Rso) = CONR,R, (1
¥ Ry& Ry=H. 5. k. FE. FREAF-(CH)mRso) ; Ry &
TABAKGIBARGTE, T, THEEAXZKE;, m AH5FHIL
Fah 0 3] 8 ey, ¥R, FHE, HERAHTFHN, Gk
Ay X BRAK 64 Ry R — 0 2T BRAK

B P 3. BA

B 1A TaMkER L — e REAMLEH.

B 2 kTl EAR I —se R A M EH.

A 3 A TAUMRECAR T 69— X R M e &4,

A 4 2 TRX-Fo R X-PACl(1g), 694 H . (HTHFRLEERT
SRT. £30%EETHEAMEIK) .

ik 546 7 K 4 it A

AKX ARBLIEFRKAFKGHSE la—q (B 1-3) , oLk S
Pd(0)3 PAd(I #2644 (B 4) , ATR4EAE 100C FaRE S &g
¥ 85 2 18] ¢ Heck B #9AR] (& 1) .,

1. A FAEXSE AR T B 6 Pd A4k Heck B E &) Bk Bt
e

25
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1. A TR EE AWK T B 6 Pd A4k Heck BUA &) ZLMR Fe ik *

Pd(dba),/ Bz, 4k

Al + Ss-COzMe N O pp - C0Me
100°c
Pd Bﬂ'ffﬂ b
MEH LN (mol%s)  (h) I TON
1 1e 0.1 1 >99 10°
2 19 0.01 2 >09 104
3 1h 0.01 2 >09 104
4 1i 0.01 1.5 >99 104
5 11 0.01 6 86 8.6x10°
6 in 0.01 4 05 9.5x10°
7 10 0.01 4 45 4.5x10°
8 1p 0.01 4 99 10*
9 1q 0.01 2 99 10*
10 1 0.0001 48 50 5x10°
11¢ 1n 0.001 0.5 89 10°
12¢ 1q 0.0002 5 99 5x108
13¢ 1n 0.0001 12 99 108

"REARBETHAT.Y KRBT EAAEER
YA M ARe) TH AR kg F R E., /£ 150C,
VBB T 4 180C 347,

REERZRYTHRAT, FHERAGHARNBAZLER LEE
. BFBEREARGERST T HELGUHBLEIE EXE%H. I
ORI 1a-c JLF T ALZEH, vA NH 345 445 65 SRR AR 1d 891
LR A e, Rf, AEARKDTEH NN'- IR 6 KK 8RBk
le-1q 4Btk (& 1 4B 1-8) WHIIRE RIFEH; BAAEST
1%.3) 0.0001 mol% ., BB & T ALERNEH TASE THAT, ALRY
KA (RE 124 13)

1R A SR AHBRE 100-130CTF, #—F KMk 1g-Pd(0)
#= 1q-Pd(0)%-4-% #£ Heck BB F 64 BALK ) . & 2 274 0.01 mol%
Pd AR A FH B TEFI KR (8 1-2), o-Rp-BRA
W RLRESYRDHFE ZRAOHEZY, 222 REF08L
MBHEALERE (AA 34) . &%, FALOHALTARGER
ZREZUBAEAN BT B EARFHR L HITTL (RE 5-8). £0.1
mol% &) Pd & 44 T 3-8t 4L 0% IR A B 5 X LH1GEE (A
H9). 4Ly BUhTRAAEKRZRETH/K (RE 10, 160T) .,
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200580009713. 3

o

Wl 45 55/231

2. FRBAFEREEHEG Heck R *

2
:R Pd(dba),/1g 3. 1q R R?
R Ar R3
2 N
Pd BHiE R
AR EAA oo o oup
1 19 Phi ~-coB (.01 2 99
2 19 H.;co—O—l ~-cos’ 0,01 3 09
3 1g Ph! oM 1 10 88
4 1q weo—{ Y =M 05 5 68
5 19 wooc-(_ )~  COOMe 0.1 15 92
6 19 H;coc-O—er Ph 0.1 15 99
7 19 PhBr Ph 0.1 24 74
8 1q NN, S 01 100 99
B
9 19 Y Ph 01 24 90
N
10 1q Ko 05 24 76

Beller 4R i# 3. £ A1 BusNBr 4k % & T MRS A 0 5 X R 8
Heck R B TiFE X k&, " L, Y¥REBERMAZHH,
% % G AL A T 4640 60 4bdh Ao 75 AN 04 KA 4 & Ak 1g-Pd(0)-4E 4L
g Heck R, R L AERI P, 40ty H A 0.5mol%4 Pd &
AETRHE24WZE ZRAAGKE(RE 1-3),4/28 £ A 0.2 mol%
Pd AR B A A RT A4 AE 4). AARGEHT, 28 1 mol%
& Pd A B, FAGFEAIRAAE 24 h R 5XTHBE (R E
57) . ABBRETERARLULELEFRKGRL LR, 2035 TR
el ® (R E 8-10) . R, AEXARGFHTOWHY, FFEL4EA
BEBRTHPAdEAF (2mol% ) B (B 11) .
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¥ 3. 464L G2 b A iE L8 RS 5 2 6 Heck R A

