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IKHA— ek 2 B, Pode RS sk G, SEACE G 5 AE—28 500 5 8 vp, R BNk i
AILALE20 ~ 35°C AT, fEi8625 ~ 30°C; fE—LL 5 f /5 S, b il s b Ik 595
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FRTREN TR B IR (e DU T s U | BBl S A B, DR e hie R Pl kPR , B 0 e
o s BT VA ) L FEAEANBR = — AR N, N- — FREL R e N N - — FRE g LN - FE Lt g
B A SR PU SRR sl 7K R 1 — Pl 22 s, 0 e — FEI KRN, N- — FREL FREE )iz
B FHAEAN; A28 5005 5 26 Fh, a0 SR AT LAAE60 ~ 120°C R4 T, fE 2680 ~ 100
°C; fF 285005 )7 S, BBk SN i VT T S S5 KB I BEZREE O 121 ~ 10, fLikl - 2
~ 8, BUEL 3 ~ 55 AF 205y S, BBk SN H VT T S SR EE ZREE DT 2 1
~ 3, 0L 1~ 2, Bl 1.5 ~ 25 48— 2850 7 S rp, Rk S N VT T S S5
FEEJRARFALEE 9 1mmol : 1 ~ 5mL, 526 Immol : 1 ~ 3mL.
[0037]  F—2E5075E 7 S, FIT iR Bk A0 SR A BRI A7 TR Al _E il AT A A A AL 51, Pl
IR A B AR AEANEIL T EA S SR S P T ] AL I R b B T ), D e S AT
H kAT, B8 AC eI 5 Firad e A 77 55 VT T S BE R EE 0.1~ 0.5 1, s
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[0045]  /F—205i s S, il 65 UV LI S I BT ARSI S S A A A7 B s 591 A A7
AT, BT E A B R ENER T PY (CORE ) A BERREE V1, 2- A (R O ik
BT, 3 (CIRIERD) e SUAR 1, 4- B0 (CORBERD) T —&Ubal . — (R — 4
R, — GRARR) G 1, 17 OB R ek — Uil = (R ) 48,
k1, 17 - B IRFERE — Rk — S DU (R3S ik — (ORIERD —Siise, Bk
1,17 - IR ek — A s BT i B (E AN PR TR R B R B L kIR 4t S S A
BN S A R B, PSR P B R PR HE , B L DR B s T iR 51 B AN T —
Bs Rk OB FEE  FPOR . 50 S B DY A MK Rg sl K R — el 2 Fiasl , e e — 58 3R
DU S MR /K R — il 20 a9, BEAR 106 — S S ERFK IRV B 59 s AE—Be 5t 5 56,
R SN AT PAFEGO ~ 140°C N34T, 11680 ~ 100°C ; A — 285 /5 227, - AR HIRE S v
VIS S OISR RR W BE /R EE ) L 1~ 2, el : 1~ 1.5, B fliael: 1.1 ~
1.2 45205y 26k, R aRMEIE SN Hr 75 5 sV LI S BE 2R EE 0. 01 ~ 0. 10 1, 18
260.01~0.05:1, BEf1£0.02 ~0.03: 1; /205075 2, FaRBIR R N VIG5
BRI EEREE L1 ~ 3, 0061 1 ~ 2, ARG 1.5 ~ 25 fF— B8 5 &b, bR HIDE S By
VIS SAFIEE R AAFAEE Jylmmo : 2 ~ 6mL , fE5E 1mmo : 2 ~ 4mL ; ZF—SE5HE /5 &,
RIS FRIE R K S Fpth— A TR G, Bk S Fofth—Fia AR R bE
0.01~0.1:1,f1%0.025~0.05:1,
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[0047] 55—yl AL HER (e Fh 2 b w8 5 ik, FURFIEAE T, B4 R T T &
Yy52- (4- HERIERE L) R FHBR b ROV A3 2] NIV &1 NIV ST SR G
AR RIAVIE G VI E YIS H R B 246 & SN AT 21 2 Pb w5
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[0052]  fF LB )7 S, e XN Br s EeR o HHAL

