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[0120] AR SEHE 7 S A WL GHS 1 REE A B/ B B B R R 1) S5 R o oAt
1A L FEURH A5 B OGNV R B B I .
[0121]  ASCH, 1% 7R 3E B AE o i A R AR Sl 7 R A LA e8s . Z B
5, I MBS AR A R A HLR 3 1% B3 B Ref% AR5 4 PC i1
B EREE.
[0122] %38 ml A T4 5 2 B ) an $s AR A LB BB B LG B on il . A, 515
PREARE EoREMAA H T G R GO R ARG
[0123]  HL7E 2 B P00 A PR St 77 S A WLR e A B B R e B AT U B o
[0124] [ 2 2R AR St 7 Z A LA CR - RIE N 5 A HUR L3 1 H L 2
(R D% TT A B S TET S84 1) 2 7 2 B R S48 () A T 7 5 BT o DA X &5 4 ) A Y A T U
iH
[o125] K& 2 TR o 3 A FEEEMNR 31 1 A EEAR AN R T AR TRT 2848 Al
WEWZE AT 31 L1 B BRI 32. B EbRId 33 FRon 4@ 0 W Cr (KM Ak, B bR
034 FonM e, A EIARIC 356 R SHZ.
[0126]  TFT #304F 38 ffE) T4 = 35 I il 36 FIYs ritl 37, 7E TFT 284 38 i E 4%
JE 39, MRSl GRFL) 310 KA LA ICA R 311 Sk 37 &
[0127]  FRIREREE 3K 2 b, B EA RREZ ZE WA NNEYZ 312 KoRxh—
JZ& o T H, A T B A HLR G Ak, FERARK 313 BB S — R 314 AR AR
17




CON 103328419 A OB B 16/25 T

315,
[0128]  HR¥E SEiti 7 EAIENL R G T, TRT Sk, W2 AP h i Es
NUREaE, Befe UL A M52 Bon BG . Sbah, BatACR TRT 1iAE Si ZEAk b il & A
Mgk ghas I HAEIL B B AN GA, LRI h i . X H TG Bk i £ . filan,
P 1= Be~) QVGA IRTE AL, REEAE Si JEM B EA WL Gt

[0120]  JE kA FHAR 4R St 7 S8 A AL G280 1) 2 7 208 B 9K 3y, R I ) 27, 1
REAS DL R4 1 G s AR o 2R

[0130] S Jiifs]

[0131] 2> M S5 X A% % BHdEAT U B, (HFEASFR Ttk

[0132] syt 1

[0133]  BI7RAL G4 AL 4 Rk

[0134]

[0135] (1) 4L-&4 E3 HI& K

[0136] 4 Tk e A RNV ) -

[0137] 4kL-&4 El :606mg (Immol) ,

[0138] 4kL&4 E2 :327mg (Ilmmol) ,

[0139]  Pd(PPh,), :0.02¢g

[0140] A2 :10mL,

[0141]  Z P :5mL, A

[0142]  2M BRER AN /K VAV - 10mL

[0143] %A 100-mL [P o JET HAL R 2 No. 2010-254610 F1LE & b &

Y EL,
[0144]  SRJ&, FERVTUL N AE 80°C M RE S MR H: 8 /NI o B 58 i » I I it g Wi
R IF HAKK ALK SR PEE AT 70 10k o B » S I AR ek (0 i A ik 42 P

Ao AR RO ST BERE =1 :3) XS BT AL, SRS e/
BEAT B4 LIS 2 583mg (L :80%) HIAE NSt di R BIAL &4 E3.
18



CON 103328419 A OB B 17/25 B

[0145]  (2) BIZRALEY) AL 15 R

[0146] 4G, KL &W) E3 (200mg, 0. 3mmol ) ¥EfAELE dml [¥) DMA H, FF HOBE ik e W4
[0147]  Pd(dba), :74mg, Fll

