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Stk (KBr) RAE, Frk 204N it L B0 HAE 2948, 1723, 1615, 1535, 1506, 1437, 1383, 1366, 12
87,1262, 1245, 1180, 1164, 1120, 1095, 1059, 1032, 992, 974, 935, 918, 869, 858, 828, 784, 74
6, 732, 654 Fll 556+/—2cm* A7 B IS

[0060]  4-{[4-({[4-(2,2,2- =® L& )1, 2- ztx%t%‘ﬂﬁ% 3= ] A B IR
WE —1-2& ] 3 |- PUS —2H-nib i —4- BRIR 2 s BB 0 1T, Hod i i Cu—K o JBUR 4 (1) 5 5 1
PAFHIRY AR X— 5 e firhif Bl (PXRD) KA, Pk i £ 4% 2- 0 ° 5.8,9.7,10.5,11.8,12. 4
,13.5,14.2,14.6-14. 9, 15. 4, 17. 8, 18. 2, 19. 9-20. 5, 21. 2, 21. 8, 23. 6, 24. 1 F124. 6+/-0. 2
(VACHIOIEE]

[0061] 40 EATIRET 4-{[4-({[4-(2,2,2- =H LRI ) -1, 2- K IF M —3-FL 1 4/ } /!
HE) WRiE -1- 2% ] L ) - DY —2H- mbi —4- RIR 2 b BB 11, Kk — Pl Z2Zom 434
BRI (DSCORAE, LR Zm BRI, ik 2 A 11 R AL 167 C AR
169°C K &AM A s LUK

[0062] 1 FJTIRAYT 4-{[4-({[4-(2, 2, 2- =R LA ) -1, 2- I iEm —3- R ] & 1 |
JE) WRIE —1- 25 ] B ) - PUSK —2H- b —4- R 2 e 11, Hdk— 2@k 4048 (1R
il (KBr) AL, AR 4L 4Gt s HE 2950, 1724, 1614, 1534, 1507, 1438, 1383, 1366, 1287
, 1262, 1245, 1180, 1164, 1121, 1095, 1059, 1031, 992, 974, 935, 918, 869, 857, 828, 784, 746,
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732, 654 Fll 555+/=2cm " A7 B RIS o

[0063] A BH N — 7 HAE THEMEA R R 4-{[4-({[4-(2, 2, 2- =LA ) -1, 2- 2R
o iEme -3-JE ] 4 ) L) WRME —1- 2% ] FOE - DUSL —2H- ki —4- R IR 2 A E
HHEZ.

[0064] A/ BH (P FF— 7 HAE THEHEA R B 4- {[4- ({[4-(2, 2, 2- =LA HE) -1, 2- 2R
IFrEnEm: —3- 35 1 4 ) S ) WRIE —1- 36 ] AL ) - POA -2H- ML —4- RIR 2 e A
il 4% 1697 2on i 22 5-HT4 SZARFE BRI AT AT 20 10 25900 b i N 5 G G2 7 il 25
TR MG TT B M VR T BRI 1G T R IR M 25 IR R S Bk e o B B R
WL (GERDD B i« H 2 ) B diG AR B MV AL AN R D RE R AL A R (FDO i &2
ZrANE (IBS) M VHALAS R BB R VB BE R B R RO PR R 50 R K
VR ECH I NBES IR I | Sk 928 AR P00 A /LA 905 1 ) B B O Y L R
T3 LS VPR 4 2550

[0065] Ty [, A A BHER AL — P H T30 97 2o i 75 42 5-HT4 52 (R 55 B0 ) A 7T %
(K773, JCHIE G R 16T « PR YEVR T Bl @ 67 B B8 IR W (GERDD « H Wi
B 3 RS AR M A B IUREETHALAS B (FDD 5 2 45 &9 (IBS) E AR T AL A
REIE A B B 2 B0 P RR A ZE R G B IR ORI BR EC DA B I e
Pt S 2~ AT « TR /o I A S o ) 3 0 Lo OB PR s L S I B {52 SR B E 1Y
JiiE, BTk 7 AR RIT A B AR R G 4-{[4-({[4-(2, 2, 2- =H L5 FEE ) -1, 2- K
HompmEme -3 2 ] 46 ) L) URmE —1- 28 ] AL |- PUAL —2H- ik —4- R IR 2 e s
T BT AR N RIEN I3

[o066] AR 4-{[4-({[4-(2,2,2- ZH LHAHE) -1, 2- KIF RiEme -3- L 1 5} A
B ) WRNE —1- 3% 1 FIE |- PUST —2H- N —4- RIR 2 i U 2N AE 4 B VR YT B 5-HT4 A2
ST T B A TP

[0067]  AKBHI4-{[4-({[4-(2, 2, 2- =M LHIE) -1, 2- 2K FF mlEme —3- L ] 40 ) AR )
WRiE —1- %5 ] A3 | - DY&L —2H- nibig —4- 1R 2 i B OB RT 7RG T T 41550 BUW AE
A H S Bl sl ek B LR - B &8 % (GERDD B Mk Wi B 3 1 BEig Bt
PEW A R IDREMETH LA B (FDD W 2 7 G0 (IBSO (M HA R VB TE 8 B 8%
PR AR D PR AR RGN B R P R O DB RG I IH: | g Sk % A2 5
PEIF /O IV TR o ) by o DR B IR D B PRI 3 45 3 i

[0068]  7E W02006,/090224 F1LL T SZ it 451 35 43 it A FH Tl 48 4-{[4-({[4- (2, 2, 2- =5
LAFE) -1, 2- R Eme —3-JE ] 40 AR ) WRRE —1- 2% ] 5% |- DUAL —2H- niki —4- 3%
PR 1) i 28

[0069]  4-{[4-({[4-(2,2,2- = LK) -1, 2- K IF mUE M -3- 5L ] &0 A 2E) R
WE —1- 2% ] 2L - DU —2H- ki —4- IR 2 W AUE A Tl A 4-{[4- ({[4-(2, 2, 2- =
ORI ) -1, 2- A I EM -3-J ] AR PSR ) WRME —1-38 ] AR ) - PUS —2H- b —4- &
RR 11 TR L BSR4 b R AT )45

[0070] f4% 4R SWEAE N IANLEFIFTH T 2 M 808X T 4. ki, nfLl 5 &
& S BRIR - v R i) B FE L B BT B — R al— A L Ry oK i I SRR
B IO 15 a0 LTk AU T I8 R MR . 460 /S PRI DY MR 2 R MR SIS 5 i o e L R
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B A Ot — S U7 R PR AR SR 288 5 1 2 TR I A P B Z R i 2 2R 10
B2 5 = P YA AT — PP 3 S 2 SRR IR 5 LR = PP 2 MR SR ) S