[0053]  fF—265Tit s S b, B A S BSEAE B (A RV A A4 B 2EAT , T s 3 4%
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B SRR N sl IR B , B ehi R B 5 i oA e (71 E 4 (EAN PR T DY T i b
S L RN, DCe i B P iR 7 77 A 4R AHAN PR T RN, N - L FR B i N N- R
LI N- FRL I T 5 S B PR G  PH SRR e FHOR FR g — il 22 a9 L A
Ve LG EN- HHEEIE G e, B S 5 A8 — 28500 7y S8, Ll b S N AT LAAE40 ~ 80°C
NEEAT, P50 ~ 60°C; L85 T T, PR SON HTTTE S 552 - (4- AR
TR O BRI EE /RN 1 ~ 2 Ikl 1~ 1.5, k1. 1 ~ 1.2, fF — B850 /5 &€
W PR SO T T S S BE R EE 12 ~ 8, fiadkl : 3 ~ 6, Bk : 3 ~ 55 A —
SO 7 S, PR SO R ST T T S S A R R EE L 2 1 ~ 2, fiadkl: 1 ~ 1.5
1E—28 506 7 S, Bl SO Fh ST T S S5 s AU BE 2R AR RREE 25 Tmo 1 : 20 ~ 40mL,
e 1mmol ;: 30 ~ 40mL o

[0054]  fF—2E5005 )7 S, TR BRGNS AR BATTA A EAE N 2EAT , BT ik o 175 {H AR
T HEEEN SR BT BN R T Rl e A, e | el | e, AR
B RV BRI — AL, - — FTSEFFBEIE NN — LA I N- TS
N e T« S /SR S DU SRR sl 7K Hp () — Tk 25 PR 771, DI 26N, N - 2 HH K PR B e sl Y Sk
MR, BEOJCIEN, N- I PR 5 £ — 28 56 )5 56 b, R BRE SON AT LAAE30 ~ 60°C M AT,
40 ~ 50°C ; £F 25006 /7 ZErp, b IAE ROS HCIVIE S S BE 2R EE T2 1 ~ 3,11
Wol:1~2, BEACEL: 1.5~ 25 /8 — 28500 7y S8 rh, FaRIA S N IV S S5 I A BE 2R
PFRLEE A 1mmol s 10 ~ 30mL , {518 1mmo1 : 20 ~ 30mL .

[0055]  fF —2E5005 7 S, FIT il 4 5 IS AEBRANTA I AEAE N 2EAT , BT il o 175 {H AR
T HEEEN SRR BT BN U T Bl s R, D PR el el S, BE e FH R 0 5
FIT iR A 75 4B AN - R « I 7 PN U SRR 50 SIA S SRS oK —Fhak 2
P, 02 HH Rl e PRI, BRI 226 FRE s A — 28505 )5 56 b, a4 5 OB i) DAAESO ~ 120°C
AT, 100 ~ 120°C; A28 50 5 S, Bl g S N S VAE S S S BRI BRI
LEoM1:1 ~5, 411 : 2 ~ 4, BERUEL : 2 ~ 35 fF— 28500 )y 58 rh, ki 5 IS b Vi & 5
IR EEREE T 21 ~ 3, Ikl s 1 ~ 2, AR L 1 ~ 1.5 4 — 285007 &b, FaRS& Rv
VIS S EE SRR RAEE A Tmmo < 30 ~ 50mL, {1% 1mmo1 : 30 ~ 40mL.
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[0059] BEE=. I EWLK RN, BRI A,

[0060]  PERPY. SITT W52 (4- LA TERR ML IZ L) LR FHBR &8 et S b A 2 TV
E;

[0061]  DEEH . XIVILEWEIAS N, 152V 55

[0062]  PEN: AV EM S HZREH: 5 N, 1551 2 7h At
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ST E Y52 - (4- ORI IL) IR R 22 A S 13 B TV