[0148] P (Cy), :12mg

[0140] IR IMBAF BRI

[0150]  Bfi)5, E il FRZ NV R BEEE 10 2088, JF B DBU (120mg, 0. 8mmol) ¥ b E
oo Bz R NI AE] 140°C I HAEAH R A (140°CO R Hed: 1 8he 2R, Bk
PEHINAE] 160°C FF HAEAH R FIIRE (160°C) N HEFE 4 NIt SN 5¢ il » T ik ok gl 4k
P ETTE D AT BRI A . AR5, B ek & B AR AR AE 2R o FEFARPIR
A HER SRS IE, ARG HECE / FEETES W 2 kUSR] 120mg (ICFE :68%)I1E
MR R B RGP AL, 75 T IRSAF N EH H Ulvac Kiko Inc. #ilig (A 4ifbde
BT 100 Z w3 B EIRE Y AL HEAT R4

[0151] EASFF :7.0X 10 'Pa,

[0152] A V& :10mL/min, Fl

[0153] AR HEIRIE) :410°C

[0154]  LI43% 83mg 24k I ~AL54 AL

[0155]  J@ It HPLC M 5E 75 B AL A 40 B LA A 99% DL b

[0156]  {FFHH Hitachi, Ltd. l3& %G5 0GR T, F-4500 & /-4 -54) AL A5 2K
HI TR GARFE 21X 10 mo 1 /L) IR S OBk ). E 500nm FIUR WK~ 2T 52

S5 R, 1330 T AE 554nm HAT e KR A IR G

[0157]  Hl7RAb &4 AL LR35 T AR R i1t ERLEG, SR FH NMR o L2858 R . AL, T8
it i JEOL Ltd. #3453, IMS-T100TD (DART-TOF-MASS) Il 52 4% -5 kX iZAk & idAT
Y. AR /RHER -

[0158]  DART-TOF-MASS :M'=678. 2.

[0159]  SEjdsl 2

[0160] Bl Rk &4 A4 15 Ak

[o161]  Fx TARE St 1 (D) HEMLEY EL AT T BUF Bs 4L &) B4 LIAL, ansg it
i 1 RS S RS Ad

[0162]

E4
[0163]  iid HPLC JlE /3 B AL S 2L LUk o 99. 5% LA L.
19



CON 103328419 A OB P 18/25 T

[0164] R 5 SE Ut 9 1 A AH [R5 07 500 52 41 7 A & 0 A4 AE T 2R 5 TR QR
1X10°mol/L) BIRGS el 25 5K, 138 T 7F 562nm HA f KR &R S 615

[o165]  fiy H., Wisitifs] 1 A ABAE, e st &4 A4 (5 & UL Bk &9, LR R
REESE O

[0166]  DART-TOF-MASS :M'=903. 2.,

[o167]  SCjtifs] 3

[0168] 7Rtk &40 A 6k

[o169] [ ARSI 1 (1) THI4L-EW EL TS 1 B Bos 9406 &4 E5 LLAE, W sE i

B 1 IR A G AS .

[0170]
o ees
Spen;

E5
[0171] it HPLC I 15 2 4k A P i 2l 5 LR A R 99% LA b
[0172] R H 5 S 1 vb AH [R5 35 00 52 4] 7= 4k & 0 AS 78 B 28 [ T OR
1X10°mol /L) WK il . 455, 1951 7 4E 555nm HAT 5 K0 (K & 56 it «
[0173] i H, WS iifs) 1 A ABAE, I B4k & AS 15y o DL B A & . LR R
HEE R -
[0174]  DART-TOF-MASS :M'=831. 0,
[0175]  SEjafs) 4
[0176]  Fl7RAL A AL2 4k
[0177] B TAUESCHER] | (1) FFA4k &9 B2 mif 7 LA R Bt 94k &4 B6 LLAL, i sE i
i 1 P IREES B A S AL2,

[0178]
yoves
spen.
E6
[0179] it HPLC U513 BI KL & MR L RE LAIA DY 99% LA L.

