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L AR BT SR B Y45 &, 1% B B 4h i

HA 5K 5 Fros ik R X 5SS i A0 F R R X S Eefir i tis

HAZE IR(KBr) Jtif i 2945.2812.1678,1627.1448, 1377, 1173.960 F1 779cm " &b [¥)4F
JE AL AR A

TEMMPGRE R 5°C / 4T, BAENER / ZHAG0 T 141, 5°C Ak H 0 Fui

TEMPGEEE N 5°C / BT, RAERER / 2 i EHaET 140, T°CRRIHA
U 5 LK

Frid B R GE i BRI, JF Ho prid B &5 & 1 259 i T PR B AE 60 °C iR &N
100 %6 ¥ FE A T ds TR 24 /NI S, VR 5308 0. 40 %6 B /N,

2. BURIEESR 1 Bk AR 11 2 X Bl 7 Wi i B 730 2 iy, PP Y% 45 SR A 60 %6 AHXTVR A
25 CHREE N IE B A AR, BEZEAT AN T 4 SR IE AT, WANFAL A 5 KT 2RI Rl A7
W I

3. BURIE SR 1 s R ke o T U Bn) 7 e B 7R 25, Horb BTk B R &5 B A IR
P, I B PR B BUSE & R 25 ) TR 5 7E 60 CHRLEE AT 100 %6 ¥ BEAKCP s Hh il &
24 /NI ERR A B 0. 10 % B /).

4. BURELSR 1-3 A0 s AR 14 T =X R Bl 7. Wik v B 78 &85 it 1 ol 2% 7 3%, bz
JIFEAFEERRE SR 1 TR IR SZIRMEK A9 A T 90-125°C F i 3-50 /i o

5. BURIESK 4 Pk (AR IR 11 8 2Rl ST R e B 78 45 & Ky i) 25 07 v, oo i s
B[ SZWRMEK G4 A T 100°CH Ind 18 /N

6. BUFIELK 4 Bk (AR 1 T =X R ST R e B 28 4 & Ky i) 25 7 7%, Az o i ds
Bl SER K A4 A T 100°C R gk 24 /i

7. BURIEESK 4 ik RIS 1 % AP 7 R e B 78 8 5t () ) 4% 5 7%, SErpiZor i e diors
B[ SZWRMEK -S4 A T 120°C R i 3 /e

8. BUANELK 4 P (AR T4 1 2] ST Wi B 700 2 (5 ) i) 2% g v, ForiZom v e e
FAISZHRME K-S A T 100°CHIn# 18 /N, SR J5 T 120°C F fEn# 3 /i o

9. BUFEEK 1-3 ZAT— T AR IR R PR T XS] 7 i ke B 7R &8 it , FE i o bl B4
SEWRMIK A A T 100°C A 18 /NI ARG T 120°C R Bk 3 /NN i 4%

10. 28 B AR EER 1 52 SRR M T X R B a7 Wik e B 70 &5 iy fl— i sl 2 il 2 2
AT S R AR TR 245 P [ A IR R 5325, b BT IR g P T X i) S R vk B R &
(1Y £ 7 i BRI AR EE SR 1 8 SCIBSZ IR MK G4 A T 90-125°CF ik 3-50 /N

11, &AL SRR E K 3 52 SRR T =X R Rl S7 Wk e B 7R &5 i fl— R sl 2 il 2 2
TS R AR R 1R 2 P TR 1 IR RISR ) v Herb BT iR AW M T S I Bl S Wik B Y &5
[y £ 7 i BRI ACREE R 12 RIS IRIK -S40 A T 90-125°CF ik 3-50 /N

12, BRI 1 il A MRV 11 T 2 BT S W v B 7R 458 iy, L b 1245 SR AE 60 %6 AH X
FEAN 25 CHLAE T il B LA A7, RUMSESEAT A I 1 AR K AT, A e A oA 5 7K X i B
SZWRME

13, BRI 1 BT iR ARV 1 T8 xBTS kv B 289 &5 iy, HLrp Y% 45 B e 75 %6 AHXE
FEA 40 CHRLE Tl B A A7 I, RIAESEAT A 0 0. 5 AR A7 , AN AL A 2 KT )
B 7. W e
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4. ARIAR I BT 7R B AL &5 H Tl 5 877 PR R ST (1 2 i e
15, ARBRARIE S BT 70k B AL &5 F] Tl 55 18T RS 1 70 ZORE RO 25 IO 3
16. RIS 2B ST Wk B AL &5 s F Tl 5 36T U PR 0 1) 25 0 O 3

17 ACHRI A 77 2Bl SR B 7R 5 iy ] 1028 Y7 A A o 0 ) o ] P 5 4o 70284
AN PEAT A SR T P o ] PR Ao 23 SR Y 25 0 T T

18. ARMAR I 2B SR B 2L 45 s AT T il 25 A7 £R S IR sl (¥ 25 0 1 AT e

19. AR PE A AP LRI B R ZE5 5 AT 46 06 7 s RS 70 BOIE DL K SR e 70 21
REAT RIEAR IR 25 P01 3 o

20. Y2 A Y2 U6 T RS A 73 I 55 RS A 7 SROIEAT SC IR K 29 0 3 5 1% 24
WA £ Y0005 A1 0RO ol 73 BOE BICHOE IR 2 (KRR 1 A SRR SZ R I B R 45 B 22
bR R RR G .

21. FURLIR 2 T7 3% FARFHEAE TR BUR SR 1 52 SCRIRIRGRR I 7 3B SR M B Y &5
MIERL, T 70-100°C F TP HIBURL 10 73 Bh 2 1 /NI IF I3 2%, S5 FHIRAE 70-100°C 1
W RTRL 1-6 /I

22. FIURLIR 2 T7 3%, FARFHEAE TR UM 3R 3 2 SCIRIARIRR P 7 B SR I B A &5
MG kL, T 70-100°C F TP HIBURL 10 7382 1 /NI IF I3 20, SR )5 FHKAE 70-100°C R~
W RTRL 1-6 /I

23. Tl A BN K 1 2 SRR IR 3 BT SZIR M B 28 25 it 1 245 HE 1] 4 11 i )
FNE T3 3%, FERFIEAE T4E 70-100°C N A& BOMER 1 & SCRIERIRE P 2 B 37 Wk e
B Y45 R — Pl 2 it 245 L n] B S OB HR) 24 1144 11 ARl 1-6 /N
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(R IR 15 B 7 R 24549 % EL oIl 8 77 0%

[0001]  AHIEZHIE H b 2002 4E 9 H 25 HH EEH] Hik 02801754, 4 () EHIE, JR
A ) 2 BH A4 0K A AR R T M o) S W M 24540 B il 46 577
[0002] & HHFFED

& BR 4

[0003] A< BH¥S K B AW (G ST R (aripiprazole) [ sURK R il
A& T

[0004] KA &

[0005] B[ S7WRME, 7-{4-[4- (2,3~ Z&UREL ) —1- WRMEFL ]- T45E | -3, 4- M sk
T-{4-[4-(2,3- Z&REE ) -1- DR ]- T4E 1 -3,4- =& -2(0H) - i i, & —FH+
BT RE AR ZLE R HE BUT RS M 245 (UL S. 4, 734, 416 1 U. S. 5, 006, 528) o H 1 43 RE /2
— ol LB BT £ )0 A 56 A T A N B DL BORE 1 o K A 2 BRE 1) R AE— MR AR AE 16 T
25 % Z [MIRIAERS, FFEA A P2 1/100 FIAMA. 2 LUB R S BR B « £ R MR IE «
i B3 2 A RS M W S T I DA ZE 48 5 Ry B AT o A RN A T ] DL S B AN 4 SR
oo i 5, FHEVG T A N T DURE G B DR R BRIR YT

[0006] MR H A K 5 2 ) &R HiiE 191256/1990 [ St 4] 1, 4] 4n 3@ ik BLF J7 2 il
2 B ST R MR T 25 0 AT 7- (4- IR TSI ) -3, 4- A 1-(2,3- EUESE) WRIE
(piperadine) KNV, 7 B TS & TS RO B 2R M o iy EL, AR 25 VU s H A — s [ 43
BH AR SR SCEE (1996 4 10 H 6-8 H ), i £E 80°C T nFARA 37 Wk M 7K 447 iy i) 2% 5o
SEWRMERF &5 8 o (A, B R 7 VAT B 0 BRI M T 58 ol () e L P R

[0007] 3 & ot (RO R M A B AT HE LN T, AT Ky DA 20 R B B £ RS ) S A AR e A1 14
I CANEC L FR AP AN SR S Bl o SR S SR A, W TS AR SRR B A B B K T 2 X
WRVFZ B o S, KT ST ST R P PR B 552 LU TS 7K T 21 B 37 R M 1 A 4 R i
INFISS R AR o 28—, L5 7K 55 Tk AT S R M 225 ot 5 1R AR AL AN B35 A2 2 i A B LA 12
SE IR 55 =, W EE M) B SRV, B LRI TRER, B B i a5 b, AN S BUm T 4EiR |
PRAERE 2 RGN AT R AP B IR = AR AR . B8 Y, B T R A SR VR PR I T
VRS 5 LN S B 1] B A1, 76 fits JURH A 3 1038l =0 W AL 10 T e 0 AN R 552 g 5] 7 G e
LIS RS o TR, 7 i B0 PR At 4 R/ Bt ke AR S 2B 3G . R TR R I
— P B AR M B S IR M 2, T A R T 245400 0 R0 A B S ) I R A
"B PR A S RS B ) AR DR F S8 R T S W Pk 247 5 B 5 T TR TR A

[oo08] iy HL, 55V Jm H A% — 1 73 B HEARB I 28 308 (1996 4F 10 H 6-8 H ) $a i, Fil
SEWRMEF 5 G oh T B E5 R TT BYG5 G A7AE sl SR PR 1) T 28 &5 i w] DAIE i A FH o 7.0k
MR ) 2T VS VA 85 i ST L 80 °C I A N7 R WAk /K A5 40 1 745 1T o) ST R PR T (1) TT 7R 5%
b ] LLEEAE 130-140°C F R Rl SZURMERF Nt 15 /5l £

[0009] &L BRI, AR G DUR A RG] E M I T A il 4 ey 4 B ) B A7
WP TT 94 i o
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[0010] & EAtIA

[0011]  [Rlitk, A B $ Ak — Fofr LA LG WV 4 I 5 555 - 2454 im0 i i) 49 T2 =21 ) A7 Wk
W, A BH 3 R A ARG IR v I T X PR i Sz R e e A S e SO B I 45 S i IRl G
K & S 5 — Fb ELAR IR i 25 5 AR IR A AR R B o — 7 Tl . B, 7R Ak
B — 5 1, CRICA T 4B B H bR 2 2 MEREI I B F0R) ] S 28010 7 AR S0 X
IKEW A BAFHVERRIF=4) o (R IR SEATREE I T LB K649 A CRIK
H) A B T BT S AR SC 2 SR UK G PRI . AR5, AT LA ik A S i e s .
I INPKE K G A AT Bo A NIRRT IR W S8 3 FIK & W TR IS W , TR ik
T ) 4 B M T A A T AE Tk AN A TE B

[0012] AR BAI—A B A 08T 1 R 37 Wk P T 45 ot

[0013] iy H., A< B (1) 55— H 4@ £t R 76 A 15 B 7. IR M 1 25 90 206 00 K AR A7 1)
BEANES 2 e A R IR G ) SRS AR B AN FRA S AT g 5 T S R AR T 45 6

[0014] AR Y — B 2R & 7R DU RG] E R M T RS w4l
F& (R BRI 7R M T &5 i o

[0015] AR B3 AT BARE TSI Lk B a9t TR, ESLaF st fEA, Al i1 2 I8
PR 2 IR AR 0 I R S W PR B ] CASRAS B AR BT S R P 2 o i EL, Ak B
B LR IR DAIE i A5 FH AR S 0 7 25 i 8 50 %) B S R MR 1T 545 ) B o) ST R AR 45 it o
0 L, A% % BH 38 R I RT LAE I K 2 60 P 0T 7 IR WA P V7 2R o 3R IR e 15 21 1)
VT RN AT E BRE ST WRMRET 45 0 o TR AS R BRI 8 e A R ) B b 58 1

[oo16] i Pl iy i 22 43 B

[0017] P& 12 SEifs] 195 2 KRR MK 590 A IR FAE & / 22348 (thermogravimetric/
differential thermogram).

