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L. B STURMERIK G A, A iZK &)

HA 5K 3 Fros ik R X 5SS b0 B R R X S Eefir i uis

HAAE IR(KBr) Jei i 2951.2822.1692.1577,1447 1378, 1187.963 Il 784cm " Ak [¥)4F
JE AL AR A

FEMFHESE N 5°C /435, BA S5 IR & / 72 300 Bl 24 il 248 5] 16
S

HAPREPRIAR N 14-50 1 m,

2. BORVELSR 1 BTk KG9 A 128 7% oAz i B REA K] S R e 7K 5 4 45 i it
BERS, 14-50 b m FPEARIAE

3. BURIELSK 2 1 57k, FErp iz i s 2l ik — it 25485 8 5000-15000rpm 11 3= 5l %
18, 10-30rpm FRIHEEHE T 1-5mm 5 LT 58 i o

4. BORIE SR 1 BKIKEW A, K ik /K& A 2R IEBORE K 2 88 3 177561441
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(R IR 15 B 7 R 24549 % EL oIl 8 77 0%

[0001]  ACHIE & HIE H oA 2002 4E 9 H 25 H ¥ E LR HIE 02801754 4 1143 Z HE, IR
IR 1 A B 2B A AR IR 1 R S R e 245 B JL i) 2% 773257

[0002]  RHIFIR

[0003]  Jk AH A

[0004] A BHES K B AW (GBI ST R M (aripiprazole) [ sURK R il 2
K28 T7

[0005] R EHTS 5

[0006]  FA[S7WRME, 7-{4-[4-(2,3- Z&AKHL ) -1- WRMEEE ]- T4 ) -3, 4- Aok
T-{4-[4-(2,3- Z&REE ) -1-WRMEEE ]- T4 1 -3,4- =& -2(0H) - i i, & —FH +
I RS AR ZLE R HE BT RS M 25 (U, S. 4, 734, 416 1 U. S. 5, 006, 528) o H 1 53 RE /2
— LV 2 )0 R 58 A I B At N IR WSS RORG R0 o RS A 3 BE0E (K RAE — RO AR AE 16 i
25 % Z I IAERS , SRR S A 1/100 AR, e EUB JR IR HEBR I 2 R PEREALIE |
o B3 A TS M W RS T I DA ZE 48 5 R AT o LA RN A7 ] DL S B AN 4 SR
oo i B, FHEG T A N T DURE S B O A BRIR YT

[0007]  ARAE H AR 5 2 1 &R HiiE 191256/1990 [ St 41 1, 4] 4n 3@ ik BL T J7 32 4l
2 0] ST R MR TEF 25 i A T-(4- IR T RSE ) 3,4 AT 1-(2,3- RUERE ) UREE
(piperadine) RNV, 7 B TS5 & TS RO B SZ IR M T o iy EL, AR 25 VU s H A — s [ 43
BEHARIHT S SCEE (1996 4F 10 H 6-8 H ), ik #E 80°C N IFARA 37 Wk e 7K A-47) 1 il 46 il
SEWRMERF &5 8 o (E, B R T VAT B 1 BRI M T 8 ik R B e e L R R

[0008] I & fh Py MR P sk R AT ¥ AN L, AT kg DA 20 SR B £ A 5 S F S e IR e A 1
I CANBC I FE TP AN SRR SR o R SR i, W e A SRR B AR B K T 2 X
MRV 2B o B, B 7K IE 2RI 7R M 35w A2 BL e /K TR 2 B S7 R M ) A= 0 R F
INFISS R AR o B8, RS 7K 55 K AT ST R M 275 ot 5 1R AR AL AN BB A2 24 i A BT LA 12
S FRHEIE o 55 =, BB W] RE S BV 00, i WK A B 21 i 1 4 b, AT 30N TRE5R
PRS2 B IG N AR YE R e A= 28 B AIK . SR DY, B T HH TR IX e R P I T 40
[V S5 LN S B 1] 2 A1, 76 fith 8RR 5 A 3 [0 38 =0 W A 10 T e 0 AN R 552 o ST 7 G e
HYNBIAS RS o TR, 7 i B0 PR St A R/ B ke AR W 25 3 . AR IR R I
— i EL A IRV () ) ST R M T 2, AT R T 2 4 I R A B eSO i e A PR 3
"B PR A S RS B ) AR DR R S R T S W ek 247 5 B 7 T TR TR A

[0009] iy HL, 55V Jm H A% — 5 E 730 B HEARB S 28 308 (1996 4F 10 H 6-8 H ) $a, il
SEWRMERF S5 G AN T BLGE G0 T T BG5S A7 A0 s B0 TR MR (1) T B9 25 G m] LU i A3 e 57
W M 1) £ TRV VR 465 i BB L 7E 80 °C 71 ISy 37 Wik W 7K A5 i ol 4 5 1T o) 37 Wk MRy T 7Y
ghimnl LUE L AE 130-140°C MR SZIR BT i 15 /8B i) 2% o

[oo10] &L IRV, AR G DU R A RG] E A M I T A f 8 vy 2 B () B ST
WP TT 94 i o

[0011]  REHARIA
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[0012]  EKIU, A i B A4 — Aol LA AR MR P - B 5 T 25 4 n T AR e il £ 71 =X 1 Bl A7 Wk
W, AR BH 3 R I P MR v e A 2 1 B S R A A A S5 OMTF B RO 45 . XA
TR &5 ) ) — B HAK (R )28 71 Ok A IR T A AR e IS o — 7 T L AAHE, AR A K
B — 5 1, CRIA T 2487 BA H bR 2 2 MEREI I B F0R) FH S 28008 77 AR S0 X
IKED) A DI FHAE TR =4 o R IRAL IR SEATRE 2 I T LR KG9 Ao CRIK
G A B8 T B S A S SR E UK SV RIR . ARG, BT AR A S T e IS E
[FIMAEE K G A AL BT Bo A NIRRT IS, WU SEH 5 K G AR Ja ik B , WU i
P [ E RN T AR X RO T AE Tk B A A E T

[0013] AU BH I —AN H B TR AEHT R 7R P T 25 5

[0014] iy H., A BH I 55— B A4 4 RO AT 78 A5 B S7. Wk e i 1) 25990 240 6 K SR A7 I
WEANTS Ty e A R 7K G ) XA b AN B AT S W AR S 4D ] S7 R P 55 3t o

[0015] AR BN 55— H 2 $R AL £ 07 v DA R0 m] 55 2 10 1 b AR 3845 v 4
F£ ) 5] N7 IR WA P 465 it

[oo16] AU BHFE COdEAT HARAE T2I0 BaR B I TAE . Rt st #Ed, AT R IR
UAENE R BT RE T N A B S R e P N T CLSRAS B BR R SR M G i T L, AR B
T ORI TT DLIE ik A FH R a2 PR ) B 45 o 0 00 %) ) ST IR M T 3R A5 b B 7 R WA P 45 o
1M H 5 A BH 35 B0 AT DATE Jb o 2 00 () ] 7 WK A e V2 A e 8 BT P A 13 21 1)
AT RS H bRF ST R M 45 i o PRI AR 2 BHAE IR 28 R IR R 24t 58 1o

[0017] i Pl iy iy 22 43 B

[oo18] || 1 J& SEpitifsl) L 45 2 (KR SZWRME K-S A B #EE & / Z234&] (thermogravimetric/
differential thermogram) .

[0019] P& 2 Fonsitifsl) | 43BN FTSZIRMEK -S4 A 1) 'H-NMR S (DMSO-dg, TMS) o
[0020]  [&] 3 &St | 15 2 IR SR MRS A IR X S ST i

[0021] & 4 FRoRSLHER] 2 732 ] S WRIEET 45 & B 'H-NMR Y6i (DMSO—dg, TMS) o
[0022] || 5 St 2 15 2 (IR 7R MEET S5 5 B IR X SR AT T I

[0023] & 6 ;& SLHER] 3 19 B IS IRMK S E & / 20K

[0024] & 7 2 ML) 3 15 2 HI T T WR MK SV X 54T 5T -

[0025] & 8 7RSI 11 75 2 1R r WM ) C Y 45 R i/ Z R i £
[0026] P& 9 FoRSLHE] 11 15 UMK ST IR (1) C Y45 G 11 TH-NVR S i (DMSO-dg, TMS)
[0027] & 10 FRoRSZHER] 11 15 2B 7R MEET 1) C Y5 S 1K) X B AT 5Ot

[0028] & 11 FeoR=EHfs] 11 15 2 B R L WM F) C Y25 dm ) TR DG

[0029] P& 12 RonsE ) 11 752 Fa] 2R AR () C 70 45 S i [ 4R °C-NMR S 3,

[0030] & 13 FReonsiitifsl] 12 BRI 13 15 2 i B] S7 Wk e P 1) D B 45 i (R AR 1/ 22 44
S S

[0031] & 14 R SEHEH) 12 sk SEHEH) 13 73 3 BT 7 IR BT 16 D B 45 i 1 TH-NMR 6%
(DMS0-d6, T™S) »

[0032] & 15 FReonSitifs] 12 B 13 15 21 i BT 37 Wi e P 1) D 28 25 5 (1) X ST Sefim 5616
W,

[0033] V& 16 KRSyl 12 SRSt 13 73 21 AR L WRMEET ) D AL 45 55 T TR Jeii

4
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[0034] P& 17 RonSZHf) 12 s itafsl 13 15 20 (KRl SR MR 1) D 2R 25 58 R [ & P°C-NMR S
W,

[0035] & 18 e =St 14 15 20 (BT 7 WR M 1) B 2R &5 i I AR &/ = R it 4k
[0036] & 19 SRS HtAd] 14 153 BB S WR MR B R 45 (1 TH-NMR il (DMSO—dg, TVS) o
[0037] & 20 FRoRSEHER] 14 15 2 (8 SZWRMERT Y B AL 25 411 X BT ERATH L .

[0038] & 21 FRoRSLfe] 14 15 2 HFT 2 WR M ) E 25 8011 TR Sk

[0039] & 22 RS fe] 15 15 20 FIB] S7 Wk M 1 F 20 &5\ I AR &/ 22 A i il 2k
[0040] P& 23 FIARSLHERY 15 73 2 [ B 37 R A BT () F 7Y 25 5 1 'H-NMR Y63 (DMSO-dg, TMS)
[0041] || 24 RN 15 15 B FIR S URMEEF 1) F B985 0 X B i okt

[0042] & 25 RS 15 15 2 H R WM ) F Y25 a0 ) IR J6i

[0043] & 26 FRARSZHER] 16-b) 75 2 1) ] 32 R MEFT ) G 748 5 R & /28 0 BT AR
k.

[0044] P& 27 RORSLHERF] 16-b) 15BN FISLIRMEET [F) G 45 I TH-NMR S (DMSO-d,»
T™S) .

[0045] & 28 FR/RSLEH] 16-b) 13 2 FIFA] 7 WRMEET 1) G USSR 1Y X ST ERATS 61
[0046] & 29 FRIRSLJE] 16-b) 15 2 AR L WRMERFIET G Y25 d0 1) TR JGig

[0047]  [&] 30 IR SLTHE ] 16-a) 15 2N B TE KB 32 DR ML T A &/ 25 FA0 B Ik
k.

[0048] || 31 oKt 16-a) 15 2K BIBATIRAS BRI SZIR LT IR X SR AT 61
[0049] R HEHFFIA

[0050] A< B BR) 58 — 7 1T ) 5 — St 77 S 4 R Pl SR MR R K54 A, o iZoK & A
S 3 R X SERATH OGS EE A R X 5 it

[0051] AR B IR 55 — 7 THI 1) o — St 7 SR BRI K] SR Me Ry K540 A, Ho A iZoK & 4 1 X
SHRRTEFREIEAE 20 = 12.6° .15.4° (17.3° .18.0° .18.6° .22.5° fl24.8°

[0052] AR BH IR S — 7 THI ) oy — S SR 4 LRl SR ME IR K540 A, o iZoK & BAH
7F IR (KBr) Jti ) 2951.2822, 1692, 157714471378, 1187.963 F1 784cm™ &b {14 5& IR 2141
W LT 7

[0053] AR BH RS — 7 [ ) oy — Sy SR 4@ LRl STWR e R K540 A, iz K6 BAH
S 2 Frosify TNMR 61 (DMSO-d;, TMS) FEAHH 1Y 'H-NUR Yo

[0054] A< BH IS — U7 10 W o5 — SE i U7 SR AR LB S UR ME (KUK S A, A% oK &
Y H A R HE & LE 1.55-1. 63ppm(m, 2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35—2. 46ppm (m, 4H) ,
2. 48-2. 56ppm (m, 4H+DMS0) , 2. 78ppm (t, J = 7.4Hz,2H), 2. 97ppm(brt, J = 4. 6Hz,4H),
3.92ppm(t, J = 6.3Hz,2H),6.43ppm(d, J] = 2.4Hz,1H),6.49ppm(dd, J = 8.4Hz, ] =
2. 40z, 1H) ,7. 04ppm(d, J = 8. 1Hz, 1H),7. 11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) FI
10. 00ppm (s, 1H) f] "H-NMR Y,

[0055] A BH RIS — 7 T ) oy — S 77 S 4 R Pl SR ME R K54 A, e iZoK & HA
HUUNE 1 PosiivER / Z G ONPGE =R 5°C / 43 ) WA 248 FAH R 2t
o

[0056] A B ERI S — 7 THI ) oy — St 77 Ze 4 E Pl SR MR R K540 A, Hop iz K-S W) EI-F

5
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YpRide 2 50 um 8 /N,

[0057] A B BT S — 7 THI ) oy — St 77 S 4 R Rl SR MR R K540 A, HeriZ K-S W) EF
BIRiA2TEE R 40 wm B /N,

[0058] A% % BH [ 55— U7 T 1) oy — St 7 S 4 LR PR ME R K-S0 A, o iZoK &9 10
BIRi2IEE R 35 wm B /N,

[0059] AR BH [R5 — 7 THI ) oy — St T S 4 L Rl ST R ME R K540 A, o iZ K& W) H-F
BIRIAEIE R 30 wm BUS / .

[0060] A BH [R5 — 7 11 %) oy — St 7y S 4 AL Rl SR e R K540 A, o iz K-S W) H-F
BIRAETE R 25 wm B /.

[0061] A BH [R5 — 7 11 ) oy — S g SR 4 L Rl SR ME R K540 A, iz K-S W) H-F
BIRAETEE R 20 pm BUH

[0062] AR BH RS — 7 11 ) Iy — S 7y SR 4 L Rl SR ME R K540 A, He iz K& E°F
BpkiAeyaE Ay 40-10 1 m,

[0063] A BH RIS — 7 [ ) Oy — S 77 S 4 AL Rl STWR e R K540 A, P iZoK & P r-F
PPRiARE R R 36-14 1 m.

[0064] AR BARISE 5 MMt —FK& Y A Wk 4 770, orp iz oy o SR B K &
IZ R,

[0065] A< BH RS — 77 T B 30 — SE il 7 R4 it —FloK-G4 A (R4 T7 1%, 107 A
P K G 20 B L rb AT 0 I L 56 Ao

[0066]  A<J B IS — 77 I B g — SE il 77 R4 it —FloK-G A (R4 T7 7%, %07 A
B K G 2 B, oz it AL W0t 2 2% BT BE AL W BE LBk B AL o

[0067] AN BH A — J7 T o) — S 7 SR AR AE—FhoKEW A B2 732, S5 A s
P K G0 R, FEA i B AT 55 A

[0068] A% BH 1) 5 — J5 1 ¥ oy — S 7 SR ARt — PP K E4 A 1045 J7 1%, 1% 07 AL
A B K G ) ) 8 B L rh B LA A S il 4 R 5000-15000rpm, BF K} E #2 4
10-30rpm MM i FL R T 4 1-5mm [ 2545 o

[0069] A/ BH IR 2R =77 [ 1K) 22 AN St 7 Ze 4 (AR ¥ A SO ik (1) — S Bl 2 AN S 7 &
XK EY A, HAZIK AP B A ST R (1) 5 1564

[0070] A< BH ()55 DY 7 10 S AHAR IR P r) ST R P25

[0071] A< BH ()55 DY 777 10 FR) 55— S e 4 PAEATC IR gt P oo ST R M 2447, G A AR g 1
FEFRRZ 2R SRR 60 CHRL AT 100 %6 ¥R B K T I T 28 BUE 24 /M S 25 0. 5%
B/

[0072] A< B () 568 VU 7 1T PR 55— S it 7 28 S AR ALK R U o) S7 R Mk 244, G rP iz AR
MR R Z 2 W AE AR 60 °CHELE R 100 %6 ¥ FE K I T g2 e 24 M RIS 2N
0. 40 % B /)N,

[0073] A B () 5 VU 7 100 £ 5 — S it 7 28 S AR ALK R U o) S7. W Mk 244, G rh iz AR
PSR R Z 2 W AE AR 60 CHRLE R 100 %6 ¥ FE K I T 28 e 24 M RS 2N
0. 25% B 5 /)N o

[0074] A< B ER) 56 VU 77 T8 £ 5 — STt 7 22 S AR ATC IR o o) S7. W Mk 24540, G rp e AR IR

6
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PESR TR Z 25 W AE SR B 60 CHRLEE AT 100 % Vi JE /KT 16 T g 2 BCE: 24 /NI SR & 206
0. 15% B /N,

[0075] A< B9 58 VU 77 T8 FR 5 — STt 7 22 S AR ATC W 0 A o) S7. W Mk 24540, G rh e AR IR
MESE TR Z 25 W AE AR 60 CHRLE R 100 %6 ¥ FE K I T e 2% lcE 24 /AN RIS &2 N
0. 10% B/

[0076] A% BH (1) 5 VU 5 11 1) oy — S it 5 58 P AR ALC WA e o) 7 Wk M 24549, L rh e AR
PESR R % 2 M AE AR 60 °C LT 100 % ¥ FE K T T 28 OCE 24 /M RS &N
0. 05% B 5 /N,

[0077] A< B (%) 568 VU 7 1001 PR oy — S it 5 58 AR ALC W i e o) S7 Wk M 2454, L rh iz AR
PSR R 2 2 W AE AR 60 °CHLE R 100 %6 ¥ FE AT T2 e 24 M RS 2N
0.04% B /N,

[0078] A< BH (R4S DY 777 18 B 53— S 7 Ze 4 SRR W P vg S Wk Mk 2454, HLrp iz 252 AR
S SCIRTBAT ST R MR 45 s B

[0079] A< BH ()45 DY 777 10 1K) g — SE i 77 SR 4 SIS i e ol ST R M 24, oz 25 oy
5B 5 By X SHEATH OGS IR A R X 5FEATH61E .