Pd(dba)y1g R

——————tema
AX  + =" NaOAc, TBAB
135 °C

Pd B R
A AX R (mol%)  (h) (%)

H;CO—O—BI Ph 0.5 24 99

moo—{_ )= COO'Bu 05 24 99

1
2

3 M= coosu 0.5 24 97
4 weol ) Ph 0.2 3 80
5 o) Ph 1 24 96
6 o ) Ph 05 30 67

7 Q::o, Ph 1 24 99
8 meoc—( o COO"Bu 2 24 77
9  moc—{ )= COO"Bu 1 24 80
o QC, ~ coosu 24 90

n Oy . Ph 2 2% <5

FROEFEAMBREG G Pd-HE4Y Suzuki X XABIER K R 3
BFAH B R GF RSRB &, I HER VAR TS AR
v zEA. Y AP BARGBRERE LT ABTHERRL
BERMAREA Suzuki REFHER. kA 1q A BAKNGER 4
AR, AT AR TR, EH REMH T A 100C T A 0.01 mol%
PAWHHEATASNZEHFAKAGSBKE (X3, E1) .

ZEREERGERD, RNFH TN FTRELSFEAMBHBIKR
. P FEARENY, EABSATA 01 mol% Pd &5/ T /& 3h
HERTILFZEGKE (RE 2-6) ., F—F5@, 4G ERXT
B2 /£ 0.5 mol% Pd 94 £ T A 120CF38)1&6FE (B 7)), LA
1R KA AReg ek 1i AR EMeg4 R (ARE 8) . Ad, A
20 mol% TBAB T A3 nik R (B 9) . - F35-—RAFXEAME, %
44 TBAB ¢+ 47 R BT 38 2564 % (SR8 10) . A1
mol% Pd F A 20 mol% TBAB B A A X AR FATHIHKE (A
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o

W B7/2301

B 11xt12) . {AFEENR, 1-BRTHLEHAKE-Pd 2% T KR H
SREAMBOSHRAEE (RE 13) . i, CEEAFE=RMBR
411 e dn 7 04 A MR BR BB BB, A RA 0.1 mol% Pd & & 100
CTHASHKE(ARRD 14 #2 15). L £ & —F BIRAGHEALR H47(0.01
mol% ) Fi# 477 Suzuki B A, 3-AK:EKE 120C F A 3h AFA &
#lk® (RA 16) .

% 4. & 1q-Pd(dba), #E 4t &5 Suzuki /BB R K

Pd(dba)-1q

AX +  Ar'B(OH), Ar-Ar!
K3CO,, NMP, H)O
Pd T t [T&3
1 2
MmHE Ar'X Ar B(OH)2 (l’TlOl%) (°C) (h) (%)
1 meo—(_)—  PhB(OH),  0.01 100 3 92
2 o~ )~  PhB(OH), 0.1 100 3  92°
3 wase—{ > PhB(OH), 0.1 100 3 90
4 ") PhBOH), 01 100 3 99
F3C:
5 °’“©_w F;OD_G O 0.1 100 2 97
oN F
6 O—w FD—S(OH): 0.1 100 2 89
7 meo—{ Y-s  PhB(OH), 0.5 120 10 33
8°  weo{ Yo PhB(OH), 05 120 10 27
99  meo{ Y= PhB(OH), 05 120 12 67
F
10°  weo Yo Hwow 05 130 12 51
17 ony I  PhBOH), 1 130 40 10
12% oy Y-  PhB(OH), 1 130 24 49
13 = PhB(OH), 0.1 100 1 80
14 ) PRBRK 0.1 100 1 99
15 o )-w  PhBFK 0.1 100 15 87
16 "@- PhB(OH), 0,01 120 3 99
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B2, RRMEFRRKRAKRYEL S W ER REH T A Heck #o
Suzuki BB RKE P EHEN L SR HRF GBI E R, AX
BB R H P ZRT RF 4 TON f= TOF( 2t F Phl fo A W BLIE T B8 49 R
&, TON & Xi& 1,000,000, TOF & X ix 200,000) .

L HH 1.
AR B 1£-1k #9468,
- 7\ NaBH(OAc)
Ar—NH, o »- AT-N/ \N—Ar 3-
C,HsOH/H,O CrizCh, =1
80-93%
60-90%
7 _
FikA 1,1 -BAAREE - N/—\N
3R, 100°C Ar~ ~Ar
/—\ T
Ar—NH HN—Ar S
Py 1f: Ar=4-MeO-Ph
. 19: Ar= ﬁg)‘i{
F Na,CO3, THF 1h: Ar=2,6-Et,-Ph

1i: Ar=2,5-But,-Ph

75%

" L
HyCO 2 _PRCHO  co NHBn kB ~ HiCO N/\:S
H3°° NH, NaBH (0AQ) HaCO NHEn 5% Haco q
1k

A1
1 A FEASRIFKEREAAR (B#E1) .
7k A
B NN-—F A —ELKFEF éﬁi*?&i&#ﬁn)\ L,I-sAKE X =
sked (1.2 %8) . REHmkk 100C FHIFiB13 TLC B E.
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EXRZG, BEARR LR TEBHEIFMH HCl f Kk, HHMN
BEEAT TR%. BA3AREE LI S%NLETLLAILGR
P& .