[0018] & 2 KRSt | 15 BN KIFT TR MK -S4 A () TH-NMR S6i% (DMSO-dg, TMS)
[0019] P& 3 Rszilfy] 1 A3 BN HIR SRR A4 A 1 X ST fir it i

[0020] P& 4 FRonsZitifsl 2 159 30 (] 37 WRMEET 45 & B I 'H-NMR D (DMSO-dg, TMS) o
[0021] & 5 A& SLHER] 2 15 2 (R ST R MR 25 5 B 1) X S ERATES

[0022] [l 6 fESZitif) 3 15 2 HIF LR MK AP HE R / K,

[0023] & 7 2 IS 3 15 2 BT IR MK SV X 54T -

[0024] P& 8 FRARSEHER] 11 15 B [FBT ST WRMEET 1) C B4 KA E & / Z IR
[0025] P& 9 FRoRSLHE] 11 15 UMK ST IR (1) C Y45 G 11 TH-NVR Y63 (DMSO-dg, TMS)
[0026] P 10 R RSEHER] 11 15 SR S IRMER ) C Y45 1 X S R AT i it

[0027] & 11 RonSCHfs] 11 15 AR SR MR 1) C B 45 i) TR i,

[0028] & 12 R SZHf 11 15 3 (B 7R MEF ) C 48 B4 A PC-NVR Y6

[0020] || 13 R nsL Mt 12 BRI 13 13 2 AT L IR ) D B &5 f v & / 2290
Iy TR £

[0030] & 14 FRn S 12 s SEHEH) 13 73 3 BT 7 IR MEET ¥ D B 45 1 TH-NMR 6 i
(DMSO-d6, TMS) »

[0031]  [&] 15 KRS 12 BRSCHH] 13 15 2 AT 2 WR MR 1) D 29 45 & 1 X AT 5ot

it
TE o
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[0032] || 16 o SKptifh] 12 sSEHifs) 13 43 20 iyl SZ R PP 1) D 24 25 S 1 IR Stitk
[0033] P& 17 Ronsitifs) 12 s ptifs) 13 759 30 Rl S7 R MR 1 D 29 25 i (g [ 4R °C-NVR g
W,

[0034]  [&] 18 7St fa] 14 45 2 (¥ ] S7 Wi AT 1) E B 25 S I I 5/ 78 FA0r TR il 28
[0035] & 19 ARSI 14 1532 (R L WRMEET (¥ B 22 45 11 'H-NVR Y63 (DMSO—dg, TVS) .
[0036] ] 20 SRR 14 15 IR S URMEEF 1) B BS54 11 X B TSk

[0037] & 21 FoRSLfe] 14 15 2 B R 2 WR MR K E 25 81 IR S6ik

[0038] || 22 RIS 15 45 2 AR S7 R R ET 1) F Y 25 S I 5/ 22 A MR i 28
[0039] P& 23 FIARSLHERY 15 73 2 [ B 37 R AT 1) F 7Y 25 5 1 TH-NMR Y63 (DMSO-dg, TMS)
[0040] || 24 RISt 15 15 2RI 7R MR (7] F iﬂl%a% 1) X S ATH O

[0041] & 25 RS 15 15 2 FFT L WM K F Y25 q0 ) IR J6i

[0042] & 26 FRoRSZHER] 16-b) 75 2 1)) 32 R MERT ) G 45 S R & /28 0 BT Ak
&k o

[0043] & 27 RIRSEZHEH] 16-b) 15 311 ] 2 W MEET () G AU 45 Y TH-NMR Y63 (DMSO—d,
TMS) .

[0044] & 28 FRIRSLHE] 16-b) 15 FI I 7R MEET IR G B 25 0011 X S ERAT i it .

[0045] & 29 FRIRSLJE] 16-b) 15 2 AR L WRMERTIE) G Y25 d0 1) TR i

[0046]  [¥] 30 IR LN 16-a) 15 2 (1) 3FE T 210 Pl S7 R e T 1R P &/ 22 03 BT IR A
itk o

[0047] || 31 oKt 16-a) 15 2RI BIBATIRAS BRI SZIR LT IR X S SRR 6% .
[0048] R HFFIA

[0049] AN % BH [ 55 — U7 T () 55— St 7 S 4 HE R SR MR K-G0 A, HpiZoK & B
5 3 R X SHEATH OGS EE A R X 5 T it

[0050] A</ BH IR 58 — 5 [T 1R o — St SR B ARl S R M (R K540 A Pk G 41 X
STERTHTFREIEAE 20 = 12.6° (15.4° (17.3° .18.0° .18.6° .22.5° F124.8°

[0051] AR BH IR 25 — 3 THI 1 g — SE it 7 SR 4R AL T ST R M ¥ K540 A iz KG9 BA
76 IR (KBr) J6iE 1 2951.2822, 1692, 157714471378, 1187.963 FI1 784cm™ &b [{14E & [ 4T A1
H&L&la?ﬁ'o

[0052] AR BH RS — 7 T ) oy — S 7y SR 4 LRl SR ME R K540 A, iz K& BAH
5K 2 Brosi 'H-NMR 63 (DMSO-dg, TMS) FEASAH A1) "H-NMR Y63

[0053] A< BH IS — U7 10 W 05— SE i U7 SR AR LB SLUR ME (KUK S A, H A iZ 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+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, J] =
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) ] 'H-NMR Y,

[0054] A B RIS — 7 THI ) Oy — S 77 S 4 SR Pl SR MR R K54 A, e iZoK & A
SUUNE 1 R GER / 280N ONPGER 5°C / 43 ) WA ZEAS F AR [R]I #it
5
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[0055] A BH BRI S — 7 THI ) oy — St 77 S 4 R Rl SR MR R K540 A, HeriZ K-S W) EF
PpRife sk 50 uwm BEEE /N

[0056] A B BRI SR — 7 THI ) oy — S 77 Ze 4 R P SR MR R K540 A, Her iz K-S W) EI-F
BIRiA2TEE R 40 wm 55 /N,

[0057] AR BH IR 5 — 7 THI ) oy — S S 4@ L Rl SR e R K540 A, o iZoK &Y H°F
BIRiA2JEE R 35 wm 5 /N,

[0058] AR BH [R5 — 7 THI %) oy — St S 4 L Rl SR ME R K540 A, o iZK &Y H-F
PPRifRTE R 30 wm BEE /N,

[0059] AR BH [R5 — 7 I ) oy — St 7y S 4 L Rl SR ME R K540 A, e iz K-S W) H-F
YRR R 25 um BEE /N,

[0060] AU BH [R5 — 7 1 ) oy — St 7y SR 4 AL Rl SR ME R K540 A, Ho iz K- &Y H-F
YR ATEE R 20 wm B 5E /D,

[0061] A BH RIS — 7 11 1) Iy — S 77 S 4 L Rl STWR e R K540 A, He iz K& H-F
BpkiAeya o 40-10 B m,

[0062] A BH RIS — 7 11 ) Iy — S 77 S 4 R Rl SR MR R K540 A, He iz K-S W) E-F
PPRIARTERN 36-14 1 m.

[0063] AR BHIEE — 5 4R AE— Rk &4 A (056 % 51k, iz iR e K &
Sl

[0064]  A<J B RS — 77 I HR 50— SE il 7 R4 it —FloK-G4 A (R4 T7 7%, 107 A S
VA IR A 0 B8 Az it B 2 i Bt B L 58 o

[0065]  ASJ B RS 77 1B g — SE i 77 R4 it —FioK-G A (R4 T7 7%, %07 A
B K S P B, oz I AL 0 25 4% BT BE AL W BE LB BR AL o

[00661 AN BH ()5 — U7 THI IR o — St 7 SRRt —FhoK&W A B2 T732, S5 G s
P LK G0 R, FLr i i B AT 55 A

[0067] A% BH RS — 05 [ 55— S 7 SR ARt — PP KG9 A 1G04 7%, 1% 07 AL
AFF B K G ) ) 8 B, L rh i B LA A S il 4% R 5000-15000rpm, BF K} E 52 4
10-30rpm MM i LR T 4 1-5mm [ 2545 o

[0068] A</ BH IR EE =77 I 1K) 2 AN St 7 SR 4 AR ¥ A SOk 1) — S Bl 2 AN S 7 & 8
XI7KREY A, HAZIK AP B A SR (1) 75 1564 o

[0069] A< B (1) 55 DU 77 1 $& AHAR R R P i) S WR P25

[0070] A< BH ()55 DY 777 100 FR 55— S 7 G2 4 PAEATC IR gt P oo ST R M 24547, HG A AR g
FEFRREZZIYAE SRR 60 CHRL AT 100 % ¥R B K T I T 28  BUE 24 /M G5 25 0. 5%
B/

[0071] A< B () 568 VU 7 1000 PR 55 — St 7 22 2 AR ALK IR o) S7. Wk Mk 2447, L rh iz IR
MR R Z 2 W AE AR 60 CHRLE R 100 %6 ¥ FE K I T 28 e 24 M RIS 2N
0. 40 % B FE /)N,

[0072] A< B ER) 58 VU 77 10 1R 5 — S it 7 2 S AR ALK IR U o) S7. R Mk 2447, G rh e AR IR
PSRRI Z 2 W AE AR 60 CHRLE R 100 %6 ¥ FE K I T 28 e 24 /M RIS 2N
0. 25% B 5 /N,
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[0073] A< B () 58 VU 77 18 £ 5 — STt 7 22 S AR ATC W o o) S7. W Mk 244, G rh AR IR
PSR R Z 2 W AE AR 60 CHRLE R 100 %6 ¥ FE K I T 2% HilcE 24 /AN RIS 2N
0. 15% B 5 /N,

[0074] A% 7 BH ) 55 VY J7 1T 0 55— St 7 5 B AREATC RV 12 ] 7. Wk M 245 45 , L AR i A IR v
MESE TR Z 2 W AE AR 60 CHRLE R 100 %6 ¥ FE K I T e 2% icE 24 /AN RIS 2N
0. 10% B/

[0075] A BH (%) 5 VU 5 10 1R o — S it 5 8 S AR ALC WA i e o) 7 R M 24547, L rh AR
MESR R % 2 W AE AR 60 °C LT 100 % ¥ FE KT T 28 e 24 N RS BN
0. 05% B /N,

[0076] A% B (1) 56 VU 77 1101 PR oy — S it 7 58 S AR ALC W i o) <7 Wk Mk 2454, L rh iz AR
MR R 2 2 W AE AR 60 CHELE R 100 %6 ¥ FE AT T2 e 24 M RS 2N
0.04% B /N,

[0077] A< BH RS DY 777 18 B 53— S 7 Ze 4 SRR PR Bl S W e 2454, HL Az 2y R
S SCIRTBT ST R A 25 5 B

[0078] A< BH ()5S DY 777 180 1K) ) — SE i 77 SR b (S i e ol ST R e 244, Horhiz 25 ol
5B 5 Fronir) X SHEATHOEE IR AR K X 5 EATH61E .