[0080] A< BH ()45 DY 777 10 1K) &g — SE i 77 SR 4 SIS g e ol ST R M 24, Hohiz 25 ol
BRAFIEAE 20 = 11.0° (16.6° .19.3° .20.3° F122.1° [ X SHEATH G,

[0081] A< BH ()5 DY 777 180 B &g — SE i 77 Ze 4 SRS ME ol ST R M 24 ), Horhix 25 oy
76 IR (KBr) i) 29452812, 1678, 16271448, 13771173960 F11 779cm™" &b RIS & (R 4T A1
WSS

[0082] A< B FR) 5 DY 777 T8I HK) g — SE i 77 Ze 4 BRSO MR ol ST R M 24 ), Horpiz 24 oAy
B 4 BRI TH-NVR St3 (DMSOd,, TMS) SEAAH I "H-NMR J63% o

[0083] A% J BH (¥ 5 DY 5 [ (1) o — S U7 58 4 S AT MRV A n) A7 Wi k24 40, b i 2
Y B A ¥ ME W L 1.55-1. 63ppm(m, 2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) ,
2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t, J = 7.4Hz,2H),2. 97ppm (brt, ] = 4. 6Hz,4H),
3.92ppm (t, J = 6.3Hz,2H),6.43ppm(d, ] = 2.4Hz,1H),6.49ppm(dd, J = 8.4Hz, J] =
2. 4Hz,1H) ,7. 04ppm (d, J = 8. 1Hz, 1H),7. 11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) FI
10. 00ppm (s, 1H) f] 'H-NMR i,

[0084] A< BH ()45 VY 777 1H0 1K) g — S 7 G 4 AEATC IR gt M ol ST Wk M 2440, He i 250 /e A
Him / EAST ONPGEZE 5°C / 57) TRIH—PMEIE KL 141, 5°C IR A,

[0085] A< BH ()45 DY 777 1 1K) g — S 7y Ze 4 AEATC IR g M ol SR M 2440, He iz 250 /e 74
Hig /i ERE (INFAEE 5C /475 ) PRI — 6L K2 140. 7°C IR,
[0086] A< BH ()55 VY 777 1H 1K) &) — SE i 77 Ze 4 ALK IR gt P o] ST Wk e 2440, L i 2440 72 il
SEWR MR &5 df B, H 25 H RIS B A I (o A7 IR IR AR b AN AL A 35 7K 2RI B 37 Wk M . £51)
T, BT ST R MR 45 6 B ] DATE 60 %6 AHXE A (RH) 1 25 CHRJE T 47, B2 AT
14,

[0087] A< B ()5 DY 777 T8I FR) g — SE i 77 G SEATC IR g M o) SR M 2440, HE iz 2440 72 il
SEWR MR &5 a8 B, H. 25 H RIS B A B A7 I IR AR B ANEEAL A 25 AT 2RI B 7R M . 451)
1, AP TR T 45 b B W] DALE 60 %6 AHXR AE (RH) A 25°CRJE T fiti 47, B Bt A7 BIA K T

7
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44,

[0088] AT Y A 565 DU 75 TH £ 53 — S Mt g S 452 AL AR MR PR ] ST DR W 24549, L iz 240 52 ]
SEWRMERT & e B, HESILAE 75 % AHXHEZ (RH) AT 40°CHRE R & B LA AN T 0. 5 4R,
FEA_EANEAR Ry 2 7K A B STUR M

[o089] A< WY ) 265 WY 7 THT 1Y) 73— 5K It 5 S B (HAT R R P T 7 W e 28549, L b 24 17 o
7 BB LR DT AL IC T PR [ AR S T 7 B INVREAR I, i 2GS RS 50 wm B
S

[0090] A5 T A 265 DU 75 1 1 3 — S Mt 7y SR 4 (AR IR R ] SZ R M 24, JHG b =4 e 5 4
7 BB AR DT AL C T P[] TR I T 7 B INVREAR I, i 2GS RS 40 wm B
S

[0091] AT WY A9 265 DU 75 T £ 3 — 5 Mt 7y SR 42 (AR IR PR ] S R W 24, G b =4 e 5 4y
7 BB AR PRI AL C 7 PR 8] TR I 7 7 B INVREARIN, I 2GS RS 30 wm B
S

[0092] AT WY 5 1.7 T S 11— Foft o) ST R MR 45 i B I Il26 5 ¥k

[0093] A7 Y FA) 365 £ 5 T 100 265 — 5 I 7y SR I PRl S R MR 45 i B ()26 7 ik, Hohiz iy
ALFE A TR K S A

[0094] AT WY FR) 565 £ 5 T 1 56— 5 Iy S AR PRl S R AR 45 i B ()26 7 ik, bz iy
AR BT IR 590 A T 90-125°C M IN#CKZ) 3-50 /N

[0095] AT Y FR) 565 £ 5 T 1 53— 5 I S AR IR S R AR 45 i B ()26 7 ik, bz iy
AR B ZIRMKEY) A T 100°C R IRy 18 /it .

[0096] AT W FR) 565 5 1T 53— S5 Iy S AR IRl S R AR 45 i B (26 ik, bz s
AR BT SIIRMOK S0 A T 100°C R INFCKEY 24 /M .

[0097] A< WY AR 26 7 IR g — S i 75 SR 4R A BT ST R MR &5 it B 1R il 46 7 i, Jeiz s
TEALFER B IR MK ) A T 120°C N IACKR A 3 /N

[0098] AT BT IR 265 175 T (14 53— S T 7 SR Bl SE R RN 45 i B (19126 7 ik, Hohiz s
AR IZIRMEKGY) A T 100°C MR 18 /M, AR5 T+ 120°C R II#CKR 2y 3 /)
in

[0099] AT WY IR 57 7N 7 T £ (HEAR 4 AR 3P 3k (18— A~ s AN S 07 585 SO A SR A
77 125 ) 2% PR B ST R ME T 455 B B

[0100] A IR &R -E 77 T $R 11t B — Mol B2 o 2425 b ml 2 52 1) 234 — e 15 1 P o 57 DR e
BT 45 Bo

[0101] A B A H e St 7 5 ml AR A ST I — AN A Sl 77 280/ B077 T 119
e

[o102] AR LA SRAL AU, AR IR L St S A0 TR 52 L2

[0103] A AT o — T T A A5 A B A T B Rl SR MK 54 (AR S0E SCRIE UK &)
R AL D BAT AN [RGB AN [R] X Ee AT 5 e i i BT SR K 54 (A S0E KK 5
Yo i B, RIUKEY A R AENE S/ 2220 B o R AE AT B (14 JILK 50 1 W A2
123. 5°C B AAUE o DRI, FERIE I 5 K G LU & K S AL /K G40 A TR AE
K25 60°CHI 120°C Z ) (32 25 B /K WA RIAE K 2 T1°C [ 5506

8
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[0104] AU BN o) — 7 A FE R B4 N FA3] 90-125°C HRE 2 i AL FF 48 3-50 /NN, IX Fif
T R B 7R P 7K 5 40 I 30 i o 7K T s SR BRI 5%, A P B A KRR ST R P K 5 ) A
P PRI 7K 3 S0, iy LS8 T 1225 40 ) ST IR M 2K A 0 PRI R PR T A 1) ) AT ST R
WP 2 5 A LA b B % ] 7 i A 5 Tt o

[0105]  ZKE4 A K]

[o106]  ASCHT I “/KEW A7 STk B LT (D) -6) 45 s 22 gg

[o1071 (1) ERASE 1 JiRfER / Z800 (INHGEER 5°C /43 ) IR A
AR R it 2k . BAARHE, B (IUEAE & R4 T1°C AL IR /IR 2T 60—120°C FRIZ8 T I A (K
.

[o108] (2) B HAE 5K 2 78 i 'H-NMR J6 3% (DMSO-dg, T™MS) & A AH [A] /1) 'H-NMR Y6
i, EAKHL, T R E LR 1. 55-1. 63ppm (m, 2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m,
4H) , 2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t, J = 7. 4Hz,2H),2. 97ppm(br t, J = 4. 6Hz,
4H) , 3. 92ppm (t, J = 6. 3Hz,2H),6. 43ppm(d, ] = 2. 4Hz, 1H),6. 49ppm(dd, J = 8. 4Hz, J
= 2.4Hz, 1), 7. 04ppm(d, J = 8. 1Hz, 1H),7. 11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) Fl
10. 00ppm (s, 1H) ,

[o109]  (3) ‘BHA 5K 3 Fronii) X ST LTl I AHH | 1 X 5 e fimiotit . HAxH, &
[RPEFIEUIELE 20 = 12.6° .15.4° (17.3° .18.0° .18.6° .22.5° H124.8° ,

[0110] (4) ‘& H A {F IR(KBr) Jt i f#] 2951.2822.1692.1577.1447.1378.1187.963 Fll
784cm " AL A& [ AL ARG o

[o111]  (5) 'EAF 50 v m B /N FIRf2.

[o112] K& A Wil 771

[0113]  JKEY) A I HFEE UK G H 24 5 BLRIBITES 77 v m] LA Tk B o A K540
40, W CAZERI BE WL B B 5 RK A0 o o UASE T 32 A8 FH B0 B AT, 1 55 L B AL 1t
ST EEMLERER L. o, RIEmi 5 45

[0114] 25 p8RE 2 BB 45, X4 A FH Wt 25 2% I, = 4l 1 T 2 38 B T L 2R 5000-150001pm,
HEEHFERE A 10-30rpm AT I FLR 24 1-5mm,

[o115]  JE LB EE1S BRI IRMEK S8 A ISP R AR — RN A 50 (m BCSE /), Lk 30 wm
BUEE/N o SPIREAR AT DRI IR RPRLARI 2 TR 0E

[o116] [l SZWRMEZK-EIT 25 6 B (R AE

[0117]  ASCHT FH A A IR “ Bl ST R MR 25 5 B” B LU (6) - (12) 25 H IR B AL A 1tk
HE o

[o118]  (6) ‘BEAIIEA S 4 Fi7mi 'H-NUR Jit (DMSO-dg, TMS) FEAAH [F] 1) 'H-NMR J&ii
H AR HE, ‘&A1 H)FF 4E & ZE 1. 55-1. 63ppm (m, 2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m,
4H) , 2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t, J = 7. 4Hz,2H),2. 97ppm(brt, J = 4. 6Hz,
4H) , 3. 92ppm (t, ] = 6. 3Hz,2H) , 6. 43ppm(d, J = 2. 4Hz, 1H),6. 49ppm(dd, ] = 8. 4Hz, J
= 2.4Hz, 1H),7. 04ppm(d, J = 8. 1Hz, 1H),7. 11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) FI
10. 00ppm (s, 1H) ,

[o119] (7)) ‘BEANEA 5 5 Fros i) X AT i AL A R X S 2T i il . H Ak,
AR EIEAE 206 = 11.0° (16.6° .19.3° .20.3° F122.1° &

9
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[0120]  (8) B AITHE A LE IR(KBr) Y f 2945.2812.1678.1627.1448.,1377.1173.960 Al
T79cm " Ab PRI A& R 2 ARBTG5 o

[0121]1  (9) BAIEHRER / ZH0 T (NI ZE5°C / 4r) PRIE — DL KY
141. 5°C IR Hulg

[0122]  (10) ‘BAIYEAEAER / ZoaHfEAE (INFAEFR 5C /) hRIH — MR
K2y 140. 7°C (I FAg

[0123]  (11) AU BH IR 7 WR ME e 25 s B B AW 1t o 481 401, A D BH R ] 7. Wik s &5 it
B 7 BOERE A 60 C TR AL A 100 % (T8 A 24 /DI UG PR FFK & 84 0. 4% 8 /).
AT LA R e K B B SN T, B EATE TIN5 &5 a7k S B 72 . e, m] L
{d FH—F 772401 Karl Fischer V.

[0124]  (12) Y77 a0 v ) B A POdi R A e 7y 150 [ 57 2 e 7 77 2 /INREAR N, -~
AR A 50 1 m B EE /.

[0125] [ B B 71

[0126]  FEFFE/PMRIAE (/NT50 wm) HRIBCTT IGO0 T, X i) 28 75 SEA B o (HRS, S K
i HA ORIAR ) KR 7 IR W T BYCT 45 0 B I, S B4 DA BE AL P A R 2 7 — k.
B, 77 AEME UL Tl AR il 25 BA /N R A2 R B 37 W MR T 25 i B IR

[0127]  EXELHE O, AR B CRILR] LLZE 5y OB B8 3 FIK &4, FF 0T L i i Fan
AT 2 IR BE R 7K G4 A T LA R 38R R I ] A PR R SR A /RIS () AT S7 WR e B
[0128] o 4nid it 7E 90-125°C 1 i ik (R Rl ST WRME 7K G400 A T i) £ A 5 B 1) ] 7. Wik e
P &G it Bo AR [R]— A KT 3-50 /NI, (HANBE Ui A2 o251 167, IR A & AR T i A3k
FETTAA BT ASTR] o 0t TR R I FAa B2 A& DURH G 1KY 5 BT HG n i, P B AL DU o Ay Te) A, 1
ARG PR v D PN TR BT . A NIRRT IR, W] SR MK -S4 A I FAGREE A 100°C,
AR TE]— R A2 CA 18 /NI Bl BE A, L K2y 24 /MiF o 35— 7 1, Wi R BTS2 R MK -5 4)
A BIINAGEEE R 120°C, WA )R] DA K2 3 /INiS o AR i BF [ RA) 37 W M 465 o B 248K ]
CLEIEAE 100°C AR TR K A4 A AR L) 18 /NI, ARG HE 120°C R IR 4 3 /i)
Ml & o 40 SR INFAN [A) SE 22 5 K ] DASR A AR S B FRYBR) ST R Me P 25 5 B, (HIX ] BB ANZR 5
[0129] X FiEC T AN LR /INRL AR I, 181 41 14 2590 il o8 FH 733 5 B 10 IR VLB 7 I 5 i) 7.
Wik PP 25 i B b ] DL ik DR 53845

[0130] AR BH 3 3 ke IR mT LI ik o s J BT N7 I e 7K A5 40 ki AL 0T 7 R A 45 o5 om0 1)
R S (1R L T 34 ) 7 Wk e 55 it (LI P 7 VAN 7 A 3 T ] A 1 ) 2 i 7 w4 FH )
P B &5

(01311 iy H., {5 ai@ it 75 90—125°C T 04 L) N7 Wik M P &5 ot 110 ol 2% 4 2 BH KT i) 37 Wik e
B 45 i Bo IR (0] — %k K24 3-50 /MBS, (AN BE Ui A2 TG 41140, BRLA B A T I #A iR
A BT AN o AR TR) 0 PG B 2 DA DG 1R, BRI A P BT I n B PR AR, i i #
18 P v D) A TR

[0132]  HAAHh, G SLEA S Wk e pF 5 s 1IN PG RE 2 100°C, I At B) ] BLAZ K2y 4 /)
INF, 1 40 SN AGEREE A 120°C, WANAIR R A] LA K2y 3 7N 6

[0133] B T LRGBS WRME KA A FHRA] ST R M 45 o B AR, AR & B ER 3L 4 T [ i) 57,
Wi PP 25 s C—Go

10
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[0134] 1. AR K HA LAt e (1) —(5) WU SZURMEET 45 i (5 SCRRA “Fil
SEWRMERT Y C BIGE ) -

[0135] (1) S 8 iR & / ZEJGrHr (N 5°C / 43 ) W th S 2L ACH [R] 1)
WA h £

[0136]  (2) 5 9 Frni "H-NMR Stite (DMSO-d,, T™MS) FEASHH [FIf¢) 'H-NMR 61

[0137]  (3) S5 10 Fronif) X 5 e fir i SIS A AH R 1) X S 2efin e

[o138] (4 HASE 11 Py IR (KBr) JEA EAHFEK) IR J6i f0

[0139]  (5) HA K 12 FroriflE & “C-NMR Jei LA b AH [F] ) [ & “C-NMR Y63

[0140] 2. AR I K HA LU )AL 2= M RE (6) — (10) (R SZWR MR &5 & (TR SCRR A “Fil
SEWRMERT ) D BIGE L)

[0141]  (6) 5K 13 PR & / ZAHT CINPAGRZE 5°C / 5 ) WA 2L AAH [ 1)
e

[0142]  (7) 5 14 7R 'H-NMR Jei (DMSO-dg, TMS) FEACAH[F][#) 'H-NMR 63 ;

[0143]  (8) S 15 Froni) X S e fiTi SGIBSE A AH A ) X S EefiT el

[0144]  (9) HA 5K 16 Prosi IR (KBr) JEA FAHEK] IR J6i% H0

[0145]  (10) HA S 17 sk “C-NMR SaiIE A% EAHRIE 4 PC-NMR Jaig.
[o146] 3. ARV K BA LT ZEPERE (11) - (14) IR SZIRMEET 25 5 (8 XA
Ry SR MR IR E 2R 2

[0147]  (11) 5K 18 PronAE & / ZHGr i CINAGEZR 5°C / 75 ) Wi 2 5L A AH 7]
LA ES

[0148]  (12) S5l 19 By 'H-NMR J6i% (DMSO-dg, TMS) FEAAH[F] ) "H-NMR Y6 ;

[o140]  (13) 5] 20 Fron i) X STl e i EEAAH R X S i il s A

[o150]  (14) HA 5K 21 sy IRKBr) A EAHFR) IR Jail.