20



CON 103328419 A OB B 19/25 B

[o180] R HI & Syt fs) 1 op AH [R] () 75 32 00 5 1 s Ak & ) AL2 A5 7R A 0 3 T R
1X10°mol/L) BIRGS el 25 5K, 138 T 7F 562nm HA f KR &R S 615

[o181]  fiy HL, dnSjifs] 1 A ASHE, Bl WA &4 AL2 (1) 5y TR UL e E Y. LR
REES O

[0182]  DART-TOF-MASS :M'=754. 9,

[0183]  SZjffsl 5

[0184]  BIZRALEH AL3 5K

[0185] P& TACEE St 1 (1) TP ALA Y B2 W T LUR Bros AL &4 BT LLAE, TS it
i 1 RS S s AL A ) AL3.

[0186]

[o187] 1@ i HPLC Il 3 Bk &P 2l uﬁﬁu\ﬁ 99% LA k.

[o188] SR H] 5 Szt s) 1 b AH [A] %) 75 32 0 49 7 Ak G 4 AL3 7R R 2R TP I R OR
1X 10" mol /L) W RS, 455, 1951 T 4E 562nm HAT 5 K00 (K & 5 it .

(01891 1y H, a0t | A aBAE, M2 Bl nib &9 AL3 115y F e LS E iAW . LLFR
HEER

[0190]  DART-TOF-MASS :M'=754. 9,

[0191]  SCjfifs] 6

[0192]  ASZifs] rh, i £ AL A CA A, A RIRTE AR BB AR 2 7B 5 = ROt

JE AT W B E R AR R MBI . LT 78 B ARSI 51 A A A 0 AR
[0193]

\
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CON 103328419 A OB B 920/25

[0194]  FEIIAFEM (FEM ) FIE A 100nm [#JZFER) ITO B, % 1TO I S40 4 B
TR LB 1TO Hidk (PHR ) o« IXFERER 1TO BRI FEENAE Tk T AR 170
FER

[0195]  7EiZ ITO AR b, 7E 1 X 10 °Pa [ B 25 5 A i ok i BE DAL 2 SAHDURE ek 5
s A VAL G E AR Z . XM OLT , R s AR i il (e A2, Bl ) i
FUAATA 3mm’.

[o196] [ 3% 5]

[0197]
ik B (nm)
ZRERE 6-1 40
C-2 (4 HHD)
- G-3 (4 By A %
Bl a4 AL6 (BARHH)
(6-2: 6-3: A1 = 60:39: 1 (FF b))

ERIBTHEELE G-4 10
o T8 E G-5 30
F—EEBORE LiF 1
Fo_2BLBE Al 100

[0198]  ARSZHEFIH, G-2 FI G=3 73 HIX N F3€ 4 F 7= 1) He Fil H22,
[0199] X453 B2 F IR PE AT I 2 FIPPAY . HL kM, H HH Hewlett-Packard Company

22



CN 103328419 A

i

R B

21/25 11

HE I v, 41408 052 F UL — AR, IF HOAH Topeon Corp. fili& 52 v, BM7 il

S . RINE RS R TR 6 o

[0200]  SEjifs] 7-16
[0201] [ T4 G-2. G-3 FIZAEMBL 73522 A 3K 6 1 FTos AL AP LS, dn st 6 b
FERI A NUROCAA o st 6 T S FE TS 228 21 IR P 0 5 AT o 4D ) 45 3
NTE6 P, F6rh, FIMEG-2 K H2, H4, H11. HI8. H19. H20. H21 il H24 LA} FH1E G-3 i)

H22.,H23 F H24 S35 4 s i A Ko

[0202] [ % 6]
[0203]