[0079] A< BH ()5 DY 777 T80 B g — SE i 77 Ze 4 SIS g e ol ST R M 244, Horhiz 25 o
FRAFIELE 20 = 11.0° (16.6° .19.3° .20.3° F122.1° [ X SHEATHOGIE.

[0080] A< B ()5 DY 777 T80 B g — SE i 77 Ze 4 SRS e ol ST R M2 ), Horpiz 25 oAy
7F IR (KBr) i) 29452812, 1678, 16271448, 13771173960 F11 779cm™" &b RIS & (R 4141
WSS o

[0081] A% BH ()55 DU J7 111 1R &g — S5t 7 84 SEATR WA ek o) 7 Wk e 24y, oz 25 B
4 F7R I TH-NMR D63 (DMSOd,, TMS) FEASAH A () "H-NMR Y63

[0082] A J BH (1) 55 DY J7 10 ) oy — S it U7 48 4 1A 0K MR Vgt A i) T W e 25 4, T i 2
Y H A FF fE & AE 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) H 'H-NMR i,

[0083] A< BH ()45 DY 777 1H B &g — S 7y Ze 4 ALK IR g M ol ST R M 2440, He i 250 /e 4
Hiw / EAST ONPGEZE 5°C /57 ) TRIH—PMEIE KL 141, 5°C R A,

[0084] A< BH ()55 DY 777 1H0 1K) &g — SE i 77 Ze 4 ALK IR g M ol SR M 2440, He iz 250 /e 74
Hiw / EaEiERE (NFAGEE 5C / 75 ) PRIH—ERZ) 140. 7TC R IE,
[0085] A< BH ()55 DY 777 TH0 1K) g — SE 77 Ze 4 AEATC IR gt M o) ST R e 2440, L i 24400 72 il
SEWR MR &5 a8 B, H. 25 H RIS B A A o A7 IR IR AR b AN AL A 35 A 2RI B] 37 Wk M . 151)
U, VT ST WR MR 45 i B ] DATE 60 Y% AHXE A (RH) 1 25 CHRE T 47, B2 AT
14,

[0086] A< B )5 DY 777 T8I HR) g — SE i 77 e 4 SEATC IR e P o] ST R M 2440, HE iz 2440 72 il
SEWR MR &5 a8 B, H. 25 H RIS B A B A7 I AR B ANEEAL A 25 AT 2RI B 20k e . 451)
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T, VBT SR MR 45 i B ] DATE 60 %6 AHANR A (RH) FA 25 CHR & T A7, B2 AT
45,

[0087] A% BH ()55 VU J7 1T 1R 53— S5t 7 84 AT WO koo ~7 Wk e 244y , HLrb i 254 22 i)
SEWRMERT &5 B, H2SHAE 75 % AR RH) F1 40 CHLE NG HHEFAAE T 0. 5 50,
FEAR B ANEEAL B K BT S R M

[0088] A BH ()4 VY 5 [ 1) 53— S 7 G 4 SEALC IR gt P o S Wik M 24547, G >4 i 7 iy
) B e A R R TR A B T D A TR R 7 T BN RLAR I, A TR ST R 50 bom 8K
BN

[0089] A% BH (1) 55 WU 77 T 1) 75 — SE it 7 28 4 AT IR ek B S Wik e 244y , L b >4 5 4
I B e A AR PR TR A B A TR R 7 T BN RLAR I, AR R ST 40 nom BY
BN

[0090] A% BH (1) 55 UU 77 T 1) o5 — S5t 7 28 4 AT IR Pk B ~r W e 244y , EL b 22 I 5 4
B e A AR PR IR AL B 7 B T AR TR R 7 7R AN R I i A3 RS 30 wom BY
/N

[0091] AR BH ¥ 28 1 77 T B A — b il S7 R M P 245 &5 B 1R 7l &6 57

[0092] A% BH ()56 o J7 THI R 58 — S5t 7 S B2 LR S R e 25 & B 1kl &6 v, iy
AL BB SR MK A A

[0093] AN BH ()57 o J7 THI R 58 — S5t 7 SR B LT S WIR AT 25 & B 1 ikl &6 v, iy
EAFEEBT IR G A T 90-125°C F In# K4y 3-50 /M.

[0094] A% BH ()58 T J7 THI R g — St 7 SR P2 LR S WIR AT 25 & B 1l £ i, iz gy
TR B IRMEK A0 A T 100°C R IN#ok 2y 18 /8.

[0095] A% % BH ()5 T J7 IR g — S5t 7 SR $ L) S WIR e T 25 & B 1Rkl &6 i, iz gy
RAFERE B URMEK A0 A T 100°C R IN#CKZ 24 /8,

[00961 A% BH (1958 177 THI I g — St 77 SR B2 LB ST WR AT 25 b B 1kl &6 753, JorbiZ oy
AR BT SRR S A T 120°C R INFACK L) 3 /i,

[0097] A% BH (1956 177 THI IR g — St 7 SR B2 LB ST WR AT 45 i B 1 ikl &6 753, JerbiZ oy
EAFERERIZIRMOK G A T 100°C R IIFCK L) 18 /M, 285 T 120°C R FRm# R4y 3 /)
i

[0098] A% % BH I 56 7S 77 T $ (A AR 8 A% SC Pk (1) — AN B AN St 77 %858 O3 AR SC 4t
) 7 725 4% (O] ST R MR T 465 &) B

[0099] AR -Gy TR 5 — P ek 2 Fh 255 b n 42 52 38 A — e 15 ol P B0 7 iR e
P 25 i B

[0100] Ak BH I L e S 5 28 mT DAL S A SCA I — AN E AN St 77 S8R0/ B85 TH 1)
HE

[0101] AR LT @A 1 U B, A B IR HL " Sty S R0 7 THD A A2 BH B 1T

[0102] AR BH I 55— J7 T AL FE A IR A0t B Bl ST R e /K A0 (AR S e LI UK &9 )
EA AL S B AN R IR AN [R] X SRR AT S 61 BT SR MK G4 (AR S0 LRIK G
WA . T H, RIUKEY A RAERER /) ZR0 T R A 15 UK AP0 0B B
123. 5°C i KW Fuig o BRI, 7RIS B RK -G W UL o MK S EA R KG9 A FFR B AE
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KZ3 60°CHI 120°C 2 [A] 138 55 it 7K R A FIAE K24 71°C [ 55106

[0103] AU B o5 — 7 AL FE R B4 A2 90-125°C [HRE 2 iR AL FF 48 3-50 /NN, IX Fif
T R B 7R P 7K 5 A0 I 30 i i 7K T SR BRI 5%, 1A A B A R R ST R MK 5 ) A
FH PRI 7K 5 S0, iy L8 T 12258 40 ) ST IR M 7K A 0 PRI R PR R 1T A 1) ) R ST R
WP 2 5 A LA b B %0 ] 7 i s 5 it o

[0104]  ZKEW) A HISRAE

[0105]  ASCHT I “/KE9 A7 ki B LU (D) -(6) 45 B si 22 gg

[oto6] (1) EHRASE 1 JiRfvER / ZHaH (INHGEER 5°C /43 ) WA
AR R it 2k o BAARHE, B BIFE & R4 T1°C AL /MR ZT 60—120°C FRIZ0 T I A (K
.

lo107] (2) B A 5K 2 T 7r 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(brt, J = 4. 6Hz,
4H) , 3. 92ppm (t, ] = 6. 3Hz,2H),6. 43ppm(d, ] = 2. 4Hz, 1H), 6. 49ppm(dd, J = 8. 4lz, 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) .

[o108]  (3) ‘BHA 5K 3 Fronil) X S LTl LA | 16 X 5 Gefiriotit . Bk, &
[RPFFIEIELE 20 = 12.6° .15.4° (17.3° .18.0° .18.6° .22.5° H124.8° ,

[0109] (4) ‘& H H {F IR(KBr) J i f#] 2951.2822.1692,1577.1447.1378.1187.963 Fll
784cm ™ Kb [IIE A A A MRS o

[o110]  (5) & BA 50 um B/ PR

01111 ZKEW) A [ £ 7%

[0112]  JKEY) A B WS UK G H 5 5 BRI S 77 v m] LA Tk B o A K540
40, W CAZERA BE WL B B o RK A 40 o o] DUASEF T 32 A8 FH 0B B AL, 1 3545 B AL 1t
ST EENLERERBE ML L, LIk mi 55 2%

[0113] 25 p&RE i B 45, XA FH Wt 55 2% 1), = 4 1 T 2 38 B W] L 2R 5000-150001pm,
HEEHEERE A 10-30rpm AT I FLR 24 1-5mm,

[o114]  E I EEAS RN KIBT SZIRMEK A4 A B3 RAE— AN A 50 (m BCEE /N, Lk 30 uwm
BCEE /N STk AR R DL L R IR R AR I a2 T R

[0115] [l SZWRMEZK -G &5 i B 1R AE

[0116]  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

[0117]  (6) ‘EAIEA S 4 Fimi H-NUR Jit (DMSO-dg, TMS) FEAAH [F] 1) 'H-NMR J&ii
H AR HE, ‘& AT 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, J] = 6. 3Hz,2H) ,6. 43ppm(d, ] = 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) »

[o118]  (7) ‘BAITEA 5 5 Fros i) X AT i AL AH R X S 2T o il . HAkh,
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AV EIEAE 20 = 11.0° (16.6° .19.3° .20.3° f122.1° .

[0119]  (8) B A1 HE A LF IR(KBr) i i 2945.2812.1678.1627.1448.,1377.1173.960 Al
T79cm AR I1IIE 28 (LT ARG HS o

[0120]  (9) EAIEMER / ZM0H (IMAEFK ST /40) PRIVH — DT KY
141. 5°C IR Hul

[0121]1  (10) ‘BAFEEAER / ZaHiEAE (IHGER 5°C /47 ) hRILH — AN
KZ) 140, 7°C [N Fég

[0122]  (11) AU BH RR] N7 W M &5 i B HA R tE o A5 4, AR i B 1)) 7 Wk e P 25 o5
B 7 BOERE A 60 C TR AL A 100 % T8 A 24 /DI LS PR FFK & 84 0. 4% 8 /).
AT LA A E K B B S 7, R EATE TN &5 a0 7K & 17325 9l , m] LA
{di FH— #7724 Karl Fischer V.