[0151] 4. AR K HA LT A PERE (15) - (18) IR SZWRMEET 45 5 (T XHRA
“RATSTURMEET IR F AYEE )

[0152]  (15) 5 22 Pion#AE & / ZZHG T CINPEZR 5°C / 73 ) WA A AH 7]
Ry A 2k

[0153]  (16) 5Kl 23 FT7n(#) 'H-NMR 63 (DMSO-dg, TMS) ZEAAH A "H-NMR Y& ;

[0154]  (17) S5l 24 PR i) X SHEATHGIE LA R X 5 ST it s

[o155]  (18) HA 5Kl 25 sy IR(KBr) A BAHFNK) IR Jtil,

[0156] 5. AR IS K LR EE 1 T0UFTIR (] 37 W M 45 S sl 2% O v, HUSEE TE R T
140°C K T 150°C H B T I FAa] 37 Wk e pif 45 i o

[0157] 6. AR B K LR 2R 2 T0UFTIR (] 37 W MR I 465 5 1 o) 2% 7 v, HLASRAEAE T FH R 2K
HE o

[0158] 7. AR EHI Ko LIRER 3 T0U AT 1 I] 37 Wik R B 465 9 1) ) 2% 7 v, ELARAEAE TR B 57
W P T &5 d AT 0 T S0, R HAE,

[0159] 8. AR IS K LR34 T0UFTIR (] 37 W A I 465 8 1 o) 2% 07 2%, FLARAEAE T I
TR T 49 R S R P 5t AT

[0160] 9. AR J—Fh ey EW), ik 25 A 5 E 20—k A LRE 1 i

11
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TR BB ST IR M 455 & L IR SR 2 TR () ST R M 45 A L IR SR 3 TR ) ST R MR %
b~ I EE 4 T A PRI 0] 37 R A 45 R TR B 10 T I PR AT N7 R WA T 5 o PR B0 37 R A
SR 22 BT IR

[0161]  10. AR EHW X HAG LU EEALAA e (19) - (22) R SZRMEET &5 i (R SCFRA
“RAISTIRMEET I G R &E A

[o162]  (19) 5 26 iR AER / ZHI T CINFEAE 5°C / 4 ) WAk ih e A AH R
(R 2

[0163]  (20) 5 27 Fi7Rff) 'H-NMR J6i (DMSO-dg, TMS) FEAAH[F] Y TH-NMR S

[o164]  (21) S5 28 PRy X AT S GIE LA R X 5 ST iotis s A

[o165]  (22) HA 5K 29 fioni) IR(KBr) A BAHFR) IR il

[0166]  11. AR EHW K FIREE 10 0T I (9 FA] 57 Wik P T &5 ot 140 ) % 7 3, JLARRIEAE T4 3%
RS BIRI SZ IR E T2 A A s b, R e =R MR 2D 2 F

[0167]  12. AR B B —Piloks () i) 25 77 12, FERFAEAE T4 55 U] 7. Wik WA P 45 i 5 o] 57
WR MR 45 4 B C. D\ Eo F 8R G ¥RIE L, T 70-100°C N T4 BT 15 1 Bk IF 43 2%, ARG IR T
70-100°CF 427 RO .

[o168]  13. A< B Ko —Fieh FH 4 AR 550 (%) 77 7%, HApAEAE T 70-100°C FF A5
i FISHT ST IR M 7K £ ) 45 o B SRT ST R MR 45 s B C D En F R G 1 — Rk 2 pp i os Ll deaz
AR PR 245 P ] 4 1 AR i) o

[0169]  14. AR BHWS Be—Fh Al S BT SLWR AT 4548 B C. Dy EL F 80 G Al—Fhel 2 Rl oz
A2 52 R A AA B 24 FH 4 0 ARl i) G aze 24 LA 0 IR iS00 B AT 22 20— bk B DL
Hi 8 AF pHA. 5K 30 738 HH 60 % BUSE K, £F pH4. 5 60 730 B #5 H 70 %6 BCEK, FIAE
pH5. 0 T 60 7385 ¥ th 55 % B8 K

[0170] 15, AW Je—F HAG 22 /b — Bk B BATR B3 tH 2 25 A T A4 1 iRl 5] 7
pH4. 5 T 30 4385 1 HH 60 % B K, 78 pH4. 5 1 60 438 5 v 70 % 55K, FILE pH5. 0
60 73 Bh GV 55 % B K.

[0171] 16, A& B S — i ot BLR 753249 20 16 245 B 144 1R 551 <48 5 ROURRT S7 Wik i
SRR, 70-100°C R T8 BT 43 RO 373 4, AR5 FFIR T T0-100°C T 88 53 R IR
M 1225 FH [ 48 C1IRE5R A 20— Fhde B DU %S 3R AE pH4. 5 T 30 3B 5% H 60 %
BUEEOR, 7F pH4. 5 1 60 73 Bh JE ¥t 70 % B 5E K, FILE pHb. 0 K 60 7385 ¥ th 55 % B 5 K
[0172] 17, AR B K —Fii i DL R 773545 2000 25 F 8 4 IR #15) :70-100°CF 4
B U] S R PR 5 o AR — e B 2 o 24 2 b ] A2 B AR I 24 R T A 1 RS 5 i 2 A
[T A 1R il 57 LA 22— Bt B DU W 28 o AE pH4. 5 8 30 73 B 5 ¥ Hh 60 % BlC5E K, 7
pH4. 5 T 60 73 8P f5 it 70 % 5 5E K, AILE pHb. 0 T 60 7385 th 55 % 58 K.

[0173] 18, AR B B — POk () i) 5 77 12, FERFAEAE T4 55 JURH] S7WR oK & 4 25 i i
IR, T 70-100°C N AT A3 BIRURL 353 9, AR5 FFIR T T0-100°C F 4873 e iR ik o
[0174] 19, AR I Je— R FH A IR 5500 77 7% AR T 70-100°C F A5
W RS SR M 7K S ) 2 i A sl 22 P 2 2 L RT e S R AR 1) 2 P [ A4 1 AR 5D

[0175]  20. A B B —Aiai i LA R 773245 20 0 245 F 144 1R 551 <44 5 RO 37 Wi s 7K
GG aIRIE kL, T 70-100°C N4 BT A3 KRR IF 73 4%, S8 Ja FHR T 70-100°C T T4 73 4%

12
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(RIUREL 51T 12 24 FH [ 44 IR0 B 2 /b — bk B DU % U3 AE pHA. 5 K 30 408l 5 %
H 60 % B F K, 7E pH4. 5 F 60 48t 70 % B8 K, FILE pH5. 0 F 60 208kt 55%
B K.

[0176]  21. AR BWP o — Pl i LAF J7 7459 30 i 24 B 4 IR 57 :70-100°C R T4
O L] 7 WK WA P 5 o AR B 2 o 24 2 b T S R AR 1R 24 A 1 R 5 Tz 24
[ A 1R Akt 37) A 22 /b —Fie B DA R RO HE % S 7E pHAL 5 F 30 2 BPS s HE 60 % 8RB K, 76
pH4. 5 60 735G 70 % 55 K, FILE pH5. 0 '~ 60 7345t 55 % B8 K.

[0177] AR BB SZWR R C-F 0 45 i % B 7E JP-2001-348276 H1 23 JF 1] 37 Wk P i
1) TTT-VI ZU4E &,

[0178]  Bul SZWRMEET ) C B9 45 iR

[0179] A/ B (FIR SZWR MR (1) C 2 &5 ff HA LU R B2 e (1) - (5) -

[o180] (1) 5K 8 iRl & / Z#Hr i (INFGEAE 5°C / 43 ) WAl e A [ 11
Wt £, S HARHL, B HA KRATE 150, 2°C (R AR

[o181]  (2) 5 K 9 A 7 11 'H-NMR )6 i (DMSO—dg, TMS) & A< AH [H] 1) 'H-NVR )6 i, H
h Hi, = H A ¢ 1.55-1.63ppm(m, 2H), . 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 41) ,
2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t, J = 7. 4Hz,2H),2. 97ppm (brt, J = 4. 6Hz,4H),
3.92ppm(t, J = 6.3Hz,2H),6. 43ppm(d, J] = 2.4Hz,1H),6.49ppm(dd, J = 8.4Hz, ] =
2. 4Hz, 1H) , 7. 04ppm(d, J = 8. 1Hz, 1H),7. 11-7. 17ppm(m, 1H) , 7. 28-7. 32ppm (m, 2H) I
10. 00ppm (s, 1H) AbFIHRFAEUE ;

[0182]  (3) S5 10 Froniy X S 4 SGibSE A AH A 1) X S Eefir el . B AkHL, ‘&A1)
WRAFIEAE 20 = 12.6° (13.7° 15.4° .18.1° .19.0° .20.6° .23.5° f126.4° ;

[0183]  (4) S 11 Proi) IR (KBr) JGilAEA AR K IR OGS o HA4H, ‘& HAT7E IR (KBr)
JEIE R 293928041680 1375 F1 780cm ' Ak RIS 25 IR L1 AN e 1A 3

[0184]  (5) 5 12 From it [E /& C-NMR Y6156 AAH [ 1 [ 4 °C-NMR Y6it, HAAHL, &1
FREUEAE 32. 8ppm. 60. 8ppm. 74. 9ppm- 104. 9ppm- 152. 2ppm- 159. 9ppm F1 175. 2ppm 4k .
[0185] [l Nz WRMAJET ) C 7 &5 o (1% il £ 77 v

[o186] 541, M i 7E & T 140°C FE T 150°C AL T IS 7. WR Mk JF 117 o1l 4% 4% o B £
R 7R M 1) C TR &5 i

[0187]  FHAE SRR BT 37 W M P AR B 0 P 0T N7 IR e P 5 % » 4610 41 T S R MR (1) 1 4 &%
i ST ST R AR 45 P 1T 7R it 2% 2, T FLI e B m] DU 2L = s i k. ke, fEAR
R B AR 2 TR BT SE R MR 1 B 2R & o (BT SE R M TET I D 2R & o B SE R MR 1 B 2R & o LB
SEWR MR ) B 280 2 i SRR ST WR MR 1 G 28 &5 ] LR 1B BT 7 DR MR T ) JEr A o o A S 37 R A
P AT DL — s L A D R A A A

[o188]  INFEFE— M= T 140°CHYL T 150°C, YLk 7E 142-148°C, 1y JFA g [A]— M &
15 73802 3 /A, ARIE 30 0Bh A 1 /N,

[0189]  M7E IR N AR 7R P B, T2 R BT ST R R T 1 C 2R &5 i

[0190] I8 AN 75 V20 an e A5 B T B 2 IR M 1 C & i oy B IR 4didb . i, 76 B
FE R AR 7R M F 4 51 22 F 32 5, W DASRAF AR R 100 % IR 7 R e IR C 2R 25 i
[0191]  FA[ N7 WR MR () D 789 4 iy
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[0192] AR W R SZWR AT ) D A9 45 i HAT BL N 34k 5= 1t e (6) - (10) -

[0193]  (6) S 13 FroniaE & / ZHHT I E 5°C / 73 ) Wt Ze 5L A [R] 1
WAt 2 s BRHb, & RIORACRZ4E 136, 8'C AT 141, 6°C

[0194]  (7) 5 & 14 AT 75 ) 'H-NMR 6 % (DMSO-ds, TMS) & A AH [H] [ 'H-NMR ¢ i ; H.
i H, & H A {E 1.55-1.63ppm(m, 2H), 1. 68-1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) ,
2. 48-2. 56ppm (m, 4H+DMSO0) , 2. 78ppm (t, J = 7. 4Hz,2H),2. 97ppm(br t, J = 4. 6Hz,4H),
3.92ppm(t, J = 6. 3Hz,2H),6. 43ppm(d, ] = 2.4Hz, 1H),6.49ppm(dd, ] = 8.4Hz, ] =
2. 4Hz, 1H) , 7. 04ppm(d, J = 8. 1Hz,1H),7. 11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) Fl
10. 00ppm (s, 1H) ALFRHFAEIE ;

[0195]  (8)) Kl 15 Fron i) X ST AT IS I AHH R X S e it sl o B AkHh, ‘AT
FRfEUEAE 26 =8.7° (11.6° (16.3° (17.7° .18.6° .20.3° .23.4° F125.0° ;

[0196]  (9) 51& 16 Pr7n i) IR (KBr) JtifiEA AR TROGIE . HAkHh, & HA 7L IR (KBr)
JETE R 29461681, 137512731175 Fl1 862cm ' Kb (3% 25 A 4T SN c i 5 Al

[0197]  (10) 5Kl 17 Fron il fA PC-NUR S 2 A A (17 14 PC-NUR Seif, B, 211
FREVEAE 32. 1ppm.62. 2ppm+66. 6ppm. 104. 1ppm. 152. 4ppm. 158. 4ppm- F1 174. 1ppm 4k .
[0198] Pl \ZWRPPT ) D 79 45 o (1% il 26 J7 %

[0199] 54, d ik HH PP o B 4 s o) N7 IR P P 17 1) 25 AR i B PR 0] 37 R A T KT D 28 45 o
AL, g Bl S7 R PR o 1) B, gk — 3 AT R R, SRSV AR B R . I
IR, 53 B HAS R W BT SR PP ) D B 25 b A A8 TR R R 4

[0200]  FHAE Rk FRT 0T S7 IR M e ] DA i o 0 PR SR N7 IR WA P 55 i, 461) 20 O] ST R PR () T B8 &5
i ST ST R PR 1) 1T Y 45 5 5655, Ty HLAK BB ] DR 2Bk = el okt o ml ke, 7648 & W
HH ) 2% R ST R PSP P B 28 5 ] 7R MR ) C B 25 5 ) ST R MR PR E 2R 5 R B SR
P TET ) F 2R 2 it o) SZ R AT P G 280 55 P AR A o) S IR PR ST ) SRk o X S ] 37 R P e ]
DA — Bl 2 D A A ST

[0201] =474 138 PRI AAAT B (s FR  mT AN BA] S7. Wk P BT ) D 28 455 i A A i
W aR Ao T L, W CUIE ik G208 4 EE I N SIS R4 2 R VBT T i Al 78 SR R AT
TER, T LAY B HH B SZWRME 1 D B9 &5 o

[0202] W] DIARYE CUAN ) 751 2 B R Ak an it 43 5 HH R ] S R MR () D B &5 o TE X A
AR LIS BIEEE S 100 % 1R 7R MEET ) D A 45 G

[0203] Pl SZWRMEET ) E Y45

[0204] AR WA SEWR AT ) E B9 255 b8 HA DU 34k = e (1D - (14) -

[0205]  (11) S 18 i / ZH M CINIE L 5°C / 43 ) Wit Ze 5L A [A]
Rk it e, BAAML, & HA KA 146. 5°CHIE |

