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Ts
[0202]  3- R —4- G —1- FORTRMESE —1H- ks I [3, 2—c] mikhe
[0203] 7F rt F, 7& N, N-DMF (35mL) 1, [r] B % 81 (3. 66g, 26. bmmol) F1 M| Mk (1. 53g,
6. 62mmo1) I A p-Ts C1 (1. 33g,6.95mmol) . 3h J&, A% —# p-Ts CI1 (1. 33g,6.95mmol) .
i 534 30min 5, 7R R IR GE N, AR5 NN K F EtOAe (7 /b & THF FT MeOH) » i
EtOAc RAEHL, ARG H EKEERANLE . IRAEAHLZE, PIUE =) (2.008,78% ), A HE
[ 44, 76 B 38 Rk i BE . MS (ESH)m/e = 387. 1H NMR(DMSO) 2. 37 (3H, s),7. 47 (2H, d),
8.03(2H, d) ,8. 04 (1H, d) ,8. 30 (1H, d) ,8. 40 (1H, s) .
[0204] A4k 3

[0205]
oPh
cl
N
|
NN
H

[0206]  4- 5 —3— (4- ZRAEFEZRIL ) —1H- mEn& I [3,2—c] nkme

[0207] 4% % 1k % (554mg, 1. 44mmol) . Pd (PPh,) 4 (164mg, 0. 14mmol) \2M K,CO, (2. 14mL,
4. 28mmol) \4— ZEEFEARFLACHIEE (399mg, 1. 86mmol) 7F 4 (25mL) 5 Z8% (5mL) RS
VI 140 CRUBALBE 1he SRJEF ONVIRG WA HE] EtOAc 1, T4 (MgS0,) , by, W4, i
WAl I A AGERE (FH 1/1PE/EtOAc JElit ) , AR JE W4 a3 ™9 i A\ MeOH (10mL)
F2M NaOH (6mL) , % & NS AE 70°C i H . 40min J&, M CH,CL, Fl sat. aq. NaHCO;.
RABUKE  RIGEIFANUE, THE: MgS0,) , i iE, w4 . St A2tk (H EtOAc BERL)
B2 EY) (96mg, 21% ) o MS(ESHm/e = 321,

[0208]  HH[A]{A 4

[0209]
OPh

[0210]  4- & —1- B30k -3 (4- G2 E ) —1H- Mg Jf [3, 2-c] Hng

[0211]  fErt [, fE /K DME (1. 5mL) 7, [A]M5[%E (56mg, 0. 18mmol) JiI A\ NaH (60 % 43 4
UK 5140mg, 3. 50mmo1) » 10min Ji7, IIAINRIEIR (264mg, 0. 18mmol) , i s N VRGP d itk
o ARIE /0K, P85 H EtOAe 5L, KA HLIE FH /K B, SR 5 T4 (MgS0,) , it &, W4 .
Ze kAt alifk, (F EtOAc/PE, 1/1 Belit ) , 5 3br Ak 54 (45mg,76% )« MS (ES+)m/e =
389,
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[0212]  SEjtifs] 1
[0213]

OPh

[0214]  1- FRJRIE —3- (4 FREFEARIL ) —1H- k& IF [3, 2—c] nkig —4- fi (1-1)

[0215]  {E& T, [i] BINAP (12. 5mg, 0. 02mmo1) AU ] BE4H (36mg, 0. 38mmol) « — 2 FY fili V. i

(49mg, 0. 27mmo1) HEIEMHZMY) (52mg, 0. 13mmol) 7EJ/KF 28 (5ml) T HEEYIMA =

(M REETAAR ) 48 (0) (6mg, 0. 007mmol) , KRG INF A 110°CIE 90min. K Je Wi

G, R JEE ) EtOAc 1t C 38, AR JE W 4E . Ik RVIVE T TEE (Sul) , AR S5 A EE R

F2l% (183mg, 2. 63mmol) 7K (2mL) ¥R, 4k ABRIR AN (221mg, 2. 63mmol) , FHIR-E WK

3. FEESHBREAHZ, RGN EtOAc flEh K. /KZH EtOAc AL, & 34

MUZ, T MgS0,) , it 3§, Wi . 2ol a4 ! HPLC 2iifk, 133 75 % HZ (15mg,27% ), WA

[l {4, MS(ES+)m/e = 370. 1H NMR(CDC13) 1. 72-2. 09 (6H, m) , 2. 20-2. 32 (2H, m) , 4. 78 (1H,

