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[0100] \f} . B]—\/ﬁ Pd:}(dbﬁ)}"P(T_-Bu}j {-}N - / o] })" \ ‘i_ W ;
i Q j L/ PN LR %\ , Pd(dppf)Cly/RE i 4 H‘N,\/j/_\::\
i) {fAB12 [5Rk3-1 = (/‘ B(OH),
N/

i) {kcl

] f4X1

[0101]  #E250m1f) = i, SR T, JIAO. 0lmo 1 i (A 44B12, 0. 012mo1 J5 k) 3-
1,150m1 P VR A SR J5 IG5 X 10-"mo1Pd2 (dba) 5,5 X 10°mol P (t-Bu)3,0.03mol#L ]
B4, AR AR 105°C, RIS N 247NN BURE R, 7 TRIRARA I 4R, OB 564 s AR I &2
i, IR DR 2L B, il R R IR, 49 2 5 bR R AAX

[0102]  7EZSI AR N FRENO. 02mo 1 HH [EI KX 1.0 012mo1 XL (HlMl i 4) —#11.0.0002mo1
Pd (dppf) C12.0.05mo 1 fig R T FH 28, 100-120°C T R M. 12-24 /N, BURE R, S B 58
A, HARAH T, SR e 75, A5 2O 7, b R R IR A 1S B R A CL s HPLC4H fiE
98.99% , K 73.5% ; LR T 454 (4 F2UCa6H32BNO2) : B AHC,82.92;H,6.19;B,2.07;
N,2.69;0,6.14;Mik1:C,82.94;H,6.21;B,2.05;N,2.67:0,6.15.EST-MS (m/z) (M+) : FHif
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fE N521 .47, SIZIME ~521 . 44
[0103] Syt {5 = BT 35 1 () AR BRI Hb (A ARC I & B RN R 1 381

[0104]

J2HE 1 FH 2 W a4k B
OO, Bk -4 onn
' Ja] 4K B1
O
mn -0 B L
P 8] 4K B2
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O Br H &
H,N Q‘O O B S
+ JA] 4k B3
Br ! ==
L
avast < o
GO 7
O + ] 4Rk B4
O @ "VL“NH
Br O »
¥ JA] 4k B5
.
% _ :f
[0105] & i) 4k B6
. QO
Qe Joo
NH
O 2 Br~( L)
¥ JA] 4k B7
] =
o ¢ @
W % Br Q'O HN
¥ A] 4k B8
NH, Br\© O H@N
N O ¢
# 4% B9
R Sy
N
(O # i 4k B10
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o Br O
efe .t N Yo
¥ A} 4K B11
@
O
O
¥ JH] 4K B12
Br
) o @%
H,NA ) a
P i) 4% B13
[0106] CDCD ‘ﬁi’ OH.
Q ¥ ] 4k B14
QO

ﬁ
&

&Qp@
¥ H] 4K B15
NH
B )~
@
P 3] 4k B16
% iy
Br H
¥ E] 4K B17
P A4k B B#t 3 P A4k C
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in ¥ o)
[0107] 1) 44 B12 il
r } _~ ) (FORR
Al Sy
\} Br@Br f/i
[0108]  SCjtifsl3 : Ab S 1IK & Rk :
Q =
[0109] 00 Br . O Pdy(dba); /P(t-Bu)z _ OO N
~ f &
e = 1N - / \
JRRLAT HiE]{£EB1 -

[0110]  #E250m1f) = M+, @A SRS T, JIA0.0lmol JFEFAL, 0.012mol H1 [A]44B1,
150m1 B A £EVR 4, SR S5 N5 X 10 mo1Pds (dba) 5,5 X 10 mol P (t-Bu) 3,0.03mol # T
BN, INFAER105°C , [R1AL R N 24 /N8 BUORE SSRR , SR TE AR I 4%, [ B 58 4 s H AR E A =
T, I UE PRV ZE BT A i P MR AE , 3 B H AR ), HPLC4E 9976 % , i %
76.1% o LW S5 (93 T3 CozHasN)  BRIB{E :C,92.69;H,5.24;N,2.08; MIIKX{EC, 92.67;
H,5.23;N,2. 12, HPLC-MS: ¥k} 3+ 8673, 28, Sl 7 5673, 32,