[0123]  (12) Y77 a0 v ) B A PO R A I 77 () [ AR 2 e 7 77 2/ INREAR N, ~- 1)
FARE A 50 1 m B/,

[0124]  [F B[4 771

[0125]  FERFE/PMRIAE (/NT50 wm) HIBCTT I DL T, SE P i) 28 75 SEA B o (HR, B K
i H A ORLAR ) KR 7 IR W T BRI 45 0 B I, S B4 DA BE AL P A R 2 A —
B, 77 AEME UL Tl AR il 25 B /N R AR R B 37 W MR T 25 o B 1R i

[0126]  EIXELfE LT, AR B CRILA] LLZE 5y OB 5 5 K &4, FF 0T L i Facn
AT 2 I BE R 7K G4 A T BA R 38R0 R I ] A MR R SR A /R AR () R S7 WR e B
[0127] i 4nid@ i 75 90-125°C 1 ik L ik (R Rl ST WRME 7K G400 A T i) £ A 5 BH () ] 7. Wik s
P45 it Bo AR [R]— A KT 3-50 /NI, (HANBE Ui A2 o254 18, R A & AR T i A3k
FETTAA BT ASTR] o st [ R0 I FAa B2 A& DURH 5 1KY 5 BT HG n P B AL DU I Ay Te) A, 1
ARG R v D PN TR BT o A NIRRT IR, WAL SR MK -S4 A I INFWELFE 4 100°C,
DA 8] — R R 12h 18 /NI BREE A, PLide K&y 24 /NiE o 5 — 5 1D, it SR FA] ST WR e 7K 540
A B INAGRLEE R 120°C, WA T AT LUK K2 3 /INES o AR i B [ RA) 37 W M 465 o B 248K ]
CLEIETE 100°C AR SZUR MK A4 A IR LT 18 /NI, ARG HE 120°C TR INFAK L) 3 /i)
Ml & o AN SN FAN [A) E 22 5 K ] DASR A AR S B FRYBR) ST R Pe P 25 5 B, (HIX ] BEANZR 5
[0128] X FiEC Ty AN LR /INRLAR I, 1 G 1 2590 il o8 P 730 5 B 1 IR VLB 7 I 5 i) 7.
Wik e P 25 s B i) DL ik DR 53845

[0129] AR B3 3 e I mT LI aok o F BT N7 I e 7K A5 40 i AL 0T 7 R A 5 o5 om0 )
R S ()L L T 345 ) 7 Wk e 5 it (LI P 7 VAN P A2 3 T ] A 1 i) 2 e 7w A FH )
P B &5

[0130] iy H., {5 ani@ it 75 90—125°C T A0 LT N7 Wik M P &5 ot 170 ol 2% A 2 BH FRT i) 37 Wik e
B 45 i Bo IR (0] — %k K24 3-50 /INBT, (EANBE Ui A2 TG 451140, BRLA B A T I #A iR
A BT AN o AR TR) R0 PG B 2 BRAH DG 1R, BRI i A P BT ) n ) PR R, i i
1 P v D A TR

[0131]  HAkHh, G SLEA N7 Wk Me e 45 s 5 N PG RE 2 100°C, I At B) ] BLAR K2y 4 /)
B T 40 SN AGRE A 120°C, W InA [a)w] LA K2 3 7N o

[0132] B T LRGBS DRI KA A FHRA] ST R M 45 o B DA, AR & BB 4 T [ i) 37,

11
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Wi PP 25 s C—Go

[0133] 1. AR K HA LAt e (1) —(5) WU SZUR BT 45 it (8 SCRRA “Fil
SEWRMERT Y C IG5 ) -

[0134] (1) 5K 8 Jroni#AE & / ZHG T CINFAEER 5°C / 43 ) WA i S LA AH [F] 1
ST

[0135]  (2) 5K 9 Frzni 'H-NMR it (DMSO-d,, T™MS) FEAAH [F K] "H-NMR 61

[0136]  (3) S 10 Fronit) X 5 Sefir i SIS AAH R ) X S Zefin i e

[0137] (4 HAS5E 11 Jiary IR (KBr) JEA EAHFE K IR J6iE H0

[0138]  (5) HA K 12 ARt & "C-NMR Jeik LA b AH [F] ) [ & “C-NMR i

[0139] 2. AR I HAA LU BEAL 22t 8 (6) — (10) FRIBI 7 WR M 5 i (T SCRR R “Fil
SEWRMERT ) D IS5 &7 -

[o140]  (6) S5 13 PR #vE & / ZAHT CINPAGEZR 5°C / 53 ) WA 2L AAH [ 1)
IEEES A

[0141]1 (7)) 5K 14 FioR(f) 'H-NVR J6i% (DMSO-dg, TMS) FEAAH A "H-NMR 63

[0142]  (8) S 15 Froni) X S Se i SGiBSE A AH A ) X S ZefiT il

[0143]  (9) HA 5K 16 Prosi IR (KBr) JEA FAHEK] IR J6i% 0

[0144]1  (10) HASE 17 Byl ik PC-NMR SailIE A% EAHRIE 14 PC-NMR Jaig.
[0145] 3. ARV K BA LT PERE (11) - (14) B SZIRMEET 25 5 (R XA
“RATSTURMEET IR E BUEEGR)

[o146]  (11) 5§ 18 PronAE & / ZHIr i CINFAGEZR 5°C / 73 ) Wi Ze 5L A AH 7]
LA

[0147]  (12) 5K 19 FrzRi 'H-NMR S (DMSO-dg, TMS) FEAAH R 'H-NMR i 5

[0148]  (13) 5Kl 20 From ity X SFEATH OGS REAHH R 1K X 5 Zefim i i s A

[o149]  (14) HA 5K 21 sy IRKBr) A EAHFR) IR J6il.

[0150] 4. ARV K& HA LT WAL A PERE (15) - (18) IR SZWRMEET 45 5 (T STFRA
Ry SR MR IR F 2R 2

[o151]  (15) 5K 22 PionAE & / ZHG T CINPGEZR 5C / 43 ) WA A AH 7]
Ry A 2k

[0152]  (16) 5K 23 Froni 'H-NVR Y61 (DMSO—dg, TMS) FEAAH [RI ) 'TH-NMR YEi

[0153]  (17) S5l 24 PR i) X SHEATHGIE LA R X 5 ST it s

[o154]  (18) HA 5Kl 25 sy IR(KBr) A BAHFNR) IR Jtil .

[0155] 5. AR EHIS K LR 2R 1 T0UFTIR (O] 37 W MR I 45 S ol 2% O v, HUSEAE TEE R T
140°C K T 150°C H B T I FAa] 37 Wk e pif 45 i o

[0156] 6. AR B K LR 2R 2 T0UFTI (] 37 W MR I 465 5 1 o) 2% 7 v, HLASRIEAE T A 2K
HE o

[0157] 7. AR Ko LIRER 3 T00 AT (1 I] 37 Wik M T 465 9 10 ) 2% D7 %, ELARAEAE K B 57
W P T &5 i I AT T T SO, IR A E,

[0158] 8. AR IS K LR34 T0UFTIR (R 37 R I 45 5 0 o) 2% 07 v, FLARAEAF T I
TR PR SR 7 R e P 45 o PR AR VR
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[0159] 9. AR K—FyMAEY, ik 9GS 2Rk A BARE 1 i
TR B ST IR M 455 & L IR SR 2 TRUATR (A B ST R MR &5 A L IR SR 3 TR ) ST R MR %
b~ R 4 TR IAS ) R 7 R P 465 R IR SRS 10 TR RO N7 IR PR 4 i P 6T S R A
SR 2 TR IR

[0160]  10. AR EHW K HAG LU WAL AA P RE (19) - (22) R SZRMEET &5 (R SCFRA
“RAISTWRMEET I G R &h

[o161]1  (19) 5 26 FronvE R / ZH00 0T (IR 5°C / 43 ) Wil 26 ZEAHH [A]
(RIS AR £k 5

[0162]  (20) 5l 27 F7Rf) H-NMR D (DMSO-dg, TMS) HEAAH A ) 'H-NMR Y35 5

[0163]  (21) 5] 28 FruRity X STERATH I EEAHH R X S 26T 5 61 0

[o164]  (22) HA 5K 29 fi7ni¥) IR(KBr) A FAHFR IR Jaifk,

[0165]  11. ASKHHES Je LR 3 10 T5 AT (R ] S7 R M 25 i 10 ) 2% 07 2%, LR fEAE K 38
BRI ZIR MR E T2 P R A gs b, A L EE SR MR D 2 .

[0166]  12. AN B Je— ok (1) i) 2 77 12, JURFAEAE 44 55 R 7. Wik Wk P 45 o5 5 o] 57
WR PRI 45 44 B C. D\ Eo F 8 G Y& L, T 70-100°C N T4 T 15 1 Bk IF 43 2%, R G IR T
70-100°C R 427 IR RO .

[0167]  13. AR JEHWD K— P2 F I A4 COIRIFI 0 7732, HORRIELE T 70-100°C FH 44 &
5 BT ST R M K At BT SRR 465§ By CL DL By F B G I —Fh a2 Fh 222 B2
A8 A4 1) 245 FH [T 4 1 R i 571) o

[o168]  14. AR B K — it 2 B SZWR MR 45 By C. Dy E. F 8 G FI—Fhei 2 Fh 25 |
AT HEAZ 28R 1R 2 P 1A 1 R0, H b iz 2 AT 0k 1 IRl 500 B 22 /b —Fhik B BUR 9%
Hi# o fF pH4. 5 K 30 73 B tH 60 % BRFE K, £F pH4. 5 K 60 7385t 70 % sREE K, FIAE
pH5. 0 '~ 60 738 fa ¥t 55 % B K.

[0169]  15. AN B K —Fh HAT 22 /b —Fhik 5 LA BU% HH 21 25 A 1 A4 0 Rl 3] - /8
pH4. 5 T 30 38 jE¥s tH 60 % B K, 76 pH4. 5 1 60 738 JE ¥ th 70 %6 8K, FILE pHS. 0 F
60 7B E s 55 % B K.

[0170] 16, A& B B — i act DLR 753249 20 16 245 144 1R 551 <48 5 RIS ~7 Wik i
G IRAE K, 70-100°C R T8 BT A3 RO 353 2, AR5 AR T T0-100°C T 88 53 Z IR
1224 FH 8 R 1R E57) B 22 /0 —Fhik B DUF B8 R G 7E pHA. 5 F 30 20 Bh 5% H 60 %
BUHOK, 76 pHA. 5 K 60 438G th 70 % B K, FIFE pHS. 0 K 60 7385w tH 55 % B K.
[0171] 17, AR B Je—Fii i DL R 779545 2000 25 F 8 44 IR #15) :70-100°CF 4
B R N7 IR M &5 o R — R BN 2 Pl 24 2% B AT A2 B AR AR 1) 24 P L A 1R iz 2
[ 4 C1 R Al F7) AR 22 /b —Fiik B AR R 6 7E pHA. 5 1 30 23 8P 5 Hh 60 % B K, 76
pH4. 5 & 60 73805 % H 70 % BUEE K, FIFE pHS. 0 1 60 4381 G ¥t 55 % B K

[0172] 18, AR B Joe— ok (1) i) 2 77 12, JURFAEAE 44 55 B0 70K koK & 40 25 o it
IR, T 70-100°C AT 43 BIRURL 353 9, AR5 FFIR T T0-100°C F 4875 e iR ik o
[0173] 19, AR JBHWD K— P F ] A4 IR IFRI 0 732, HORpAELE T 70-100°C FH 44 &
i FILAT ST W W 7K S A i R — Bl 22 2 2 b T s IR R %) 24 P T4 1R

[0174]  20. A B B — Ak LA R 773245 20 0 245 F 144 1R 551 <44 5 RO 37 Wi s 7K
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GG IRIERL, T 70-100°C T THFT 3 RIBUR I 73 4, SR G FHR T 70-100°C F 4853 2%
(RPRIURE 511712 24 FH 144 1R B 222 b—Fhak B DUR 3 3R 7F pHA. 5 K 30 438l E %
H 60 % B K, 7F pH4. 5 F 60 2385wt 70 % B K, FILE pH5. 0 F 60 208l 55%
B K.

[0175]  21. AR B0 J— Ml i LAF J7 7459 30 i 24 B4 IR 57 :70-100°C R 44
B U] S R PR T 28 i AR — ol il 2 o 2 2 b ] 4 52 A AR 1 24 T A 1 BRI 5 iz 24
[ A 1R Al 37) 2 AT 220 — ik B DA R RO % S 7E pHAL 5 F 30 2 BP S 60 % BB K, 76
pH4. 5 ' 60 7355 70 % 58k, FILE pH5. 0 '~ 60 234Gt 55 % o5 K.