7

[0071] &5 % I (%) 3L B P31 1o 32 B ok TS ) IR 2, TR IR FE A 249 0. 1mg/ml 2 4
200mg,/mL IR, B 45 i I (13 BTG B2 Al K T 100°C / /NIy o JRIBAIR T 50°C / /NI, B4R
AT 20°C / /i, AR T 5°C / /NINTRT T EE 45

[0072] AR 4-{[4-({[4-(2,2,2- =R L) -1, 2- FH Frgm -3- K ] &} H
F) WRIE —1-3& 1- 3L ) - PUA —2H- MEIR —4- RIR £ W A U] DL RS 25 Zm L S
— e — ML e A A S U A RA S Rendh. @F, BT LMER S5 —Fhe
— PP DL B2 BRI IR RS A IR g 2 . A HE TR R OARTE “ ISR A il
BSRA RN S AR T « TTE IR EBEAR KRR AL R T8 R & () 25 24 4
2T R v A P RS PR FH DL BRI B P B2 2R TR R

[0073] BRI, VR A AR S —J7 [, AR R —Fh 25 H 54, Frik 5 S5
A-{[4-({[4-(2, 2, 2- = CHEE) -1, 2- FIF M —3- KL T 40 ) 2R ) - URmE -1-2& ] /f
) T -20- g -4- B 2 SRR Rl — R DL S RIRIER] . TR 4SS
THRYTY B 5-HT4 SZARWE AT I AE o

[0074]  AHHEPEHMAE “Z2RMEX A2 B8 T/ 82 e 1.
[0075]  AKREM 4-{[4-({[4-(2,2,2- = LHEIE) -1, 2- KH RIEM -3-FE ] A 1 F
F) WREE —1- 2% ] A ) - PUSL —2H- nibig —4- RIR 2 AU T M E s A2 R, H
SEPLFIEA Eaf ) 2 5 AR 0T F T AR B RS 52 ST 20

[0076] D&y T kR4 S HE A, AN HOE S FH IGORTE: “JE A% 4l ” 248 2 /b 90 i % (4l
FEo SUMARIEHE, RTE“EEA RAift)” &%/ 95 HiE b AT, mitikhh, 242 /b 98 &
% 2 .

[0077]  ANHIEH IR BN “IRTT 7 WA IR TT VBRI TT TR G T o

[0078] X TAE ARMIBIML 2510 5, A il TP A AR TE “ 252 17 ] i “ 8B b7
A

[0079] 1 T~ 3f K A &k B 1) 2 BT SN I 2 ) A6 W B Ll & T VRS T AR AR R
NRME &2 E WK, X285 &I H] & 7737 LULE ) 40 SCHR [Remington” s
Pharmaceutical Sciences, % 19 iz Mack HR/AT] , 1995) ] H&E,

[o080]  [ff&h 24

[o081] AR Z ML DR 2. DRG] S5 G, (154 SN B i,
M/ SO LS 25 i 4 25 80E T 402y, I S E R A RE A B MR .

[0082] i T~ IV AR 25 ORI A0 4% < 3 40 R SR [ 4R L - (R AR A R 4 s A 24
TIURE B35 A MK SRIURE VB AAR S0R A PR A0 e 9 o e % B 77 CRO B VUM S 7S R BE 0D ML g
Yy AR PRI S R Y TR SO W g ) s MO G P/ R RGN

[0083] YA T 0, HiE Ak V7 Y VA VAR B RH 1) o 3 251 2R R DA P AV 0 e S i i e 3 (49
0, FH IR BN A 2k PR JR AT 4 22 i) 2D T R 7], o B R FER AR — el — AP L 3L
TR/ BCETE R, PR B8R an ok /K SWE IR & T VT g R IR AT 4 R A i )l
VAR T Y 3 R T ek [ A B S SR AT i 45, B /AR (sachet) H R[4 S o

10
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[0084] A B ) 22 i 2R T 2 W] LA HT T PR J8 v e ) 2 R 3k i e ) 28 b, 43 4, SRR
[Liang fl Chen (2001)%& ] Expert Opinion in Therapeutic Patents, H(6), 981-986]
R R LR A

[0085]  JXf T+ By A5 AL i &, W50 &, 250 mT LA SRI B 1 EE R % 42 80 FE & %, S LAY,
AL 5 B % A2 60 EE %o R T2 AN, R E S AR o R 45
FEUENY CBETREN 2 I A7 Y 300l % P L 21 4 3045 AT TR TR R 41 4 2 AT IR 3R 4l 5%
LR ML BE R PR R AT 4 22 Pl 4T 4 2 ARG SR AR R PR TS 4T 4 22 ek TR IR AL 1)
VERFE RN o TR, AR R ALY L EE % AR 25 FEAEE %, JUNE Y 5 L % & 20 FE %
[o086] bl & A T 7 M TR & . A AROoRG G ) B R T AT 4 2 L B
TR LT RN BIRIG BRI s B8 L mbe s Joe M TR B A RIS K  F TA 2R 4T 4 22 2
PIERIELT ez . e v CLE AR, i, FLBE (/K FUHE VW 25 T i — /K FLRE
IRFURE, S5 50D H BB AOREE A 200 R S (LB O AT 4 2 e R IR A — S — K
“We

[0087] A 3llade ] DA, 15 2 vk 14 50 (49 G, 5 Rk 50 IR At R 38 (L B i 80D i Bt 7] (4
i, ZAEAGIE RIS A o 53R T T AR B AL R AF AR I, 2R g MR AT 5 o anlie 0. 2 & %
2 5 i %, BRI A 0.2 HE % 2 1 HE b

[0088] )51 268 i s A 3 Y1) ¥ 5, A9 A sk I PR B TR R S o T IR B L Ml I ' S IR B LA %
Tl R IREE 5 H RSO R AN VR A o W R 5 Ay 7 i 0. 25 B & % 2 10 E i %, Pl by
0.5 F & %% 3 EE %

[0080]  JLAth R A5 FH FJ e 73 A0 FEHT AR AT A5 G571 < R T)  [917 FE3 7] M A T 448 5] o

[0090] 7RI A7) &4 R Ik 20 80% (25471 2 10 & % 22 90 H & % KR 557. 4 0
HE % P24 85 o % MIMREA 2 2 Eim % £ 10 T % KU MRILL LKL 0.25 i % 3
2910 F & % KIEHE .

[0091] 7 FIVR -G W] LARE B 4 He 4 BSOE L VR 6 Hs 4 LA R 5w e, 76 55 1 Al A
RV BIRE W —53 AT 2 B AL ok F Ak B [ 505 R o e 3R 2R m £
FE— e CL B JE I BT D gl sOR fl , HLEE 2 ] DUk e g

[0092] ¢ X Rk [11.Lieberman F1 L.Lachman &% 3 [ Pharmaceutical Dosage
Forms:Tablets, % 1, Marcel Dekker, A%y, 1980) 1 X FFI5FI AL AT T IR .