[0206]  (12) Y5 Bl 19 778 1) 'H-NVR S i (DMSO-dg, T™MS) 2 A AH [A] (19 "H-NMR 6 %, H
& He, B B %R 4E U8 ZE 1. 55-1. 63ppm (m, 2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35—2. 46ppm (m, 4H) ,
2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t, ] = 7. 4Hz,2H),2. 97ppm (brt, J = 4. 6Hz,4H),
3.92ppm(t, J = 6. 3Hz,2H),6. 43ppm(d, J = 2. 4Hz,1H),6.49ppm(dd, J = 8.4Hz, ] =
2. 4Hz, 1H) , 7. 04ppm(d, J = 8. 1Hz,1H),7. 11-7. 17ppm(m, 1H) , 7. 28=7. 32ppm (m, 2H) Fl
10. 00ppm (s, 1H) ;

& m
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[0207]  (13) 551 20 FI/R i) X GTEATH e WEREAA R X 5 LA el R, &
fEUEE260 =8.0° ,13.7° ,14.6° ,17.6° ,22.5° F124.0° &b sf

[0208]  (14) HA 5K 21 Firit IR (KBr) 3L [ RIRI TR S0, HAkH, = HAT 78 2943,
28171686 1377,1202,969 F 774cm ™ Lb AT 4 AL HMEBCE HE o

[0209] Sl 7 WR AT [ B 7R 4 0 [ kil é Vit [

[0210]  foilfun, T H £ J1i5 T 45 it B S Wik WA I it ) 26 A< B (R Bl SE DR R IEF 1) B B 250 R/
PRI, S IR C R0 SZORMERT N3 L5 InFCRITEE R 28 JmoR a5 2 s e 4. R

BRI B, P 255 B th A W G SR MR ) B T2

(02111 240 35 HUITT SR T V] 2, 55 B b T SR MASTEF A T 5925 5 R R
T 2945 8 O S WRIASTE 4 D 6065 %, TSI SEURMERTRY B 5%, T0°C R N Z Iweeiieh
GBI IRk 5 TR0 T TR 8 D A8 T B T8 8 0 M PR o 24
ARV UL 2853 18 A 55 0 AN (I, €6 75°C oI ), JHIRE (1 %
TR D TG ) BOSAR, MR IR G (B TGER ) AW, A, MFAHIZ
BEHEEIEAT , 355318 th P S BT G R ILAE R IR 5 S T R R S B %58 ) o
S, 0 SRR B 4 087 LLAE 2 T U

[o212)  FF JEUIRH )0 SR ST AT LI 5 0L 15 S VR T, 1 40 £ 7 — o0 S ST ) 1
90 I SR MR ) T 75055 58, FLIKSOF ] LU AL 0= s ISR o T M,
STRIASTE (4 B 5345 6 T SR METF ) C 75025 T SEURMETRT () D 9485 5 S DR MEF 1 70
23 8 S SRS 0 G 5923 8 T LT 10 SO T 0 JEURY o Sk R0 S W MABTE 3 B 2 — sl 2
OB,

[0213) 474 HEIE A (AR ) #3500 Z BT, 7T BLAE 38 I AT SR

WIS B TR 8 A D v A o T L, T LI I 28 v AR AT IN AT 21 1% £ S i
1T e ol o

[0214] W LIARIE LN IR 5 ¥ 20 S A A Lk 43 B HE PR ] S R MR 1 B Y 4t o TR b JX
A IRAT LIS BIAE Bk 100 % PRI ST R T ) E AU 25 5

[0215] Bl SZWRMERT ) B 7Y 55 00

[0216] A BH (IR ST R AT ) F A 2 i BAT DL N 84k 2= ke (15) - (18) -

[0217]1  (15) 5 22 ioRfE R / 24008 O 5°C / 43 ) Wi 2 EE A [A]
(RIS AR I 2, HAARHE, & B KATE 137, 5°CHI 149, 8°C (W Fhu

[0218]  (16) 5 K 23 17 B 'H-NMR Y6 3% (DMSO-dg, TMS) & A AH [H] () "H-NMR Y6 i 5 B
4 #l, & 1 RE F W6 7E 1. 55-1. 63ppm (m, 2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) ,
2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm(t, ] = 7. 4Hz,2H),2.97ppm(brt, J = 4. 6Hz,4H),
3.92ppm(t, J = 6.3Hz,2H),6.43ppm(d, J] = 2.4Hz,1H),6.49ppm(dd, J = 8.4Hz, J] =
2. 4Hz, 1H), 7. 04ppm(d, J = 8. 1Hz,1H),7. 11-7. 17ppm(m, 1H) , 7. 28-7. 32ppm (m, 2H) I
10. 00ppm (s, 1H) ;

[0219]  (17) 5Kl 24 Fronif) X SR ATH G EE A R X SR AT i 6l s BARHL, & ks
fFUETE 20 -11.3° (13.3° .15.4° ,22.8° .25.2° F126.9° ;H

[0220]  (18) HAT 5 25 fi7niy IR (KBr) 24 EAHFIR) IR il . HoAkH, & BHAR 2940,
2815.1679.1383.1273.1177.1035,963 F1 790cm ' 4b ) 21 SR L 45 o
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[0221]  [Ful S/ WRPRET () F 709 45 0 (1) il 25 773k

[0222] 54, A< B FRYRAT 2R WP K 28 5 vt A I o o] 7 WR e 7 £ TAT B B A ke
3 21 P TA B 77 V8L 1T 1) 25 o

[0223]  FHAE BB} B 7. Wik M P FT LA i R0 R 0T S R WA 437 Gt A o] — T So) S W PR T
T S8 BT SRR () 1T B9 45 i 25 4, HIX G n] DUR A0 =Py al skl o Al e e, [
S7WR MR () B R 2 5 SRR ST R MR (1) C R 45 Rt « BA] N7 R PR B 1 D 2R &5 5 ) 37 IR P B AR
&b i BRST ST WR M 1) G 2R &6 it mT DA AR 7 W W P (1) SRk o 3 G ] 7 R P i T DL R — B AL
/PPN AT o

[0224] PR Il A V2 R A0 0 AL B — P Ay DR 4 TAT D 4 s T AT [R] — R4 510 /N 24
TE R 29 TN B 3 st A 00 T ] BV RN 5 T ST S7 Wik M e 1) F 2R & oy, sk g 2
BEEE Ao 45 BRI or BEn] LURTE O A e . Tl IXEe 0 %, m] LISRIS 408 4 100 % [ 57
WR MR () F 745 .

[0225] Bl \ZWRMERT ) G B 45 iR

[0226] A< BHIFIRAI SR IR (K] G & i B DL R 0340 2 e (19) - (22) -

[0227]  (19) 5K 26 PronAE R / ZH0 T CNPGEE 5°C / 75 ) WA 2 A AH 7]
P R 2 5 B B R L, & B RZALE 141, 0°C HIWHWERIAE KL 122, 7°C JEAIE
[0228]  (20) 55 1§ 27 Ji 7= (1) 'H-NMR St 1% (DMSO-d,, TMS) & AXAH [A] ) 'H-NMR St i H
& He, B B % 4E I§ 78 1. 55-1. 63ppm (m, 2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) ,
2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t, ] = 7. 4Hz,2H),2. 97ppm(brt, J = 4. 6Hz,4H),
3.92ppm(t, J = 6.3Hz,2H),6.43ppm(d, J] = 2.4Hz, 1H),6.49ppm(dd, J = 8.4Hz, ] =
2. 4Hz,1H),7. 04ppm(d, J = 8. 1Hz,1H),7. 11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) Fll
10. 00ppm (s, 1H) ;

[0220]  (21) S5 28 7R i) X ST ATH G EEAAH R X 5 e it eil. HAAH, &1
FREUEAE 20 = 10.1° .12.8° 115.2° (17.0° (17.5° (19.1° .,20.1° .21.2° .22.4° |
23.3° .24.5° i125.8° ;fl

[0230]  (22) A 5K 29 Proni IR (KBr) e BAHFNR) IR Dl o HoARH, & HATE 2942,
2813.1670.1625.1377.1195.962 FIl 787cm " &b [K1TE 28 (K £L AN B 7

[0231]  FA[ N7 WR PP () G 7R & o () afill 6

[0232] {41, W] DAE S 4 B FbR o) S W Pk T PR A s T A A E =R T E 2 b =
FA B R E A T 4% BT ST R IR ) G R g o T L, A O RO B D IR R ST R AR
A LUE I AE KL 170°CR NG AL R ST R Me e, 28 574 #1381 2= 3R 3R 15

[0233]  FHAE OB} ) 37 Wk v P 7] DA 20 000 R 0] S7 Wik e P, 48] Gt 42T — ol i) <7 Wik P P 14) T
Y 8 AR N7 R PR (1) 1T Y48 i 2555, HAOX LSBT n] DOZ A = el skl . ml ekt i
SLWR MR ) B 7R 2 5 () SR MR (R C R4 R« BA] S R PR P ) D R &5 o ) 37 R PR 1 B 7R
G v BICST STR M 1) F 2R 58 it mT DL A ] 7 W e P () S Ak o 3 G ] 7 R e e ] DL R — Bl
/PR EAETH o

[0234] W] DLGE Ik 001 5 2 e 75 21 (B ST MR MR 1) G Y &5 i A B 2lidk . i, 4
HE 3R 77 VTR0 SRR B ST R M I, U] DASRAS AR A 100 % IR SZWR PP 1) G 2R 45 o
[0235] AT B FRI ] SZ R L T £ C PR 5 & BT S7 DR M T ) D 28 &5 it L Bl A7 IR PR T ) B Y 25
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B ~ T S7 R M () P 750 55 ot AR ST R WA P 1) G AR &5 it B AN 25 50 B Ak R e K G4, FEAR |
AR S WIS A RS, RIAEAE AT A AT (R ¢ o

[0236] A< PR A H A vy 4 ) 0] N7 IR M 45 5 ) ) 26 7 325, i R DL R REFI T
B PR PR R

[0237] AN BH 4 (4 A, 5 ) 37 R M T 5 ot KD 2 2 G ) 5 BRASEAZ 25 DR KU AR, 1)
TR A BRAR He A e AR R -

[0238] M dnm] Aid ik LR J7v2: a B b il 45 oA T i) 2% A % BH ) ] S7. Wik P &5 i B—G 1)
JEEH T B0 37 R A 45 o

[0230]  “Jiika” AH W 7 WR M & 0 (1) il 2 73k

[0240] I CANTTVE, W H AR R LR AT 191256/1990 158t 451 BT ik il 2 5 Fi
(1) ] 7 Wk e P 5 67 o

[0241] % 47g 7T-(4- W T 5 5L ) -3,4- & ¥ i i . 35g WAL Bl A1 600m] £ JIF 1) &%
R 30 73 Bhe AEILERIEW PN 40g 1-(2,3- Z5 %) WRIEM 33ml = &%, 7K
EEREY AR 3 /AN . ZAREBR BV G, B g B R s T 27, KRS, 28
Ja I eKMBR BT . 28R BR 25, 3 H G BER Wit 453 3 v R ) .45 ™ Ik, 153 31
57.1g7—-{4-[4-(2,3- &R ) -1- WREE 1- T4 1 -3,4- A ih .

[0242] oo REE s /S 1139, 0-139.5°C

[0243]  “T7Vk b” NI £ 51

[0244]  FERTIAZE VY Jm H A — 5 1 73 B R RBH T 218 308 (1996 4F 10 H 6-8 H ) fhfiih
T 5 bo 1 HABEIEAE 90-125°C T NFAH R 37 Wk P 7K A5 4 1 il 48 A s B (%) B 37 Wik s - 25
fm Bo M [B]— A K2 3-50 /NNF, (HASNBE UL 2 JC 45 AR 1), B A & MO T I A ikl B A
JITANTRL o TR A TR) R I FARLEE A2 B7AH S 1Y 5 DTk I AL JBRAE DU o A g ) A, T A
R R DU AR R R o ELAARHE, 0 SRR 7R KA A B IR S 100°C, I n A [a] —
W AT BL R K2 24 NES, A SR hnHGiL B A 120°C, W BnA st [a) w] RLOA K2 3 7Nk o 481 a4 A il
P& AN R B TR B] S IR PR 4 o B ORI A7 R MK S 4 R DL 9 C il o

[0245]  “J7¥7: ¢ o HOK G 0 il £ 7732

[0246] W LA U7V a 43 B R S MR e I 45 s T3 K TR H1 431
FEVBT 25 2 HAS BB SEURME K-S0 o AT FIE A 732, BT SR ME 7K S 04 R 2 KSR () 45
im A HETTE

[0247] A4 5 /K A B R — AR Bk A NI RN 5 IR S, a0 —
B PR ST TR T B S TR T ) A I, T PP Sk e s — R R B s e AT TIR &4
S AR A2 OB B K K & 2 AT DU I 10-25 /4687 %, PRk dei 20 A %
[0248]  Z4MHEY)

[0249] AR EHIN 254 A W] UL B 70 242 BT 452 (M) 330 AR BB PR I 2640 vh (1) Bl 7.
WRMEEF 25 66 By CDVELVF F Go 25% B2 AV B 15 B0 25 FH AR B R AU 7], andi 72

T TR Rl ) HEEVR ) e AR 2 10 e TR R 3 1) o

[0250] AT LAKEAS K W IR 25 P 206 40 ) RS T2 301, a3 PR U A ) AL BT S R
P BRI FLAN) S ROk TR BB AR AN B A A VEST R VAR L BVFSESE ) o

[0251] =441 FH v IG5 IS, ] AT ARG CLAN I R B3 . S A R SUAE L R L &
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A A 25 B AR L H BRI R SRR L (LA PR TERD R IRAS \ U b S e AT YR R i
R AN L BRI 57K« SBE TR BE SO R A 260 R VL Ve K VR W TRV R R PR ET 4 2R 1
JE RS ET 4 25 B IR B L 2R L J bl vt o Il AR L BORG 6 581 5 oK Ve« BRI B B IE R « R AT B
¥y (laminaran powder) \ ik ZUVH Ik BRES « 8 480 LM K WL B0 B TR U7 R 19« H RE 0 IR
By R IR TR ER VRIS S DR LML ) SR A R R H v A ] AT R S A v
SR RN s 22 R SR AR R AT L e WO R 5 H v R I S LRI s TER  FL
B T R R AR ER AN L W BRI S ARG T A IR ER B VA ER A R £ A
T AR W A5 2L, WT LUK 3wl s B 18 A i R S B A S IR AR AR
Jr R AL Ay, LLESUZ 2 2 )
[0252] 44T A ALFFIBC 7 INF, W LAASE ] AS S0 PN 1R 25 Pl 0k o S 91 A 455 i 28 00 LB Ve
AT A AR ) R0 b A R RO B RAR R R B ROk L B L SR
BRG] A ERATHE (laminaran) | BIRAL & i 05555
[0253] =g FH AR SRIEC 7 I, W LAASE P A SIS 00 ) 5 APt . SE AL 45 28 S W] R
B R R G S B P Bl H T R 5 5
[0254] W] DLIE bW B S7 WR M 2 5 BRI 2 AR IR S, FRR AR T B AR 2
BORTE RN HE PR Y R TE (HPMC JIREE ) S ifiy il %% I
[0255] L4k, 25940 -A )R] DL S 26 ) B3 51 5 B30 R AR L AR ) S5 5%
[0256] 7R ik 2 2R 25 4 [ 44 AR ISR 00, wT BUE I A iE (— ok st
PR EFIRIKE ) A LU B iR 73 TR B 80 AR AT ERAG R I 2% < Bu] 7R P 25
pm (& B FISZWRMERET BLC DVEF R G Y 25 (1) 0 A FA] 37 WR P P 455 it Bl ] 7 Wik A e 55 it )
A 2 A TR 22 P i, an T R0 9 AR R AR 00 R S R R W S ) W B
FNIEIE ) E GRS (B S50 m DR BRI 5 ) « 8 TRIERL, AR 2 Rl T2,
A m] LLYE P2 A RIS AL R IE R B &k e S R S 5 o 7RI L8 Ty, AR T
AL RIERL I DGR, B A & 2 Pl AR i i ks il 7y S5 HEN SRR G SR G AE QR S AL I s
I RL R R N CAEAT IS R o FEFAT RS R OO0 T, B R A A 5 2 Fh ik
[RGB 3> AR 5 TE GRS P& R 73 I IV ARBEAT 1M FEIE R J5, in R 75 2L, il
A8 FH & B 1) 77 BSCEL AT T B S B B AT A Rk 3 4 AT e AT T 21 B AR K/ o BT
P 0 S A 30 PR SORE I A i) 2 R N AT T8 o DG TR U7, W LN 2 My i, il
A LR H AT LA R T s - D T s P B IR s S S 1 7 v — e, W DATE
FUAAT N AT T 5, AT AR T2 s 00T, ek B2 v B 0. 5m’/ 43 —50m’/ 43
PIALE 70-100 °C I E A SIRE N AT 10 0802 1 /. 85 B RRLEEAT 007, 285
BT AEAE R ALK T 28 R ) T 38 S5 S IO, T F24E 0. 5m°/ 43 —50m’/
53 BIAIE  70-100 °C i E N BE 4 R 13T 1-6 /i o TR LA R s oL T
TR ] LAAE K2 0-10 FEI LA BE AT 70-100°C (R EE T AT 1-6 /M o
[0257]  dgnsth sl o O SURE mT LU T 24 FH I8T P 1R 5 B0 n SR 75 10, AT 0T AR
ARl HL 3k T TR T EERURL AT DL A ), SRS AR TR
[0258] a1 b i) 4% PR A 25 ) 37 Wk A 455 o ) 245 P T 4 0 O ofil) 500 B ASE S 0 DR A7 AL P A
AR N KEW), IR LRI W R 3 3T LA RAR (3 BRI s K AR
(Cmax) ) 24 H A4 D AR5 < /E pH4. 5 & 30 73805345 60 %6 B 5E K% 2, £F pH4. 5
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T 60 438 3RS 70 % B KIS R, FIAE pHb. 0 F 60 43405 3545 55 % 55 K I H %
[0259]  WJLAHH BAF T3 a4 At o — 2 T4 0 AR5 <38 1 SR ALT o 59 77 20 5 R
SEWR MK G )45 v L, FEAE SR 20 1k o 07 XA, SR e AR 0ge . ml b,
W 38 T TR IRORL O R B RITE 2 AR5 R e TR R T, T4 s H 2R Bl
e ALK Py 245 FH T 0 TR0 (ot 3R R B R 2R FE (Cmax) = 7F pH4. 5 T 30 73915 3R 15
60 % B S K %S 25, 7E pH4. 5 K 60 7385 3R 70 %6 B E K 1% HE 26, FITE pH5. 0 K 60 43
Bh G 3R 55 % B K% HE R o X Se g i m] DLBR AR A 24 44 0 R 550 A A 4 3 BT ST
Wk e P 25 o5 B R] 7 Wk W K ) 65 s 0 ok 9 R i 72 g ) 37 IR AR 6 B R0 5 7o