FHMEL (62 |63 RICHEFE (cd/b)  [HIE (V)
SCHfl 6 Al H6 H22 2.7 4.3
SCHEf) 7 |A4 H1l H23 3.2 4.4
SCHuf 8 A5 H19 H22 4.7 4.7
SCHEf 9 A6 H18 H24 4.5 4.5
SCHEf] 10 |A7 H24 H22 3.7 4.3
SCHEf] 11 |A8 H11 H24 4.0 4. 4
et 12 [A12 H4 H22 3.4 4.7
SCHf) 13 |A13 H20  [H23 4.3 4.8
SCHEf) 14 |A15 H2 H22 3.5 4. 4
SEHf) 15 [A22 H19 H22 4.5 4.4
SCHf 16 |B2 H21 H23 2.4 4.3

[0204]  SEjEfH] 17

[0205] AN, & AT HLAOEAR AT, Fe AP OIRAEZEAR LB B AR B AR 2
2 RS PR E RN E RN . A & A LR R B

PR . LA R ARSI A RSB

[0206]

23
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CON 103328419 A OB B 99/25 1

40

G-15 G-16
[0207] 55, WG4 (AIND Wi, fEBEREFENR (A ) FIERUEA 100nm [#))5
P F A B 5 BHAR RS o AR, S LW ST 17O, F S 5 BH AR i B 80nm 1 J5 B (I 4E Ky i
BF BH AR IR o T EL, 76 B AR 16 B0 LA 1.5 0 m (65 B (R 28 R B B T 7 R R i, O HLiE
L BT I S TE B TE A 3mm (AR R T . FHTAEA, 2R )5 F S TAEE (TPA) JEAT 8 A5 38
TE AR VR VOB A PHAR I ZEN, ARG AE TPA FR W E sk, BeE T, i B, A UV/ RLAHZ
FERR R T AT HEU
[0208]  4RJ5, E 1 X 10 °Pa {2125 = Fh 38 o Ha BE DAL 2 SAR TR, 78 170 FEAR AR IR
R 7 F TR IAEIULEDE
[0200] [ 3% 7]

[0210]
A J& & (om)
ERENE 6-11 135
ERERE 6-12 10
G-13 (444
B K G-14 (3% 84 A1 4}) 35
Bl AL6 (BARHH)

[0211]

24



CON 103328419 A OB B 93/25 1

(6-13: 6-14: A1=70:29: 1 (E&k))

o, T4 B G-14 10
G-15
wFEANE Li 70

(6-15:Li = 80:20(F#F1b))

[0212]  ASZHEW] F, G-13 FI1 G-14 43 53 4 7R HLL Fi H24.

[0213] AR5, WIS 120, 7B FYENZE B AR 30nm 1 JE R ERIMR IR . &%
S, ERARTP BT RS . T&, fl8aAIR e,

[0214]  XP15 2 B2 AF (e PR UEAT I 2 AP . BAAkcth, A HH Hewlett-Packard Company
HilIE P22 v, 41408 2 HL L — U ReME, 3R H At Topeon Corp. ili& (=2 BEvt, BM7 U
el FIE S RRTE S F,

[0215]  SEjfs) 18-21

[0216] [ T ¥ G-13.G-14 FIARM BL 73 532 A 3 8 Hh TR AL &) LAAE, W sEjiids) 17 o
IEHER e AR CE A an SR 17 SRR 15 2 B 28 R R AT R e TV o A4
EGE R T8t &8, FH/E G-13 () H6 H19.H23 F1 H24 FIH{E G-14 ] H22 A1 H23
HA 4 PRI FEAEM L

[0217] [ 8]

[0218]
BB (G-13 |6-14  |ROEEEE (cd/A) B (V)
et 17 (Al Hi1l [H24  [6.5 4.7
SCHEf) 18 (A4 H19 [H22 6.8 4.8
sehtif) 19 [Al4 H23 [H22  [7.5 4.4
Schf] 20 [AL7 H24 [H22  [7.3 4.6
Schf] 21 [A24 H6  [H23 [7.0 4.5

[0219]  SEjEfs] 22

[0220]  ASZAA] b, il £ AL A AR, A RIRAE AR BB AR 2 TR i =
ROCIE B RGZE 7/ B 2 g2 F Bt . A STt R AL 28 4F
HAZARIGZ, 7 B AROCET S AWM B3 m 8w &t BUT 7R H AR SE i) o g
FH 73 A8 o