[0093] A ZSEEE A AT RV 6 IR B0 W 0 2 3R KT AT 7K B AT 2 I ) 98 57 2, 1%
PR 2 1) R R R T A BIORE JBORG 25 HLE L B AR AE AR R WG 2 0 BB 2L U R -S4 R
AT T TR TR B TR RS T ECEL AL TR R R AR . TR — e B A T R
— P L EIYERT .

[0094] AU B 2 im U8 0] DL K S BT 19 o K TS AL G I8 b s i 1
T % A 80 F i %, S UL, TR 20 EEE % 2 50 A %, MR/ AT
HAEWRIE Ry, B, SR ) 88 T E %, mliEHL, AKX Z BEEA T LLEZ
MR NER (multiparticulate bead) BB,

[0095]  RRJBEERE -SRI Ik B RARE 2052 |t 1 sl & i) S /K A4, JF Hag s LL 0. 01 &
% ZE 99 g %, FHE L, L 30 S % £ 80 Ham % (IVE BIELE.

[00961  JAth ] fait FH AR A 760, 5 BT 8 70 A € 7) R AR TR A0 DXUIA 3 548 791 o7 5 77 e R o)

11
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IR VA EIFR) L 0 CELFE D I JER TR IR0 1 0701 2 T v A SR AR A T HE 7 o

[0097] AR A % BH %) o 100 5 0 Ik R 78 A T ) 0 ) T T S AR ERAR b A B K R
AT 28 R T B RIEAT )25 o

[0098] X W 7E T4 SOt T s 18 P EAT , T8 AR A B AT ML T AL AT BlOE A R T
P B L S A R AT

[0099] - 1 AR 24 1 [ 59 80 mT et o i 3 BDRE JEORT / e R RO TR Y o o5 B 1) R
) 20 A 58 GE IR TR T TR R T R T8 8 R L 1 R TR 2 - R T

[0100]  7ESEIE LHIEE 6, 106, 8645 F X FH T A BH 1) H A6 38 1 e R PR ) gk A T
TR HAth A E R AR (o, mrRE O LU IS % M I ks R B35 110 0k (1) 7 41 4
R A] PAAE SCHR [Verma 2% &% % ¥ Pharmaceutical Technology On—line, 25(2), 1-14(2001) ]
HEE . 78 W000/35298 Hxf A H 1 Zr Bl SR R O AT TR

[o101] B A2

[0102] AR EHIZ B A0 v] 5 25 B4 N B i LN BRI RS B b Tl 4b
SE A IE I 7 AL FEER K Y B P T Y A N D EE N R TE P P U
PP TR PRI R R adi% . FH T B AMA 251038 1 W 2 L FEET CELRE IR T S 4% A
SRR HA

[0103]  Jiip H HMFRI BT R K RV VR, BTk ZK P VAT 5 A 1 T 2 BB SR RN B2 i) (P pH
N 3R 2RI, AEEXS T8 7 5L i 5, B iz A0 50 84 RT BUSE N4 38 Hb i
il T B HE 7K PR VA TR BX S 1 0 T B PR 17K 2 R IR A R I A A 1 A i X
[0104] I WIIE VA VR I T HERIEAE LW 45 1F T il 45 i B AR B IR, ] LIS P AR s R
N T3NS 1) 25 B A 25 2 58 Ao

[0105]  FH T 40 25 50 B mT e ol o7 RURE ORI / Bl B R TG 2R o ok R RO R 1)
PR 458 SE SRR T8 o R A OO T 428 TR T B R TSR R PR TR ALk, AR R BH I 22
i T 3T LA il e FH 4 24 1 AR VB ] 2 ] 0 s fioh 2 e A A A 3R BV AL S )
(D5 B BRI B A\ i 528 Cimplanted depot)e 36513 ()45 140, 55 245 460, % ) S 48 DA R
A5 AT AYRIRILIR - 5 CIRILERY) (PLGA) SlER I ] PR R TF W o

[o106]  JRiiA 2y

[0107] AR 2 @b AU 08 T LR RS 25 Bk (2 0D 45 25 8107 B 45 251 KBk B0k
J o 12 H IR R PR 50 20 A 58 R S K B RV A R R T < B s ) k) ) L v
TR TR L B JR I i A ERAE R M4 L A4 VO AL . ] UAE R A . AR
ARG L K AR A E AR H R 2 R . BBk ]
VRN - WL ScEk [ Pharm Sci, 88(10), 955-958, Hi Finnin 1 Morgan &% (1999
FH)I

[o108]  Jmien 25 I HAth 77 v B0 ARl AL 28 AL B LB OB S RN A (R Mg B0k
Bl (5 Powder ject GEMREIFR) Bioject GFMTFR), 2555 VEFIRIE . JRileh 25180] LA
A8 4002 B 2 - VB I 2 S I ke SR

[0109]  FH TRl eh 2 (1550 B vl LARC A g 37 RURE BT / Bl B PR TG AR o o R RO R 1)
PR A 458 GETRORE T TR SR T8 Ik e B T80 8 o) T30 2REL 1) R TR P B T

[o110] AR B 2 & BB I8 ] DL & oy 45 25 sl i W N 25 24, LR o, DL I A 28

12
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IR TR AR (1) T 3 CRA AR A YR &4, 0, 637 LB I TR A, SiE iR
A By R, 90 B, i B R 2 R B HRIR B 4 2, MR N R I AR R R A,
W% S5 25 (L 26 b, 456 A PR L 1 ) 2 A R AN 1R 25 (1 8 55 ) B 24k 25 R I 22 ) 4
25 (5638 P HEGE ) — RAE A B — A A, &3 i i ol 1, 1, 1, 2- VY96 & e BR
1, 1,1,2,3,3, 3= LA, SCE1E N EFG 2. T 8NN, AR LEE 4D
R B R, 91 40, 56 SR SRR -

[0111]  F 25 4% IR VWA 55 45 Wt T 25 B B A 25 5 R A B 1K) 22 3 B4 2P i B A
T JIT IRV 0 BV VA 5 401 T LR TR 70 R ] 0 T 00 7% 2 S 3 9 B R
(1945 33 (492 AR A DA 5 700 (40 2 4 R AT 32 1) 2 TR G P 590, T 38 3 T 9 M 5497 2 A 1) AL
B T = P R T Y PR A SR FL IR

[0112]  TEH Tk R BURTE I AL 2 01, 29907 W) o A 22 38 i ik I N sk () R
~;GEE /DT 5 KD X T DI AT 50538 WM 5 VRSB, 18] 2, W8 e W Bt Y 8 L ALK
W5 ST S T2 RGN DK DR )R T S TR A A v PR 3 A B 2 05

[0113]  FI FAEMR AL BUR N8 A8 FH B I 38 (9 i, b A I B0 TR 65 PP S 41 4 25 31 O
ALIEF (bl ister) FIZGRETAT LARLH B & A AR AL A i w0 FURE sle ¥ 2 R0 6351
Wy PRI} DL B 1 e 2R  H R I ol kil R IR B 2 R I PE B B R I A VR &4 . FURE AT LA
TR B AR A TG 2, Ik A 5 3 o oAt 23 A0 T T 3910, 458 2R 00 L 81 280 B 22 2800 L
BUBHIEE ACRE L L OB L TR R 0