DB NIV B G M, 15 25V 515
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[0080] PR\ AVILEW S H e 5 L, 152127 Vbt ;

o] 0 H (0]
-R R
/[:::I:%:?’R PhOH /[:::[:%j? (@] Ts’N~v/ﬂ‘cY’
’ = —
F Z PhO PhO
X

I

OH
Hw/jr
PhO
\\ N\)\ | @LHWOH
/@/ = =N (0]

v Z ¥ )b
[0082]  Hrh, XoHC1EBr;RAC, Sk,
[0083]  YE—BLsjf s & RAHEE O3 EREL B REE OE T3 B T GRUT 3.
[0084] {1 LB /5 S H ROV L OB R R AEE U T 2
[0085]  fr—LB5E /5 S H, e X Brs iR A HHAE
[0086]  fr—tusfe Jy S Fh , VI ST ALK sl B il 4 b 5 ikl 48 UV
EWS N TR PR B £ I S N, 15 B VI T &4

E;,o :
[0087] ,Oil /@iﬁ

VI vl

[0088]  Fir,RHC, bkt
[0089]  fE—ME5t s S ROV O FL OEN L NS E T 38 R T3 ORCT AL
[0090] 712656 /5 S H ROV L OB R R AR VR T 2
[0091] ey e, DA RIECE SN ISR A SRS IG5 5 SN R
IVE-S e PRGN
[0092]  FF—LEE55E )7 S, AT AR R [ SR S A4 Fra
[0093] 55— J5 1], AR HHER L T R B W Bl 2%« % M R sl it 2% 28 57 il 25 27 Vb mft
FRIRR - I T S E 2 P el rp ) iz
[0094] AL HIHRME T T-AMEE AT T-MEAPIA ST TT-AME S,

0] 0 0

[0095] PhO F PhO PhO

Br
I-A . I1-A . HI-A

[0096]  AAHHIELTRAL & ATIV-MEEH) AV -MEEH) AV T-MEE P R AVTT-ME S,

[0081]
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O

o ot

IV-A . VII-A

[0098] jj~ﬁﬁ,Kﬁ@ﬁmﬁ#?ﬁﬁhé\%u&iﬁlIﬂc/a\%ﬁ%l%%‘@ﬁﬁﬁﬂjlﬁﬂﬂi-ﬁ
TTTIE S i o A — 2R St 5 S, AR BRI 1T - ME S L R ATT- ME &4
Z b ab -SRI TT-ME S i

(00991 SA—J5i , A KB T AT & T T S VA KPR - ST T T e S e il o
VDA R I o A — 285 5 S AR IR AT - MEE W AT T- M EMLL T
ARSI T T - ME S e 270wt P

[o100] AR BAFVIL S CHGFERHRR IR S 250 2 - (4- FIEFTLREIERD) LR
HHRERL H 22088 P DA ORI A, RIS

(01011 AW Pt S N7 T e A Va7 R T, A W R I G B i A T2 T S 1
ettt —2 A B R R, SR AR RSSO e THY o

[0102]  {LEWLET T.8i# ChemDraw® K i 4, T B SR HIH R F % 485

BASLiEA

[0103] DL NS5l @ A & HHE R Ty St — B ARBRBIVE O E A B o A AR Z 80 A K
FERTA R BHTE BRI, 10 A2 A B s R 1hd BH AR SR AR B s T A7 1t
FUAR S T B Al s B 4l

[0104]  ACEHASZIEBIA Tk “S 00 F8 & SR E 25 ~ 30°C.

[0105] AL HAH, Pd (dppf) C1,ARERT, 17 - B 2R Bl — ek — S s DMSOA SR — FHNE
W ATBNAR AR AL — 5 T i .