7 % B:

EEBTEOBREENG NN-ZF R — s Na,CO; (1.5 58 ) EAK
THF ¥ RdH b dmmts (1.2 %8 ) ¢ THF B%. ETETH
HiFTERZE, MAKFLRLE. WAHANERH HCl o3 Rkik, T
Bk, BLEEEEERMNIS%LE T L LT LK.

1f 84 4] &

HRAFHE A; 75%i%E. M.p. 167-168TC; 'H NMR (300 MHz,
CDCl;) & 7.42(d, J=9.0 Hz, 4H ), 6.95 (d, J=9.0 Hz, 4H ) , 4.08 (s, 4H ),
3.81 (s,6H) ; C NMR (75 MHz, CDCl;) 5 182.2,158.1, 138.8, 127.5,
114.2,55.4,49.8; IR (em™) : 1511, 1443, 1285; LRMS (EI) : 314 (M,
100) ; HRMS (EI) : Cy7H;sN,0,S (M") 3 F44: 314.1089, 5= @
{&: 314.1088,

1g &4 %

1 B 7k B; 85%jk &, M.p. 218-218.5C; 'H NMR (400 MHz,
CDCl;3) 56.91 (s,4H) ,3.94 (s,4H) ,2.26 (s,6H) ,2.24 (s, 12H) ;
3C NMR (75 MHz, CDCl3)$ 181.1, 138.2, 136.6, 134.5, 129.5, 47.6, 21.1,
17.8; IR (em™) : 1488, 1331, 1271; LRMS ( FAB) : 339 (M*+1,100) ;
HRMS( FAB ): C2iHN,S(M™+1 )3+ A48 : 339.1894, 52 M]44: 339.1879,

1h & %] &

%8 5% B; 70%ik %, M.p. 152-153°C; '"H NMR (300 MHz,
CDCl;) & 7.32 (t, J=6.6 Hz, 2H ) , 7.20 (d, J=7.5 Hz, 4H ) , 4.02 (s, 4H ),
2.80-2.70 (m, 4H) ,2.69-2.60 (m, 4H) ,1.33 (t,J=7.5Hz, 12H) ; "C
NMR (75 MHz, CDCl5) & 182.6, 142.5, 136.1, 128.8, 126.5, 49.1, 24.0,
14.4; IR (em™) : 1484, 1285; LRMS (EI) : 366 (M*,39),337(100) ;
HRMS (EI) : Cp3H3oN,S (M7) 3 F4#: 366.2130, sml{E: 366.2120,
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1i & 4] &

— T 92%ik#%. '"HNMR (300 MHz, CDCl;) §8.27 (s,2H) ,
7.35 (d, J=8.3 Hz, 2H) , 7.25 (d, J=8.3 Hz, 2H) , 6.86 (s, 2H) , 1.43
(s, 18H) ,1.34 (s,18H) ;: >*C NMR (75 MHz, CDCl;) & 158.6, 150.1,
150.0, 140.4, 126.0, 123.8, 116.0, 35.3, 34.4, 31.3, 30.5; IR (cm™) : 1609,
1492, 1265; LRMS (EI) :432 (M%,100) ; HRMS (EI) : CsHuN,
(M") - F44: 432.3504, SR4E: 432.3504,

=B 90%¥ % . '"H NMR (300 MHz, CDCIl;) & 7.18 (d, J=6.1 Hz,
2H),6.80 (s,2H) , 6.75 (d, J=6.1 Hz, 2H ) , 4.18 (brs, 2H, NH) , 3.57
(s,4H) ,1.39 (s,18H) ,1.32 (s,18H) ; C NMR (75 MHz, CDCl3)
5 149.9, 146.2, 131.2, 126.0, 114.6, 110.0, 45.0, 34.4, 33.8, 31.4, 30.2; IR
(em™): 3688, 3601, 1561, 1265; LRMS(EI): 436(M™, 20),219(100);
HRMS (EI) : C3HysN, (M") it F{f: 436.3817, sLqifd: 436.3817,

Bk 1R 7k B4l& . AAREH THF ¥ 8B RAMIFFERRE
Widm, AREKREGERGEEZENSEE 1i, AGEEHK (75%IK
%), M.p.212-214C; '"H NMR (400 MHz, CDCl;) § 7.45 (d, J=8.5 Hz,
2H),7.32(d, J=8.5Hz,2H ), 7.02 (s, 2H ), 4.06-4.03 (m, 2H ), 3.93-3.91
(m,2H),1.50 (s, 18H ), 1.30 (s, 18H) ; >*C NMR (100 MHz, CDCl;)
5 183.5, 150.4, 145.0, 140.8, 128.0, 127.8, 125.3, 53.4, 35.4, 34.3, 32.1,
31.3; IR(cm™ ): 1418, 1275; LRMS(FAB ): 479( M* + H ); FAB-HRMS:
C31HyN2S (MT+H) HHA4E: 479.3460, FER4E: 479.3460,