[0260] AUk BH 2520 A4 AL B IR 2R PRI 45 5 B C. DL EL F AT G I3 W] BLIE
& TR YT 18 NAE I 5878 o —RieHb, Fa] S7 R Me P 25 0 B A Ay I 25 A AR 1-T0wt %,
B BARN KZ) 1-30wt %

[0261] {5 4 m] LAE #E A % B 2500 414 W 25 25 5 vE A L8 1 24 S IR BC 7 S AE S L T ) A
AR BN (AR ERERL ) o 04 dE v 30 AU A BRI LR Ok R R 5
(RITEOL T, K TVIREE 25 o A0 ST I DL, SRR Bl R D 301 2 ] 260 0 B 2 SR VR 5 10EAT
HEK N 25 24, BB I R TR BRI, 3 mT LA SR AT LN B2 P B2 T BRI PN 25 24 o 7ERS IR
HOLT, KBNS,

[0262]  AJ BH 54 205 W) A5 B XY b 8 B e T FH 2k L A% M R BB R L B R R
[0 7 EE PR R S 5, (HL — R Sn) ST IR M e &5 v I 2R W] BUOA K29 0. 1-10mg/ 1kg AT / K. 1N
75 25 B TR N 12 A 5 YE L K20 1-100mg (4 FA] 37 WR A &5 4 B, 5 HL A 1-30mg/ 5
il

[0263] AR BHZ9W AW 2, RIMELE K A7 I RIS A L AP A
[0264] A% BH (2540600 80 B T PS5 FG T Ho AR A 48 28 G i Lok 1 23 R0, It
W] DA 4 9097 AR DA B A Rt [ e i 257 A2 ) RS 3 RE AN A AN
Bee S [ I 25 0k PP ) RS b 20 20 | LTS A R I A R L L FE XU P S PR B
S0 A M BROFESIE 1) B RE  RUAR P 2 9 0 56 AR Pk PIATSRE PRI HAIOIRE  AIBCAE , i PR A1
TE R 2 s RS (ADHD) 5 [T 21 2 Vi SR R < W 4 A R AR JHL 2 o 20 48 MR 3o « 2443 5
iE (OCD) « WA B 15 1 1) B8 RE 05 B RH i 25 14 X L 2= 3l IEFE miparticlee SKHAFIIA
HERG o

[0265] AT vE

[0266] (1) 7F DMSO—d, "4 Fi] TMS M58 "H-NMR 61 4 b o

[0267]  (2) X ST EATHS

[0268]  {#iH Rigaku Denki RAD-2B fi751%, &8 FAF ] Cu Ka IHAEE (35kV 20mA) 7E R
BAT AR X S5 10 B Bk4%.0. 15mm YeRRI 4 10 B R A AN SR
Hds. 1020 BEHMEAT, LLb° /A MHEREAE TE 3% —40° FFEHI W LL 0. 02° (¥
K T R R A

[0269]  (3) iBid KBr yEE IR SLitk,

[0270]  (4) AEE / RSN

[0271]  f§ HH Seiko SSC 5200 &l #2701 TG/DTA 220 [F]20 Z= 44 / P 7 72 5 T 58 Il A
B/ EROHT. B 5-10mg 5 E T HOT AR S, FFAE 20°C 200 CHIF AR T EL
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5C / A MPAGEF A, o - EAEERRED R

[0272]  (5) ZE R4 A

[0273]  {#i[f] Seiko SSC 5200 x| HJCHIDSC 220C Z /R E At 52 hE & / 2=
Mro F 5-10mg F£5E T B 40 AL, FEAE 20°C —200° CHIFHEE R T ELB°C / Z3 Bk
AN o - FAE ERR YD) R

[0274]  (6) RifRIE

[0275] A4 0. 1g PUR R TELE 20ml 0. 5g K57 UNRENIS 1 IE DU s b, 48 FRL B 4
i Microtrack HRA, Microtrack Co.) JIERI1%,

[0276]  (7) WRVBPHEIAES 72

[0277] R EM ( E42 5em) RUEFIFREL 1g ¥ 5, FH kimwipe 78 75 JF-4F 60°C /100 % RH IR
55 (K /s ) AT IRE . 24 /NI, B AR E I, K H AR 21 2R AR 30% RE (5
BN IK G DRI G / TEA% ) ISR, JHCE 24 /b, FFiE TS Karl Fischer i3l
ERERHIIKE &

[0278]  (8) [fl4A “C-NMR S oz =

[0279]  {E4NF 44 T M52 [ 1A PC-NMR Yt

[0280] 521X A% :CMX-360 [i] A% NMR Y61 ( i Chemagnetic Inc. #ili& )

[0281] & #L :SPARC Station 2( F§ SUN Microsystem, Inc. fli& )

[0282]  0S, %4 :Solalis 1.1.1 Rev.B (M FEifr :UNIX), SpinsightVer. 2. 5

[0283] 5 kit 44 <CP/MAS ¥ (1) TOSS % (TOSS AN IIFEF44 ) o

[0284] & Wb B fE <AE CP 454F T AT 90° fikas

[0285]  JMEAEME :zirconia HiEARE, M2 7. 5mm, 1T 25 &4 0. 8ml

[0286]  JiE#% :4250Hz ( FRFDIINERS )

[0287] M 1E] : Imsec

[0288]  Z&4%If[E] :20sec.

[0289] K%K :512 K

[0200] Pl AE AR AN K2 25°C

[0201]  4hbR AFHASHERRFE (617, 3) 1ENIME,

[0202]  DLIASFH 2 bl S Ttif5]  SKE TG A oot i) 28 FH I 7 S5 it 191) 58 A 1 4l RO R AR i B
[0293]  Z LUz ] 1

[0294] 4 19.4g 7T-(4- & T I ) -3, 4- A MEVEEIFN 16. 2g 1-(2,3- & 2KHE ) WRIE |
IR ERMENEE T 140ml /K[ 8. 39g TR, FEAEBERE FIRH 3 /Nt RN JGAHNRS
Y VIR I G . XS EE RS T 350ml 418 28, HAE R T I 22 K4 210ml (17K
/ CBR PRI . Tk RS VAEN, FUEHUTIE NS i . 60°C N34 T8 14 /b
N33 20. 4g (74. 2% ) FHFTSZIR M,

[0205]  ARYE HAKH &K LR AT 191256/1990 Frik )75, H 450ml LEEE 45Uk
13RI 30g FHRTSZWRME, F75 80°C N 44 I T (1 45 de 158 40 /NI4T S B 7R MR 25 g o 7 36
$729.4g(98.0% ) .

[02096] X &[] 37 WR Mg IF &5 5 (KBS 05 (mp) b 140 °C, 5 H AR R #H &1 L A & IF
191256/1990 JIT Ik Ry B] 7 Wk W 45 s PO 05 R — 3o
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[0297] R iX ML gl i AE BEE ARV 100% 8 Z 60°CHI T 2s h HCE 24 NS, ‘EATTH)
MR 3.28% (W FEE 1.

[0298]  ZLLSEjfifs] 2

[0209]  HR#E 2 Y Jm H A — BHE 0 B HRBHT 4451777, ¥ 6930g S LU sEitif) 1 433
(%) ()= A REL T S IR M I A i T 138 T+ SREKE I (K& & 20% ), B8 (2-3 /NI ) ¥
HARER, ARG 2R 28 0°C. HUTIEM S Myt , /=42 K4 7200 Bl 2 WRMK G4 (Vi
Ao

[0300]  80°C F#f LA 153 B VR AT ST WR MK & 45 i T4 30 /N, 15 31 64808 (93. 5% )
B FIUA] N7 R T 4 o XS B S (mp) b 139.5°C . iBid Karl Fischer j:iiF Bix 4t
g e oK, KB & B (EH A 0. 03%

[0301] 4RIk H gl 5t AE BEE ARV 100% R 60°CHI T ae b UE 24 /NI, 'EATT)
WPk 1.78% (W& 1)

[0302]  ZELSZjfs] 3

[0303]  50°C ¥ 820g 712 Lt SL 5] 2 v 45 21 VR 2 B) SR MEIK -G 88 2 /NI 1 21
780g B SLWR MK A4 it o WA Karl Fischer vAiX 44l q & BN 3.82%. 11E 6
Fin, B/ R E R BUE LR 75, 0,123, 5 F1 140. 5°C. R Bii/K PR #4E 70°C,
R AN AETE RE K% 20 (mp)

[0304]  GifE 7 o, LI A5 1S B R ST R MK A A X S ST ST G R A U AE
20 = 12.6° .15.1° .17.4° .18.2° 18.7° .24.8° F27.5° ,

[0305] XA Bl SZWR MK S 400 () X SR AT S Ot 5 50 DY J H A — 56 [ BG4 B BRI 2
PEAL IR FA] ST R MR IK A D X SR e S e i AR R

[0306] ZLUsZHEf 4

[0307] il %% 15mg £ 7 LU St ] 2 A 43 21 () B) 7 R PRI 1K) T 28 485 & 16 )

[0308] R L WRMERT (1) T B4 (5258) JFLBE (1, 995g) « T KIEM (3508) FH&h AT 4%
(350g) NG R IR T1E4% (Flow coater FLO-5, B FREUND INDUSTRIAL CO. LTD. i
i), FAE R 70°C I ARIER 3m’/ o T AR IR & K40 3 438 i1 HAEAH B 461
NGRS AT BRI ARAL, FFTE KA 1, 400 KRS BNE IR . 75 80°C IR E
ARR R T 15 2 8h. BTN S 4. 3% K. (7% :99% ). @id 710um
R R R SR 73 % o

[0309] 4 K&y Lwt % HIAE g R B 0 21 73 G (R UKL FHVR 5, AR S X S i S ik 25 s 7 L
( FEd 2y Fe Bl 12HUK ;i KIKUSUT SETSAKUSHO CO. , LTD. i ), 13545 F T 95mg [¥1
7l

[0310]  HR#EAE H A BRI K B 2052 7715 TR 2 B e 7% (Karl-Fischer v25) BUHL
EREEIE FRIRK S &

[0311]  JKEEIMETTIE -

[0312]  HEFAPREUHE S (0. 1-0. 5g) (FERFRIMIME LU T, A 1 7 ), FFEAEH K 2 2005 Gl
ERKT .

[0313]  ZREEWEIL

[0314]  EZ/KH BT
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[0315]  %U'5 .KF-06 ( fy MITSUBISHI CHEMICAL CORP. il )

[0316]  HL &M EVE -

[0317]  EBHHK & &I E 1Y

[0318] %5 :AQ-7F ( H HIRANUMA SANGYO CO., LTD. i)

[0319]  HBIKZERNALS

[0320]  LE-205( F§ HIRANUMA SANGYO CO., LTD. i )

[0321]  NHGEFE :165+10°C

[0322] RS KZ) 150ml/ 43

[0323]  ZLLSLjfifs] 5

[0324] |4 15mg AL 7Bl 7 WRME P (1) B 28 &5 i 16 7 71

[0325]  Ffu] SZWRMEET ) B R 4E d (4, 500g) FLHE (17, 100g) « EKUEH (3, 000g) FH4h i
TYEZ (3,0000) B ANV HIR T 1885 (NEW-MARUMERIZER %45 :NQ-500, H FUJT PAUDAL
CO. , LTD. il ), F:A8 ] 70°C 1k <35 B Fl 3w’/ 43 I AR AL IR A K4 3 43 b, T HAE
FHIEV R 25 A T B3t R 3 UEAT FR 8L AR AL, FEWE 3 K2 12, 0008 F2 A FE 4T 4k 2 /K 45 2
TERUR . {E 85°C ISR NIRRT 28 73R, WnibAS BT RBUR A5 3. 8% 1
K CEEZ SR 4 B 77ENE )« (773 :96% ) o 18I 850 wm R T8 [t FURL 73
Ko

[0326] A4 Ky Lwt % HIAE g R EE 0 21 73 4 (R UKL FHVR 5, AR # X S fe ik 25 s 7 L
( JE#e Be 5 s L 12HUK < B KIKUSUT SEISAKUSHO CO. ,LTD. i ), 3343} & 95mg (K]}
Flo

[0327]  HR#EAE H A2 B K B 80058 7775 T iR 45 B e 7% (Karl-Fischer ) BUHL
L E VR E ORI K S .

[0328]  sEjfsl 1

[0320] i FHFE SR BENL (/DBEZE2% ) WFEE 500. 3g 2 LL St 3 15 3 i) 370k e 7K 44
Shme M RN 12, 000rpm, M dEEHiE 8 20 17rpm, HAEA 1. Omm A6
WEEELE 3 73 PPN Se R, 1931 474. 62 (94. 9% ) FIISZIRMIK G4 A By A .

[0330]  LLiXFi 77 AT RIS TR MK G40 A OBy R ) I3 R4 R 20-25 wme AR E 45
s (mp) 5 BB WL BIAE R 70°C N AR i /K o

[03311 DL F 13 B[ BT 2 WR MK A9 ACKH ) BA 5 B 2 Bos (6 'TH-NMR Ol 3 25 A
- AH [F] (% "H-NMR (DMSO-dg, T™MS) % 1%, H & #h, & /%5 fF W& € 1. 55-1. 63ppm (m, 2H) ,
1.68-1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) , 2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t, J
= 7.4Hz, 2H),2.97ppm (brt, ] = 4. 6Hz,4H),3.92ppm(t, ] = 6. 3Hz, 2H), 6. 43ppm (d,
J = 2.4Hz,1H),6. 49ppm(dd, ] = 8.4Hz, J = 2. 4Hz, 1), 7. 04ppm(d, J = 8. lHz, LH),
7.11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) F 10. 00ppm (s, 1H) o

[0332] DL EARRIMIBISZIRMEK- SV ACB R ) B 5K 3 Fisi X S &Tshtigiia b
FHIRI ) X S e fiT S it . HARHL, BRI IEEAE 20 = 12.6° (15.4° (17.3° (18.0° |
18.6° 122.5° H124.8° o XAPEIZREE T Jos KA IR 2R MeK S X 5 SefiThy
JCIEAN A o

[0333] DA AR RIMIFSZWRMEK G4 A CFr AR ) BATE TR(KBr) J6ik i) 2951.2822,1692.
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1577, 1447,1378.1187.963 Fll 784cm " AbHILT AR Wit 1 .

[0334] G 1 frow, LA EASBIRIB] SEWR MK S A CR AR ) 2R3 B AT 5 71, 3°C AR )
§9UEFILE 60-120°C 2 [A] 1) 58 W AR QW EZBIX R F— K FINEESUR) — HEAFR T
A& (KR ST R MK S I A i 2 (2 DMK 6) .

[0335]  SLjiafs] 2

[0336]  100°C FFH AR T A 4508 SEHEH] | 15 2] IR ST WRMK G A (KR ) T
e 24 /NP 427g (P25 98, 7% ) B[ STURMERT 455 B

[0337]  IX LRI 7R MR S5 B IR A (mp) 4 139.7°C.