(01111 sEftafs4 . th &7 & R

()
[0112] QCO % Pdy(dba); /P(t-Bu); f,\NQ(
N P
BT BEAA PR (30 Oy
é\” ,f;

,JJf-:LAI EPanﬁ‘:Bz
[0113]  FZsita 9 3 AL & W LI & 7 V2 il 4, AN[R) s A2 T FH PR TR AR B2AX B Hh (1A B ; T
E M S5 (9T CssH30N) : FE 18 :C,92.53;H,5.51:N,1.96; MIiR1E :C,92.55;H,5.52;
N,1.93.HPLC-MS: Ml 4>F & NT713.31, SL 73 F#&713.35,
[0114]  SZjf55 : 4b S & i «

\_/ l Br _ Pd,(dba); /P(t-Bu)y L ‘;

= - - N

01151 ¢ §1) r“ BTEAEE D Q
JEELAL v [A]{AB3

[0116]  FaSita 5 3 AL & W LI & 7 V2 il 4, AN[R] s AR T F PR TR AR B3AX B Hh (1A B ; T
E M S5 (9T CssH30N) : FE {8 :C,92.53;H,5.51:N,1.96; MR8 :C,92.54;H,5.52;
N,1.93.HPLC-MS: Ml 4>F & AT713.31, Sl 73 F#713.33,

[0117]  SZjfEfsl6 : A &M 16H) & -
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4

HN—
[0118] QO Br @ Pd(dba); /P(t-Bu); é@ @ :
C\;/\ g ~

BT AR a Q <
JELAL 1] A B4 &

[0119] & SL a5 3 rh Ak & W LI & BT V5 i 4%, AN[A) s AE T H vh (R 4AB4AR s Hh (144 BL ; 7T

FIMMTEE M (4 T3 CssHasN2) « FEIBE :C,91.31:H,5.02;N,3.67; M348 : C,91.32;H,5.03;

N,3.65,HPLC-MS: M L7 ¥ 8 N762.30, Sl 7 F&#762. 11,

[0120]  SEjitaf57 : Ak S D200 & K -

d C’=NH Pd,(dba); /P(t- Bu)g \H}f,\
[0121] =
\ O N

BUT B 2 ST !
JRRRAL ‘FIﬂJﬁSBS %

[0122] st o) 3Fh Ak & W LI & BT V0 45, AN [F) s A T R (Al R BS AR & H (144 B1 ; ot
Ry (91 R CssHaoN) : FHLE :C,92.89;H,5.24;N,1.87; Mlik{H : C,92.87:H,5.23;
N, 1.90.HPLC-MS : M K} 5 T8 4749. 31, Sl 4 T 8:749. 34,

[0123]  SEjitafsls : th A 43000 & ik -

%}g SV prgrs SRR O
\ » A =
[0124] (O CS QAL TH RS O Q&/b

JLJ».}f< i'A] LI_JIHHZISB()

x

‘Hﬂ_\
1
-

[0125] skt o 3 AL & W LI & 17 V2 il 4, AN[R] sl AE T F PR (A ARBO A & Hh (1A B ; T
Ry (51 CssHaoN) : FHLE :C,92.89;H,5.24;N,1.87; Mlik{H : C,92.88:H,5.22;
N, 1.90.HPLC-MS: ¥4k} 35 8749. 31, SE 75 749. 28,

[0126] iﬁﬁfﬂ9-ﬁc/~\%465@/~\ﬁi-

|

\\ y O
[0127] Pdy(dba); Pe-Bu); - (O Ne
O O RTRTE (SO

kAL H [ 4 B7
[0128] &5t 9] 3FH Ak & W LI & BT V0 4%, AN [F) s AT R (AR BT AR 8 1144 B1 ; oG
R (9 TR CesHasN) : FEL(E :C,93.16:H,5.17;N,1.67; MiR{H:C,93.18:H,5.15;
N, 1.68.HPLC-MS : #4 ¥} 53 T8 4837 . 34, Sl 43 ¥ 5837 36
[0129]  SEtafsl 10 : 1k S H63 11 & F -
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) T raam, oo d
0130
[ ] d \3 J HN \J BT B H R g"

