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L. —Fplda & R Form 1 ) Gefitinib df Bl a¢ 7%, HARFIEAE T 4% Gefitinib ¥
fELEREH, SR JG VA HI1S 3 Gefitinib Form 1 fdZd, FriklEik H LBE SN EE . IE T BER—Fh
e

2. WRPEBCREL K 1 BTk (1) ) 4 7 15, HRRIEAE TG LA T P3R4 Gefitinib ¥
TEBEH, AEWEL AL 4E 2 7E 60°C ~ 120°C, ¥iE 5 S48 PRI 31 %00, 1 U8, 1819 3 Gefitinib
Form 1 f&%Y,

CRRPERCREL K 2 PR il o8 7 v SRR TE T, P ey S
CRPERRELSK 2 PR il 28 7 HRHIETE T, kB 7 A BE
CRIERREL K 2 PR il a8 7 R IELE T, Il B IE T e

- ARPEACRIELSK 2 Prak (1)) 2% 777, HARREAE T, R IIRE A 70°C -80°C,
- ARPEACRIELSK 2 Prak (i) 2% 77 7%, HRHEAE T, g R it 75°C.

- MRABRBCRELSK 2 Pk i) 7702, HARPIEAE T TR AL B A M T T .

o ~1 O O W=~ W
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—fh Gefitinib Form 1 REFTAIFIE AL

B
[0001] AT K % it L 250 ) 5% BRI, S RARE 0 o Fl GefitinibForm T i
LRl IR A RTS

EERAR

[0002]  Gefitinib, M MY N-(3— &l —4- F AR 5 ) -7- H 4K —6-[3- (g mk —4- 25 ) N4
5 ] -4 MEmmkig, e i ans 1 PR, 236 AstraZeneca 24 ) I IRER B2 ALK A
T2k (EGFR) P& 2 BR W0R ) il 771, 2002 - 7E H A H IR _F 17, 2005 A E NP, B &4
Iressa, It /K FH TR T MER 2 S8 P 25 M2 V53¢ (docetaxel) ALJ7 JLRUEAE
AT I JR BT I S Bl e B PR R /N4 B idides (NSCLO) .

[0003]
F

Cl

G\/\/OJ@H'\LN
MeO N/)

[0004] 1

[0005]  W09633980 & 2| T A FF i 5 45 i Sk A4k Gefitinib, {H Jf AR $2 2 B 14 & 2,
W02006090413 P EE T LR T7EAG R 2 Form 1 db a9 . 2 H B 1k, SCRECE R Pr 2
i) Gefitinib 345 Form 1.Form 2.Form 3.Form 5 5 Form 6 Fiff 5%, Form 2 5 Form
3 NG, Form 5 5 Form 6 A7KEGY, R Form 1 4145 B . CN101177415A
W T Gefitinib Forml & 2R (1l & 7 v2%, (ER T IR 1R 5 5380 2 i ik L& s 5% DMSO %571
W) (Form 3) 5 MeOH¥EFIAY) (Form 2) FT3RACFRAZ R, 1% 7 VEAF T &8O FE A7 E e
L, A AT, B itbz A6, fl & R R REAR G HEFE Form 1 g%, XK
T B R

RZIAAE

[0006] A BHAELH) CN1OL177415A S5t B REAT G, $83F T L Z080OK db B AN T 428 1 4T
T, WIS AR h B S GRS E #il45 Gefitinib Form 1, [N 17742 Form 1 4 %Y
G LT, AR, IR E MR R, B 0 TN e

[0007]  AUx BHSREUP B AR T R UnE -

[0008] ¥ Gefitinib ¥ERELEEEH, SRR HIIGE) Gefitinib Form 1 @2, FriREEE H 4
B N IE T BER)— Pk 2

[0009] @ DHh, ¥ Gefitinib SEREIRA, (TR 4ERFTE 60°C~ 120°C, %¥H Ja S 1% P
=, T8, TS 3] Gefitinib Form 1 G475,

[0010]  SEHE— D, ATidEE N 2,
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[0011]  BEIE— D3, TR EE N S5 A BE

[0012]  FEIE—DHh, FTIREE A IE T RE

[0013]  BHRE—DHh, YRR HE A LLE A 70°C -80°C .,

[0014]  SHIE— D, BRI REARIE 75°C .