1j #9441 &

R FE A, 75%IJ %, M.p. 173-174C; 'H NMR (300 MHz,
CDCl3) 6 7.41-7.15 (m, 10H ) , 3.82-3.77 (m, 4H ) , 2.32-2.24 (m, 2H ) ;
BC NMR (75 MHz, CDClL;) & 180.7, 147.4, 129.2, 127.4, 125.8, 51.4,
22.3; IR (cm™ ) : 1494, 1285; LRMS (EI) : 268 (M", 73) ; EI-HRMS:
CiHigN2S (M7) 3+ H 5. 268.1034, F@m{li: 268.1015,

1k & 4%
EFET QBRI N 22-ZHR-66-=F AKX * (60mg,
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0.25 mmol ) F= NaBH(OAc); (212 mg, 1 mmol ) £ =R ¥4 (10 mL)

ey B R P A MEFR (0.06 ml, 0.58 mmol) ¢ —H F4 (2 mL)

Bk, REHROMBIHFIR. S ERAKR EHERELEHFT NN'-
¥ E -k, AdEEK (94 mg 90%) . '"HNMR (300 MHz, CDCl;)
$7.26-7.11 (m, 12H) , 6.38 (d, J=8.2 Hz,2H ) , 6.32 (d, J=7.7 Hz,2H ) ,
4.32(s,4H),4.17(brs2H),3.70(s, 6H ) ; *C NMR (75 MHz, CDCl;)
5 158.1, 147.3, 139.9, 129.6, 128.4, 126.7, 126.6, 107.2, 104.2, 100.6, 55.7,
47.5; IR (em™) : 3432, 3086, 3051, 2938, 1586, 496, 1472, 1422, 1282,
1131; LRMS(EI): 424(M", 33),333(100); HRMS( EI ): C25H,3N,0,S

(M*) 545 424.2151, S@ifh: 424.2138.

Mk 1k 42 F) 7 ik B 414, 85%ijk % , MLp. 179-180°C ; "H NMR( 400
MHz, CDCl;)$ 7.27( t, J=8.2 Hz, 2H ), 7.04-7.00( m, 6H ), 6.88( d, J=8.2
Hz,2H) , 6.83-6.80 (m, 6H) , 5.72 (d, J=15.3 Hz, 2H) , 4.81 (d, J=15.3
Hz, 2H ), 3.75(s, 6H); *C NMR( 75 MHz, CDCl5 )5 199.6, 157.2, 147.7,
137.1, 128.7, 127.9, 127.5, 126.7, 121.8, 113.9, 108.8, 56.8, 55.9; IR (cm’
1): 3051, 1592, 1579, 1464, 1420, 1245, 1190; LRMS( EI ): 466( M*, 100 ),
375 (86) ; HRMS (EI) : CyHyN,0,S (M') # 5 14: 466.1715, %
M 1{E: 466.1718.

5% 34 2.
3 IR B Be A & A AR
- 7N\ VAR & &
Ar—NH " AN N—Ar NaBH(OA?)? a—NH HN-ar AL
2 T ¢ HgOHM,0 DCM, © i EtoN, DCM
Ar—N N—Ar 11
YR .
~ salgaeh
Ar—N N—Ar 11 Ar=2,5-Bu'y-Ph

— /\ m,In; Ar=3E 3%

A, o~ |
Ci”m Y g7 d Tk ~ N/& }:N "

33



200580009713. 3 oM P E12/23m

ZOC FTHNN-ZF K —# (1.0 mmol ) #NEt; (3% %) ¢ THF
HRBMBBEHGRAAR (3.05F) HAKTHRER T, A58 TFH
HFERZE, BHAMERKREE, FTHRIKRS.

T FAERRR-AM S, B ERFR ) R Feid B84 B
EEHGEAEFAEI00C Finik24. 0, KRE K5 &RAEOAHKH B H
RAWHCI e 3 Kk, WA METIRIF KRG, SHEE LTI sheyn-
Bk, HéaE Bk,

1I: & & B4k, 95 %ilk & ; m.p 225-226 °C; 'H NMR ( 400 MHz, CDCl;)
§7.37-7.34 (m,2H ) ,7.21-7.18 (m, 2H ) , 7.18-7.00 (m, 2H ) , 4.87-4.79

(m,2H), 4.15-4.11 (m, 2H ), 3.54-3.35 (m, 8H ) , 1.44-1.19 (m, 48H ) ;
C NMR (100 MHz, CDCl3) § 190.0, 149.1, 142.9, 141.3, 129.8, 127.4,
124.1, 54.0, 52.5, 35.6, 34.0, 32.0, 31.1, 25.2, 24.2; IR (cm™) : 2958, 2865,
1609, 1440, 1397, 1362, 1244, 1185, 1133, 1026; ESI LRMS: 690 (M, 2 ),
359(100); EI HRMS: C4,HgNyS; # F185: 690.4729, 5 @44 : 690.4717.