[0106]  SZJHEAIL : 4- 36 -2- CM 2R IR Hfi GRVIT-AL &) 1l

[0107]  K§K,CO, (23.72g,172.4mmol) A1Pd (dppf) C1, (1.26g, 1. 7mmol) JINJNIHHT, SR
HIN2-7R -4 - 58 2K FRER FHTiE (20g, 86 . 2mmo) 11 FEMIER SIS (14 . 54,94 . 8mmol) , F
PN N ER (200mL) F17K (5ml) TR AR« AERURST N IREWAEI0 ~ 100°C [ S5
AN o S EE R RONIRGEE TR I IR TN 200mL AR A FR AN 100mLIK , 43 )2 , A HUAH
PRI SR /KB, O/ KRB T, i 8, JER A AR s MRS , R (o0 29 (Wi
FHPE:EA=30:1) , 15 54- 5 -2- CIGFER IR R W% h54 % .

[0108]  'H-NMR (400MHZ,DMSO-d,) :3=7.80(1H,d,J=4.0) ,7.29 (1H,m) ,7.16 (1H,m) ,7.12
(1H,m) ,5.79(1H,d,J=16.0) ,5.35(1H,d,J=12.0) ,3.76 (3H,s) .

[0109]  STJEfI2: 4- K5I -2- O FERHER R GRI-MES)) 1l e

[0110] B VII-MEEW) (5g,27.8mmol) , Ky (13g, 139mmol) , Il 4s (18g,55. 6mmol) Il
ANSCNHEH, SRIE IINDMSO (50mL) , &R B, K SN TR 2580 ~ 90°C , #it S 12/
I o SN 25 RS, -2 PG I8, T8I N 200mL 88 i , AR $h/K P62k, B HUAHA N
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NTCKARER AN T4, 1 38, JER S A s DUk , A i o0 25 (el 9 PE : EA=50:
D) F38)4-TRE - 2- SRR R HT , o496 %

(01111 'H-NMR (400MHZ ,DMSO-d,) :3="7.86 (1H,d,J=8.0) ,7.47 (2H,m) ,7.40 (1H,d,J=
8.0),7.25(2H,m) ,7.15(2H,m) ,6.93(1H,d,J=8.0) ,5.72(1H,d,J=12.0) ,5.38(1H,d,J=
8.0),3.82(3H,s) .

[0112] SRS 4- K5I -2- S FERHER R GRI-MESH)) e

[0113] e W HRH RN B 5 (2. 89g, 8. 8mmol) , Y4 (0. 88mmol,0.17g) , 7UVII-
AMEEY (0.7g,4. 4mmol) , K5 (6mmol , 0. 54g) [IDMSO (2mL) &7, SR I N TAFFIDMSO (5mL)
BT D T85°CIRlif 16/ NI o SO S5, RS it B8, HBEIR , B8R B2 ks, ki
At o3 2 (Weli I NPE . EA=12:1) , 13 84 - KA -2- SR FEER R S W% 250 % .
[0114]  S7JEHI4: 2- £ -4- TR R IR IR GRIT-MEEH) &

[0115]  Re(I-AK & (1.4g,5.5mmol) , B/ #0010 % [1JPd/C (140mg) ¥ 1S N ffLH
BN, H AT A, SRIG INNIA A R (10mL) | NS, il ROV 47N o SO S5 3R
J& W5 I NIRRT kA, 13 B2 - LR - 4- SRS BRI S AR h 96 % o

[0116]  'H-NMR(400MHZ,CDC1,) :3=7.89 (1H,d,J=8.8) ,7.38 (2H,t,J=8.4) ,7.18 (1H, ¢,
J=7.6),7.06(2H,dd,]=0.8,8.4) ,6.88(1H,d,J=2.4) ,6.78(1H,dd,]=2.4,8.4) ,3.87
(3H,s) ,2.97(2H,q,J=7.6) ,1.21(3H,t,]=7.6) .

