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[0001] A< W] J& 25l n sl AR e — Py (N-{4- A3k -3 [ (4-nibme -3 6 )
WENE —2- g2k ] RIE ) 56— (4- FIIENRIE —1- 5 ) -5, 6, 7, 8- WU A% —2- BRlgal Ll 25 ] £h
e 25 W8 250 13 o

B=EA

[0002]  N-f{4- 1 3 —3-[(4- mb We -3 45 ) W e -2- 2 A ] & ) -5-(4- 1 4 Ik
B —1- 3 ) -5, 6, 7, 8- PUSZE —2- Wit — Pt £ ME AR 2 IR e 771, J DY S AL SR BEHE SR
B, H T ia S e R 40 i, LR i T 1) JBUR 55

[0003]  H1 J° N-{4- A 5 -3-[(4- ML g -3 2 ) W 0E —2- & 4k ] &5k }-5-(4- AL IR
% —-1- ) -5,6,7, 8- WUE %% —2- BRlg 258 K ( Ok 500 ~ 1000mg/d) , I i 2 245 12
FUVGRRL R %, K TR AR BUBOR, W] BE s mi Ll R N, 3 MR, AME T L
B8 NNV BB AL o ity EL A % A B A mr, 52 mi 7= i K0S, 24 BB iR BRI 42
DrAAR, BT il % R 2 R RS H AT R S

[0004]  F i LTI (0 2 1) 3 24 AR IR 29 RO R AN [R], 2 304E 30-60% 2 1), — L2540 3k
ZyEILR] 60% LR, B T2 R, o By LR A, R R i, iR TE AN B R
PRUEZESR, AT i T % T2 LR il 46 P 77 o e S5 S A, AR MERR 3] 70% LAE o PR ek il G ey
P i 2y B — B AU BOR N ST B

[0005] A AR S BRI AR IE il 77 J5H2E PR ) B 3 ey 2 24 8 ) SR B 7 e A FARAIG
B 2T SR AER], PRI B AL

RZIPAE

[oo06] A & B H A2 -4 — B T30 97 O 5, &3 N, & N-{4- F
5 -3-[(4-nipmg -3 55 ) mEmg -2- Ak ] R 5 (4- AR -1- 3£ )-5,6,7, 8- TIA
2% —2— Wi #h sl L mT 25 FH 2R 1) a2 A A

[0007]  AKBRHAMEAR T ERE 5A N-{4- B -3-[(d-nthe -3 &) g —2- 25 |
ZFE ) -5 (4- FEEIRIE —1- %5 ) -5, 6, 7, 8- VIA 25 —2- BRfg ok T 2 H R B, i B BT
43 B, ALHE 30-75% ¥ N-{4- FI3E -3-[ (4- nikme -3 3% ) meng —2- 3% 1 K3 | -5-(4- &
WRiE —1- %5 ) -5, 6, 7, 8— P& 4 —2- Wl s ml 24 FH 3 L 1-50% B BE T 5%—40% [ A fif 5]
0. 1%-10% 1B FIFL 0. 1%-5% (I3 1 77 H B 7 o

[o008] IR, YLk, #ZE B 4 b, B 45-75% ) N-{4- FI2E -3-[ (4-nikie -3 2% )
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[0016] 1) o N—{4- AP 2L -3-[(4-mbmg -3 2% ) memg —2- & & ] K& ) -5-(4- F IR
W -1-2£)-5,6,7, 8- PUAZE —2- BRiasi in] 25 H s S REFNR G575

[0017] 2D ALK, AEIR -G WAE i B VIR A HL A AT WV R, FH 5 A T % w4 1) s 1 1F
AT IO, T

[o018] 3D A AEFIFIBN A, /a8 BUR GHLTIRG 5

[o019] 4D MIAJEIEH, T9 BURG VLIRS ;

[0020] 5D @I HE LN P O PHAFREV RS

[0021]  6) Ak ALK,

[0022]  ARBHIA AR 2 S8, H TRYT B i & A N-{4- 25 -3-[ (4- nmksg -3
5 ) WENE -2- 2 ] KA )5 (4- FEEURIE -1- %) 5,6, 7, 8- PUA(ZE —2- @%Hﬁcﬁm,ﬁﬂ
24 FH ER I 259 3R ey 1 5002488, 491 e A A 500-1000mg o R, 75 2 77 {587t FH 5 - e
Tﬁi‘?”ﬁ%ﬁﬂi‘ua’]ai‘u%ﬁﬁ FIIRGRIZY o AR B SRAR I AR08 HLITAE, AR B R 50 KR A
T HEAREETERNN-{4- & -3-[(4-Eme -3 5 ) meng —2- 25 ] X&) -5-(4-
Rz —1- %> =5, 6, 7, 8= VY& Z% —2— W& SR s my 24 FH AU G /) 2 IR 50), iX 4895 Re il
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BH 9 R 57 mT CALLIE A AT REF AR SE /N B RV oA 25 e, (ELAS R B 5 5
PRARN, DRI 7 (G 2 o IR A5 A 8 PRI Sk B0 AR BH IR 1) oA I ) 4, i e N 1)
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[0023]  SIZifd] | MOREIRIA 28 JE IR 8 S 25805 b o R