Im: & & B4R, BHFIKEA %; m.p222-224°C; 'HNMR (400 MHz,
CDCls) 5 6.83 (s, 4H),4.29 (s,4H),3.30-3.27 (m, 8H ), 2.25 (s, 6H ) ,
2.18 (s, 12H) , 1.39-1.36 (m, 4H ) , 1.17-1.15 (m, 8H ) : *C NMR (100
MHz, CDCl3) § 188.3, 141.3, 136.1, 134.3, 130.0, 51.9, 50.9, 25.2, 24.2,
20.7,19.1; IR (cm™) : 2934, 2851, 1609, 1473, 1422, 1369, 1245, 1185,
1159, 1131, 1027; EI LRMS: 550 (M, 34) , 152 (100) : EI HRMS:
C3;Hy6NSS, i+ HAl: 550.3164, Za4E: 550.3158.

In: & & B4k, HHIKE 38 %; m.p197-199 °C; 'H NMR (400 MHz,
CDCl3) § 6.82 (s, 4H) , 4.29 (s, 4H) , 3.30 (q, J=6.8 Hz, 8H) , 2.24
(s,6H),2.21(s,12H), 0.73 (t,J=6.8 Hz, 12H ) ; *C NMR ( 100 MHz,
CDCl; )5 189.9, 141.6, 136.4, 135.0, 51.3, 46.0, 20.8, 19.2, 11.7; IR(cm™ ):
2963, 2929, 1651, 1486, 1441, 1411, 1370, 1348, 1274, 1223, 1185, 1152,
1120, 1081, 1013; EI LRMS: 526 (M, 42) ,277 (100) ; EI HRMS:
C3oHy6NyS, ++ HAl: 526.3164, a4E: 526.3168.

= #4] 3
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TR X BBk B Ak Lot & k.0

_NHs NH NH ”LAWFE”E N{-I_\NH'HCI
NH O—\ q?g;}-_ 2 2)He! 2

| M
« [ o @ NM}
r —_— s
- NaZCO;.,,THF- A
N&NQ U‘Q
lotg#]4&: :

10

ES81CTFé ey — M3 (2.0g, 9.2mmol ) FNa,CO; ( 0.85g,
8mmol ) A£CH;CN (15 ml) P& RASH FEBMARXGE FR)H =
X (0.72g,2.3mmol ) ¢§CH;CN (10 ml) E%& . ¥F3 G RAMWE K
2400, REWRSHA LR UBHBFRAEREE, FRAKSE.
4%45@] & i R & -F THF (30ml) F Ae ANa,CO; (1.27g, 12mmol ) .
EERTIEFLZBR B MAZKLR (0.7m], 9mmol ) ¢ THF (10ml) .
Eéﬁ#ﬂ&zé, % %THF, Ak (20 ml) #ZBR 8 (40 ml) .
¥AMERAHHCIH K%, TRFRSE. B3 EREEZX (20%C
BR . BS/ G wh Bk ) 133 sh ey SR-#ilklo, A& & B4R (150mg, 11%) .

NayCO3, CHyGN

lo: m.p >230°C; '"HNMR (400 MHz, CDCl;) & 6.97 (s, 1H) , 6.95 (s,
4H),4.97 (s,4H),3.66 (t,J=8.4 Hz,4H ), 3.41 (t, J=8.4 Hz, 4H ) , 2.43
(s,3H),2.40 (s,6H) ,2.29 (s,6H) ,2.22 (s,12H) ; “C NMR (100
MHz, CDCl;) & 181.7, 138.6, 138.1, 137.8, 136.5, 134.7, 130.8, 130.7,
129.4, 46.9, 46.3, 45.5, 21.0, 20.4, 17.7, 16.2; IR(em™ ): 2917, 1609, 1489,
1437, 1408, 1326, 1309, 1273, 1233, 1033; ESI LRMS: 585 (M+1,100) ;
ESI HRMS: C3sHyuNyS;+Na 3+ F45: 607.2905, L R@{: 607.2883,
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5 3.4 4
AR Bk Be Ak 1p A1 q &g A Ak

2 2
CICH,COOEt /—< NaOH /“4
Ar—NH, Ar—=NH © Ar—NH OH
NaCO, N EDCI/HOBt

N N ’>
NH HN =] AL %H H.:;\} Na;CO4 ,N’j*s SJ‘N
Al hr N, hr Af A
1p: Ar=3E 2
1q: Ar=2,5-Bu',-Ph
1pF=lqty %14

ZOC F¥Mee-— P wist (2M, ATHF+ ) (3.6ml, 7.2mmol, 8 %
%) MR =B (0.9 mmol) 8§ THF (20ml) &%k P, RE¥ERS
AR, EAHANFTEZE, FFEREMATEABRFRLZ G,
BREEMN. MATE (10ml) FHRREBRETHRE. ¥F3wkA
ERATT—H.

= B 6 L 45 3] 69 w9 e Ao NaCO; (6 4 & ) £ R AKTHF ¢ 6584
HPmARXALETHF T #HER. REWFRADEFTR THIE
B, BILEREEFINTEEF L BT E| 48R RR-BLk.