[0176] A% BRI 2R METET ) C-F 2 45 i % B 7E JP-2001-348276 H1 23 FF 1] 37 Wk Wk i
1) TTT-VI Y45 &,

[0177]  Bul SZWRMEET ) C B 45 iR

[0178] A/ B[R 2R MR (1) C Y &5 df HA LU R A=A e (1) - () -

[0179] (1) 5K 8 fiRiAE & / ZHGr T (INFGEAE 5°C / 43 ) Wkt S 3L A [R] 1)
WAt £, B HL AR, B HA RZAAE 150, 2°C (RN AR

[o180]  (2) 5 K 9 A 7 ¥ 'H-NMR Y6 % (DMSO—dg, TMS) & A< AH [H] 1) 'H-NVR )l i, H
h Hi, = H A 7 1.55-1.63ppm(m, 2H), . 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, 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) F
10. 00ppm (s, 1H) Kby AEIE ;

[o181]  (3) S5 10 Froniy X 54T i G L AAH A 1) X S Zefin el . B ARHL, ‘&A1)
WEAFIEAE 20 = 12.6° (13.7° 15.4° ,18.1° .19.0° .20.6° .23.5° f126.4° ;

[o182]  (4) 5K 11 7y IR (KBr) JGilBEA EAHFR IR 61 . HAAH, & BA7E IR (KBr)
JEHE ) 29392804, 16801375 F1 780cm ™ &b (1135 48 (R 2L AN e 1Aty 5

[0183]  (5) 5K 12 From it [E /& C-NMR Y& il 56 A AH [ 1) [ 4 °C-NMR Y6ii, HAAHL, &1
FREUEAE 32. 8ppm. 60. 8ppm. 74. 9ppm- 104. 9ppm. 152. 2ppm- 159. 9ppm F1 175. 2ppm 4t
[0184] [l N7 WRMASTF ) C 759 4 o f) ol £ 5 ¥5

[o185] 41, M i 7E & T 140°C AE T 150°C AR T I ] 37 R Mk i 1y o1l 4% 4% % B £
R 7R M 1) C T &5

[o186]  FHAE SRR BT N7 R M P T A2 5 0 PR 0T N7 IR WA T 5 %, 461 A0 ] ST R MR (1) T 4 &%
i« ST ST R AR 45 s P 1T 7R it 2% 2, T FLIX e B m] DU 2L = sl i k. ke, fEA
R B AR A T BT SE R M T B 2R 4 (BT SE R MR I D 2R & o (S SE R I E R 4 o (B
SEWR MR ) F 250 f i BT ST R PR 1) G 28 &85 o m] LR AR B SZ R M T 49 SR o X 4G S] 37 R A
P AT DA — s L A D R A A A

[0187]  INFERFE— T 140°CHYL T 150°C, YLk 7E 142-148°C, 1y A [A]— M fF &L
15 738h 2 3 /NI, ARIE 30 3Bh A 1 /NET.

[0188]  M7E b IREEE N AR LR P R, T2 R RAT ST R MR 1 C 2R & o

[0189] I8 I AN J5 V20 an M A5 B T B 2 IR MR 1 C & i o3 B IR 4lidb . 9, 76 Bl
FE R IR 7R M F 4 51 22 F 32 5, W DASRAF AR R 100 % [RR] 7 IR T IR C B9 25 i
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[0190]  [A[SZWRMAPET ] D R 45

[0191] AR BB SZOR AT ) D AU 45 i HAT LU N 34k 5= 1t g (6) - (10) -

[0192]  (6) & 13 FroniyhiE & / ZERHT CINFGEE 5°C / 73 ) WAt Ze5E A [R] 1
Wt 2 s B, BRI RAIAE 136. 8°CHI 141, 6°C 5

[0193]  (7) 5 & 14 BT 7~ 1) 'H-NMR ¢ i (DMSO-d,, TMS) & 2% 4H [F] 1] "H-NMR ¢ 3% ; A
& #h, & H A 7F 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, ] = 4. 6Hz,4H),
3.92ppm(t, J = 6.3Hz,2H),6.43ppm(d, ] = 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) FH
10. 00ppm (s, 1H) ALHIFFAEIE ;

[0194]  (8)) Il 15 Fron () X STEATH IS I A R X S ittty o BAkHh, EAT1)
FRfEUEAE 26 =8.7° (11.6° (16.3° (17.7° .18.6° .20.3° .23.4° F125.0° ;

[0195]  (9) H1& 16 Fr7n i) IR (KBr) JtifFEA AR TROGE . HAkHh, & HA 7L IR (KBr)
eI 2946.1681.1375.1273. 1175 H1 862cm ' Ak [1I3i5 48 I ZL ARSI 5 A1

[0196]  (10) 5Kl 17 Pl f PC-NUR S 2 A [F 17 14 PC-NUR Seil, B, 211
FREVELE 32, 1ppm.62. 2ppm+66. 6ppm. 104. 1ppm. 152. 4ppm. 158. 4ppm. F1 174. 1ppm 4k .
[0197]  Ful S/ WRPET () D 709 55 0 (1) il 26 773k

[o198] {41, At ik FH Y 24 B 45 i o] Sk WA e v o) 2 A 25 B R BT S DR e JF 1) D B8 e L
AL, g Bl S7 R PR o 1) B, gk BRI R R, SRSV AR BRI . I I
IR, 53 AR R B BT SR AT ) D B 2 b A A8 TR R R 4

[0199]  FHAE sk FTBo) 37 IR WA e ] DA i o 0 PR SR 37 IR WA P 455 i, 451) 2 ) ST R PR () T AU &5
i ] SZ R () TT A48 d0 55 55, 1T X Se e n] DU 4lifl = P sl okt . nl e #Eh, 754k B
HH ) 2% R ST R PSP P B 28 5 ] SZ IR M ) C BRY 45 5 ) ST R MR PR E 2R 5 B SR
P T 1) T 250 5 vt SO S R PR T ) G 28 5 i ] LR S S e %) Je} o 3K GG 7 W A ]
DA — Bl 2 D A LS

[0200] 474 H13E I NP AT B R FR AT RUIONBA] S7WR P BT 1K) D 28 455 i A A i
W aR AR o T L, W CLIE ik S8 4 EE I N FAKITES R4 2 R VRO T i Al 78 SR R AT
TER, T LAY B B 7R AT 1) D 2R &5 it o

[0201] AT AR R CLANTR 7 V2 20 R A Ak G stk 43 9 HE R i) S R M 1 D BB 485 o T ek X b
SR LIS RNEEZ A 100 % 1B 32 IR MR RS D 59 45 0

[0202]  [A[SZWRMARET ] E R 45 i

[0203] A& WA SZOR AT ) E B9 255 b HA DU 34k = e de (1D - (14) -

[0204]  (11) 5K 18 i / ZH T CINIGE L 5°C / 43 ) Wit 2 SEACAH [A]
Rk it e, BAAML, & HA KA 146. 5°CHIE

[0205]  (12) 5 & 19 T 75 f) "H-NMR )% i (DMSO-d,, TMS) & 24 AH [7] i "H-NMR ¢ i, A
& He, B B % 4E g 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

~ 4
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10. 00ppm (s, 1H) ;

[0206]  (13) 5I&] 20 7R 1) X S ERAiT S e 3 AAH R X S 4efiriolnt o BARHL, & 1RE
fEWELE 20 =8.0° ,13.7° ,14.6° ,17.6° ,22.5° F124.0° Ab ;f0

[0207]  (14) BH 5K 21 Fioni IR (KBr) JEA _FAHFEE IR Yaitk, B, & BA 7E 2943,
2817.1686.1377.1202.969 F1 774cm ™ Kb K175 48 (141 A MR SIS .

[0208] ] N/ WR PR (] B 78U 4 i 1 il 2 T v

[0209] 5 41, E Ik FH £ )15 T 4 i S0 S IR A P 17 1) 26 A i BH RSB SZ R TR E R 4 i . L
PACHE, T8 k4 020 49 BT ST WR PRI 0 381 2B s AR i, AR5 0 an B0 A3 B A 3. AR
PrIX He DR, H Z 6 43 B A B R BT S 7 R R 1 E 2R 46

[0210] Y920 R IT 7 Wk PR T o0 1) £ 05 B 5 43 35 M BT S7 R AR T 1 T 284 5 5t 0T 57 R s 5 1)
TT A8 GORI R S7 R M () D 68 &, AN S2 Bl ST R MEET ) B A4 . 70°C R M LB
Oy B PR GE ok T ARG TT RV GS A D AU EE R, T E ARG R uTIE A ARG . Y
TR CEE 7y B IR 2o f i 19 CREHS TR (0, 76 75°C R ), Frtkeh i (1 8445 &
IT BYZ5 R D BYZE &, ) TRESIE, A REHIR G bt (B BU4s 08 ) AW IAh, M HRABH &
NEH RS, 1070 B8 A SE RTVE A dm P i th R BT IR &6 it B R AR & i (B 25 ) o
1, BT ST R A1 E &5 o] DATE IS e

[02111  FHAE R B 7. Wik PR P 7T LA i R PR 0T S7 R WA T 437 a1 A o] — T So) <7 D PR 1
AU 25 SRR ST WRMEET [ TT gt 454, HOXSeitn] DU 4ib = s skl . ml sk fei, B
SEWRMEET ) B 750 45 i ] 7R MEEET 1) C 780 45 i « B 57 R P T 1y D 780 8 5 | ) 7 R MR 1 P 7Y
GE i BB SZ IR M ) G 2R & i mT DA VR RA) ST R MR P 1 J50R) o 3K ] 7 R s e ] DL R — B
Z PR AT

[0212] Y& HLEE A CIATFIESAAR ) 13 20 SIEET, v DR B BT 70k

PRI R B 2R 48 Bt A DA A0 A o T LTI DLIE e 228 v AR RTINS 21 1% £ I
1T e ol o

(0213 FT WA £ 4110 774 B AL L AT 5 5 b 0 SR AT ) 8055, o S i
AR LI BIEE S 100 % (IR ST R MEET 16 B A 45 4

[0214] Pl SZURMEET ) F Y45

[0215] A W AR SEWR AT ) F B 25 g HAT DU 34k A= e (15) - (18) -

[0216]  (15) S5 22 FrosiivE R / ZHR T CIIE B 5°C / 4 ) Wit Ze 5 A [A]
Rk it 4, BAgHh, & HA RALE 137, 5°C AT 149. 8°C MR HAi

[0217]1  (16) 45 & 23 fT 7K (19 'H-NMR & % (DMSO-dg, TMS) & A< AH [A] (1) 'H-NMR Y6 3% ; H
& He, B B %R 4E 1§ 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, ] = 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) ;

[0218]  (17) 5Kl 24 Fronif) X B ATH OGS EEAAM K] X S ATiiotis s Bkt & ks
MFIELE 260 = 11.3° (13.3° (15.4° .22.8° .25.2° Fl126.9° ;f1

[0219]  (18) AAG 5Kl 25 Bz IR(KBr) FeA EAHFE TR OGIE . A4, & HAH 2940,
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2815.1679.1383.1273.1177.1035,963 F1 790cm ' 4b [ 21 SM L i 45 o

[0220]  [A[ N7WR WA (1) F 749 4 o [ il 2% vk

[0221] 54, A< B FRYRR) 2R WP K 28 65 it A I o o] 7 WR e P 7 £ TAT ) I A ke
A3 30 1R AT Bl ok 7 R0 T 5 o

[0222]  FHAE BB B 7. Wik W P RT LA i R0 R 0] 7 R WA 437 Gt A o] — T So) S7 Wk PR
Y 8 SRR ST RS (1) 1T A9 &8 o 25 45, HOX LB n] DO 2 e i = el Jrok) . ml ke, Fi
SEWRME 1) B 750 4 i« 0] ST R WS 1) C 7R 8 ot « AT 7 WR PR T 1 D 784 &85 & L T 37 R MR () B 7Y
&b i BRST ST WR M 1R G 2R &5 it mT DA A ] 7 W M P (%) SRk o 3K S ] 7 R e e T DL R — B AL
2O EAEH

[0223] A i A V2 VR 10 0 AL B — P A DR 4 TAT R R s T I AT [R] — R A 510 /NiF o 24
TE R 29 T8 B 13 st A A0 T ] BV RN 5 T BT S7 Wi M e 1) F 2R & oy, sk g 2
BEEE o 45 B0 BT DURYE R 1R 5E . TRl IX DR, n] DISRIF4HE A 100 % (1R 57
WR ML ) P AR5 .