[0114] AT 7EmT 25 2% o8 FH FLoi A 0 2 AR AR 40 1) 55 10 6 0 IR s B ] LS
FRRHERE 1 s 2 20mg AR A LG4, JF HAREIEARFART IAR T4 1 340028 100 37t
SR IR T LA SR AR B 2 b AR S T B e K SR AL . rT AR
TEAE A R AR AL H AR L R

[O115] {38 T8 4y o A0 2 364 Jii -2 248 40 5 368 P 80 AR 5] 5 8 0 W K S S Ak -2 283 e
FURT LA IR B AERN / BN 25 2 4% R B [ AR S5 2l e

[o116] A FURN / S Py 251150088 mT LUAE FH 50 4 PLGA FC il e 7 BB JEORN /sl R 10 B¢
TR o TS R PR TSR 280, i SaE AR B T8 e 8 TR0 ke B 8 42 TR T30 B80S 1) B TS RN P
Jio

[0117]  TETF R AR R RS 0 T 5 70 B o 38 o 18 19 7 Xk ff o, I s 6 o
B E. RIEAR I AL 2 HE R i BN B A 1 oL 20mg (LA A T
“Igi i (puff)”. S IIREHFIEIEEIE S A 1 HOC A2 100mg, EF & ] LLR IR &5 2, sl
BB E ARy 2 AT B 2.

[o118]  Hjim / PIENLZ

[0119] A% B (¥ 22 5 AL 2 0] B sl B G 25 2, ) G LA 3 . 155 2 (pessary ) BURE R )
[T REE2 . WIRTIHA AR SRR TR R, (R AR 75 2 m] LAAS 5 A AR

[0120]  FFEJE / BRIBELS 250500 Rn] el e or BUBEHORT / s3ese R AR BGRIZRY o o6 B OB
) 25, 58 B TR T e S T8 F R A 4 R T80 A e R TR B I o

[o121]  HRER / Hilen 24

[0122] AR B2 ah B I ] DL $245 25 R0 sl E , 3780l DOk T s V7 VR
T BV 1K pH Y I TC B R K BV R B T A 2 T IR RN R 4 24 1 LA ) Y
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FLHERCE T B S AR mT B A 1 (O], P R AT PRI A e 44 R S i 10D R AR AR T B AR
4, T D AR T i 7K S PR RN, R VAR 2R (0, ZRAR B SR MO . i W AS Ik
FIERNIGTR B CIG T B R AT 2 R G (ol n, RN R R R T 4w
BUFF LA YE 20 BN Z BER G (BN, & 220D 2R R AT UL 5w WaR L A 2 2k
(IR B — TR N o IR BT A I v] LU 1ok B 7 s R .

[0123]  FH-FHRHE / B2 24 30 B0 mT DU c il e s BB JEORT /sl R PRI 2 . 0 R
(108 TR 2R A 8 AR AR R T8 T S T ke R T3 4 AR I RS v R T R 7 R

[0124]  FABEIA

[0125] AR B2 af B 3] DS RIS B9 K 0 1 S A4 ol BRI R B L6 08 AT 2B
AR ORI REYD 56, ULEE SO I s B ORTEHE R AR R R/ B
1E bR 5 24 X AT — Bl A AR e

[0126] 511, RIRL WM RIRG B 6 16 K2 HGA BRI gt A . i aG
VIFAE LAY 1B B S 294G AR 7 48, MRS v] LLAVE 40 Bhids nh), B,
AR A AR R SGE. E T IX L B R 2 EORMRE R a - B-F1 v - 38
¥, IX SEEOBIRS 941 1 ] LLAE FE Br 5 R B WO91/11172, W094/02518. W098/55148 A1 ik
[Evrard, B., 28 A\, Journal of Controlled Release96(3),403-410 11 , 2004] T & F .
[0127]  Ffl&E

[0128] & T ¥R I7 B TR B W, A KB 2 & 88 8 E & & KPR Y
0.0001mg/ K & 1000mg/ K Id MEAL G4, YLk A 25 0. 001mg/ KA 100mg/ K[ AL &
W), It H B MARIE A2 0. 005mg/ K& 50mg/ RIEHEAL G . Fridib &9m LR —IRE
VUIR ) T5 S48 2o BRI, 75— 281G 00T, WIS A X 2830 [ 2 SR 7

[0120]  iXUE5)EIL TAAE N2 60kg & T0kg [I— M AN I0H . WRHE A RENE 2 5 Mot
TEREAEZICE AN 16 3, IR LR N5 Ry T 38 = AR 5BE i), AX HIE BT R
B YR AR A A AR TR R PRI T

[0130]  JUIEA TIRYT B 5-HT4 2RI 3 IR AE , A K B 2 i 21 X m] LA
RS 5 —2% RS G ECA T, 838 SRt skt DL E I Ah 22 ERTE &
WIEEAE o Aol , i b e X AR BRI 2 @ AR AT LS — ek —Fh DL B2 5BEE R )
I 25 25 W45 25 805 45 2, iR —Fh el —FP DL B 2550 B RAR -

(01311 — 0] SRAFIR 25, 19 a9 K1 S M P ) 4 e I D 58 P 20 R U 44 T 2
MR 55 VDM R WE 257 K JE AT AR Rl AT R IR OB R R R 2% W S0 m T TR R A3 55
YIS ST ARSI A R T TR R AR VR AT R e

[0132] - JE&S PRSP 2540 (NSATDD, 51 4, ] =) DT AR UG = KR — i e IR HEE TR
SFAT S AEVR TS S5 TRV IR  FRIBE AR TR R A9 55« el OB 2R T T IR T IR P UK R
R IR S8 8 25 W 25 A L JE L R AT B LV A5 L By by e BT R L R SE TR
]\ ILE 253 R o U B e\ Y AR BR W FESE T Ak SRR

[0133]  — ELLUZ2RAEHRS, B, S5 0 B L 22 (BT U 2 A T B L2 A bE 22 L PR L L
VP SERZ B R E % w) A B A A B B B2 B AR
bt ;

[0134] - HABHHMEH B2 25, B, A R AR R P A8 s ke o7 vl
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P YL TaPE DR E =M

[0135]  — HLAHAFRER I HL FEBUH, B0, ZgHr i ntbhr B L 5 O e | S oK sl SR

[0136]  — BHFHF, 49 41, KB KA « FF TR R 2 IR e 3 S e LU AR

[0137]  — E LR TF, B, ELAUSF RO 2 UMV o R IR LR SR R EL R R 2%
WA ;