[0338] DL -3 2 (BT ST WR MERT 45 0 B H AT 5 1 4 Fzs i) 'H-NMR S A FAH [R] ) 'H-NVR
It 3% (DMSO—dg, TMS) » . A Hh, & () 4% 1iE 0§ 7E 1. 55-1. 63ppm (m, 2H) , 1. 68—1. 78ppm (m,
2H) , 2. 35-2. 46ppm (m, 4H) , 2. 48-2. 56ppm (m, 4H+DMSO0) , 2. 78ppm (t, J = 7. 4Hz,2H),
2.97ppm (brt, J = 4. 6Hz,4H),3.92ppm(t, J = 6. 3Hz, 2H),6. 43ppm(d, ] = 2. 4Hz, 1H),
6. 49ppm (dd, ] = 8. 4Hz, ] = 2. 4Hz, 1H) , 7. 04ppm(d, ] = 8. 1Hz, 1H) , 7. 11-7. 17ppm (m, 1H) ,
7. 28=7. 32ppm (m, 2H) F1 10. 00ppm (s, 1H) »

[0330] DL F-45 2 KR S7WR LT 45 i B BT 518 5 s ) X S ZefiT il A EAH RN X
BHRFTEGIE . B, TR EIELE 20 = 11.0° .16.6° .19.3° .20.3° F122.1° ,
[0340]1 DL - 45 31 [ Bl 57 R Mg I 45 5 B HUA 5 35 (78 IR (KBr) D63 1) 2945.2812. 1678,
16271448, 1377.1173.960 Fl 779cm " AbFILT AN LI 1

[0341] DL F-45 3 [ Fa] 37 W P &5 it B AEFAVE 18/ 28 FA00 BT b I IR g 20 K449 141, 5°C .
[0342] DL F-A45 21 R SZWR T 45 i B A5 Z2 7 44 B A0 T IR g B K2 140. 7°C
[0343] B[ 214 DL 175 3 (B S7 R ML T 45 & B 76 B VR IE 100 % I8 60°C T 4525 it
B 24 NI, BTSRRI 0. 4% (B TR ) .

[0344] SC ) 3

[0345]  7F 100 CHTE 1A 44. 29k S 143 2 BRI S WRMOK-SP) A G R ) +
FEINFA 18 /N, ARG AE 120°C R INFA 3 /IS P24 42, 46kg ( 725 99. 3% ) B 37 IR A &5 i
B,

[0346]  FT1SIRIRA] LRI 25 i B (R B AL 27 R B b5 SITtAg) 2 453 30 R ] 37 W P T 45 o B
(R B A A7 PR BEAH ] o

[0347]  LLIXAh 7 245 3 (B 370k MR BT 45 & B BIS 76 3% 2 W 100 % 6L 60°C ) T4 2%
HCE 24 /NEFRS, ORI RA KT 0.4% (WLFE 1D

[0348]  SLjiaf] 4

[0349]  100°C T ¥ 40. 67Tkg 7S] 1 15 2B SZWR MK G9) A CRy R ) Tk 18
NI, ARG T 120°C R Indt 3 /I A= 38, 95kg (775 99. 6% ) Bl SR MR 45 5 B

[0350] BT IKIRAT ST IR PP 45 i B (R A PR AR 27 PR e b SIETtAA) 2 453 0 R ) A7 WR P T 45 i B
(R PEAY 27 PR BEAH ]

[0351]  LLIXAh oy 245 3 (1 B] S7 R MR T 45 i B BIAS 78 3% 2 R 100 % JJELEE 60°C ) T4 2%
HHRCE 24 /NPT, ORI A KT 0.4% (WL 1D

[0352]  SEJifif41 510 FH T A] 33 5 B8 1 RS VR IEC 77 (EAS [ A4 5 & 5 7, BR O e AT o
INFAE R B UK G T A K EY) A T
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[0353]  =Cjiifdl 5

[0354]  100°C ~AEH 55 SEHtf] 2 AH [R]85 V2544 76 2 B S As) 1 A 45 210 W 1 o 37 Wik s
F 455l N4 50 ZNINF o BTSRRI SZ IR 45 i B YA PR A 27 1tk B B S48 2 1)) 7.0 A
gh i B B 2E TR R R AR EAHIA

[0355]  DAix 7 243 21 i R S7 R ME P 25 4 B RIS 7R BOE VR FE 100 % iR E 60°C T 45
HHCE 24 /NS, R AR T 0.4% (WLFE 1),

[0356]  SZjifd] 6

[0357]  120°C AL H 5 5Lt 2 AH R B 7 2 76 2 Lo S g 1 A 45 210 it W 1A o] 37 Wik e
P 25 0 N4 3 /NI o BITAS (K BRI SZ IR MR I 55 G B ) R AL A7 1 R B SR 2 ()] ST IR M e 5
fn B AL A M RR IR A EAHIA]

[0358]  LLIX 7 A4 2 (1R S7 WK M B 45 i B BT 7R B8 W FE 100 % WIELAE 60 °C 848
HCE 24 /NEPRS, R AR F 0.4% (WLFE D

[0359]  SZjiife] 7

[0360]  100°C A H] 5 SE ] 2 AH R 1) 77 24 76 2 Lo S Ag) 2 A 45 20 g Wi 1A o 7 Wik e
P 45 Gl #4850 /NINE o BTSRRI SZ IR 45 i B IR AP AL A7 1tk R S S A 2 ()R] STk A
Shvm B AL S MERE R A FAHIA]

[0361]  LLIX A7 A3 2 (1B 370K M T 45 b B BT 7E B8 W E 100 % WIELAE 60 °C T 4%
HRCE 24 /DEFES, IR AR F 0.4% (W D

[0362]  =Zjiifsl 8

[0363]  120°C ~AEH] 55 SEHtf] 2 AH [R5 77 V244 76 2 B S As) 2 A 45 210 W 1A o 37 Wik s
BT &5 d B 3 /B o TS RO BRT S R AT 45 & B B FRAL 24 ME BE S S 2 PO B] 7 R MR T 45
in B IR A ME e R AR EAHIA]

[0364]  LIix 7 243 21 i R S7WRME P 25 4 B RIS 7R BOE VR FE 100 % iR 60°C T 45
R 24 AN, HEREPE AR T 0.4% (WFER Do

[0365]  SLjitafs] 9

[0366]  100°C A 5 St 2 AH R 1) 77 2 76 2 Lo S g 3 A 45 210 1ty W 1A ] 7 Wik e
P 25 Gl #4450 /NINE o T AS BRI SZ IR T 25 i B IR B AL 2 1 e 5 S A 2 (%) ] <7 Wk A
ghm B B 2 PERESE AN FAHIA]

[0367]  LLIXFp7 A5 2 (1R 370K M I 45 i B BT AR B8 W T 100 % WIELAE 60 °C 548
HCE 24 /PR, R AR F 0.4% (LR D

[0368]  SLjifaf] 10

[0369]  120°C AL H] 5 5Lt 2 AH R B 7 24 76 2 Lo S Ag) 3 45 210 Ay Wi 1A o] 7 Wik e
P 25 B N4 3 /N o BITAS (K BRI 7R MR &5 & B (R BE AL 27 1t R B ST AA) 2 ()] ST IR M e 5
bn B AL A M Re R A EAHIA]

[0370]  DLSXFp7 A4 2 (1R 370K M I 45 b B BT 7R B8 W E 100 % WIELAE 60 °C 4%
HHHCE 24 /DR, LR AR F 0. 4% (W D

[0371]  SEjiids] 11 (B SZWRMEET ) C 29 &5 b 1 il 45 )

[0372]  #ERZ) 145°C (£3°C) FIALES LLSLHER] 2 P12 100 2 50 Fi] Sr R MERF iR T
B gl AERXMEOL N WSS — H &5 A FR R g5 iR % . LS, 1931 100mg (7736 .
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100% ) Pl S7WRMEERIE) C R &h it 145 B RN 150°C . %45 N L m K.

[0373] DA 159 21 F] 70k MEET ) C 45 B 5 8 PR AVE & / ZZ 3 i (i
WA HC /5y ) WA IR FAHF WA 2e . BARHL, & Bon A i 26 K 4 78
150. 2°C,

[0374] 4t AF B (B0 7 WR MR T ) C 2 &f i R B0 5 18 9 FroR (19 TH-NMR St (DMSO—dgs
TMS) HEAS FAHIRI ) "H-NMR Dt (DMSO-d,, T™MS) » ELAAHE, & R FEWEZE 1. 55-1. 63ppm (m,
2H) , 1. 68-1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) , 2. 48-2. 56ppm (m, 4H+DMS0) , 2. 78ppm (¢,
J = 7.4Hz,2H),2.97ppm(brt, ] = 4.6Hz,4H),3.92ppm(t, J = 6. 3Hz, 2H) ,6. 43ppm (d,
J = 2.4Hz,1H),6. 49ppm(dd, ] = 8.4Hz, ] = 2.4Hz, 1H),7. 04ppm(d, ] = 8. 1Hz, 1H),
7.11-7. 17ppm (m, 1H) , 7. 28-=7. 32ppm (m, 2H) F 10. 00ppm (s, 1H) »

[0375] LA 15 [ F] 37 WR M 1 C A0 45 i B 5 1 10 Pros i) X SR AT S e 2 A b
FHREY X ST e fiT S ail. HARM, BRI EEEAE 20 = 12.6° (13.7° (15.4° (18.1° |
19.0° .20.6° .23.5° F126.4° .

[0376] DL B4 ZIFF SZWRMEET ) C B4 W BRA 5K 11 sl IR (KBr) SGigk2EA EAHIA]
(¥ TR (KBr) J&ith. H kML, & 1R EE LA RS £E 293928041680+ 1375 Fl 780cm s

[0377] DL B3 B[R S WR MR C AL 4h 3R I HH 5 1 12 BTz (9 ] 14 PC-NMR Sl i R A%
FAHFIE A PC-NMR St . HRHE, B RRFIEIELE 32. 8ppm.60. 8ppm. 74. 9ppm. 104. 9ppm.
152. 2ppm. 159. 9ppm A 175. 2ppm.

[0378]  #i# HIRIE &/ 2R OINAGHESE :5°C /4 ) BRI Ze R X ST &R AT i e
(R, UE SR SZ IR M ) C 2R &5 B TP o

[0370] 4 LL A5 21 ()R] SZWR MEET RS C ZY 2 5 78 41 B0 8 AR BE 100 % iR JE 60 °C )14
FICE 24 NI, B HEA KR T 0.4% (WFER D o

[0380]  SEjifs] 12 (Rl S7 W PEEET ) D 780 f it 1 il 4% )

[0381]  7F 200ml A2 HR N Zx L SEtifs) 2 15 2 (IR SR MEET IR T A6 i, JF4E 74°CF
PR AEFA IR S A LUG B I ZRRA I 2 7°C, I sE IR DT I 45 o B &5 5 A
FLIAEE] 17, 9g (772 :89. 5% ) [l srURMERF (1) D K45 i o

[0382] LA -3 F R SZORMERF ) D B2k i B 51 13 Pos s & / =380 8 (Ot
WA 5C /) MR IR AR EARF A i 2 . B pRHE, & 1 Fg e K2 136. 8°C
FIKZ)141.6° .

[0383] DL 15 BRI 7 WR MR 1) D A2 4 i R I HH 5 1 14 FTzR i) 'H-NVR Y63 (DMSO-ds,
TMS) FEA_FAHFIK "H-NMR S (DMSO—dg, TMS) o EL AR, ‘AR AEIELE 1. 55-1. 63ppm (m,
2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) , 2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t,
J = 7.4Hz,2H),2.97ppm(brt, ] = 4.6Hz,4H),3.92ppm(t, J = 6. 3Hz, 2H),6. 43ppm (d,
J = 2.4Hz,1H),6. 49ppm(dd, ] = 8.4Hz, J = 2.4Hz,1H),7. 04ppm(d, ] = 8. 1Hz, 1H),
7.11-7. 17ppm(m, 1H) , 7. 28-=7. 32ppm (m, 2H) F1 10. 00ppm (s, 1H) »

[0384] DL RASE R 7 WRMEET ) D Y45 5 B 518 16 Jis i) X ST i i A B4R
5] FE X B e T SR o FLARHE, E IR IEIEAE2 0 =8.7° (11.6° 116.3° (17.7° .18.6° .
20.3° .23.4° F125.0° ,

[0385] LA A3 3 (KR SZWRMEEF () D B2 B 518 16 Fros i) IR (KBr) JGilBeAs FAH[A]
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(1 IR il . HARHL, & BRAE LA ME RS £F 294616811375, 1273, 1175 Fl 862cm s
[0386] DL 15 2[R 2 R ML 1) D A48 R0 HH 5 18 17 P (9 ] 44 PC-NMR Sl i R A%
AR R R A PC-NUR S . HApRHL, & BRFHEUELE 32. 1ppm.62. 2ppm.66. 6ppm. 104. 1ppm.
152. 4ppm. 158. 5ppm FM1 174. 1ppm.

[0387]  #i#E HIRIE &/ =T OINAGESE :5°C /4 ) BRI SR X ST A i e
(I , UE SR SZ IR MEFET ) D 2R 58 5 1 T A

[0388] 4L b 15 2 (1) B S7WR MEET I¥) D Y 2 5 78 4 1 B VR & 100 % il 60 °C 1T
FHHCE 24 ANBTES, HIEREAKR T 0.4% (WFER D

[0389]  SJififsi] 13 ( B ST WRMRET [ D 7R &5 S 1k il % )

[0390] ¥ 1, 200 52 Ll s itifs] 2 A 43 2 (A B ST R AT 1) T R0 45 b T 18 T AR I .
W RS A EI A 40°C, FF NN 36g 7ESEHEE] 12 H 15 B B R ST IR ) D B 4f i AR N
Al ARG A EI R 10°C, FFERE . I IECEEVTIE M 45 df, T 60°C R 18 18 /NI 433
1,073g (=34 :86. 8% ) B SZWRMEREF) D BI4h df (20 :100% ) o BR&s ol T meik.
[0391] DL B3R F SZRMEEF () D B2 B 51 13 ProsiivE s / =808 (i
WA 5C /) MR AR EARF A 2. B pRHE, & 1 FAg7E K4 136. 8°C
FIKZ 141.6° &

[0392] DL b1 BB S WR MR () D A2 4 it R IR HH 5 1 14 FrzR i) 'H-NVR Y63 (DMSO-ds,
TMS) FEA _EAHFI "H-NMR S (DMSO—dg, TMS) o HL AR, ‘AR AEIELE 1. 55-1. 63ppm (m,
2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) , 2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t,
J = 7.4Hz,2H),2. 97ppm(brt, ] = 4.6Hz,4H),3.92ppm(t, J = 6. 3Hz, 2H),6. 43ppm(d,
J = 2.4Hz,1H),6. 49ppm(dd, ] = 8.4Hz, J = 2.4Hz,1H),7. 04ppm(d, ] = 8. 1Hz, 1H),
7.11-7. 17ppm(m, 1H) , 7. 28=7. 32ppm (m, 2H) F1 10. 00ppm (s, 1H) »

[0393] DA 433 [ ] SZWR MR ) D AU 45 58 B 518 16 s i X ST i B A BAH
) X G R AT S et . ELAHE, & U HEIEAE 2 0 =8.7° (11.6° .16.3° 17.7° .18.6° .
20.3° .23.4° F125.0° ,

[0394] DL A3 3 Rl SZWRMERF ) D 2 R 518 16 s i) IR (KBr) Jei A% FAH[A
(¥ IR Yeils . ELpRHL, & BRFAEPE LD AR ORGE T £E 2946, 168113751273 1175 Fl 862cm s
[0395] DL 15 B (¥R 2 R MR I (1) D 48 KI5 1 17 BT (9 [ 44 PC-NMR Sl i A%
FAHFIE & PC-NMR St . HARHE, B RRFEIELE 32. 1ppm.62. 2ppm.66. 6ppm. 104. 1ppm,
152. 4ppm. 158. 5ppm F 174. 1ppm.