JFURLAL o ] {4 B8
[0131] &5t 9 3Fh Ak & W LI & BT V0 4%, AN [F) s A T I R [A] R B8 AR & H 1144 B1 ;s ot
E TSR (4 F 2 Csoll3oNO) : BRI :C,91.09;H,5.05;N,1.80;0,2.06; MikAE :C,91.08;
H,5.06:N,1.81;0,2.05.HPLC-MS: #4 &} 5>F& 77730, SL 4> 1 & 777.35,
[0132]  sjitifsl 11 : A& T &«

._-> _
% @
[0133] f\ Pd,(dba); /P(t-Bu)s ® C E
}{‘\ ,r’} ‘\ BT REEN P %(

JE A2 |EIH/‘I&B2
[0134]  $% s34 &I & R VA48 ANA) s 78 T R A2 5 4 JEORFAT, A A (]
PRB2AX s Al ABL ; T0 M 45 7 (43 T2 CesHssN) : BRI AR :C,91.59;H,6.71;N,1.70; M3k
f:C,91.61;H,6.70;N,1.72,HPLC-MS: #4 8} 5> T 5 ~825 .43, Ll 43 FH#825. 38,

[0135]  sEjtafsl12: A& W78 & Rl «

_\

“Jr R
[0136] B, 9 {gij Pdy(dba); /P(-Bu); \-1 N
HIOE T OF T B } \,Q “"d:j

JRRLA2 rh [E]{4B3
[0137] 4 sTti 5 3 A& M LI & 7 V2 il 4, AN[R] s 7 T FH JEREA2 B 48 R REA L, FH v 1]
B3 KB s LR /3 AT 454 (4 T2 CesHssN) : HIRAE :C,91.59;H,6.71;N,1.70; K
ff:C,91.60;H,6.73;N,1.67 HPLC-MS: #4845 T 5 ~825 .43, L4 FH#825. 37,
[0138]  SIjitafol 13 : 4k & I8 THI A -

- 9
a' h gﬁ,@“ \-‘} Pd,(dba); /P(t-Bu), - 7(€/ | N :}
[0139] Q T\ g HUT B4 458 @ -

A3 1 5] #4BY

[0140]  $Z St 451 37 AL & LI A 5 V2 il 46, AN [R) s 7 T FH JEEOREAS 5 48t iR REA L, FH A 1]
PABIE i RMABL s JTC R /AT 4589 (43T X CoollaeN2) : BB AE :C,90.92:H,5.66;N,3.42; ik
f:C,90.91;5.65;N,3.44 . HPLC-MS : # Bl 4> 15 H818.37, SLill 731 E#818.32,

[0141]  sZjtifs14 A & W1150) & R
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-N »
[0142] : pdg(dbﬂ)'{ JIIIP(t Bll)'; \ ) O Jl
T A R 1 \x N 8j
W

”HA4 HE4AB10
[0143] st 9] 3Fh Ak & W LI & BT V25 45, AN IA) R e T FH JEOREAA 8 36 JEOREA L, AR [A]
PRB1OA S (A 4KB1 ; T Z AT 45 74 (5 F20CoolasNs) BB :C,89.41:H,5.38;N,5.21 ; il
R{H:C,89.42;H,5.37;N,5. 21 HPLC-MS: #4} 43 F & H805. 35, Sl 4> F #805. 41,
[0144] S5 LAY & K :

g l e ) BT R

JRLAS Hhi]{AB13
[0146]  $Z s34 &I & R V48 ANTA) s 78 T I RLAS B 4 JEORFAT , A 1]
EBI3R B F A 4ABL ; T 857 (93 T3 Cs2H37N) BB (E :C,92.41;H,5.52;N,2.07 ; ¥l
R :C,92.42:H,5.53;:N,2.05 . HPLC-MS : # B} 4> T 8 N675.29, 525 FE675. 25,
[0147]  SEjif5) 16 : A& 401350 & R -

N © Pd,(dba); /P(t-Bu)s x\ &
| r -
o) P Tl i & E%
JEEIAS [ {AB3 »

(01491 FsTti 5 3 A& M LI & 7 V2 il 4, AN R s 7 T FH JEEREAS B 48 R REA L, FH v 1]
PRB3ARE H[AIABL s TR M 458 (5 73 CssHaiN) : FRIBAE :C,92.27;H,5.77;N, 1.96; M3
H:C,92.265H,5.75;N,1.99 . HPLC-MS: #4 K} 73 T8 N 715. 32, LM 4> T2 715. 34,