[0138]  —NMDA S2ARFEHUH, 401, 45 39025 ( (+) -3- B3 N- FEEm kg sl LACE A4
HEKE ((+) =3— F2HE -N- AR ) | S At iy« € 4 1) b I s b 2 5 L I —4— ( Jpg I 35t 7
B ) —2- WRIE R R A M5 EN-3231 (MorphiDex (i R A5« WG HEFI A5 26 vb 25 181 414 571)
B FGIEEE 23 573245 (neramexane ) B AU 5 NR2B F5F15AE N 1Y perzinfotel, #41, 2 55H
IR R P HEL (5) - (R) -6 {2-[4- (3- Jacdk ) —4- 2 —1- WRiEHE ]-1- R L% -3,4- =
& -2 (1H) — Wbk

[0139]  —a - 'F ERRER, B, 2 ybmeik JHET 208 GUR & JIEHT 4G R e ik dE e
B A- 2L -6, T- VAR -2- (5 FpE - BEIEAGE -1, 2, 3, 4- DU ek —2- 25 ) -5- (2- Tt
e S5 ) s ARk

[0140]  — =EAHLHIARTI, 11 41, bBif BH L P K e B RO AR B 2 AR AR

[0141]  — HUIE R, B, -~ B P5-F 5 = L FEL EEE A IR £

[o142] - 3 ¥ BRONK) #5 Ft ), H & o5 NK-3. NK-2 8 NK-1 §§ H1 ), # 4,
(aR,OR)-7-[3,5- X ( = & A %) F % 1-8,9,10,11- P4 & -9- 7 I -5-(4- A
B OOE R -TH-[1, 4] = B JF SF (2, 1-gl[1,7]- = &l 2% %% -6-13— — Fi (TAK-637).
5-[[(2R, 39)—2-[(1R)-1-[3,5- W ( =5 F ) KE ] L8 E -3-(4- H AR K ) -4 ik
5] HIE -1, 2- Z&-3H-1, 2, 4- =W —-3- i (MK-869) . Bl i UL 3H | F7 2% JT3H i P 8%
3-[[2- A4 5 ( A4 ) 2R3 1- FEREE ]-2- ZREIRIE (28, 39) ;

[0143] - FEELHRAE DO, B 20, BOEAT T FEHRE 2 IR NUAR L il =) S8k VIS 4R BT R AE
HSH K YRR N

[0144]  —COX-2 JSEFEPEFNHIF, 840, FEk5 1 DHER B 55 1 AL & B R
Y B B D R AT

[0145] - JEARIMBURR, Bk bR UE T

[0146]  — X5 AR I 24, 9 4, FURA) 22 L S A R L R IE B 77 J s TR A IR L 6 BRIK IR
R R AR AT L SR ST RIOR R L 5 b v W R T SR B ST R M L R AR R
W AT B O AR AP S IR 25 UG5 R S A AE . bifeprunox. [ By P | 2h R Hr g
i 22 T 0 ) S A% S L palindore KR (AR BLYD 2540 R SE B 36 22T 3H . Miraxion
GEM bR B A

[0147] - BAE 2 ARBEh ) Ao, WA IG5 20D BB P (ol i, HUBRRD

[0148]  — IR 32 AV A0 P B8 3B 1 WA (V1L V2. V3. VA M8 AL sh HIsidEHi 7

[0149] - B - "B EMRE, Hldn, 25K R 5

[0150]  — Jaj0 BRI, 461 4, 26 PR

[0151]  — Rz oK[HI i, 5 4, HZEKAR

[0152]  —5-HT 324 zh il sl fh Hisml, HAK Sy 5-HT1B/ 1D Sz, 4 an, {7 thiH &7 5 i
T by T A K i ECRIFL I
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[0153]  —5-HT2A ZZARFEPTH, BIUT, R(+) —a = (2, 3— “H4EKEE - K3 -1-[2-(4- BAERL
F ) 1-4- Wikl FFEE (MDL-100907) 5

[0154] - JIHAEE CHABRIRD BRI, 49 4, B8 JE AT AR (TC-1734), () -N- 2L —4- (3— nikiE
55)-3- T H —1- i (RJR-2403), (R) —5— (2— BRI T e dik A4 ) —2— ARk RE (ABT-594)
BEH T

[0155] —Tramadol GFMFEHR) ;

[0156]  —PDEV 41 i) 5, 1] f1,5-[2— & 4 3k —5-(4- F1 2% —1- WR & gk — W Wk 0% ) 2%
B]-1- A -3-n- 15 3 -1,6- = & -7H- ot mk JF [4, 3-d] mE g -7- E(E £ 2P,
(6R, 12aR) -2, 3,6, 7,12, 12a— 75 & —2- B 3£ -6-(3,4- W FF & — 4% 25 25 L) - mp &
I [27,17:6, 1]- mk mg 3 [3,4-b] M| Wk -1, 4- = B (1C-351 B AR 1& F7 4> 2-[2- & %
HE b (4= LF - WRME —1- 2 —1- RalEIL ) - 2x5% 15— FIE -7- V2L -3H- BkmEJF [5, 1-f]
[1,2,4] =M —4- Fi FRHIBAED 5- (5 LWEAE —2- T42E -3 kg3t ) -3- &2 -2-(1- &
g -3 WA TR ) -2, 6- A& -TH- MLk JT [4, 3-d] MERE -7- fi\5- (5- LBEIE -2- A
AR -3 MbnE I ) -3- £ -2-(1- RN -3- E A T e 5 ) -2, 6- & —TH- ik e I
[4, 3-d] WEmE —7- B 5-[2- L3, —5-(4- ZFEWRME —1- FLREWESE ) mikng -3- % 1-3- &
5 -2-[2- FERIE L 1-2, 6- & -TH- mtb Mgt [4, 3-d] mEmg —7- i 4- [ (3- & -4~ B4
IR & ]-2-[(29) 2- (R A ) mbmedr —1- 2% J-N-(mEng —2- FLFAL ) meng —5- 2t
fi 3—(1- AL -7- 48, -3- A& -6, 7- & —1H- MEMIF [4, 3—d] meng —5- 3k ) -N-[2- (1-
SEMEMS Rt —2- J ) L3k 14— WA BRI

[0157]  —a-2-6 Fc 44, ) 4n, e T % AR S- A inEm T, (1a,3a,5a)
(-2 5 - & - XA [3.2.0] PE-3-%)- L. (3S,6R) -3 A2 5 FE - IR,
(3S, 5R) -3 2 2k —5— FIZL — PEfR. (3S, 5R) -3 25t -5 HIIEFIR . (28, 4S) —4- (3— AR )
2R (25, 49) —4- (3- AT I ) - 2B [ (IR, 5R, 65) —6- (Z FE T &L ) XFE [3. 2. 0]
B -6-% ] 4R 3-(1-FEFE - OEFE) -4H-[1, 2, 4] K& -5 i ;¢-[1-(1H- Y
e —5- JEFFSE ) - BRPEIE 1 A 5 (3S, 49) - (1- ZIE 2L -3, 4- “HZL - 3 ) - 4R,
(3S, 5R) -3 FIEF I -5 3L - £ 2. (3S, 5R) -3 &It -5 3L - L. (3S,5R) -3 &k -5
Bt - EMR. (3R, 4R, 5R) —3- &L 4, 5- PR LLE (3R, 4R, 5R) -3- &Ik -4, 5- X
FIR