[0396] ¥ HIRIE &/ 2RI OINAGEAE :5°C /4 ) BRI Ze R X S ER AT I e
(RIEAR 5 E S FAT 7R MR () D 7R 48 G (9 T 1l o

[0397] LA b5 2R N7 R MEET IR D 45 R 70 2 AR T TR 2 100 % WiRLEE 60 °C 8
A TRCE 24 I, R HEAK T 0.4% (WFER Do

[0398]  SEZjidsi] 14 (Pl S7WR PR 1) E 250 f i 1 il 46 )

[0399] £ 40 wufE 2> LU SEiA7] 2 759 2 B 37 WK MR (1) T Y 25 55 T 1000m1 & JiiF, IFAE80°C
Thn#e KZ 10 238h I ZIESBAEN A T0°C, A8 LR IR T AR K4 30 23 Bh LA
VESR . ARG SRR 8 T & 75°C, JF B R R ML 1 IR S AR K. R
JEAE 4 /N IR EI 2 10°C, F i SRR DIE (M 45 @l o B Jn b rs 21 1) &5 AT 1 4
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1330 37. 28g (774 :93. 2% ) P ZWRMEFFY E BYZ5 (2R 100% ) o IXEEEE 10 sl
145°C, H.gs i A otttk

[0400] %] 7 WR MEEF () E R 45 5 BT 5 1] 18 iR AT & / =8 T (vl % :5°C /
45 ) BV AR IEAS EAH R AR i 2R o EL AR, & R I AE K24 146.5°

[04011 DL b5 BB S DR MR (1) B R0 4 i R I8 5 18] 19 s i 'H-NMR 6% (DMSO—ds,
TMS) F A AH 7] (9 "H-NMR 6 3% (DMSO—dg, TMS) o A& M, ‘& 1) 45 fE 0§ £E 1. 55-1. 63ppm (m,
2H) , 1. 68-1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) , 2. 48-2. 56ppm (m, 4H+DMS0) , 2. 78ppm (¢,
J = 7.4Hz,2H),2.97ppm(brt, ] = 4.6Hz,4H),3.92ppm(t, J = 6. 3Hz, 2H) ,6. 43ppm (d,
J = 2.4Hz,1H),6. 49ppm (dd, | = 8.4Hz, ] = 2.4Hz,1H),7. 04ppm(d, ] = 8. 1Hz, 1H),
7.11-7. 17ppm (m, 1H) , 7. 28=7. 32ppm (m, 2H) F 10. 00ppm (s, 1H) o

[0402] DL -A3E AR 7 WRMEET ) E Y45 5 B 518 20 s 19 X S 4T i A EAH
[ X G 2T e o BARHE, CRRFEIEE 20 =8.0° (13.7° (14.6° (17.6° .22.5°
F24.0°

[0403] DL 953 BB 7 WR MR ) E R 25 i A 5 21 Bros i IR(KBr) St A% EAH
AR IR St HARHY, & I REAE 1 20 4 W o 17 75 2943.2817,1686,1377.,1202,969 F
T74cm ',

[0404] ¥ BIRIE &/ 2RO OGRS :5°C /4 ) BRI Ze R X ST 4R AT I e
(RIEIARE » F SE R SZ IR MR ) B 7R 48 G (9 T 1l o

[0405] 4L b5 2 IR LR MEET IR E B 45 70 4 R e A 100 % LS 60 °C 8
AR 24 NP, SR A KT 0. 4% (WWFER D .

[0406]  SZjfifs] 15 ( Faf S7WRMEET IR F 750 4f it 1 il 4% )

[0407] % 140 iAESLLSEHEf] 2 A7 B R 7 UR MR (1) T 45 b B 77 E 980m1 TRl -7F
PUFE P RPEEEIAL 7. 5 /NN o SRS ZEINIGAT T B8 BT, JF 0 00 TR 2 R 45 R
T 16 /A, £33 86. 19g (773 :61.6% ) P SEWRMEET ) F A9 5 (4 :100% ) . 456N
TR R

[0408] PRl SZWRMERT ) F RS i B 5 22 FiosE B / =800 Cn#udE = 5°C /
75 ) WA 2R S5 EAR R IR A2k . HARHE, & R E KL 137. 5°CHIKZ) 149. 8°C Ak
iGN

[04001 DL b-15 BB ST WR MR (1) F A2 4 i R0 HH 5 1 23 FTas i) 'H-NVR S 3% (DMSO-ds,
TMS) J=4% FAHIFIE "H-NMR Y63 (DMSO-dg, T™MS) o EL4AHE, & [FIRFFEIEZE 1. 55-1. 63ppm (m,
2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) , 2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t,
J = 7.4Hz,2H),2.97ppm(brt, ] = 4.6Hz,4H),3.92ppm(t, J = 6. 3Hz, 2H),6. 43ppm (d,
J = 2.4Hz,1H),6. 49ppm(dd, ] = 8.4Hz, J = 2.4Hz,1H),7. 04ppm(d, ] = 8. 1Hz, 1H),
7.11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) F 10. 00ppm (s, 1H) o

[0410] DL RS EIRFSZWRMERT ) F Y45 5 B 51 24 s B9 X ST ETi GisEE A BAH
[ () X SR 2T SO0l o HoAA ML, " IREEIEAE 2 0 = 11.3° (13.3° (15.4° ,22.8° .25.2°
i 26.9°

[0411] DL EAS RN KR ST ORMEEF () F Y25 5 B 518 25 Frzs i) IR(KBr) DG AR B AR
[¥) IR(KBr) Jeitf. HARHL, & RRAIE LD MNRIBCE 5 7E 294028151679, 1383.1273. 1177,
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i

AA

+

26/37 1T

1035.963 F11 790cm '

[0412]  IRIFEMER / ZRSHT COINFGEZR :5°C /43 ) R X 5 AT il ek 21

Y » UE S BT ST IR () F

LELEL R

[0413] 4L EAG RN B] STURMERT ) F Y500 A8 45 AF 108 DR 100 % L 60 °C T4

Fr PR 24 /NI, AR TEA KT 0.4% (ILRER D,

[0414] % 1

[0415]
i B & E (%) 24 /N JEINE S &= (%)
Z L sity) 1 0. 04 3.28
Z L scity) 2 0. 04 1.78
SEHA) 2 0. 04 0. 04
SEHtf) 3 0. 02 0. 02
STt 4 0. 02 0. 02
S 5 0. 04 0. 04
SEJtits) 6 0. 04 0. 04
St 7 0. 04 0.03
St 8 0. 04 0.03
S 9 0.03 0.01
St 10 0. 05 0. 05
S 11 0.03 0. 03
St 12 0. 04 0.03
St 13 0. 04 0. 03
St 14 0. 06 0. 09
St 15 0. 04 0. 04

[o416]  =Zjiifs] 16

[0417] &) REAES ELSCHW] 2 HAS BB SLURMEET Y T R 45 0 (10g) AABMIAL (B
2 :80mm) , FFINHE KA 170°CASE Ml e 7% SN HS AL HOVRARIN , B 158 ] Bd v i K
L, WAVEE AR A B H [ 4, 75 21 9. 8g (725 :98% ) BIRRFT L WRMERT » BT 45 A BN

PRI ML AE X SR AIE AT W R g (S 31 .
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[o418]  HRHEIE 30 FroniIE R / ZZH i CINFAEER :5°C / 738 ) , WS 3 B 37 Wk M
1) B 2 G5 i IR TS IE K 2975 86. 5°C o 1Ty P 37 W M (1) B 7R &5 i FH T A A 25 81 W Ui K
25 140. 1°C,

[0419]  b) IS 16—a) H 45 3 IR I ER R IA] N7 W W P 2 N85 P 25 488 O 0 2508 T ISCE.
KZ1 6 A HINF, 15 2B A 722 1 1 2 R ] ST R MR 1 G BB 25 5 (25, 7735 :100% ) o
Y51 138-139°C.,

[0420]  FR[S7WRMEETA G B4 5 A 51K 26 TRl & / 2808 e .5°C /
g3 ) [P IR AS AR R F it 2 o 50 D Bk, ‘& HA 7R 141, 0°C IR SRR
29 122. T°C iR

[04211 DL b1 BB ST WRMERT 1) G A2 4 i R0 HH 5 1 27 FTas i) 'H-NVR Y63 (DMSO-ds,
TMS) J=4% FAHIFIE "H-NMR Y63 (DMSO-dg, T™MS) o EL4AHE, & [FIRFHEIEZE 1. 55-1. 63ppm (m,
2H) , 1. 68—1. 78ppm (m, 2H) , 2. 35-2. 46ppm (m, 4H) , 2. 48-2. 56ppm (m, 4H+DMSO) , 2. 78ppm (t,
J = 7.4Hz,2H),2.97ppm(brt, J = 4. 6Hz,4H),3.92ppm(t, ] = 6. 3Hz,2H) ,6. 43ppm (d,
J = 2.4Hz,1H),6. 49ppm(dd, ] = 8.4Hz, J = 2.4Hz, 1H),7. 04ppm(d, J = 8. lHz, LH),
7.11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) F 10. 00ppm (s, 1H) o

[0422] DL 115 2N (1) ] 57 WR e 1) G 29 45 0 HoA 55 18] 28 s ) X B 2T St 264 |
FHIRIE) X S e fiT S il . HARHL, BRI IEEgEAE 20 = 10.1° (12.8° (15.2° (17.0° |
17.5° (19.1° .20.1° .21.2° .22.4° .23.3° .24.5° Fl125.8° ,

[0423] DL EAS RIS WRMEET ) G 2445 b B 5K 29 s i) IR (KBr) Stif kA FAH ]
(1) IR (KBr) Jtif. HAAHL, &G 2R AMR IS 7E 2942,2813,1670,1625,1377,1195,
25962 1 787cm ',

[0424] % Qﬁ jﬁl 17

[0425] &) 4% H T FRIRTR I 30mg AL il N7 WR M (1) B 24 25 5 1 7 S 0R

[0426] K] SZWR MEFT 1) B &5 i (1, 500g) FLBE (5, 700g) « T KiEky (1, 000g) Fl4h i
Y2 (1,000g) BN FALIR Ik T4 2% (FlowCoater Model FLOSM ; Hi FROINT SANGYO
KABUSHIKT KATSHA #ili% ) , 348 F 60°C (3 <IN 3—4m’/ 23 IR FLARALTR & K4 3 7
Bho i HAEF R B2 B3k i o R4 T R iR AL, FEmE 55 K2 4, 000g 5% RN FE4T 4k
R EATENR IR . 7E 85°C I IF IR N RN T4 20 730 Bh o PTASIRTHR ks (0. 2
3. 8% /K. (R4S LLSZHER] 4 W VEIE )

[0427]  b) § FHAFEENL (FIORE F-0 :TOKUJU CORPORATION #ili% ) 475 SEitifs] 17-a) 153
B TR (dkg) 73 2o

[0428]  F4 73 RIVPURL (3kg) BEAVUALIR TR T4 (Flow Coater ModelFLOSM ;FREUND
INDUSTRIAL CO. , LTD. #Ji& ), JF£EHAH 85°C RSB 2m’/ 23 BT IR AL IR &
252 /NN, FTB BRI 2 3. 6% /K (HEARE Z:LLSLiE ) 4 (7 3EIE )

[0420] 4 K&y Lwt % HIAE g R EE 0 21 73 G (R RORE FHVR 5, AR F X Sk fe ik 25 Fs 7 L
(s B0 7 R B, 845 VIRGO : f KIKUSUT SEISAKUSHOCO. , LTD. 3% ), 13345 F & 190mg
ol

[0430]  c) FAESEHMT] 17-a) AR TERUR (3ke) ZEANEA TS (G R T AR
A5 VG50 :KIKUSUI SEISAKUSHO CO.,LTD. i), 7-4E 70°CHI L ER M E A N 5 36
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(IR T4 1 /e o Wi B TR 5 3. 1% K (S LEsEiEel 4 7750052 ) »
TR BRIk 850 1 m YT BEAT 2 2% o

[0431] Ky Twt % HIAE i IR E6 00 21) 73 4 (R UKL IRV, AR # X S ok e it 25 i v L
(e 25 5 R B, 2505 VIRGO : Hy KIKUSUT SEISAKUSHOCO. , LTD. #ili% ), 534 1 F 190mg
[R5 o

[0432] SCIEAE] 18

[0433] &) Hfil#% 30mg £ 7 P ZWRMERT ) B 28 4f it 1 1 57l

[0434] B[ S7ZWRMERT (B 4505 ) (4, 500g) <FLBE (17, 100g) « B KIEH (3, 000g) Fl Lk & 4F
Ye 2 (3,000g) N FAL IR IR T 4828 (NEW-MARUMERIZER %45 :NQ-500,FUJI PAUDAL CO. ,
LTD. 3 ), 348 70°C fIBE IR 10-15m°/ 43 HIIE R AL VR A X Se 3t i i 4y K4 3
Gr8he M HAEAH R4 T 28 b i 73 AT R s i Ak, i 5 K2 12, 000g 5% F A2k
TR KIS AT BN R« 7E 85°C I SRS NIRRT 30 2 Bhe P ASITuk:
A5 3. 6% MK, (MBS LLILHEF 4 K7 ENE) . (5% :96% ). {FHFENL (FIORE
F-0 :TOKUJUCORPORATTON illif ) It Tk (4kg) 734K

[0435] 4 Ky Lwt % HIAE Tig R BE 0 21 73 e (R BORL FHVR 5, AR X S8k fe ik 25 s 7 L
(s 58 1 R B, 845 VIRGO : f KIKUSUT SEISAKUSHOCO. , LTD. 3% ), 13345 F & 190mg
ol

[0436]  b) KL SLTtf] 18-a) H1F B 7 (Bke) e NIl T2 (AQUACOATER AQC-48T,
FREUND INDUSTRIAL CO., LTD. it ), 748 90°C SRR 2m’/ 20 KA R T4 6 /)
o FTAR TR AL & 3. 3% K (IS LESEHtf] 4 5 vEE ) .

[0437]  c) ¥AESEHtM 18-a) A BNKTLE 7 (Bke) AR TS (EA5 G T4
% VG-50 :KIKUSUI SEISAKUSHO CO., LTD. il ), JE4E 80°C K &30 B fIEL 25 4 5 4%
(IR T4 4 /B o W fS B TR AL & 2. T% K (S HESERER) 4 77750052 )
TR E I 850 wm FITHBEAT 23 2% o

[0438]  SCjffsl] 19

[0439] &) JEIFSMIT LM 18-a) Ik, B2 (B ELES LG 2 32 [rF]
SEWRMEEE ) T 45 ), B 190mg,

[0440]  b) JEIFIALT 18-b) W vETH ), B TR A 100°CH-F4 1 /M.
[0441] o) JEITRLLT S 18-b) W7 iET15 i ), B TR N 100°CH-F18 3 /)
I

[0442]  SCjfifs] 20

[0443]  TEE AL T SLH) 18-a) (K77 15EAF B HF v B 190me A 23 Bu] 37 WR MEFE (1) C B &5 & 11
Jr il

[0444]  SLjiafy] 21

[0445]  TE I SRALTSEHMA) 18—a) (K77 15T B HF v B 190me A 5 Bu] 37 W ME T (1) D 2R &5 & 11
Jr il

[0446]  SCJfifs] 22

[0447] &) ¥GAEZ LU ST 3 15 2 (KT SZUR MK 540 45 e (156g)  FLBE (5708) « KK TE
¥y (100g) FI&5 AT 4EZ (100g) FEAWALIK TR T35 (NEW-MARUMERIZER, NQ-160 :FUJI
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POWDAL CO. , LTD. #ili% ), JFAH 60°CHIBESIRE 1. 0-1. 5m’/ 43 FITERT 400rpm #5IH [
R URALIR G IR G Ry i o K2 3 438 T HLAEAH R H 25 4 T 4 2 ks il 70 1A T Fr ekt
Ak, FFWi %5 K2 5008 4% 52 N FRET4E 2 /KIS TS BN RIURE o F2k R T 22 B 85°C,
HFEREERYREES] 46°C. P iTRoki i 850 um K5 /3 9. TR
4.37% /K ( HZLLsEits) 4 773230058 )

[0448]  b) A§ 5L 22-a) H 43BN THEREURL (2008) e ALK TE4s (£ 2%, MP-01 -
POWREX CORPORATTON fili% ) , 3F-7F 85 °C [yl HLIE 0. 5m’/ 23 I 2 AL R0 2 /i F
PR EIRURLAL & 3. 50 % /K ( HZ LS 4 17V 5E ) o

[0449] ) W SEjtifsl] 22-a) IS RIRTENURE (100g) ZEANF S TELS (SR TR
LCV-232 :TABAT CO., LTD. #i& ), FF7E 80°C A K%y 760mmHg 25 N 45 2 /P, +
PR EVRURLE— P ST 6 /NI o TFERIBIORIAL & 3. 17% K (W T8 2 /BN s HZ L
SEHEE] 4 BRI E ) o B DR RRURL R 2. 88% 7K (PR 6 /NI s S LS
] 4 fJEIE ) -

[0450]  d) ¥ K%Yy Lwt % AR ARER BN 2 73 G A5 STt 22-b) T A3 BRIk IR &, 28
Ja ¥ X SR A RUR PR AR 2h e AL (e B2 R ML 2B 5« i KIKUSUT  SETSAKUSHO CO. ,
LTD. #ili& ), 7 H i HALE A, 192047 5 191mg 1 5.

[0451]  e) ¥ KZY Lwt % AR ARIR BN 21 73 G A5 STt 22-¢) AR RTR R G, 28
Ja X R A RUR FR AR 25 e R AL (% B8 v R ML 2B 5« i KIKUSUT  SETSAKUSHO CO. ,
LTD. #ili& ), 3 H i HALH A, 1524 )7 5 191mg 1 5.

[0452] ¥ AR

[0453] 4 [if 1175 21 1) 24 FH [ 44 0 AR ) 60 B — v 23l A 25°C /60 % RH R FF4E 6 4
H,40°C /75% RH ' 1 Jil, S8 Jaid@ik LA vl e e A v . fER R 5 60 20 B3 211
FEH R 2 103 FrzR. 60 7B It Es, AT 40°C /75 % RH IO 4 4F F & 2 J4
[R50, Wik 4 F05 Fras. 60 23805 e 2, A T 40°C /75 % RH RO 45440 T CE: 1
JE ), WK 6 Pros . EEINRAL :USP

[0454]  AY5 :NTR-6100 (TOYAMA SANGYG CO., LTD. & )

[0455]  #AY5 :DT-610 (JASCO CORPORATION i )

[0456] &) 15mg v 7l IS AR A 7 V%

[0457]  #R¥% USP ( SEEZ5HL ) (7 :2) W5, A8 900m] LR gl (pHb. 0) (7 1) 1E
AR, FFLL 100rpm e kMR —A A 3f) (7 15mg B— PRl 2R M BOK E9)
[0458] AR REGITUE S 10 2308020 438030 434,45 7380 F0 60 438043 I3 20 iR v i
4k T10. T20. T30, T45 A1 T60.