01171 SZJEHI5: 2- (1- I3 -4- IR EFE ARG HER GRITI-AME A 1l

(01181 KA I1-MLE% (2.6g,10. lmmol) ,NBS (2g,11.2mmol) ,AIBN (80mg,0.49mmo1) JI
NEEHAR, BANETRS, SRIE IINA I DY E A Ak (26mL) , KON IRT-80°C I A2/ N o K2
W5 RE , R CRRAH, A AU RN & R /KPE , JoK e T8, 1o 38, Fas k4
A (i o3 B (UEFI NPE: EA=10: 1) , 13 52- (1-]ROHL) -4-FREF KPR R, e
}94% .

[0119]  'H-NMR (400MHZ,DMSO-d,) :3="7.84 (1H,d,J=8.8) ,7.48 (3H,t,]=8.4) ,7.43 (1H,
d,J=6.4),7.27(1H,t,]=7.2) ,7.15(1H,d,J=7.6) ,6.91 (1H,dd,J=2.4,8.4) ,6.33 (1H,
q,]=6.8),3.84(3H,s) ,1.95(3H,d,]=6.8) .

[0120]  SZJEH6: 2- (1- B3 -4- IR EEAR G HER GRITI-AME A 1files

[0121] ¥ I-AMEA (0.063g,0. 25mmol) N, SRFF IIANTC/KCEF (0. 125mL)
BRI P IR ZE (0.225mL , 2mmol) , T2 N SN 8/IN o SN Z5 NI, Tl =Bk 25 TR
CBEM R SRJE IIN35mL & HE , 2D s K A= HU3 IR, AU T /KB T, 1 98, 71
23R4 13802 (1-IREED) -4- FRE TR IR R e 60 % o

[0122]  SCJEMI7:2- (1- (N- (2- AR - 2- SR 3E) -4 - HHELDRR I 00 ) -4- R
2 HTR FR S GRIV-MESW) 1 &%

[0123] 3 HHCN106478503 H1 S 6151910 A 5 i) 25 13 2 IV - A 590

[0124]  'H-NMR (400MHZ,DMSO-d,) :3="7.73 (1H,d,J=8.4) ,7.49 (2H,d,]=8.4) ,7.45 (2H,
t,J=8.4),7.30(2H,d,J=8.0) ,7.24(1H,t,]=7.6) ,7.03(1H,d,J=2.4) ,6.96 (2H,d, ] =
7.6),6.75(1H,dd,J=2.4,8.4) ,5.98(1H,q,]J=6.8) ,4.36 (1H,d,J=18.4) ,4.20(1H,d, ]
=18.4),3.84(3H,s) ,3.60(3H,s) ,2.36(3H,s) ,1.32(3H,d,J=7.2) .

[0125]  SCJHEAS : 4- Rk - 1 - HH L - 7- RAAUE S ek - 3-8 FHE GV -ME &) 11l 5
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[0126] 3% MACN106478503 Hh 5 fits B 15128 T3 Al 13 2 V- AL 5 ).

[0127]  'H-NMR (400MHZ,DMSO-d,) :3=11.51 (11, s) ,8.35(1H,d,J=9.2) ,7.61 (11,d,J=
2.4),7.55(1H,dd,J=2.4,9.2) ,7.49(2H,t,]=8.8) ,7.27(1H,t,J=7.2) ,7.19(2H,dd, ]
=1.2,8.8),3.96 (3H,s) ,2.66 (3H,s)

[0128]  Sjethl9 . 2 Vbl o

[0129] 3% MACN104892509Fh S fits /S 12t s ik Al e 13 2 2 Tt

[0130]  'H-NMR (400MHZ,DMSO-d,) :3=13.34 (1H,s) ,9.14(1H,t,]=6.4) ,8.31 (1H,d,J=
9.2),7.64(1H,d,J=7.0),7.55(1H,dd,J=2.0,9.2) ,7.49(2H,t,]=8.4) ,7.27(1H,t,J=
7.2),7.19(2H,d,J=7.6) ,4.05(2H,d,]=7.0) ,2.72(3H,s)
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