[0015]  SHgE—DHh, TR I N IT .

[o016] A BH HA WA i8R

[0017] A BHEES | 7EH ¢ Gefitinib Form 1 ghBYFerh S A AR5 D BRI 5 oA
fen Y IR) A, MG N T ERAE T iR R AR T, PR T AR, 1A Tl AR, R EE AT
KIS

R 152 AR

[o018] & | AR A2 LWEP E 45 A3 2 Gefitinib Form 1§ %Y XRPD &1

[0019] [l 2 RARiEF AR ELRBFEIN Gefitinib Form 1 FAY[H) XRPD Kl
[0020] & 3 RARIHIEIE T BEH ELE RIS RIH Gefitinib Form 1 &Y [H XRPD &
[0021] &4 FIRIF)IE SBEANE T BEVRAESH  E45 13 2% Gefitinib Form 1 d%%Y [
XRPD [&ig

N

=
H
=
H
H
H

BAEIHEAR

[0022] it NI SZif] 7R BT R A A B, (B AS PRI AS & B G N 2

[0023]  SEZJEfs] 1 :Gefitinib Form 1 JhZY )45

[0024]  BRHX Gefitinib (1g), 2R Ja Io AN B SN A7, 0N 20mL &, 45 i3 FE A1 75°C,
W B kE, BI5 5 12 M 2 SR, g, A I CBE (3X ImL) $E¥, 40°C B 25T 4, 13 3
Gefitinib Form I /7% 900mg, JZ% 90% .

[0025]  SEjtifhl] 2 :Gefitinib Form 1 &% [1)H]4%

[0026]  FRHX Gefitinib(1g), #AJG A B NI, IO 30mL 5 A I, ¥ diliR FE 7R 75°C,
Wl 1B 5 JE 12 b 2 =, 1 U, A B R I IE (3X ImL) PE¥%, 40 C 28 T8, 19 2
Gefitinib Form T 7Y 940mg, % 94% .

[0027]  SEjitafs] 3 :Gefitinib Form 1 ffZ [ HI4

[0028]  FREX Gefitinib(1g), AJG N B NI, INA 20mL 1(ET B, I dliR ELE 75°C,
W 18k, B35 J5 2 PR R S, 1L uE, RV IUIE T BE (3X ImL) PE%S, 40 CE T4, 153
Gefitinib Form I 4% 890mg, I 89% .

[0029]  SEJifd] 4 :Gefitinib Form 1 FhZY )4

[0030]  FREX Gefitinib (1g), SRJa MR M, A 10mL LEEHT 10mL 1E T BE, % HiliR
FEAE 80°C, #E i Pidt, WiE G 1B I 2 1R, o vk, A I QBRI IE T R A% (AR
1o D) (3X1ImL) ¥, 40°CEHA T, 153 Gefitinib Form T f7Y 880mg, % 88% .,
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Peak 3sarch
Sample . Ge{01003Y Fila o A0t 24 raw Dt o Colober1210 109437 Cpesstor L MING
Comresnd Memao H . .
methad T 2nd differentiak Typlca!  width o Q2% deg. Win, g : ADOCO-aps -
Intensity (Cps) )
25060 3 ¥ ¥ i
20060~
15000} - g
$0000:- ,? -
I
000} 1l
; o o
R ’)5?‘ o { [ i; v - - x;xA\,‘.k./{N....wm A
20.000 40,000