[0150]  Sjafs| 17 1k &0 1400 & k-

Qi
%
w 0 Pdy(dba); /P(-Bu); %

[0145] LD ) S Pd;(dba), /P(t-Bu); Q\
: e 8 o) B
O

0151] “ : C\ = BT B R N
JFRLAS H[a]fkB14 @(

[0152]  $Z it 5] 3 AL W LI J 5 V2 il 46, AN [R) s 7 T FH JEREAS 5 48 iR REA T, FH A 1]

PRBLAAREE FAIABL s JTCER M 454 (53 Cs2H3sNO) « FRIME :C,90.54:1H,5.11;N,2.03;0,

2.32; MR{E :C,90.563H,5.125N,2.04;0,2. 34 HPLC-MS : #4 Rl 4> T8 4689 . 27 , S| 43+

1689.19,

[0153]  Sjifafs| 18 : 1k & 156/ &k -
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uf\
\ / ’:\J i Pd,(dba); /P(t-Bu)y O O
Br + e A - "
[0154] j e ) |
O O u N BT EEEh 2 A 4
JEUELAS v 5] {AB6 4

[0155]  $g St 451 3 AL & W LI 1 V2 il 46, AN [R) s 76 T FH JEOREAS 5 48 iR REA T, FH A 1]
PABGACES th A KBL s TC R4 # (93 T2 CsslaiN) : FEIB{E : C,92.64:1,5.50;N,1.86; ik
fH:C,92.65;H,5.52;N,1.83 HPLC-MS: #4 K} 73 T8 N 751 .32, s 4> T2 751 .41

[0156] 5‘?)‘5@1&J19-%A%1715@A52-

O
N % \ Pdy(dba); /P(t-Bu); é@ %
[0157] O @ J wTEaTE OO VY

il B1S @
O

[0158]  F2 52 it 9] 31 Ak & W L1 & BTV 1R &, N[ iU 7E T P JEURHAS AR 5 JEURIAL, A v )
{RB15ACE e [RIKB1 ; 76 2 40 M 451 (45 F- R CosHasN) - TR :C,92.93:H,5.40;N,1.67; Jil
KK :C,92.94;H,5.38;N, 1.63. HPLC-MS: 1kl 4 T8 483936, S 4 839,41,

[0159]  SEitifs|20 : A& 421 310 &5 k.«

7% ﬁ/’\ r/} ( sz(dba)ss’P{t—Bu)}: ) Q :\ 5@
[0160] BT B ') NA
f S
B i [E]fAB12 i ?

[0161] st 9] 3Fh Ak & W LI & BT V2 45, AN A R e T ORI AG A B BREAL, I HR [A]
PAB124CE; Fh [ 4ABL ; 7R 045849 (9 7 30 Co2llsaN) : BRI AE :C,91.70;H,6.58;N,1.72; 1l
RAH:C,91.73;H,6.57;N,1.70.HPLC-MS: #} 4> F & N811.42, SLill 4> FE#811.39,

[0162]  SZjafs2] : 1k S HI22200 & ik -

®
)
N NH
[0163] i’Br | 0 @ Pdg(dba)gf'P(t-Bu); “,
U o RTEE Spe
JZEIAT Hhal{AB17

[0164]  F2 st 5 37 A& LI & 1 5 V2 il 4, AN [ ﬁf%ﬁﬁﬁﬂf\?ﬁ%ﬂ?ﬁﬂm FH 8]
AEB1TARE H B 4ABL s JC R M 45 0 (43T 3 CoeHsrN)  FE{EMH :C,91.73;H,6.65;N,1.62;
RAH:C,91.75;H,6.64;N,1.61.HPLC-MS: ¥4} 4 T &8 863 .45, SLill 4> F E863 .42,

[0165]  SEZitifh|22 : AL -S40 2490) & k. «
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N\
- g’f’ L
[0166] A A0 HN?_) Pd,(dba)s /P(t-Bu)s I{| (<
o Y RTERRE OA?N%
it as a2