[0459] 55— 5 [, ¥EHAFRELU KL 0. 05g Bl ST R MEARAERE S, B HOE T 287 (95% ) DL
FEFANY 50m] Z BT . FEFAREL 1 (20)ml 3 ZEETE, IR IO 0. 01mol/ FFE S
WAV (3 3) KEfhile 1000m] BRI

[o460]  fi ] B AT A 10-20 wm [0 L ) sk 308 388 6 00 a0 R A VB ¥ L 4 il ik 5 2
Ja g I N e shit CACRE < 10mm) K173 6 R oF, 32 249nm A AL RO
325nm P A AL IR G, T2 2 AIFR A At10. At20, At30. At45. At60 Fl As FIIK 3R 2 [A]
12 5 o
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[0461]  JM5E Ji5, #F T10.T20. T30 Fl T45 WK 43 i MR A A5 a% o 1 B, X HE 5 40 i
(R IEAT AR A

[0462] 5K T+ 45 75 & B B 32 W M IS H 2R (% ) = B 57 Wk M s o FE 5 I %R E
(mg) XAt XAsX9/5X20/C

[0463]  Hrp .

[0464] At :At10.At20.At30.At45 B At60

[0465]  As :FRUEF R

[0466]  C :FR7n EHIBIZ DKM (mg)

[0467] (3 :1) /K INF 1. 97g L& (100) F19. 15g LEHI —/KEH UL 1000m]
(0. Imo1/1) »

[o468] (7 :2) 2%

[0469] (& :3) /KN 100ml 0. Imol/1 & (3F :4) LLHI4 1000m] W -

[0470]  (3F :4) H/KINF 0. 9ml S MR LA 4 1000m] ¥

[0471]  b) 30mg JFHIII%s HUAE ik

[0472]  Hi3#w USP (£ 25 ) (73 :6) BIJ7¥2, 8 900ml LERZErvE (pHA. 5) (¥ :5) {E
AR, I LL 75rpm JiE 5 B R A — A 24 18 4 1 ARl — A i) (A2 30mg B Fif
B S7WR MR SR -S4 )

[0473]  HAERIC TGS 10 408020 438130 4380 45 43801 60 42 8h 43 M43 3 iR 6 A
424 T10. T20. T30, T45 F1 60,

[0474] 53— TJ5 10, KEHAPREUR L) 0. 05g ] SEWR MEFRAERE i, 9 HBS T CBE (95% ) LLiil#%
FERAR 50m] ZEIVETE . FERAEL 1 (20)ml b ZEETE, JEE A IO 0. 01mol/ THA S
AN (7 =7) K5I 1000m] ARER I o

[0475]  AFHEABEAK 10-20 wm [FFRFL 1 Ik 38 2% 4 D0 X8 R0 bR AR v 8 40 il ik 98, 2R )5
WA I N 2235 st (A 10mm) ()20 YR FETE, P52 249nm 7 K AL IR 6
1 325nm YK AL IR G 3, 1T I SEIK SR 2 (8] 122 7 0 BFR Rk At10.At20.At30.At45.At60
F Aso

[0476]  7EINEZ ST, 73 B IRIE T10.T20. T30 F1 T45 M BN A 2545 . 1 H, R 3HE 54
FE St IRV AT AL 77

[0477]1 2% T 458 52 & 19 Bl 37 Wk M 1 %5 B 3 (% ) = [l 37 Uik M AR VB FF 5 2k &=
(mg) XAt XAsX9/5X20/C

[0478]  HAH, At :At10.At20.At30.At45 B At60

[0479]  As :FRUEETR

[0480]  C [ SZWRMEFIHEE &= (ng)

[0481] (¥ :5) ¥ /K2 1.91g L FR 1 2. 99g L IR 4 — /K & 4 LAl & 1000m1 %5 ¥
(0. 05mol1/1)

[0482] (7 :6) ik,

[0483] (& :7) /KN 100ml 0. lmol/1 EhP8 (¥ :8) LUl 1000ml YAV

[0484] (¥ :8) /K NF 0. 9ml EhEELLHIAE 100m] ¥ -

[0485] K 2
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[0486]
B R & M £ 25°C /60%RH T ¥4 40C /75%RH T
& 6 AR5 KA 1 AE
x4 R M (15 ng) 83. 4% 44. 3% 83. 4% 44. 1%
Fk g4 5 847 (15 mg) 90. 1% 61. 9% 90. 1% 65. 2%
[0487] %3
[0488]
R A% ¥4 25C/60%RH F | ¥ A& 40C /75%RH F
] 6 ARAE B 1AE
3&H 18-a) ¥k M (30 nmg) 96. 7% 77. 1% 96. 7% 75.9%
sS4 17-b) 85 5 M (30 mg) 96. 5% 93. 6% 95. 0% 92. 2%
FHH 17-c) 8 1 # (30mg) 97. 0% 96. 3% 94. 7% 94. 8%
F g4 18-b) 5 K H (30me) 97. 2% 95. 3% 97. 2% 97. 8%
A g% 18-c) 69 X (30mg) 97. 8% 96. 3% 97. 8% 96. 9%
[0489] 4
[0490]
BT FE A 2 G
SEHER] 19-a) 7 (30mg) 89. 8% 66.9%
SEHER) 19-b) A7 (30mg) - 79. 8%
SEH] 19-¢) 5 (30mg) - 85. 9%
[0491] %5
[0492]
FT I FE 5 ) 2 G
SEHg 18-a) [ (30mg) 94. 8% 94. 7%
SR 20 B (30mg) 93. 7% 93. 1%
SEH] 21 B A7 (30mg) 94. 8% 90. 9%
[0493] 6

[0494]
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it VA o Bed] 1A
SEH) 22-d) F7 (30mg) 96. 5% 84.5%
SEHEf) 22-e) )77 (30mg) (T 2 /M) 92.5% 74.4%
SEHEM) 22-e) {7 (30mg) (45 6 /M) 96. 2% 83.4%

[0495] (% ZRALT LIk “30mg A3 HI¥E R IG ) b) JrvE” WD B 34T 38 5 1109 ik
B, B 7 Ad ] 900ml ZEREME (pH 4. 0) VE N INRIE, I8 AE 50rpm R e,
[0496] MR 2 Pron M v LUE R A H, 5 15mg L5 W IR ST R e IT 25 i (23 LE St
1 4) [ FUAREL, BIAE F 5 OT 45 25°C /60% RH R #R4E 6 AN H IFMUOTAE 40°C /75% R
1, 15mg AT ST IRIEET ( ZLESEiif) 5) (1) B B445 SR 7E pH5. 0~ 60 8P 55 A
TREF R RZYIRIE (Cmax) U HIR,

[0497] MR 3 From B v LATE 22 e, RIAE 30mg HH Y KT 1R A S7. Wk PAE T 1) B 284 25
i TR ) 2% (9 37 ( SIZHAR) 17-b) AT 17—c)) 1 30mg F i — 2518 i A0, &5 B ST R AT )
B 70 &8 it 19 245 FH [ 4% 0 JRe o) 50 o) 8% PR R 350 C St 18-b) Al 18—¢)) ML AE 25°C /60 % RH
THEFS: 6 AN H BT R 40°C /75% RH FHR4EE L &, 78 pH 4. 5 T % 60 4385 TS 1 i e
A R A FEA bR B

[0498] MK 4 Pron (4 vl LTS 28 Hh R HY, 2 30mg 75 5 M RAT 7 Wk PR T & it 1 3 (52
JEfE] 19-a) \19-b) F 19-¢)) H— DT FHHOTAE 40°C /75% RH FH¢4k 2 JAIW), 7E pH 4.5
TNIRES 60 43P TR IR L8 SR S AR IR R I KK (Cmax) [RHE 36

[0499] MK 5 Fron s vl LIS A HLE H 5 24 30mg A0 75 0] 7 WK MR ) B 28 &5 it 19 570
30mg 05 BT 37 WR AT RS C 78 45 5 1 771 30me A5 i) 37 R MR FT ) D 78 48 b 149 R 590 O A
40°C /75% RH NHFEE 2 FAIS, 75 pH 4. 5 RS 60 2080 5 BT 45 (X 28 5 1) (1) tH # 5EAK F
WA AR

[0500] MK 6 BT/~ AR vl LAVE 2 A 5 24 30mg HH ML RAT 7 Wik P 7K 45400 B SR 1) 2% 11
i) (SEHfE) 22-d) 1 22-e)) HEATPRIRTHR MO AE 40°C /75% RH FHF4E 1 EIN, 75 pH
4.5 TRE 60 70805 P AT (FX L8 0w H 22 (R K29k E (Cmax) I HIZR,

[o501]  REnii|eE 1

[0502]  FA[SZWRMERFSS S B Smg
[0503]  JEHr 131mg
[0504]  fifi R PR EE 4mg
[0505]  FLAf 60mg
[0506] i 200mg
[0507]  TE L ZFRIEAR N 2 CAN I il & 7 VR A B L IR A R A
[o508]  HEhifi#% 2

[0509]  [il SZWRMEPT C 2 &5 i 5mg
[0510] V&M 131mg
[o511] iR Bk 4mg
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[0512]
[0513]
[0514]
[0515]
[0516]
[0517]
[0518]
[0519]
[0520]
[0521]
[0522]
[0523]
[0524]
[0525]
[0526]
[0527]
[0528]
[0529]
[0530]
[0531]
[0532]
[0533]
[0534]
[0535]
[0536]
[0537]
[0538]
[0539]
[0540]
[0541]
[0542]
[0543]
[0544]

FLBE 60mg

S 200mg

FRE N T7%%, H)45 B A IR gy B 7l
Bl 3

S 7 Wi PR D 250 2 bmg

TER 131mg

Tl TR PR 5 4mg

FLbE 60mg

S 200mg

RS W il K S Y R Y D At DA i |
Heifles 4

YA O 2 5mg

TERD 131mg

i i R 4mg

FLbE 60mg

S 200mg
MR M7V, WA B B B B IR Rl 1 A
JEdt e Eolle)

RA] 7 IR MR F 250 2 5mg

) 131mg

il JIG R % 4mg

FLb 60mg

S 200mg

R 7%, d 4 B A & IR gy B )
£ il 6

S A7 W PR G 250 25 5mg
Ry 131mg

Tl TR PR 4mg

FLbE 60mg

S 200mg

MR W7 12, il A& _EaR A ) 3l
il (formulation) SEZjiafs]
DL SE i 491 A5 FH 17 ST B oy R i 0 i) 7 W WA FT 7K 400 AR e o FE A e e 7K

A (B B) i il 4 (B LRI 2547

[0545]
[0546]
[0547]
[0548]

P 1] SE ) 1
a0 i 2 PR AL R
PN IR -
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B4 % w/w Mg. /K
A ¥ 8 (300)Xylisorb 26 52
Avicel® PH 102 12 24
BRE 43. 35 86.7
RLHBRRSRER 3 6
P & R -3 2 4
XA#E 2 4
5N AHR 0.15 0.3
BL% 2 4
THA K (acesul fame K) 2 4
RBERE 0.25 0.5
b3 1 92.75 185.5

[0549]  FER I V- IR G A TP R THETR IR EEZ AP o 2 SR LR G b 7 B B2 A ik
SN BRIG IINEE BRIR B K IR S FIVR A 3 /08P VRS HIEC 7 FEBCA FLIK 7 W s 4
LA £E 30-35kgF/em” T 48 LML IR 454 1t itk . IR IE L 30 B (600 450K ) i
TE K Z) 150-400 Tk K A8 5 ok

[0550]  AMSRIURL Rk 7

[0551]
B B Ew/w Mg./h
A BE 92. 75 185.5
Avicel® PH200 3 6
RUBERLRS 4 8
T 0. 25 0.5
b3 2 100 200

[0552] N BBk E TR A28, N Avicel ® PH 200 F1ERE 2546 B L ke i IR
55180 ARG IMABETRIR IR S PR G 3 B LU s ZR &) H R HIr 71
(I3 77 2. 3kP (3. 5SCU) HAE 10 #5 PN 43 f#AE dml /K o s &R A BC T RILH L R 1
sl HA e e e s ARG 5 18 i) @ LR IIX T PSR A Avicel ® PH102
TS TSRk 748 Avicel ® PH 200 £2 = 043 Fr il R &

[0553] [B-SSwjinI

[0554] g1 I il £ 2 PR Al S I AR R A5 1 A1 ) DR AL 5D

[0555] PN RIAL

[0556]
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RA Ao % w/w Mg./h
A #% % (300)Xylisorb 26 52
Avicel® PH 102 12 24
HERS(GK. a8/ 3) 33. 35 66. 7
Hubersorb 600 NF (X 2 &K 45) 10 20
R UHERBRM 3
X ZH 8t 4
XA#E 4
=B A H 0.15 0.3
ALK 2
THAK 2
BB 0. 25 0.5
pY 2 92.75 185. 5

[0557]

FERT I V- IR A 25 PR T AR IR B AN 7 25 B 2R LLIR & 5 70 B L3 B AT A

SN AR IATEISERBE AR S TR A 3 AVbh. A4 IR A7 FR4H, JEHRAR 1% 500t

B 1 BRI I T A E R RIURL

[0558]  AMHRIUAL R 73
[0559]
R AL E w/vw Mg./h
M 3R B 92. 75 185.5
Avicel® PH200 3 6
RUKEREREN 4 8
BB e 0.25 0.5
& 100 200

[0560]

B R IR A2, N Avicel ® PH 200 F1EE 2.5 52 nE g 4ol JF- V&

B 5 . WA MAEIRRBOIT R G VRS 3 2P UE K &R S IR H
FIRIEER T 2. OkP (3. 1SCU) HAE 10 #2 P i fi#AE bml K,

[0561] |44 52 H AR 3
[0562]
[0563] PN SRR -

[0564]

G i) 26 A 5 BT ST R e, — UK A  BEIE 2 R DRI AL R -
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CN 1817882 B 36/37
BA G5 Ew/w Mg. /K
M Lok ek 15 30
A¥E®E (300) Xylisorb 25 50
Avicel® PH 102 6 12
BB 37 74
R U RSN 3 6
PR A 2 4
XANE 2 4
SERAR 0.15 0.3
BER 2 4
THREAK 2 4
LTS 0.25 0.5
EE 94. 4 188. 8

[0565]  FERT I V- R G2 PR R THEAR IR B MR R 25 BB LLIR & 5 70 B L3 B A7 A
AN BRI IMAE IR SRR S AHRS 3 208k, KRS I T 48, JFHR I8 ) % S

B 1 1 5 123 055 T AR 2 ROk
[0566]  AREHIURE A% 4

[0567]
R B Ew/w Mg. /k
W3R BE 94, 4 188. 8
Avicel® PH200 1.1 2.2
RUHERE RS 4 8
IR R 0.5 1
&F 100 200

[0568]  J PN EEER B TIRE 2T, [ M Avicel ® PH 200 F1ZE 2,47 B L& b il 3-8
E 5 8. RGN ARER B TR SRS 3 e B i &R &Y. HHEHIE A

FIRIEER T A 2. 0kP (3. 1SCU) HAE 10 #0 P i fi#AE bml K,

[0569] 1| 2% S it 4] 4

[0570] 41 ol % A0, 35 ) SR M PR PR S AL 7 571

[0571] PSR RORL
[0572]
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CN 1817882 B WO B 37/37 T

RA BHEw/w Mg./h

(LA, L3 0.5 1
A48 (300)Xylisorb 27 54
Avicel® PH 102 12 24
p 3 Lo 42 84
RLUH R RN 3 6
PN & N 2 4
&Sy 5 2 4
RN AH 0.15 0.3
BLE 2 4
THEAK 2 4
B85 0. 25 0.5

p¥ 2 92.9 185. 8

[0573] 7RI V- iR G A PR ER T HEIR IR EEZ AP o 25 H S EIR G b 70 B B2 A i
SN BRIE INNTE SRR EE JE R S FRIR A 3 208 BHIRA LT 46, JHAR 4 i & sL i
) 1 ()77 1 5 T Ae o S o

[0574]  APRIURL R 73

[0575]
BA A% w/w Mg./k
A SRR 92. 9 185. 8
Avicel® PH 200 2.6 5.2
R RB R 4 8
BB 0.5 1
b3 4 100 200

[0576] P EBETR B TVRSEP, A Avicel ® PH 200 FI1 58 206 28 L0 J2 i JF IR
E 5P, R IMATE R TR SV TR S 3 e LUE s &I &Y. R HIT A
FIEIREZE A 2. 3kP (3. 5SCU) H.AE 10 FB N i B4 5ml 7K,
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