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AERTSRAE A 20 BYLL B X- STEfTig e, A4 T 11, 73° ,13.03° ,17.33° ,17.97° ,
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[0001] AW Kwgme — MR A Eh R ER, JUILARE Tipiracil #hR#h 5- 50 —6-[(2- L
RH - 1- Mg E ) FEE -2, 4 (1H, 3H) - MR — [ £R R 4 (10 0 2 e JL el 26 05 1

EEHEA

[0002]  TAS-102, 2 Taiho (HASKZHIZA K+ A FD TR KT, 2% I8 i wUR 18
FEF B B AL BE SR ) (TIP) Tipracil #hEgEh (MUP-98156) [ 77, I T-i697 B & 45 B e
TEW BJEEAE . 2013 4F 2 H, Taiho 7E HAEAS TAS-102 F 3077 ANl D) R e A 52 % Pk 25
B e ig . midg o rm, Hara vk B

[0003]  #& 3k ElJEREh & 4e il 2005-2009 4F, 35 [H 45 B e ) & 3 9 B4 46. 3/10 77,
P W ABER R FL 40/10 J1. P E DA, 2004-2005 48, FlE 25 H igiE IPET:
FAT JE BV AET AR B DY AL, ik 7. 25/10 J7

[0004]  Tipiracil EHFRELHEA LA AL B ATE o ds 277 R IE .

XRAE

[0005] AWK H HAE Tl SR IAT HOARH R, S S5 i T Bos il Tipiracil £
AT A A

[0006]

O
HN”L"'Q
A N

O N
H * HCI NH

|
[o007]  Horp, X T AW ARI T
[oo08] HAEATH A 20 H(ad11.73° ((b)13.03° . (c)17.33° .(d)17.97° .(e)
23.45° L (£)27.23° .(g)29.40° . (h)32.85° A/~ X— B4 AThf g
[0009]  HAERTHS M 20 4 (a) 11.73° AbEoR X— BFEAT T, BTk g HoA 1 26 AH T o
FEoh T3 sAERTIH A 20 ()17, 33° Kb Eom X— IFERATHT 06, Bk ide HA 1S 2R AR X 5 5 0
63 sAERTH A 20 D4 (d) 17.97° bR X— ST, Pridiug BoA 15 AR R E A 86
TERTHI M 2 0 4 (e)23.45° Kb SR X— 5P ST s, Frd ige AT [R5 e A 9 B R 64 s 7EATT
ST 20 A (g)29.40° Ak FIR X- STERATHIE, Fridig B il ZeAH X 58 24 100 5
[o010]  JLAERTH A 2 0 AbZon HAT TR ARX SR A 20 B UL E 1 X- STERATIH 28 Gk 2k
MRS AL D 11.73° (73),13.03° (48),17.33° (63),17.97° (86),19.04°
(25),23.45°  (65),27.23° (50),29.40° (100),32.85° (30) ;
[oo11]  JLAERTH A 2 0 AbBon HAT IR AHX B 4 10 BLLL B X- STERATH 128 Gk 2k

3
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MEAARE S HNA T 11.73° (73),13.03° (48),17.33° (63),17.97° (86),19.04°
(25),21.45° (14),21.6° (16),23.45° (65),23.88° (11),24.83° (13),25.20°
(18),27.23° (50),28.14° (12),29.40° (100),30.64° (13),31.87° (14),32.85°
(30),35.82°  (10);

[0012] DL, 75 i 2 T 1) X— ST 2T 557 Bl m A A U 18R %o 0 it PR Al 53R Xof 7 U A %o
WS 388 B85 ) 20% DAL o

[0013]  H:LLAE=MRALE 99. 5% UL I R AFAE .

[0014]  ARIEM, H 5L A XRD i Kl 1 Fiors

[0015] AR EHK) ) — B FEELE Tt — il 2 ik s 29 T 17737, BFEE e &9 1T A
BNAEAIK T, ISR, T IR, PRIBIHEAT i L 1, I B FE M A BRI —2 B
RPN S P IR TR RS EGRI I R ST N BE SR T, SEARIE ST
[0016]  PTIRWKER A EhER Bl AL &, LI ER IR -

[0017] AR ZLA—FioBran Y, At S mIM AR 1T, S S A RN .

M (&35 AR
[oo18] W& 1 /&scjtifs] 1 HhflfE I T &) Tipiracil $hERERIGH Y T 119 X- ST £k fiT iy
K,

BAEXLHEAR

[0019] " 44 i Bl B P AR it 14 ok L A [ 3R A i B R N 25, AR OE AN R A I LA
AN

[0020]  SEjiifs) | A A AR ER IR il & Tipiracil shiRERKIAH A T

[0021] #4541 (50g,0. 18mol) HHARNAifLK (250L) 71, Ii#As 70 CAEH A 5 » i
25mL R AR, SRIBHEFENT i 2h S5, BARFREL R IR 2he U8, BTISIE K 40°C 3 KT
FIEE ., 13  HFrr4 (42. 3g, AGFEK), P75 84. 6%.

[0022]  SEjiifs) 2 AT ERIR LBl 4% Tipiracil ZhERERM AL T

[0023] K4k 54 1(50g,0. 18mo 1D MIAZEAL K (2501, N A 70 CAEVS AR o, 1 0 25mL
WAL, (RIS FENT B 2h S5, BN 1000mL 2%, H AR IR 2 = HT 8 2he 138, BT 1A
A0CHRTEREE. 5 8 (46. 5g, FEREAD, 73 93. 0%,

[0024]  SEEGAH) 1 - sEum R 225050

[0025]  fU#37Y5 :D8Advance fE[E Bruker X— SF&el RATHAN 5

[0026]  Ef4k . #Af8 Cu—Ka B2 (A=1.5418 A);

[0027] #4770 /20

[0028]  FH#EYE M :2-40°

[0029]  HLYAL :40mA ;

[0030]  HiJE& :40kV.

[0031]  X- SFEATSEAm AT WK 1.

[0032] 3K 1 AU BISZY T sEum A 2= 50 4 vt

[0033]
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AR (%)
ieEs i JRORE I ) piry 224

RANARFN R i
0d I 0.243 0.403
25°C/RHT5% 5d I 0.203 0.288
10d I 0.179 0.458
0d I 0.243 0.403
25°C/RH92.5% 5d I 0.190 0.280
10d 1 0.200 0.476
0d 1 0.243 0.403
40°C 5d 1 0.246 0.325
10d I 0.184 0.463
0d I 0.243 0.403
60°C 5d I 0.225 0318
10d I 0.203 0.461
0d I 0.243 0.403
JeI 5d I 0.229 0.356
10d I 0.210 0.474

[0034] A L3R SCH W] DL H S A B it JE A 25 b 2 Wi DR 32 2% R R ME R R BLAR R 4T
UL IZ R S S B 2T RN A
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