[0221]

25



CN 103328419 A

24/25 11

G-26

G-27
[0222]  E 4G, THARL PSS 1TOAEBIEEAR LA AT 100nm [19)JF B AR 1T BRI o B2
BHA 110 (AR AYZEARAE IR T A 1T0 HeAi.
[0223]  FEi% ITOFEAR b, 75 1 X 10 °Pa iy FL A 25 rhat i i BEL DAL 2 SR VTR DO ik
9 RN EEAERIZ . XAE DL E R AR B R AR (el A= S B AR )

(TR 3mnt,
[0224] [ % 9]
[0225]
¥ B (om)
ZRAEWE 6-21 40
6-22 (% — 4 M4
% AR G-23 (% —Hi sh A4 20
#l T4 A2 (B —BAHAH)
(6-22: 6-23: A1=60: 39: 1 (Z&b))
6-24 (% = T4
FoAAE 6-25 (F —FAR##) 10
(6-24: 6-25=98: 2 (L F1k))
ER/BTHEBE 6-26 10
BT A 627 30

[0226]

26



CON 103328419 A OB B 95/25 B

F—2RaEE LiF 1
Fo BB E Al 100

[0227] ARSI, G-22. G-23 FI G-24 43 HIl &% 4 Fh Tz~ H1 1, H22 AT HI7,

[0228] X452 WA AR (Re e BEAT I 2 FVPA . B AAth, A i Hewlett-Packard Company
i3 BT v, 41408 I € FAL — HL SR, 3 HOAH H Topeon Corp. fillid i 2 v, BM7 il
el o FIE SRR TR 10 .

[0229] S 23 Fl1 24

[0230] B T G-22.G-23. G=24 FIEAKHLRL 3 132 K 10 s AL G A, ansi i
1 22 FRABAE R 2 A WL G2 - WS e B 22 0 ASAE S B ) 25 F 45 PEIEA T I 2 FUVEAY
BIMERE SR TR 10 b K 10 o, HAE 6-22 1 H18 FT H23, FHAE G-23 [¥) H22 1 H23 LA
M AR G-23 [/ LT FTHI8 23K 4 H FTon i) EAR RIS B A K .

[0231] [ % 10]

[0232]

FAEMEL 16722 |6-23 | KIERE (ed/D) BLE (V)

SCif 22 |AL H11 [H22 7.5 4. 4
scif] 23 [A4 H18 [H22 [7.3 4.6
SChEf 24 |ALS H23 [H23 [7.0 4.5

[0233] MR AK WAL DR KOG HRA m2 1 R0 &% . Bk, @ fd
PR A W A WAL S VR A BUR OGS IR B Bk, Be B8 S (I B AT R 4P R OG R )
AP

[0234] VB O 2 MR 7R STt 7 S0 AR R BHIEAT T Ul B (H N BRAR AR R B AR T A FF
(R 75 STt 7 58 0 I ASURI 2 SR PR B Y 265 37 e i 2 ) e AL I I AR IR AR T DL 5%
[F] 1) 25 A FH D B

[0235]  ACHRIEEIR T 2011 4F 1 H 31 HEEASH) H AL H H1E No. 2011-018366 HIF & » H
A 5 | A SR AAR L.

[0236]  PHIEIFRICAIFR

[0237] 311 PHAK

[0238] 12 AHMNHEDE

[0239] 313 PFHAK

[0240] 38 TFT #8f4:

27
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PL: TP
~ 12
-‘-‘i 1
= 08
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0 ,
400 800
i 1A
PLA 3 10wt%is et
ER TR | b b
S0 1 e"«‘
" NN\ AN
% 08 X
T 08 IR
2 04 { -
02 : \\..
0 ‘ . : . —
400 450 500 m{nm) 600 650 700 750 800
K 1B
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i M B

B

2/2
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(
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