[0167]  F STt 5 3 A& M LI & 7 V2 il 4, SR s 7 T FH L REAS AR I REA L, FH v 1]
PRB2ARE H A KB s TR M 458 (5 73 CssHaiN) : FRIBAE :C,92.27;H,5.77;N, 1.96; M3,
fB:C,92.25;H,5.76;N,1.99 . HPLC-MS : # £} 73FE 4715, 32, Sl 43T H#715. 39,

[0168] St f5|22 : (b & 28 THI & K.«

?
[0169] Pd,(dba); /P(t-Bu); @ QQ
OO0

BT W T 5
JE A9 v ] 4AB2
[0170] %S BI 3 A &I & R v 48 AR s 78 T R AR & JEORFA T, A (]
PRB2AX s [Al KB ; TC 2T 45 7 (43T CesHssN) : FRIAE :C,91.59;H,6.71;N,1.70; ik
f:C,91.61;H,6.70;N,1.69.HPLC-MS: #4845 T 5 ~825 .43, Ll 4> FH#825. 38,
[0171] St {523 : A& 4290 /) &5 il «

Br Qf
H_I\ s

1]/ _ r\./-.{' "I \““ Pd(PPh3)4x'Na2C()g %
+ >?£0 N’Q—?J > 4
1

S

70

0172 |
[ ] O 0B B2 2,88 7k=2:1:1

S e I"
» H)

J7kLA10 ] fAC1
[0173]  #E250mlfK) =, In N E1440. 01mo 1 JE#A10.,0. 015mol A 44C1 , FHARFREL
201 TR SRR RK IR GV A A s FE P ST, FEIIN0.02mol NaoCOs7K I
(2M) 10.0001mo1 Pd (PPha) 4544 IR e IR A 1A T I SN E100°C 5 J 3 24 /N, ¥4 &I
ik YE R SLIE, SRR EZE , I RE AT, 43 31 H AR =4, HPLCAL 99 . 64 % , U % 70.9% . TG FR
IR (43 T CeallarN) - 815 :C,92.61:H,5.71;N,1.69;M3X1EC,92.63:1,5.72;N,
1.66.HPLC-MS: £ K} 5T 84829 37, 5Ll 4> T-5829. 36,
[0174]  S2jiaf524 : 1k & 300/ &k -

NS (HO),B

[0175] d‘\(@\m x (;ON & Pd[PPh_;]‘;!Na:CO_qh
Cﬁ@ N e
JERIAL il fkC2

[0176]  7E250m1f) = A, I HTAI440. 01mol JFRFAL 0. 015mol Hr 1A C2, FIARRLL
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2: 1 1 H R LB AN K IR B W S A s fETE ST, B INAN0.02mo 1 NaoCO37K ¥R
(2M) 10.0001mo1 Pd (PPhs) 434 IR e IR A 1A T I M E100°C 5 J B 24 /N, ¥4 &I
T I I8 S NIV S e 25, i A SR A, 75 2 H AR, HPLCAR 9961 % , I #669. 7% . TL &
SR (5 F 3K CssHarNO)  BRIRAE :C,91.19;H,4.88;N,1.83;0,2.09; MNR{EC,91.21 1,
4.89:N,1.82;0,2.07 HPLC-MS: ¥4 Bl 7r 1B N763 .29, Sl /r 1 E:763. 32

[0177]  SEjaf5l25 : 1b & H295 00 & il :

C D
|
@ Pdydba)s /P(-Bu)y
[0178] O Q @ BUT e N
r 0
,JJf-JrAI '—I—"ILlH?[\Bl? {J ®

(01791 $SEhti 5 3rh Ak & L ) & T V) £ ANTR) RUAE T FHEORFAT LA JEREAT , R v 1]
PRBLTARE: [ 4ABL s SR 2 T 45449 (4 T 3UCssHaoN) : BE1RAE :C,92.89;5H,5.24;N,1.87 ;M
MME:C,92.91;H,5.23;N,1.86 HPLC-MS: A4 Kl 4> F 8 8749. 31, Sl 4> F5:749.35.