[0024] () MR R JE 1A il 5 S S A i L

[0025]  Kf S SR IIN N={4— AR —3— [ (4- RIEIE -3 ) WRIE —2- 25 ] 40k | -5- (4- Ik
DRI —1- %) -5, 6, 7, 8- WU %% —2- Bieh (5. 33 3¢, 10 2K ), oK ZF 200 ZT1, MR
(L. 01 3¢, 10. 5 2K ), 70°C FHEPE IS N 0. 5 /NI S, v 41 A2 =30, LR AT [ 4447t il
JERT H A4, OF L L2 180 TR 45 o I8, BT840 N- {4- FI3E -3-[ (4- migig -3
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(RP MM ERIA B JE) 5. 94 T, P73 94. 5%, HgE k= an (D),
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X8
anase
il IN CH¢O5
N/ [Nj
|

[0027] 3 fX :CyHa N0 » CiHgO, 0

[0028]  #A% :191 ~ 193°C,

[0029] 1H—Nl\/[R(DMSO—depm) : 69.98(s, 1H) ;10. 10 (s, 1H) ;9. 26 (s, 1H) ;8. 96 (s, 1H), 8. 67
(d, J=3. 6Hz, 1H) ;8.50(d, J=1. 8Hz, 1H) ;8. 45(m, 1H) ;7. 72 ~7. 68 (m, 3H) ;7. 75(q, J=6Hz, 1H
) :7.47(dd, J=8. 4Hz, 1. 8Hz, 1H) ;7. 42 (d, J=3. 6Hz, 1H) ;7. 20 (d, J=8. 4Hz, 1H) ;3. 92 (t, J=8. 4
Hz, 1H) ;2. 96 (s, 4H), 2. 76 (m, 2H), 2. 61 ~ 2. 59 (m, 8H), 2. 54 (s, 3H), 2. 21 (s, 3H), 1. 95 (m, 20
), 1. 64 (m, 2H) . TR (KBr, cm ') : 3436, 2925, 2854, 1632, 1598, 1528, 1495, 1384, 1324, 1115, 80
3,622,

[0030] (=) MMRIRIA 27 JE XS T4 Pl 4t M i) AE I kI R (TG W52 77920

[0031]  JbfJed 40 Mo 22 Ji B VB VH AL S, 23 BIOSGER AN 40 NG, JRAT LB AE B F B &= (250/
ml) FIEEE 2 (250 g/ml) [ RPMI1640 Kr R 2Erh. M4l s+ 96 FLIE I8k (Corning
Incorporated) , 7E 37°C, & 5% CO, 75, AHXRAE 100 % 5 F T 1555 24 /b Jia, 37 58
TR N T — ZRNHSE SR S I35 20, B — IR VAT AL, B5 9% 24 /DI, S22 5%
TARE S S 208, IMON S LS 5 7 48 /NN i, 7 2515 90, AR AT e me s (MTT, 3£
Sigma A H) = AL ) BEFRWE, MTT ZIKREE N 0.5g / L, KR E 4 /NBJE N — R ZE Wi
FET, | /NI S5 R G B SE AV AR, £F SK601 BRI ( HAE Seikagaku 207 =& ) Kl
570nm / 630nm FOGEFE (0D) o 2 K AR S2 TRE o ifed 48 1R P25 AR i 2

[0032]  (T-Ty) / (C-Ty) X100%

[0033] VI :C 7Rt I A 40 B f) OD i

[0034] T FKIxINAZEAFE S 4140 e oD A

[0035] T, F7s NS TR i I Xof B P ARl Ja %) oD i

[0036]  SZAAAE AT T8 e 40 M AR S E T, 45 R W3k 1

[0037] 3K 1 MOMREREA R Je R Jes 48 i () il 4

[0038]

(D
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in P

yndiser] i 988 40 M 42 B 1C50 (nmol * mL)
i A-549 521.2
NCI-H460 236.1
JHHE SMMC-7721 892.1
[ ML HL-60 148.7
K562 68.0
KU812 32.8
P388 772
MEG-01 13.8
SUP-B15 33.8
KASUMI-1 52.8
FLIRIE T-47D 239.3
4 e HCT-15 127.3
HT-29 426.6
ULEEh OVCAR-3 239.1
=F 1 GISTS82 356.1

[0039]  SEJtEfs] 2 : & N-{4- FFEL -3-[ (4-nfkmg -3 &) memg —2- 38 ] K3L 1 -5-(4- Ff
FEWREE —1- 3% ) -5, 6, 7, 8- PUAZE —2- Bhfiw sl H ] 25 FH 3 i) 4 57)
[0040] () FEAIEEET L, A’ .