[0158] - KJR%E ;

[0159]  —{RACIHA R 1 24K (mGluR1) P17 5

[0160]  — ifiL¥i5 25 T WR ASC M) 5), 490 2, <5 ohh AR S < sOMRAC 18420 25 FR 2 <55 AR S P VT 15 9L
PEYT GRPETT 25 FFEARED ARV B I 27 PR T P A =2 P R =2 ARG 25 S 1 R
B2 AR S d, - KT R AR AR AR AR P YT BB AT VRSB YT R T
ZRVF WA Y ez BH R g M

[o161]  — LA bR 2 PR i 3, 480 s L5 AR L VS AR I B R BT R TR AR R
Py B FEZEPOYT K ZEAR 2 AEAR R | 22 AR M A ) 2 5 2 AR Fr i VoK SRR M 4 i b e
(Vivalan GEMREIAR)), JCHARGEPEME 2 B I 2 AR e m s, 61 a0, B vay T, By
(S, S) - I vuiT ;

[0162]  — XM 2 — 2 AV B L Wil 9, SChnidear SCHEE AR O - &
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PR SOV UK A B RUK I B AR 25 AR RS 0K e B B & D VT KR 7 4 R 7 Ik
W

[0163]  — W[ 3 —4A AL A A B CINOS) HHF), 41 4

[o164]  S-[2-[(1- WEIELE) A ] L% 1-L- mEPhaig.

[o165]  S-[2-[(1- WEIELE ) - &K ] 45 -4, 4- —5 A -L- EhaEmR

[o166]  S-[2-[(1- WRIE LK) &I ] L5 1-2- 3 -L- Pk,

[0167]  (2S, 57) —2- &Ik —2- AL -7-[ (1- WEIE ZHE ) &I 1-5- FIGTIR .

[0168]  2-[[ (IR, 3S)-3- &% —4- 0 JE —1- (5— WML ) — T 3L 1 #iAt 1-5- &4t -3 nmime
&

[0169]  2-[[ (IR, 3S)-3- & Hk —4- F2Fk —1-(5— WEMEIL ) T3 ] AAC 1-4- SURIRESE .
[0170] (25, 4R)—2- 2 F& —4-[[2- AR -5 ( = 2E ) A5E 1wl 1-5— MEME T I,
[0171]  2-[[(IR, 3S)—3— & 3Lt —4- R -1-(5- WEMEL ) T3 ] Bl 1-6-( =®m T3 ) -3
ML me A%

[0172]  2-[[ (IR, 3S) -3- & F& —4- FE5E —1- (5 WML ) T3 1 miAR -5 SRR EENE .
[0173]  N-[4-[2-(3- GUFRREIL ) L5 ] FKE ] 8wy —2- FJiK (carboxamidine ) BUITEE
LFEE WA

[0174] - CELEENRGRERRESD IR, B0, 2 2850K55

[0175]  — W 41 i 32 B2 M2 &2 4 (EP4) 45 it 57, 9 an, N-[({2-[4-(2- & 2 -4,6- = F
JE —1H- DKM I [4, 5-c] mibme —1- 8 ) KA ] 45 ) &5 ) BRIE 1-4- 1 I 2R Tl Ik i ok
4=[(18) 1= ({[6- & —2- (3~ HARIRAIL ) nbme —3- 28 ] WL ) &3 ) 43 ] KR ;
[0176] - [ =44 B4 5B, 44,

[0177]  1-(3— BEAEIE —4- JERIIE —4- B3k — Ay —7- 38 ) - BRI (CP-105696) |
[0178]  5-[2-(2- & £ %k ) -3-[6-(4- 4 L 2K 5L ) -BE- M 2k ] M AR 5 1- LR
(ONO-4057) 8% DPC-11870 ;

[0179]  —5- JIR i 4L W 310 ) 5510, 491 o, 7 B9 aE6-[ (3— 8l —5-[4- H 402 -3,4,5,6- Y
S -2H-mE i —4- 36 1) PRA G - AL -1 AL 2- R I (ZD-2138) X 2, 3,5- =
e —6-(3- mErEFE I ) (1, 4- ZKEE (CV-6504) ;

[0180]  — ‘it BELIT 5¥1), 461t , R 2 R A

[0181]  — £53E 1 BHITI, 1 4, 5525 VA Ik e JE VD i K DTHIZR

[0182]  —5-HT3 $5HU5, 440, & FF+) Bl

[0183]  —4ky7 254, 194, B YD ET 5 JRUPR MERE VIR T 4E A2y

[o184]  — B4R ILHIAHICHK (CGRP) F5HTHI 5

[o185] - M/ ETS2IHUIK (BKL 1 BK2) F5HL7

[0186]  — FLJE[ ¥ BN KA ME B IE P (Na,, 5 Nay, -« Nay, o) s

[0187]  — HiL He AR 1A 205 JE A PELIAT 771) (N= L T— D)

[0188]  —P2X (B FIHIEAY ATP 524K F5H17 5

[0189]  — FRENJE S T-IBIE (ASICla. ASIC3) F5H17

[0190] R L2h2% BmlH: 2 (1) 3 DL RS ) o

[0191]  FEVRYTH, IXLE2] G4t & 03, B FE D RV M
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[0192]  ZH& 2RI &

[0193] AR BH (1) — 55t 7 O AR BH ) 22 @i B AR T B i I 25 240 5 iR
AR AR CHE” Al Ros A T E A G 8N A & BREGR & “RE e &
(D 2/—FHTEBERNZY (D 2R EGFET DR AE. “Hsd
ARG & SO A (D 2/0—FH T BRI (i) 2 &R EXFET—
ANCL BT A G o R A A AT R B R 53 T [RII 25 24 W7 25 258003 T 265 24
F T8 W 590 1 2590 5 R4 A % B FH 16 22 & R0 X R R BRI [ R 1:100 &2 100: 1,
B4, 1:50 2 50: 188 1:20 22 20:1 8% 1:10 3 10: 1, PRI 0T LLLIAH R B8] 4 FF24 25
12 4y WhF ) (3481 7 kg oAt 5-HT4 BN T T 22 HDHI5R . H2 ZARFEPURIA A T 1BS sifF
FAIZH) o IXAE45) 1~y H2 BELIT ) 491 PR DR e R g PR s D R B 1~ 2 0l 70 (487 2, b e 255
P 5 I 8 I 22 2 IO e (43 a1 B 5z e 80 9 Sy e, 22 g M P T e L B DL ) BYORH O
Yo 5, Sk BRI )

[0194] AR BH LA A 70 36 Atk TR MR e v v T7 e 5-HT4 52 ARV PE A T B o i
Hh R B ASE A 2 A A SOl A & 4-{14- (([4- (2, 2, 2- =R ) -1, 2- KIFR
W —3- 2% ] 4 ) AR ) WRNE —1- 2% ] AL ) - PUS —2H- niki —4- R IR 2 A 1T A/
B2 AL 1T LR —Fha—Fh UL B3y R &, ok iayr 0 an 4 b1 B g 25
[0195]  SKjifs]

[o196] TS HEBNAE S .