[0180] St f5|26 : (L &3 11 & K :

= N Q -
7} Y. | !f% N Pd;(dba); /P(t-Bu); {\ \/,?
( > . S
O O o m\' ST B R A l
FORIAL il B
¢

[0181]

[0182] Syt 5] 3rh Ak & L B & BT Vil 4, ANF] mAE T R BFAL 2408 I REAL s T 3R 4y
MraE e (4 F R CoolsaN) : FEIRAE :C,91.44;H,6.78;N,1.78; MA{H:C,91.45;H,6.79;N,
1.80.HPLC-MS: #4 K} 4) T8 N 787 .42, S 4> T 5787 .38,

[0183] AR AN EWLERICAAF A, AT LIE i FRE RS E A EE, L RT DA 2 7%
i S A R FH o X6 A 2 B 3 SEZ e 451 1) 2% (1) A0 5 400 0 SR HEAT PR B L T1RE 2% W HOMORBE 2% 1 il
B R E5 RN 2PN

[0184] %2
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Te Td T1 HOMO
a4
c) (C) (eV) (ev)
it 1 140 402 2.61 -5.51
febdm 7 139 407 2.62 -5.52
e 9 137 406 2.60 -5.48
A& 16 139 398 2.58 -5.53
a4 20 140 410 2.61 -5.52
&4 30 147 413 2.65 -5.51
b4 46 146 397 2.64 -5.50
[0185] 44 63 142 410 2.62 -5.5
a4 76 148 407 2.65 -5.56
A4 78 146 415 2.63 -5.54
A4 87 143 409 2.62 -5.52
b4k 115 142 407 2.6 -5.56
fe44h 131 146 411 2.6 -5.55
o4 135 145 412 2.6 -5.58
449 140 143 409 2.65 -5.57
44 156 145 404 2.66 -5.60
feadr 171 143 409 2.67 -5.61
&4 213 144 413 2.66 -5.60
44 222 146 412 2.70 -5.59
449 249 145 409 2.68 -5.62
440 287 141 408 2.71 -5.61
[0186]
44 290 147 410 2.69 -5.60
447 300 143 411 2.67 -5.62
-4 295 144 415 2.68 -5.59
o4 311 142 409 2.65 -5.61
[0187] & : BEEEAL IR E Tg f R 22 33 s #vik (DSC, 72 [ i 5t 2 F]DSC204F 1 22 14 2 #4
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130 PE , FHFEFR10C /min; B FEBHETARAERSIRTREISIERE, EHARBEA
H] ) TGA-50H#R F 43 AT A b AT I , B A20mL /min; —ZR&REH TR H H ALK
FA6007¢ Y6 G AN , #4460 TR 462 9 2 10751 B BV « o o 9820 T B HOMORg 2%
FE H IPS3# 2% (LG T RERE) , WA A IR

[0188]  Hhy b REHE vI %0, A B I AN W) B A = B B AR B, mT 3 =y M R A
SR, b m A s B m I TLRES, 7T DARH 4% 6 )2 fe E 42k, i 2
FEERAE R FEER 5 A1 [FTHOMORE 2 m] DA U AL - (1033 N 1)L, A B I 48 4 FEL P o [R1 Bk , AR
RO T IRFEIRPHE A H UL &4 F T OLEDZS I AN [F ThAE )2 J5 » vl A R0 s s A Rt
eV diba

[0189] DA I ick 2% 41 S it 451 1 — 25 A0 b At 491 1 33 411 5 B 4K % BH 2 BT OLED A R ZE 84 v )
7 FH 200 R o A o B A A S it A1) 2— 25 AT B0 497 1 5 3842k Sz i 497 1 KR G 8 4 1) I VE T 20 58 4
], F 2R 7 ARTR] A SRR AT AR ), o BB} I 8 )2 A £ e — 350, B AS [ 1) 2 0 28
PR Y 23 A E A LR TR S E R T B e o 5 S it 451 B 15 A 4 1 B X AR
R3FTIR

[0190]  Z3{-5k it 1

[0191]  GnEI 1A, — Rl BUROL A, & P IR o) THEVEE B 4R 21 B ITORH
W22, 43 5 258 7K B B8 75 T e 8- 1570 B, S8 5 70 55 5 1R Tl e ab # 2 93
Bl b) ZEITOFA R Z2 L, ik 323 2845 7 s B 2 7 E N JZ M BHHAT-CN, JE B4 10nm, 1X 2
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