[0224]  Bul \ZWRPERET ) G B 45 iR

[0225] A< BH IR RIS R IR 1K) G & i B DL R 0340 2 e (19) - (22) -

[0226]  (19) 5 26 PronAEE / ZH T CNPGEE 5°C / 73 ) WA Z LA AH 7]
[P R 2 5 B B R L, & B RZAE 141, 0°C W HWERIZE KL 122, 7°C [JECAIE
[0227]  (20) 5 & 27 Jif 7= (9 'H-NMR S 1% (DMSO-d,, TMS) & ACAH [A] ) 'H-NMR Dt i H
& He, B | K AE I 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, ] = 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) ;

[0228]  (21) S5 28 Fron () X S ERATHT a5 AAH R X B AT i el . HAkHh, &1
FEAFIETE 20 = 10.1° 12.8° (15.2° \17.0° .17.5° (19.1° .20.1° .21.2° .22.4° .
23.3° .24.5° i125.8° ;fl

[0220]  (22) HA 5K 29 sl IR(KBr) ZEA EAHFER IR OGik . BAAH, & HATE 2942,
2813.1670,1625.1377.1195.962 Fll 787cm ' &b F1iE 4 A 2T ARl i 5

[0230] Al N7 WR PP () G 7R & o [ ofill 6

[0231] i) 4, W] DAE S 4 3 FbR o) S W s . T2 PR A s Th A A E =R T E 2 b —
FA A R A NS i A BT ST R R ) G RS o T L, A A RO B R IR R ST R AR
A LU AE KLY 170°CTF InAGF R AR ST R M, 2K 5 74 H1 21 2= 3R 15

[0232]  FHAE R} B 7. Wik PR P FT LA 0260 PR AT S R M T, 430) Gt A o] — T Bo) <7 D PR 1
Y25 SRR ST R MEET 1) TT gt 5452, HOX SRt n] DR 40 L= skl . mT ik fei, B
SEWR P 1) B 7R s L O] ST R WS 1 C 2R &5t AT 7 WR P T 1 D 284 &85 5 L R 7 R PR 1) B 2R
G v BICST STR MR 1) F 2R 68 it mT DL A ] <7 W e P () S Rk o 3o B ] 7 R e e ] DL R — Bl
2P EER

[0233] W] DA OV AN 7 V2 A e A5 20 R 7 IR M I 1) G Y 2 R Ay B A alidh . o, 4%
HE 3R 77 VTR SRR B SR M, )R] DASRAS 4R A 100 %6 IR SZWR PRI G 2R 45
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[0234] A BRI RA] SZ R WL BT £ C PR 5 & B S DR M T ) D 28 &5 it L Bl S7. IR PRI ) E Y &5
i < AT ST R PR T F) T 754 45 5t TSR 7 R PR T P G 7R 5 it AN 28 53 B AL R B K 6, AR
ANBRAR L S I i R R BT AE S AT TR A A7 B %

[0235] A BHARAM ELAT iy 2 B (1) ] 7 Wk MR T 45 o5 1R o) 28 7 325, %07 3mT LU RA R AT
AP TV SR

[0236] AN B4 (6 A, 35 ] S7 R M ST &5 it 1K 25 216 ) » BASEAZ 2 & 0V KA A, 2 1
BIEEA PR e iR e AR LR .

[0237] M dnm] LAsd ik LATR J7925 a B b il & A A T i) 2% A < BH %) R 7. Wik P &5 it B—G 1)
JEOARH 7 T 7 WG AR T 45 it o

[0238]  “J7yZ: a” SHHIA] V7 R M &5 0 1 ol 28 7 3

[0239]  JE L VAN 7V, W H AR A [ &R A TF 191256/1990 1St 451 - BT ik il £ 5 30
(I I0] <7 R M T 45 5

[0240] 5 47g T-(4- R T 5A3E ) -3, 4— &0 i . 35¢ ML AL BN AT 600m] £ i i) B 7%
WAL 30 43 Bh. FEMLEIF WP I 40g 1-(2,3- & ZREL) WREEA 33ml = 4%, J+4%
EEREWRRIR 3 /AN . ZARER BV G, B A Ag B R s T 247, FHUKESR, 28
Jo KB IREE T 15, 28 R Bk RV, I8 H S Wi b A5 3 1 5k & 1) 45 5 IR, 15 31
57. 1g7—{4-[4-(2,3- Z&UREL ) -1 - WRIRE 1- T4 1 -3, 4- A .

[0241] TGt fR&E % AL 2139, 0-139.5°C

[0242]  “T5¥k b7 o HUEF B & v

[0243]  FERTIAZE VY Jm H AN — 5 [H 73 BRI T 218 308 (1996 4F 10 H 6-8 H ) thfiik
Tk b 1 HIBREAE 90-125°CF I HURA 7 WK M 7K 45400 i ) % A% 2 BH 14D ] 7 Wk s 45
i Bo IR (8] — % R K2 3-50 /NI, AHANBE U A2 L 451 149 BR R & A8 T I AR e B A
JITANTR] o TR A TR) AR I AL A2 B7AH S 1Y 5 DT bk I AL FE B AL DU o s ) A, T A
T P TR R . LA, 4 SR ST R MK A A O INAGERE 5 100°C, Ul hn A i) —
R DL R 24 /NBE, G0 SEINHRGELE Ry 120°C , Wi (B m] LAk K2 3 /i o 45 44 4 il
B4 AR B IR 7R M 465 o B9 SR RAT ST R P 7K 540 ] B R 57 C il 2% o

[0244]  “J5ik c” UK GVl 24 T7 v

[0245]  JE LW L 5V a 43 B RS2 UR M &5 d s T S KR, FE BRI H1 TS 1)
FE VBT 25 2 M AS BB STURME K-S0 o AT FHIE A 7732, BT SR ME 7K S 04 R 25 KSR ) 45
b K AR VT -

[0246] A7 /K KA WL R — AR Bk A NI RN S KIS, a0 —
Bt G PP EE TR TR TR B8 TR B I P D T PR e — PP R R R B e AT TR S 4,
S AR )2 OB B K 7K & 2 AT DU E I 10-25 /4687 %, Pk Bei 20 A %
[0247] M EY

[0248] AR HZWA GW ] UASTEA % Erl 82 8 AR BSR4 &9 B 57
WR PRI 25 5 By Cy DV ELF I Go 2427 bl 52 R 30 PR 456 5 F0 24 FH A R S5 R IR Z 571) » G 78
F) BEZ I T il 301 SR ) o oA 2 T ek R R )

[0240] AT LIKEAS K WY IR) 25 P 206 40 ) RS L2431, a3 BR TS A v 50 AL SO S R
PR TEIR FLI ORI R HE AT T B v S o) (R S BV TREE5E ) o
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[0250] =441 FH v I 7 S, A] DA ARG b AN R B3 . S G S0AE L R L &
A 2 B ROBE B H BRI AR EEEE L (LA PR B TERD VIR IR\ U b B R AT 4R i
P NI BT ) 57K CE PRI SRR R 00 2] BV D M VB P TRV R PR T E R 1
WS PR BL AT o 32 VR IR AT L 58 LIl s Joe B FH EL BB A 3R) s e /K UE K BRI S IR R « AT B
¥y (laminaran powder) ik B& 28 T R EY « 26 480 £ 0 W 7K L RO T2 IR I PR 15 H RE a2
B0 T TR B H YR R LRI A s R IR R H v R T RT T Sk A
SRR s 22 3 H SR R AL e R 1B s v A A R v L
B TS R R AR ER AN L e W B ) S AORS T AT L R ER £ VIR 3R L R
TV WA FFEL, AT LK il e A 5 1@ A A i i sl A i s IR A i AR
R AL Ay, LLESUZ 2 2 )

[0251] 44T A ALFRIBC 7 INF, AT LAASE AR S0P 1R 25 Pl 1 o S 91 A 455 i 28 00 LB Ve
AT EAAR ) 0 b VA R RO B RAR R R B ROk L B L SR
EREET S BATEE (laminaran) B JEAI L& B AR 2825,

[0252] =g FH AR SRIEC 7 I, W RAASE P A S 00 ) 5 At . SE AL 46 28 ST W] R
G R P e R I BB B H TR R

[0253] W] DAIE kW B 7 WR M 5 5 BRI 2 AR IR S, TR AR T B AR 2
BRTE FRNHE PR Y R (HPMC JIREE ) 2 ifiy i %% IR EE

[0254] LAk, 29920 -A )R] DL S 36 0] B3 B 51 5 B30 R AR L AR ) S5 5%

[0255] 7R Rk 2 20 25 0 [ 44 AR ISR 5 00, wT L B iE (— ok st
PO E TR ) A LU B /iR 873 (TR B8 AR AT ERAG AL I ) 2% < Bu] 7R P 25
pn (& B FISZWRMEET BLCDVEF FI G 24 25 s 1) i AR 7. Wk Pae P 55 ot B o) N7 IR WA e &5 s )
KB IEA TR 22 R A, QW T 5 500 i A3 o )« Y 300 WO e ) R
FNIEIE ) GRS (B X S8R m] DUFR BRI ) « ¢ TG R, AR 2 Rl T2,
AT LA H SR LA RS AL SRS R 7 e | e e i b S5 o TEIX 287 v, JEEAT
T R IERL I DGR, B A 2 2 Pl AR i3 ki i 2 S5 HEN SRR G R JG AE R S AL I s
8RRy R AR N CAEAT 18R . FERMT RS R G 00 T, Bk PR IR A A 5 2 Pk
[RGB R 3 > AR 5 TE GRS P& ks 73 I IV ARBEAT 38 M FEIE R J5, iR 75EL, @il
A8 FH & B 1) 077 B8CEL AT T B S IO B AT A (R R 3 4 DUAS B AT T 21 B AR Kb o BT
P 0 S A 0 PR IURE F A ) 2 R N AT T o DG T8 U7, T LN H 2 M5 i2:, il
A] LA H AT LA R T s KD T s P B IR s S S 1 U7 v o — ey, ] DAFE
FUAAT N AT T8, AT I R T8 R 00, Tk B2 T BL 0. 5m®/ 43 —50m’°/ 43
PIALE70-100°C [ E A SIRE N AT 10 0802 1 /. 85 B RRLEEAT 007, 28G5
BT AEAE R ALK T 28 8RO T 38 S5 S I, T F24E 0. 5m°/ 43 —50m’/
53 BIIE  70-100 °C i E N AR E 4 T 1T 1-6 /i o TR LA R s ol T
TR T DAAE K2 0-10 FEI LA BE T 70-100°C (R EWEE T AT 1-6 /Mo