1p: & & B4k, 45% & F ik ®; m.p >230 °C; "H NMR (400 MHz,
CDCl; )5 8.20(s, 1H ), 7.51-7.44(m, 3H ), 6.97(s, 4H ), 4.29( t, J=8.4Hz,
4H) ,3.91 (t,J=8.4 Hz, 4H ) ,2.31 (s,6H) ,2.28 (s, 12H) ; “C NMR
(100 MHz, CDCl; )5 180.7,141.0,138.3,136.3, 134.7,129.4, 128.6, 121.1,
120.2,49.3,47.2,21.0,17.8; IR(em™ ): 2917, 1604, 1489, 1421, 1306, 1277,
1076; ESILRMS: 515 (M+1,100) ;: ESI HRMS: C;30H;3N40,S,+H
HAA: 5152303, FwfE: 515.2294,

1q: 4 & B4k, BFIKE 41%; m.p >230°C; 'HNMR (400 MHz,
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CDCl3 )5 8.24-8.22(m, iH), 7.53-7.43(m, 3H ), 7.38(d, J=2.0 Hz, 2H ),
7.35 (d, J=2.0 Hz, 2H) , 7.11 (s, 2H) , 4.29-4.18 (m, 4H ) , 4.13-4.07
(m,2H),4.01-3.93 (m,2H ), 1.48 (s, 18H),1.34 (s, 18H) ; *C NMR
( 100MHz, CDCI; )$ 184.1, 150.5, 145.0, 141.2, 139.6, 128.8, 128.7, 128.2,
127.5, 125.5, 121.8, 121.6, 121.2, 52.6, 49.4, 35.4, 34.3, 31.9, 31.2; IR
(em™ ): 2960, 1604, 1559, 1475, 1414, 1297, 1084; ESI LRMS: 655( M+1,
37),639 (100) ; ESI HRMS: C4HsN;S,+H #+ B {4: 655.3868, =&
ME: 655.3864.,

4] S
3 A mhFodh 12 49 Heck BF &8 —f&E 7 %

Pd(dba),/ 5%k R
U — ——
Arl + —/ TE A, DME Ar
100 °C

££ %8 F 4% Pd(dba), (1.5 mg, 0. 0025 mmol ) F=#ilfk (4 % &) A&
DMF (0.5mL) F#.3 0.5 ) 8¢, RS ABK XK (0.28 mL, 2.5 mmol,
JE A AL A Be=1000:1 )F= & 5 B2 ¥ #5( 0.27 mL, 3.0 mmol )# TEA( 0.42
mL, 3.0 mmol ) . FBRMA Ik F3 £ 100C Fmik (4 ARA
FubBRRSHATRERFRARAGLER) . £HFHEAXE, BER
ALRTE (20mL) HBEFAKFEKE, AAEZTHRELRLE
FAARER (0128 mL) 44 W47, @id '"HNMR (400 MHz %% 300
MHz) 447, @i ps =% ego/B-H Fa XX (AAR) H484-H 8%
R, MRABEE TR,

. COOMe
e "H NMR( 300 MHz, CDCl; )5 7.67-7.63( m, 2H ), 7.54( d, J=4.1
Hz,2H ), 7.38(d, J=3.3 Hz, 1H ), 7.10( t, J=6.5 Hz, 1H ), 6.44(d, J=16.1
Hz, 1H) ,3.81 (s,3H) . AT REZREFF, #£F£6.44 ppmi &y /=

W&, ATFEH5MER (A4F) 94842-H (£8.20 ppm ) #HATHE.
COOBu-n

Ph/_j TH NMR (400 MHz, CDCl;) 6 7.73 (d, J=16.0 Hz, 1H) ,

7.52-7.57 (m,2H) , 7.40-7.45 (m,3H) , 6.49 (d, J=16.0 Hz, 1H) , 4.26

(t,J=6.9 Hz, 2H ), 1.71-1.78 (m, 2H ), 1.54-1.45(m, 2H ), 1.00( t, J=7.4
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Hz,3H) .

~~. -COOBu-t

Ph" 'H NMR (300 MHz, CDCl;) § 7.73 (d, J=16.0 Hz, 1H) ,
7.53-7.57 (m, 2H ) ,7.40-7.45 (m, 3H) , 6.49 (d, J=16.0 Hz, 1H) , 1.34
(s,9H) .

Ph
~

PR "H NMR (300 MHz, CDCl3) & 7.53 (d, J=7.2 Hz, 4H) , 7.38 ( dd,

J=7.1,1.5Hz,4H) ,7.28 (d, J=7.2 Hz,2H) ,7.13 (s,2H) .

COCH;,

«~  THNMR (300 MHz, CDCl;) & 7.55 (d, J=9.4 Hz, 2H) , 7.52
(d, J=16.0 Hz, 1H) , 7.40 (t, J=3.5 Hz, 3H) , 6.72 (d, J=16.0 Hz, 1H ) ,
2.39 (s,3H) .

C"_<=_—__>/_T_/COOBU-N 1
H NMR ( 300 MHz, CDCl;) & 7.63 (d, J=16.2 Hz, 1H) ,
7.43(d, J=6.2 Hz, 2H ), 7.35(d, J=6.2 Hz, 2H ), 6.40( d, J=16.2 Hz, 1H ),
426 (t,J=6.9 Hz, 2H) , 1.78-1.71 (m, 2H) , 1.54-1.45 (m, 2H) , 1.00
(t, J=7.4 Hz,3H) .