[0197]  43Hf7

[0198]  MiA X— BFLRATH (PXRD)

[0199]  PXRD 73 #frifi il {f H Cu—K a JRUE 2 Rigaku RINT-TTR X 5 £k RATHHACHAT
P Vit 3 W] A T A P A (R A T AR ) B el /IR A T I 2 o AR e e A 40 45 X 5
YA, A H e R L 4 W Sk 50KV T 300mA. R BIURTELR Beas ¥ 0. 25° , 3F H i
W e Ve E R 0. 1ommo FTES HIUM 2285t NaT NARERIN 2 BEAT R . LL 4° /min GEK
0.02° DMIFEEM 3 (2-0° ) F 40 (2-0° DIH 0-20 L. /S HTRERRUELIS A
ICERE . WCEREAR I Rigaku X— BER RS EAT /M. DK AE 5 B AR RE S e ok
il 2% FH 20 BT ORE b, 7RI R AE R PR B RE i 22 L. 60rpm [ FE 7K T g4

[0200]  #EESMHT / =G HT CTG/DTAD

[0201]  TG/DTA ] Seiko6200R RLHAT . FAE M E T4 T6/DTA b . AMFERIEAS
T HIAATF T A 5°C /min BB N, B2 RLAREN 300°C . HRiE {8 540, Tk, #i
T [RIELNY 5 7 e AU

[0202]  ZE/RFHEE IS HT (DSC)

[0203]  DSC 73 #7118 Seiko DSC6200R B Mettler Toledo DSC822 SKHEAT. KFEME T
BRDSC BErh I HHEfpRE . A G TRt b AR )8R B MERERRMRHENAN T L
5°C /min UL N, B R BAKIEE N 220°CEk 200°C . #4148 AR IEPRUE . R I(E
hEEE, DR, FRTE A S R I B

[0204]  FT-IR Jtif%

[0205]  FEZZACA R ELUR 2 T OB AR R AT 3 IR B (KBr) 43 a8 Fl i RS Fv i
R 2% (DLATGS) i) Shimadzu IRPrestage—-21 (FT-IR) G _F3R1GLA SN G, R 60E

18



CN 103702995 A OB B 16/18 T

RFEALE dem ' JEilk /3 PR NIEER 40 FLS i #8510 & S CE KBr AL, Bt
I KBr [ 45 30 I A i R KB EAT il 4% o 5 se s AR T A A 5 B KB [ 3R 15 . Log
MR (R= SR ZR 80 61 3 1 SR B YA SRR 22 TR T EU IR AT o AR AEAT H B 2K
CIGHAT o HRTE B R B, BRI, 38 AN A o AU

[0206]  JE L BNASZEVWH 73 B (DVS) (IR PEAH 5T

[0207] WU PERIF9 48 FH 26 I & 2R 48 DVS—1 SRIEAT . R B TS th i RoF b
7E 25°C 0% ¥ FEIREE T T4 2 S, T AH X B AE 5%RH 1138 & 45 1 T 2 /51 22 95%RH, 7E&F
P OREFFE N BRI R . 7R MR ER e R IS, A8 AR R )20 3R (R BRI F 4
T4 10%RH. 7R B/ AR IR BRI A b R o M 0 A, AT 00 A PR R 2k

[0208]  SEjfs] 1

[0209]  ARYEH N7 VEHI & 4-{[4-({[4-(2.2,2- —H LHEFE) -1, 2- ZEFF FIEme —3— 3L ]
o AR ) WRiE —1-JE | L |- PUST —2H- nikiR —4- AR

[0210]  FETOCEHAMFT, Bide 4-{[4-({[4-(2, 2, 2- = LHIE) -1, 2- R e lgme -3 5 |
o)) URmE —1- 2 ] FIE - PO & -2H- WL I —4- R 1R T A5 (89mg, 0. 18mmol, PCT
W02006090224 SZitfs 1, 258 5) FIPUSEIR CImL) ¥ FFEE Clml) SR 2N S8 ALK
W (L RHRE P RREL 1T /o FridiR-S Y H 2N 2R ClmL) I L 8T s i o
FH BRI E T IE D) » T3 3 50mg (58%) €4 [l AR AL &4 o

[0211]  'H-NMR (DMSO-d,) 6 :7.59 (1H, dd, J=8. 1, 8. 4Hz), 7. 25 (1H, d, J=8. 4Hz), 6. 94 (1H, d
, J=8. 1Hz), 4. 93 (2H, q, J=8. THz), 4. 19 (2H, d, J=5. 9Hz), 3. 75-3. 62 (2H, m), 3. 48-3. 30 (2H,
m), 2. 90-2. 74 (2H, m), 2. 50 (2H, s), 2. 29-2. 13 (2H, m), 1. 94-1. 23 (9H, m) »

[0212] A MEEIEE T COHHIfES .

[0213] MS(ESI)m/z:473 (M+H) ", 471 (M-H)

[0214]

[0215]  IR(KBr)v:2950,1617,1527,1188, 1113cm .

[0216]  C,H,N,0.F, ) 3 it {& :C,55. 93 ;H,5. 76 ;N,5. 93, I & {4 :C,55. 72 ;H,5. 78N,
5. 80,

[0217]  SEjEf) 2

[0218] 4-{[4-({[4-(2,2,2- “FH LA I )I-1,2- KIF Fuamp 3-F 1 & 1 FIL) UR
e —1- gt | L |- PUST —2H- Mk —4- iR 2 i AP T [l

[o219]  JE kM 5 AL TE AR BETR G 4-{[4-({[4-(2, 2, 2- = LHIE ) -1, 2- R I i
e —3-JE ] A AR ) WRRE —1- 2% 1- A3 ) - DS —2H- IikAg —4- 2R (40mg, 0. 085mmo1)
RSV T 1, 4= —50SNH (2ol 1, 2RJE4E —40 CHRIDKFA TP AR 80 I . EEA i
PR PR A, TS 2V 7R THR S 2 TR [ . F L8 LR (0. 8mL) SN A
oI BB AN A 65°C LR AR BAE = R P g 2 i, sl
WA DTUE Y AT T, AR R 27mg B [EfE. K5, H 0 AAE AT T LR L
BErpAE 40°C Rl 1 RJF HAESIE N RS 5 K, N5 3] 4-{[4-({[4-(2, 2, 2- =LK,
) -1, 2- RFF S IEMe -3 L ] AT IR ) WRRE —1- 26 1- AL - YA -2H- nibiE —4- IR
OFTEEN

[0220] 7 "H-NMR F1 MS St oo 22 3140 [F 15 5 .
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[0221]  m.p. (DSC AZLE ) :169°C.