[0041]
MRS A JE 64.53%.
HimeT Y ER 16.51%.
BRNFEF AR 1.19%.
AC TR AE I 13.29%-
TR A AR 0.57%-
TR RR Bt 0.66%-
FEAil B A premix yellow  3.08%.
FEA LA premix red 0.17%-

[0042] (=) &7k

[0043] 1D MG MIMKIR I A JE SRR i A 4 R AR N R A4 IR A 395

[0044] 2D IIAIK, VR WA B BY UIR -G AL AT IR, FH ELAG e i vl ) 7 s
AT L, T

[0045] 3D BT ji fifé 571) A8 16 50 4 P AT B i 1) JC /K IR AS — S8 ARE, 729 BUR S HLTIR G
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[oo46]  4) M AEIEFIEENRIREE, TH HURGHLTIRSG ;

[0047]  5) I HE LWL B2 4 PHAFREV S

[0048]  6) A AR BT LA

[0040] (=D JEAR il v EE LY 210mg, 12 FIA AT, HAE 9. 1-9. 3 mm, 25y, {34,
JEHE :2. 8-3. 4mm,

[0050]  SEjEfh] 3 : A N-{4- AL —3-[ (4— mbwe -3 3L ) MEmg —2- %(JE ] K3 ) -5-(4-
FEWRIE —1- %5 ) -5, 6, 7, 8- U ZE —2- BEL s mT 25 F 2h i il

[0051]  (—) B fEE R G, AT -

[0052]
MR BRI A JE 63.46%.
(DELER 15.87%:
FRNEE T A LT YR 1.87%-
STHKEE YE T 13.06%-
P54 A e 0.56%-
fl flamR e 0.75%-

FEpB AR premix yellow  4.20%.
FLARALAK premix red 0.23%-

[0053] (=) il 4% Ty i

[0054] 1) MR M AR e ST A R AR NP ARG

[0055]  2) MK, VR AW i BY UIR -G AL AT WA, FH LA e i vt ) 7 s
AT I, T

[0056] 3D I i 0 A2 T 56 4 B FH B (AR e K IR A — S ALRE, 7R3 BUR G ALTIR S 5
[0057]  4) IO FIREFREREE, T9 HUR AN HIRG ;

[0058]  5) @I FLE AL ¥R O PHAFREV RN

[0059]  6) G4 FEAACE P ALA

[0060] (=D JEAR il et i EEE A 130mg, /320 RN RE, B4 4. 1-4. 3 mm, 25 ffy, jbid,
JERE 2. 8-3. 4 mm,

[0061]  SEHlM] 4 & N-{4- & -3-[(4-nikme -3 55 ) meng —2- & ] KK | -5-(4- F
FEWREE —1- 95 ) -5, 6, 7, 8- VIS ZE —2- WhlZ ol L mT 25 H 3R 1 5

[0062] (—) B FiZE & [ e, Akan® -
[0063]
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MR 5 JE 71.66%-
(Ot 12.70%
FNER YR 1.20%.
AR Yk ] 10.11%.
KA —E ek 0.54%.
T JIR TR X 0.65%-

FAh A premix yellow  2.98%-

FLAAU AR premix red 0.16%-

[0064] () Hil#& 77k

[0065] 1) MR KB e S AT dE Z AR AR P A4 2R G 15

[0066] 2D ALK, AFVR-GWAE = B VIR HL A AT WV R, FH A T % 4 1) s 1 10F
AT L0, T

[0067] 3D I i i 7 AT T S8 44 A RN W AR JE AK IR A ATk, 729 BUR S LIRS
[oo68] 4D M AEIFFIEEIRIREE, TH HUREGHLHIRSG ;

[0069] 5D I L AL, ¥R 4 PHAFREV S

[0070]  6) A AR BT A,

[0071] (=D JBAR il EcR: v EE LY 190me, 12 A Y, HAE 9. 1-9. 3 mm, 25 iy, {32,
JERF .2, 8-3. 4 mm,