. _COOBu-n
wl )Ty NMR( 400 MHz, CDCl; )5 7.68( d, J=16.0 Hz, 1H ),
7.51(d, J=8.9 Hz, 2H ), 6.94( d, J=8.9 Hz, 2H ), 6.36(d, J=16.0 Hz, 1H ),
4.25 (t,J=6.8 Hz, 2H ), 3.87 (s,3H) , 1.76-1.70 (m, 2H ) , 1.52-1.46 ( m,
2H) ,1.02 (t,J=7.5Hz,3H) .

___COOBu-n

W) 'H NMR ( 400 MHz, CDCl; ) 5 7.70 (d, J=8.4 Hz, 2H ),
7.56( d, J=15.7 Hz, 1H ), 6.62( d, J=8.4 Hz, 2H ), 6.51( d, J=15.7 Hz, 1H ),
6.17 (s, 2H ) , 4.26 (t, J=6.9 Hz, 2H ) , 1.78-1.77 (m, 2H ) , 1.54-1.45 (m,
20H) , 1.00 (t,J=7.4 Hz,3H) .

COOMe

o "H NMR( 300 MHz, CDCl3 )5 7.55( d, J=6.9 Hz, 2H ), 7.40-7.19
(m,4H) ,3.82 (s,3H) ,2.13 (s,3H) .

N COOMe

PR '"H NMR (300 MHz, CDCl;) & 7.53-7.45 (m,3H) , 7.37-7.35
(m,2H), 6.13(q,J=1.2 Hz, 1H), 3.75(s,3H ), 2.58(d, J=1.3 Hz, 3H ).

% 74 6
3 B8 Fedh 12 64 Heck B E 8 —R& F ik
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Pd(dba)-1g R
e P ——

ABr + =" NaOAc, NMP A
130°C

A %8 F 3% Pd(dba), (1.5 mg, 0.0025 mmol ) F=#Mk 1g (3.4 mg,
0.0lmmol ) £ NMP (0.5 mL) 33 1.5 ) 0., s P mAFKE (2.5
mmol, S/C=1000) . % (3.8 mmol) #= Z & 4H 330 mg (3.8 mmol ) .
RERTR R HBAMEHFA 1B0Ch, AAFTHRAZE, FERAT
BB (20mL) HBEFA KKtk AAETRECRTE M
ARSI K (0.128 mL ) 4 3 A 4%. i@ it "H NMR (400 MHz 3 300 MHz )
oA, BT R FHeGo/p-H FeMAXK (AAR) 94842-H 69552 E,
R ZABBR T oI E .

. COOMe
OHC
9 "H NMR( 300 MHz, CDCl; )8 9.99( s, 1H ), 7.87( d, J=8.1
Hz,2H) , 7.70-7.62 (m, 3H) , 6.52 (d, J=15.9 Hz, 1H) ,3.79 (s,3H) .

____COOMe
e U 'H NMR( 300 MHz, CDCl; )5 7.80-7.75( m, 3H ), 7.42
(d, J=6.8 Hz, 2H ), 6.34( d, J=16.1Hz, 1H ), 3.63(s, 3H ), 2.42(s, 3H ).

___Fh
weool ) 'H NMR (400 MHz, CDCL;) & 7.53-7.45 (m, 4H) ,
7.36-7.32 (m, 4H) ,7.28-7.26 (m,2H) ,7.17 (d, J=12.3 Hz, 1H) , 7.07
(d,J=12.3Hz, 1H) ,2.55 (s,3H) .

Ph

o) "H NMR (300 MHz, CDCl;) & 7.85-7.32 (m, 15H) , 6.24
(d, J=16.2 Hz, 1H) .

Ph

O g NMR (300 MHz, CDCl;) & 8.70 (d, J=1.3 Hz, 1H ) , 8.45 ( d,
J=3.5Hz,1H) , 7.52 (d, J=9.0 Hz, 1H) , 7.36-7.33 (m, 2H) , 7.30-7.25
(m, 4H) ,7.10 (d, J=16.2 Hz, 1H) , 7.00 (d, J=16.2 Hz, 1H) .

54 7
S8 SRR Fe BN F AR5 R Y Heck B8 —& 7 %
R Pd(dba),-1g R
AX + =/ NaOAc, TBAB a”

135°C
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% 100°C T 4% Pd(dba), (1.5 mg, 0.0025 mmol) . Mk lg (3.4mg,
0.0lmmol ) F=Z &8 44 (33 mg, 3.8 mmol ) A & TBAB (0.5g) f 33k
10 5o4F. B d ik mAZAE (0.25 mmol, S/C=100) F3& (038
mmol) . REARABBRMEH A 135CTh#h. EAAAFHRZE,
Haak M ORTE (20mL) HEFAKFEREE. EAZTHRET
BR B m AR A K (0.0128 mL ) 4 4 A 47. @it '"H NMR (400 MHz
& 300 MHz) 447, B d FHego/B-H fe X (A4F) #4845
Hep§RE, BB THegb®,

—Ph

o ) '"H NMR (400 MHz, CDCl3) 8 7.64-7.52 (m, 4H ), 7.45-7.40
(m,3H),7.33 (d,J=12.1 Hz, 1H) , 7.10 (d, J=12.1 Hz, 1H) , 6.98 (d,
J=8.2 Hz,2H ) ,3.88 (s,3H) .