[0222]  F{ PXRD 19 B 45 i B 450 (8 2). 2-0° :5.9,9.3,9.8,11.9,13.7, 14. 3, 15. 0

,17.8,18.2-19. 3, 19. 7, 22. 6, 23. 4-24. 5 FI1 24. 9 fr B W F &, FPMIEHRG +/-0. 2 FiRE

i

[0223] IR (KBr)v:2948, 1723, 1615, 1535, 1506, 1437, 1383, 1366, 1287, 1262, 1245, 11

80, 1164, 1120, 1095, 1059, 1032, 992, 974, 935, 918, 869, 858, 828, 784, 746, 732, 654 Fl

556cm . FEANIE RS +/-2em KR ZEIRE

[0224]  C,,H,.N,0F, [1J 3 i {H :C,55. 93 ;H,5. 76 5N, 5. 93, 52 fr {H :C,56. 10 3H, 5. 75 3N,

5.99,

[0225]  SEjfEfs] 3

[0226] 4-{[4-({[4-(2,2,2- “FH LA I I-1,2- KIF FuEm 3-FL 1 & 1 FIL) IR

e —1-F ] IS | - POST —2H- mikig —4- B2 AR R 1 1 Hl#

[0227]  AE70°C R, % 4-{[4-({[4-(2, 2, 2- = LEFHE ) -1, 2- ZE I S IEme —3- 3L ] 44 )

) WRIE —1- & - A2 | - PUAL —2H- NIk —4- R IR (1. 326kg, 2. 807mo 1, [ €& & 14 1)

LR LG (18. 564LD HIHAR VAT W R « 11 35 23 B WRHZIE IR H1 22 64°C, JTK 200mg £
i T T s A (0. 423mmo DRI RIREW T o 75 5 /DN WEHR G745 E1 2 40°C FF R %

BT 14,5 /B 78 6 NN ZARW B #TAH 2 19°C I AR S T RS

42 46 /N . I SRR B CTTEE , E HLA 2. OL LR ZBs VR IE Y. 7E 50°C IR &

PR THRUEDE, T3 3)] 1. 140kg (86%)4—{[4—({[4-(2, 2, 2- =LK ) -1, 2- I FIE

e —3-J ] AL FIAE) WRME —1- 2% ] FFEE |- DUSL -2H- nibie —4- SRR H AR im AR .

[0228]  C,,H,.N,0.F, [ 3 i {H :C,55. 93 ;H,5. 76 5N, 5. 93, 52 fr A :C,55. 76 ;H, 5. 74 5N,

5.85,

[0220] A /rMTEE S IR SR 2 o i I LeH R AR ] o

[0230] %‘WJ 1

[0231]  4-{[4-({[4-(2,2,2- W LEFL)-1,2- K IF Flime 3-FL 1 4 | F L) UR

mE —1- 25 1 AL |- DUST —2H- ks —4- IR 2 i AP A 1T 1l 2%

[0232]  #il#& 59k D

[0233] £ AR T 64 110°C FFFIEHAS 2 AR 11,

[0234]  l#& 75V 2)

[0235]  f 4-{[4-({[4-(2,2,2- =F LA ) -1, 2- FHRrEme -3-FL ] 4 ) FZ) IR

e —1- 5 ] 3L ) - PUS —2H- MR —4- SRR 2 S T (5mg) B T PXRD [ B 254k A

pn 2 b, HATFE SR AL B2 120°CLRER 10 23580, 85, FE LR A S AR 10 4%

PERA I E S, NS 4-{[4-({[4-(2, 2, 2- =W LEHE) -1, 2- FIFFIEM —3- FE ]

FOFFEL) URRE -1- 3] PR ) - PO 2H- i 4- R Z AR 1. W RAE R

T AL BT DL 15 30 PXRD Y6k o2 .

[0236] m.p. (DSC#E4G) :167°C,

[0237] 1 PXRD 73 3 45 5t 45 dm (B 3). 2-0° 5.8,9.7,10.5,11.8,12.4,13.5, 14.

2,14.6-14.9, 15. 4, 17. 8, 18. 2, 19. 9-20. 5, 21. 2, 21. 8, 23. 6, 24. 1 1 24. 6 {7 B[] T,

AN EA +/-0. 2 (IR ZE0E A .
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[0238] IR (KBr)v:2950, 1724, 1614, 1534, 1507, 1438, 1383, 1366, 1287, 1262, 1245, 11
80, 1164, 1121, 1095, 1059, 1031, 992, 974, 935, 918, 869, 857, 828, 784, 746, 732, 654 Fll
555cm o FEANIEEA +/-2em FIRZENRZ .

[0239]  sCjififs] 5

[0240]  {EiH ik BN ASZE VB (DVS) 3 Hr IR PERIF T, 2 i TS T A 90% AH X &
(RHD\25°C 4 R D F 0. 2wt%o 75— 5 TH, U H AR W02006,/090224 H23 FF 1 1A €4 [ 44
7E 85%RH F 90%RH 2444 T 43 MWL 1. 2wt% Fl 5. 5wt% 7K. FE 1 e BAER 1 FfIR
AH AR W02006/090224 7123 FF 1 (A ELE PRI E %.

[02411 {1}

[0242]
75%RH 80%RH 85%RH 90%RH
ZmEA 0.15 0.15 0.15 0.18
A AR W02006/090224
0.33 0.35 1.2 5.5
2y FF 1 A A

[0243]  SCjtEfs) 6

[0244]  [H&F2E NS AF H Nagano Science Constant ¥&fE /¥ HiliE = LH-20-1 1M,
LH-21-11M.LTL-200D3CJ-14 5% LTX-01 47, BkEE T b IF H 2 FEAE 25°C /60%RH.
40°C /T5%RH 254 N A/ BT HR ST 4541 o 52 28 R B 2 5 19 B IO AE 1 a AR TE 2K
PAT Jy VA EE RN/ B B (A5 43 S8 i XRPDLTG/DTA 8%, DSCHPLC f8 8 R A3 MR v A o
[0245]  RILZ AL ASEFE I

[0246] 1 7R W02006/090224 Hic i) 2 L~ #1¥) PXRD B3l . K] 2 RoR 2 WA
I [ PXRD &3, K] 3 TR 2 da BB 1T 1 PXRD Elig.

[0247] WK I.E2ME3WEET N ZRBMELITMZEBEEXITBIAS
W02006,/090224 0K 12 LU= %] B, X5 A Hb Ui B 2 i e X T N i AT 0 11 1K
BIRANF B 2 i e 5K
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