quin),5. 42 (2H, brs) ,6. 81 (1H, d) , 7. 07-7. 12(5H, m) , 7. 17 (1H, t), 7. 41 (2H, t) , 7. 44 (2H,

d),7.72(1H, d). HPLC rt (min) :12. 1

[0216]  SZjffs] 2

[0217]1 R4 \fﬁfﬁﬁ;{wﬁ/fﬁ:@l %A%ﬁk Src WG] o

[0218]  Src I J W, J

[0219] )24 52 5% P v, FLZH Al 25mM HEPES (pH7. 5) «10mM MgCl,.250uM NADH. 3mM

R P2 5 e A I %2 . 60u g /L T i R At 2 1 ug/mL L% I S0 . 113uM ATP I 28nM Src. 7E

96 fL P, [7] 60uL 3X B I 2ul HRRAL A 4 1K) DMSO filh £ 5 W, AT IR S04 30°C

V-7 10min. B S N 51 & F I FE 25mM HEPES (pH7. 5) A i £ ) 5ul.10mg/mL poly

Glu, Tyr(4:1) . Src F ATP [ 5 £ 0 52 W FE 43 ) & 25nM #1100 w Mo 7E 30°C R, H H

MolecularDevices Spectramax “FHiEZEES (Sunnyvale, CA) JE&E 10min ) 340nM TG

FEAE AL (AH 4T NADH 4L 2 0 S VH4E ) , IE W1 a6 I 508 » st B ik Ki e 5 15
B8R, ERE T 0-7. 5 u M IR SR BEEH, — AW . A Prism A4
(Prism4. Oa, Graphpad Software,San Diego, CA) BEATAEZ LRI, MAIUGHHE RE YR H Ki

.o

[0220]  RIRALEH) T-1 03] Sre [ Kidl 1 M,

[0221]  SEJifs) 3

[0222] RGO EEMEEE AL G A N Lek S5 .

[0223]  Lek $MdIEA I EZ 436N EE

[0224] 4% 52 22 sV, FL 4 A 25mM HEPES (pH7. 5)  10mM MgCl,.250uM NADH. 3mM %

PR 475 T TS ) 8\ 4 3ug/mL TA] P PR At « 14ug/mL L& it 20 . 560uM ATP FI1 67nM Lck. 7F 96

FLFEAF S 1] 60ul XA BN 20l fE 40 G P 1K) DMSO it & 55, TR G 7E 30°C 1 P4
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10min. BN 5|K T IIALE 25mM HEPES (pH7. 5) T 45 1) 5ul15mg/mL poly Glu,Tyr (4 :
1) o Lek AT ATP [ 5 2800 52 3R 5 43 51 4 60nM A 500 M, £E 30°C R, I MolecularDevices
Spectramax V#3204 (Sunnyvale, CA) Il & 10min [¥) 340nM F WL 1240 (FHS T
NADH FRIAL 24 1T S yHAE ) , TE MIiG s R 50 s . stk Ki e &, 493 8 AN o, 8 &
T 0-7. 5 u M BRI SR BN, — 6. R Prism % AfF4L (Prismd. Oa, Graphpad
Software, San Diego, CA) HEATAEL LRI, MAIGATE R E V5 Ki {H.

[0225] RIS T-1 3] Lek [ Ki<l u M,

[0226] B IRATCERIR T A A BH IR & SE it 7 3K, AN 2 AR W DA SSOR FRAT i JE AR S
1], LAY AR LA R FH B 55 A% R BHAL B0 T A FE R st 77 3K BRI, Bl A 3, AN
BF ()91 ] 52 SO 32 s iy A 1 B S 48] i A3 1 LA S e g X ) PR il o
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