Ph

(IN; TH NMR (400 MHz, CDCl;3) & 7.93 (d, J=7.0 Hz, 1H) , 7.74
(d, J=7.0 Hz, 1H ), 7.60-7.51( m, 5H ), 7.39-7.30( m, 3H ), 7.07( d, J=16.1
Hz,1H) .

_ COooBu-n
Q*// '"H NMR (400 MHz, CDCl;) & 8.13 (d, J=17.3 Hz, 1H) , 8.05
(d, J=7.8 Hz, 1H) , 7.84 (d, J=6.8 Hz, 1H) , 7.27-7.24 (m,2H) , 6.36
(d, J=17.3 Hz, 1H ), 4.22( t, J=5.0 Hz, 2H ), 1.71-1.67( m, 2H ), 1.32-1.28
(m,2H) ,0.96 (t,J=6.8 Hz, 3H) .

... CO0Bu-n

oL ) '"H NMR (300 MHz, CDCl5 )5 7.62( d, J=15.6 Hz, 1H),

7.41(d, J=7.1 Hz, 2H ), 6.66( d, J=7.1 Hz, 2H ), 6.22( d, J=15.6 Hz, 1H ),
4.18 (t, J=6.7 Hz,2H ), 3.00 (s, 6H) , 1.71-1.66 ( m, 2H ) , 1.47-1.40 ( m,
2H) ,0.96 (t,J=8.2 Hz,3H) .

% 741 8
% B pg Fe A BR &9 Suzuki B A 89— & F ik

Pd(dba),/1q

Ar'Br + Ar?B(OH Ar'—Ar
(O, K,CO3, NMP/H,0

ERAEEHTHFIEABEFTEER (0.5 mmol) . FAME (0.6
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mmol ) . K,CO; (1.0 mmol) . 4-3R-#Bk-Pd(dba), 1q%-4~% &y NMP
(2.5x10° M3z % ) #&#NMP/H,0 (0.75 ml/0.25 ml) A A B b . %
R RERR FHFAEMERET A, BFRERESHE LR TE
wWHE, RAEKE, FHANSOT R, REEhFRAshEdaR
EH R EBELL, FB .
OCH
'"H NMR (200 MHz, CDCl3) & 7.56-7.50 (m, 4H) ,

7.44-7.37 (m, 2H) ,7.32-7.25 (m, 1H) , 6.97 (d, J=8.7 Hz, 2H ) , 3.84
(s,3H) .

;

CHO
'H NMR (200 MHz, CDCl3) § 10.05 (s, 1H) , 7.97-

7.93(m, 2H ), 7.77-7.72(m, 2H ), 7.66-7.61 (m, 2H ), 7.52-7.39(m, 3H ) .

3

COOCH;
"HNMR (200 MHz, CDCl;) & 8.10 (d, J=8.2 Hz,

) ,7.68-7.60 (m,4H ) , 7.49-7.36 (m,3H) ,3.93 (s,3H) .

3

)
=

:
B

%2 1 NMR (200 MHz, CDCl3) 5 8.45(m, 1H) , 8.21-8.17

(m, 1H) ,7.93-7.89 (m, 1H) , 7.64-7.56 (m, 3H ) , 7.50-7.42 (m, 3H ) .

T
w

fa
g

m
@
(@)

NOz 1 NMR ( 400 MHz, CDCl;) 5 8.50-8.49 (m, 1H ), 8.34
(d, J=8.0 Hz, 1H ), 8.06 (s, 2H ), 7.98-7.95 (m, 2H ) , 7.73 ( t, J=8.0 Hz,
1H) .

F
F NO: 1H NMR (200 MHz, CDCl;) & 8.41-8.40 (m, 1H) ,

8.28-8.23 (m,1H) ,7.89-7.84 (m, 1H) , 7.68-7.60 (m, 1H) , 7.16-7.12
(m,2H) ,6.92-6.83 (m, 1H) .

3

-

OCHj

T
J

"HNMR ( 400MHz, CDCl;3) 6 7.49 (d, J=8.8 Hz, 2H ),
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7.09-7.03 (m, 2H) , 6.98 (d, J=8.8 Hz, 2H) , 6.76-6.70 (m, 1H) , 3.86
(s,3H) .

O O 'H NMR (200 MHz, CDCl3) 8 8.29(d, J=9.0 Hz, 2H ),

7.73 (d, J=9.0 Hz,2H ) , 7.60 (m,2H ) ,7.52-7.40 (m, 3H) .

Cl

I "THNMR( 400MHz, CDCl; )5 7.36-7.33( m, 10H ), 5.47(s, 2H ).
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R
ATt E FAEHF T @468 4., L TH B RE LK
A AR H A2 %,

(1) (a) Heck, R. F. Acc. Chem. Res. 1979, 12, 146. (b) De Meijere, A;
Meyer, F. E. Angew. Chem., Int. Ed. 1994, 33, 2379. (c) Cabri, W.; Candiani, |.
Acc. Chem. Res. 1995, 28, 2. (d) Negishi, E.; Coperet, C.; Ma, S.; Liou, S
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