) 2ot {deagy
P 3

Peaix_no. Ztheta Fiex ohete  Flex Width  dwalug intensity ko |
1 7.000 2 24,180 9312 38777 16069 80
2 1.120 w212 1.8502 2012 12 25040 0212 35633 171 10
3 12 180 6235 7.2508 4628 8 28260 2292 33008 17988 160
4 14.100 ©.188 B.2759 2973 13 25.640 Q.9855 3.3558 5110 29
L5 %440 . OABS  Bi¥8  feey 8 ¢ ... 2Tx0. .., o2  azvss 1088 &
[ 15.720 A2 55326 BE1t &3 1 28500 9212 31283 2157 12
? 8220 6212 §.4801 4654 7 b 23060 0,988 $0784 1240 T
8 17.580 0.235 5.0484 4841 2t e 79540 0235 20115 1253 7
] 18,560 k-3 ] 4718 4210 24 24 30,800 0235 28191 1420 8-
LA A8220 G212 ASMY  edee 84 1 46 %9 0288 2BOM4 800 H1,
11 20.580 0250 43828 3828 5 25 33580 Q.988 26558 34
12 21.080 B232 4.2910 2615 15 7 34040 ez 28316 1068 [
13 22.260 . 0188 3.9604 sa08 kel % 35,980 0212 24984 2177 123
14 22480 188 $.9563 688G 82
15 23880 5388 37232 6392 93
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Peak Search .
Bample 1 Gei040062 Fila T AGAOTEE W Dute T Oolober 1390 103028  Oporator . NIND:
Comnent Wenw } : :
mathod . 24 diferential Typical  with TG ey, Wi, height L 40000 op
intensity (cpe! "
BEOO0 oy - v
20000
15000~
40003
- ot b M2
& 16,600
TBegk ra. dhefa | Fiex Widlh  dalue Sinela Flox Widlh | dwalue | iniensiy  Wio ]
1 7.040 9212 12,5459 32,500 6242 28483
2 & 260 0212 95425 23,500 0188 17201
3 11460 g.212 T8 24.220 G212 38717
4 12.200 {226 7.2487 5 0235 3.5508
] 13820 . oR  G4025 . 29 . B @0 2530 - E
& 14,440 0212 62583 : 33808
7 14,480 0212 6.1205 3270
8 15.760 0212 s6a184 33260
g 18,240 0.235 5.4634 ; 30085
10, 17800 o2 50380 | 1,840 L2
1 18600 QI 4. 7685 ok 2.7980
32 12.2680 2.212 4.8046 34060 28301
13 20,820 0259 43039 35,980 24840
4 25120 0212 4, 203% .
15 25,308, 0165 29833
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Paak Search » e
Sampie . Ge10i0083 Fite © DI ZE.raw Dabe o GptoberA348 1004400 Operator ¢ MIND R
Cosiment . Memo : ¥ <
method . 2nd differential Typcal bt 5 (xi0 deg. Win. height 5 ANOT opE
Intensity {eps}
20000 T T
16000}~ ) ) .

10060

P s

2z ey r
Pagk no, Ztheta Flox Width _ d-alue Intengily Mo ° Pesk ne oo VW gvalue | Iatensity
i 7000 0212 126978 4488 3% 1% c.A88 37283 £843
2 11.120 0212 7.8602 1869 14 7 0.212 36807 14015 00
3 12180 0.328 72725 881 B 18 6135 3.5861 58z 12
4 13.780 0.188 84210 955 7 % ¢.235 3.5960 8719 %
B, .. A0 0292 63789 AW .. ... LLJames o a3kse  awe 30
& 14430 0,212 6.1374 1137 9 P 0.235 32782 858 7
b4 15720 0.235 58328 w64 57 22 0.212 31814 2 18
3 16200 0.235 54688 4827 35 5] 0.282 3.0154 1239 g
] +7.540 0295 s.0821 a054 2y 24 3 D.235 28047 1411 1%
L1000 BSeQ 23S ATEIE 339§ 28 0 28 1880 0353  28p4B 1922 4
14 £8.200 6238 4818 o083 72 76 34.000 0.3 2638 &35 8
12 20560 0.259 43183 4742 34 s 35,900 0212 24560 %M.
13 21.080 0.23% 42149 2485 8 '
14 22.380 0.235 3.5804 5007 ¥
18 22 440 0,188 38888 5005 3%
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Peak Search
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13 6855 4142 24 % pEE T 0,188 37283 5730 £
76848 1963 12 7 34140 0235 3.6R37 18475 %
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