[0256]  Lgnsth il & T SURE mT LU T 24 FH 8T A C1 IR 510 3808 o SR 75 2 0, ‘AT AT AR
MRl i HL 3k T TR EERURE AT LR A ), SRS AR TR

[0257] b i) 48 XA 25 ) 37 W A 455 o ) 245 P T A4 0 O ofil) 500 B ASE S DR A7 AR L P A
AR N KEW), IR LR IR W R 3 3T L AR (3 R IR s KAk
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(Cmax) ) ()24 HIE A4 IR I8 78 pHA. 5 K 30 4381 5 343 60 % B EE K IR¥ HH 28, F pH4. 5
T 60 4345 $45 70 % B 5E K HIES HU R, FIAE pHB. 0 F 60 234 5 3545 55 % 55 K I %
[0258]  WJLAHH LA T T34 At o — 2y T4 0 B <38 1 SR ARLT ok 59 77 320 5 R
SEWRME KA g R, FRAESRAA 4% AF T ik 3 R 7 T8, AR5 AR T . mT Ik,
W 38 i T TR IRORL O R BRI 2K AR5 R e TR R, T4 v H 2R B
BeeALC 110 24 FH [ 08 1 R3] Qs HE 3R AR e K2R S (Cmax) < 7E pH4. 5 K 30 7385 3115
60 % B S K %S HE 2, 7E pH4. 5 K 60 738 5 3RS 70 %6 BCE K I1I%s HE 2, FITE pH5. 0 K 60 43
B 5 $ AT 55 % B K I R o Gk e 2 s aT DLBR AR A 245 F [ 4R 1 R a7 P A 4 R 37
Wk P P 25 i B R] 7 Wk P K ) 65 s 0 ok 9 R - 72 g ) N7 IR AR 6 B R0 5 7o

[0259] AUk BH 29920 A4 AL B B 2R MR 45 5 B C. DL EL F AT G I 3E W] BLIE B
& TR YT 18 NAE I 5878 o —RieHb, Bl S7 WR eI 25 ) B Y. Ay S 25 A A KR 1-T0wt %,
B BN KZ) 1-30wt %

[0260] {51 4 m] LLE B A & B 254 4 A W 25 2 5 vEAE I8 1 24 S R G AR S L T A
AR BN CRAE = ERERL ) o 04 dE v 50 AU A B LR R )RR 5
(RITEOL T, K VIREE 25 o A3 ST I D0, SRR EIe g R D 301 2 ] 260 0 Bl 2 SR VR 5 10EAT
HEK N 25 245, BB I R TR BRI, I mT LA SREAT LN B2 P L B2 T BRI PN 25 24 7ERR R
HOLT, KBNS

[0261]  AJ BH 254 205 W) A 51 B PR e 8 B e T FH 2 L A % M R BB R L B R R
(097 EE PR R S 5, (HL — R SR] ST IR M e &5 v I 2R W] LA K29 0. 1-10mg/ 1k AT / Ko 1EAN
75 25 B TR N 12 A 3 VB L K20 1-100mg (1 FA] 37 WR AR &5 4 B, 5F HL A 1-30mg/ 5
TG & .

[0262] Ak B 25 A G0 BIAR e , RIS PE R B fitA7 I S A b AN PR A o
[0263] AN BH 259405 WA 80 B T TS5 FIG T A AR A 48 28 G i Aok A 23 R0, It
AT DA R 3657 FE A AN G G g [ (i 24 1 AR ) R AR o RRE R AN U R
SE RS AR [ 1 (I 29 MR B ) RS fi 20 0E | B A AR SE I A8 FERE B FE XU T S M R E
S0 A M ERORERE 1) SRR  RUARE P 2 0 0 456 ARG Pk PIATSRE PSSO IRE  AICBRCAE , i FC A1
ERBLEZ B ERS (ADHD) , BT 2R IR R PG « A 4 Ak PG AL 2 poh 2 20 PR « R 1E  Bidf
SiE (OCD) e AIR o 15 4 T B e it T T 245 ME S MK | 22 29 W IB B miparticlee SKIFFTIA
HRERG o

[0264] AT /7Y

[0265] (1) £F DMSO-dg A A TMS U5 'H-NMR g ik N FrvE

[0266]  (2) X ST EATHS

[0267] 1§ Rigaku Denki RAD-2B fi75{%, &8 FAFH Cu Ka IHAEE (35kV 20mA) 7E R
HAT M X SHEUR . 1° BUS 8420, 15mm Gk IR Bk 4% A0 38 R B 28 RN SRt
Hago 1620 EEPMEAT, BLb° /A HEHEE 7E 3% —40° FIYEH W LL 0. 02° (¥
FH K58 R R A

[0268]  (3) i@id KBr yEE IR SbLit,

[0269]  (4) E&E / EHDHT

[0270]  f§ [ Seiko SSC 5200 &l #70H TG/DTA 220 [F]20 Z= 44 / P = 72 B T 58 Il A
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B/ EZROHT. B 5-10mg F5E T HUOT RS, FFAE 20°C 200 CHIF AR T LA
5C / A mBAGEF . o - FALEEHER D R

[0271]  (5) Z R4 A

[0272]  {iiff] Seiko SSC 5200 5l 7THI DSC 220C %R BT S VER / /0
o # 5-10mg &ML E T4 A, HH4E 20°C —200° CRITHRE/ S R ELSC / 23 i
AN o - EAEEPR YD) R

[0273]  (6) RifZilE

[0274]  SFRIE 0. 1g PR TR 20ml 0. 5g K5 SRS AE I IE Cobeyas v b, 48 F ks B 4y
I Microtrack HRA, Microtrack Co.) MIERI1%.,

[0275]  (7) WA MRS 77 ¥4

[0276]  fERREH ( B4R 5em) PHEFIRREL 1g #h, A kimwipe 8 75 JF4E 60°C /100% RH¥h
55 (K /s ) AT RIS . 24 /NS, B PR B, e HL R 1) =R 2 3096 RE (&
BN IKE DRI G / TEA% ) ST, JCE 24 /I, FFil 1S Karl Fischer il
EREHIIK B &,

[0277]  (8) [l 44 “C-NMR St e v

[0278]  ZEHTT %A% T2 &l & C-NMR Ji

[0279] W2 AXAS :CMX-360 [f] A% NMR Y61 ( 1 Chemagnetic Inc. #ili& )

[0280] 1AM :SPARC Station 2( Hy SUN Microsystem, Inc. i )

[0281]1  0S, %4 :Solalis 1. 1.1 Rev.B (M FEiAr :UNIX), SpinsightVer. 2. 5

[0282] & k44 :CP/MAS VAT ¥ TOSS ¥ (TOSS 2R HIFETF4 ) o

[0283] & Mkih B fE <AE CP 454 AT 90° fikas

[0284]  JWEFEME :zirconia HliEHRE, SN2 N 7. 5mm, 1] N #EZEN 0. 8ml

[0285]  JiE#% :4250Hz ( FEFDIINERS )

[0286] il [A] : Imsec

[0287]  Z54%I)A] :20sec,

[0288] K% :512 K

[0289] Il LAE AR AN KL 25°C

[0290]  #MbR AFHH SRR FE (617, 3) 1ENIME,

[0201] DA AS FH 2 bl S Ttif51] o SEETiAs) A oot i) 28 FH I 7 S5 it 18] 58 A 1 4l RO R AR i B
[0292]  Z LUz ] 1

[0293]  #19.4g T-(4- 5T ) -3, 4- S MEIEEIA 16. 2g 1-(2,3- “&UZER) UREE 1
IR ERMBNEE T 140ml /K[ 8. 39g TR, IEAEBERE FIRHE 3 /Mo RNV JGAHNRS
Ve VIR I G . XS EE VS T 350ml 418 28, HAE RV T I 22 K4 210ml (17K
/ CBR PRI . Tk RS WA, FUEHUTIE NS . 60°C M348 14 /b
N33 20. 4g (74. 2% ) FHFTSZIR M,

[0204]  HRYE HASKH &K LR AT 191256/1990 Bk ) 773, H 450ml LEEE 455 LAk
132N 30g AP ZWRME, FEAE 80°C T I 1510 45 i T4 40 /NI 15 21 B S7WR eI 25 iy o 7 3
H29.4g(98.0% ) .

[0295] X 4 ] N7 WR M F &5 5 (KBS 5 (mp) b 140 °C, 5 H AR K H &1 L A 2 JIF
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191256/1990 JIT Ik [y [] 7. Wk M 5T 45 5 RO 5 mi— 3

[0296]  RFiX Mgl B AEBEE ARV 100% R Z 60°CHI T2 HUE 24 NS, 'EATTH)
IR 3.28% (W FER 1.

[0297]1  ZELsLjfaf] 2

[0208]  HR4iE 5 Y Jm H A — BHE 0 B HRIHT 4L 4E 7775, ¥ 6930g S LU sEitif) 1 433
(%) R ()= Py RELIT S IR e I A T 138 T+ SBEKE (K& & 20% ), B8 (2-3 /M) ¥
HAREE, ARG SR 2R 0C . HUTHEMSE MUk, 742 RZ) 7200g Bl SZIRMK G4 (I
Ao

[0299]  80°C F#f LA 153 B VR AT ST WR MK & 0 45 i T4 30 /N, 1531 64808 (93. 5% )
i KRR ST R PP 45 o IR BB RIS A (mp) 4 139.5°C, T Karl Fischer AIUE#IX Y
g se oK, KB & E(E 8 0. 03%

[0300]  pRFik Hb gl it AE BEE ARV 100% R 60°CHI T as b CE 24 /NI, 'EATTH)
WA 1.78% (WK 1) .

[0301]  ZELSZJfs] 3

[0302]  50°C T ¥ 820g 712 L SL 5] 2 Fh 45 21 VR 2 B) SR MEIK -G 48 2 /N IH 1 21
780g B SLWR MK A4 it o WA Karl Fischer vEiX4b4l i & BN 3.82%. 11E 6
Ji7n, R/ Z R HTR R PG LE 75. 0,123, 5 F11 140. 5°C. A4 RZK TP oG8R 70°C,
R AN AETE RE % 20 (mp)

[0303] il 7 Frow, LI A 5 1S B R ST R K A A X S AT ST G R A U AE
20 = 12.6° \15.1° .17.4° .18.2° (18.7° .24.8° F127.5° ,

[0304] XAt FA] SZWR MK S 400 () X SR AT S Ot 55 50 DY J A — 56 [ R G 2 B BRI 2
PEAL IR FA] ST R 7K A D X SR 26 S e i AR R

[0305]  Z:LLsijifsl] 4

[0306] il & 15mg U7 2 L Sjifs] 2 v A5 2 AR SRR I T 28 45 5 1) 51

[0307] KRl L WRMEET IR T B4 (525g) VFLBE (1,995g) « R KIEM (3508) FH&h MmET4E %
(350g) ALK IR T15E4% (Flow coater FLO-5, Bf FREUND INDUSTRIAL CO. LTD. il
i), AR 70°CIHEARIER 3m’/ A T AR IR & K4 3 /8. i1 HAEAH B 464
NGRS AT BRI AL, FFTE KA 1, 400 KSR A BNE IR . 75 80°C IR E
ARRUR T 15 0 8h. BT TIRBURAE S 4. 3% K. (7% :99% ). @i 710 m
R R R SR 3 % o

[0308] K&y Lwt % HIAE g R EE 0 21 73 e (R RBORL FHVR A, AR S X S8 o S ik 25 Fs 7 L
( FEd 2y Fe Bl 12HUK ;i KIKUSUT SEISAKUSHO CO. , LTD. i ), 13545 F T 95mg ¥
7l

[0309]  HR#EAE H A2 BRI /K B & 52 77 V5 TR 45 B 8 v (Karl-Fischer 2:) BUHL
EMEEIE R RIRK S &

[0310] /K E & METTIE -

[0311]  MEFARREUE S (0. 1-0. 5) (AEFFIRIME DL N, AEH 1 R ), IR A ZK 25 8- I A3
ERKE .

[0312] W EIE
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[0313]  Hzh/KH MW E 1L

[0314]  %U'5 .KF-06 ( ff MITSUBISHI CHEMICAL CORP. il )

[0315]  HHLEEIHEVE -

[0316]  HZhHUK & & lE X

[0317] %5 .AQ-7F ( H HIRANUMA SANGYO CO., LTD. i)

[0318]  HBIKZERINILS

[0319]  LE-205( i HIRANUMA SANGYO CO., LTD. fli& )

[0320] NPGEFE :165+10°C

[0321] RS K 150ml/ 43

[0322]  ZLLSZjfifs] 5

[0323] il 15mg £ 75 FAl ST WR PR TET 1) B 260 & it 1 57

[0324]  Hfu] S WRMEET ) B R 4h i (4, 500g) FLHE (17, 100g) « EKUEH: (3, 000g) FH4h i
YEE (3,0000) BEAFALE HIR T4 2% (NEW-MARUMERIZER 45 :NQ-500, F FUJT PAUDAL
CO. , LTD. #1135 ), F:4F FH 70°C HIBFR IR 3m®/ 4N I B ARAL VR & K& 3 4y b, 1 BLAE
FHIEN RS 25 A TRt LR 7 UEAT FREL AL, FEWE 5 K2 12, 0008 F2 A JE 4T 4E 2 /K A5 2
IR . 7F 85°C HIBE L NIRRT 28 438, anib A3 B TR L5 3. 8% 1)
K CEIES S EE] 4 7230058 ) o (773 :96% ) o #1850 wm [ 576 T 15 i ks 7y
%

[0325] Ky Lwt % HIAE g R B 0 21) 73 4 (R UKL JE VR, AR X S o fe fik 25 s 7 L
( e B s 5 L 12HUK < B KIKUSUT SEISAKUSHO CO. ,LTD. i ), 3343 & 95mg (K] }T
5l

[0326] MR AE H A2 B K & S i 7 v ik I 5 2% 2 7% (Karl-Fischer ¥5) B
R E VR E ORI K S B

[0327]  sEjfsl 1

[0328]  {FHIFESLATEERL (/NBEZE 2% ) BFBE 500. 3g 22 LS fe] 3 79 3 (KB 7R ME /K44
Shvmo 4 R HhIE I RN 12, 000rpm, M ZERHIER AN 1Trpm, HAEH 1. Omm A6
WEEETE 3 73BN e R 1931 474, 62(94. 9% ) FIISZIRMEK G4 A ¥ A o

[0320]  LLiXFi 77 AT RIS TR MK G40 A CKy R ) I3 RiAR R 20-25 wme AR E 45
s (mp) , BB WL BRI 70°C I AR i /K o

[0330] DL 153 B[ BT 2 WR MK A9 ACKH A ) BA 5K 2 Bzs () 'H-NMR Ol 3 25 A4
- AH [F] (% "H-NMR (DMSO-dg, T™MS) % 1%, H & #h, & /4 %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, 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

[0331] DL EARRIMIBISZIRMEK- SV ACB R ) B 5K 3 Fisiy X STt iia b
AHRI T X S e fiT S i . HARHL, BRI IEIEAE 20 = 12.6° (15.4° (17.3° (18.0° |
18.6° 122.5° H124.8° o XAPEIZEE T Jros KIABEEE BTS2 IR MEK S X 5 SefiThy
JCIEAN A o
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[0332] DL EFEBIRIBT S IRMEK S0 ACR AR ) B LE IR(KBr) i 2951.2822.1692.
157714471378, 1187.963 Fll 784cm " AbHILT AR Wit 1 .

[0333] G 1 frow, LA EASBIIBT SEWR MK -S4 A CR AR ) 2R3 B AT 15 71, 3°C AR 1)
FHUEFIAE 60—120°C 2 [B] [ Fa W AR OWLER BRI F— AN K FINEE R ) — I BAFE T
A B T B] ST R e K S R F it 2k (2 WL 6) .

[0334] S AR 2

[0335]  100°C Tl FHRE AT B 450 SEitife] 1 45 2 BTS2k MK S ACK R ) T
B 24 /NI 4278 (P73 98, 7% ) ] ST R M T 45 i B

[0336] X LA N7 WR MR 25 6 B K145 A (mp) 24 139. 7°C

[0337] DL A3 3[BT S WR MeRT 45 0 B HAT 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, 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) F1 10. 00ppm (s, 1H) »

[0338] DL F-45 2 IR S7WR LT 45 B B 518 5 B ) X ST 2Tl A BAH RN X
SHERTE OIS . HARM, B EIELE 260 = 11.0° (16.6° .19.3° .20.3° F122.1° .
[0339] DA b 45 2 (%) Bi] 37 Wi M fiF 2 i B B 2% U 7E TR(KBr) JEiE i 2945.2812.,1678,
16271448, 1377.1173.960 Fl 779cm " AbHILT AR Wi+

[0340] LA F-45 3 {1 Fa] 57 Wk P &5 it B AEFAE 5/ 25 FA0r BT b I IR e 23 K249 141, 5°C .
[0341] DL A5 2 R SZWR PR 45 i B A5 Z2 7 d1 4 B A2 T IR g B K24 140. 7°C
[0342] B[ 214 L1 75 3 (1B S7 R ML T 45 & B 76 B eV 100 % IR 60°C T 4525 it
B 24 NI, EATREHE R AL 0. 4% (IR ) .

[0343] SR 3

[0344] 7 100°CHA TS R 44. 29kg SEJA) 1 15 2B L IRMEK S A (R ) T
FEINFA 18 /NET, ARG AE 120°C R INFA 3 /IS P24 42, 46kg ( P22 99. 3% ) B 37 IR A &5 i
B,

[0345]  Fr{SIRIRA] ST R PP 25 i B (R B AL A7 PR e b SIS 2 453 30 PR ] 37 Wk PR T 45 o B
(R ERAY A7 PR BEAH ] o

[0346]  LLIXAh 7 275 3 (B 370k W T 45 & B BIAS 76 3% 2 R 100 % JELEE 60°C [T 1o
HCE 24 /NEFRS, R E A KT 0.4% (LR 1)

[0347]  SLjiafy] 4

[0348]  100°C T K 40. 67kg 7ESEHtf] 1 15 RIS IR MoK G9 ACR A ) T4 n#4 18
NI, ARG T 120°C R Ind 3 /I A= 38, 95kg (775 99. 6% ) Bl SR MR 45 5 B

[0340] P ASIKIRAI ST R PP 25 b B (R B AR 27 PR e b S TG 2 453 30 R ) A7 WR P T 45 s B
(R PRAY 7 PR BEAH ] o

[0350]  LLIX by 245 3 () B] 37 0R W T 45 i B BIAS 78 3% 2 R 100 % JJELEE 60°C ) T4 2%
R 24 /NEPRS, IR AR T 0.4% (WFER 1D

[0351]  SEJifif4] 510 FH T+ W] 33 5 Bl 1 RS VI 77 (EAS [ A4 5 & 15 7 5 BR O e AT o
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InFE L B K-S ASE K-G-8 A T .

[0352]  =Zjiifsl 5

[0353]  100°C N H 5 SEHtif] 2 AH [R]85 V244 76 2 B S iAs) 1 A 45 210 IR 1A o 37 Wik s
P 45 d A 50 ZNEF o BT A RIS R MR 465 B IR A BEAL 25 PR e 5 S8 2 ] 7 R M
gh i B Bk 2E TR R IR AR EAHIA]

[0354]  LLIX Ay A5 2 (1B S7 Wk e B 45 i B RIS 7E B WA 100 % WIELRE 60°C T8 4%
HCE 24 NI, R EEAKR T 0.4% (IR D .

[0355]  SLjiafs] 6

[0356]  120°C A H 5 SEHtf 2 AH R B 7 2 76 2 Le S g 1 A 45 210 it W 1 o] 7 Wik e
P 25 0 N4 3 /NI o BITAS (K BRI 7R MR 5 G B () R AL A7 1 R B ST AA) 2 ()] ST IR M e 5
ib B AL A M RR R A EAHIA]

[0357]  LLIXFp77 A5 2 (1R S7 0K M B 45 b B BT 7R B8 W T 100 % WIELAE 60 °C 5248
HHCE 24 /NPT, IR AR F 0.4% (WLFE D

[0358]  “Sjiifs] 7

[0359]  100°C A H] 5 5Lt 2 AH R B 77 244 76 2 Lo S Ag) 2 A 45 210 kg W 1A o] 7 Wik s
P 25 Gl N FA 50 /NINF o BTSRRI SZ IR 45 i B IR AP AL A7 1tk R S S A 2 ()R] 7. A
i B AL SRR A FAHIA]

[0360]  LLiX A7 2453 2 (1R 370K M T 45 b B BT 7R B8 W E 100 % IR 60 °C 248
HRCE 24 /DI, LR AR F 0.4% (W D

[0361]  SLjiafy] 8

[0362]  120°C ~AEH] 55 SEtf] 2 AH [R5 77 V2544 76 2 B S As) 2 A 45 210 W 1 o 37 Wik s
BT &5 IR 3 /B o FITAS RO SR MR IET 45 5 B (K BEAL 25 ME B8 55 S 191 2 FRUBRT 37 IR WA I 45
in B IR A E MR R AR EAHIA]

[0363]  LIixX Fh 7 2043 2 AR SZ IR M 25 4 B RIS 7E e W FE 100 % iR 60°C T 25
HCE 24 NI, R EHEAKR T 0.4% (IR D .

[0364]  SLjitaf] 9

[0365]  100°C A 5 SE ] 2 AH R 1) 7 2 76 2 Lo S g 3 A 45 210 1t W 14 5] 7 Wik e
P 25 G N FA 50 ZNINF o BT 4SRRI SZ R M 45 i B IR B A A R R S S A 2 ()] ST R A
ghm B B 2 PERESE A FAHIA]

[0366]  LLIX 7 XA 2 (1B 370K M B 25 b B BT 7R B8 W T 100 % WIELAE 60 °C 248
HHCE 24 /DEPET, IR A K F 0.4% (WLFE D

[0367]  SLjfifsl] 10

[0368]  120°C A H] 5 5Lt 2 AH R B 77 244 76 2 Lo S g 3 A 45 21 kg Wi 1A o] 7 Wik e
P 25 it N4 3 /NI o BITAS (K BRI 7R MR 5 B (R BE AL 27 1t R B S TAA) 2 ()R] ST R M e 55
be B A3 A M Re R A EAHIA]

[0369]  LLiX A7 XA 2 (1B 370K M I 45 b B BT 7E B8 W E 100 % WIELAE 60 °C T4 4%
HRCE 24 /DR, LR AR F 0.4% (WFE D

[0370]  SEjiids] L1 (B SZWRMEET ) C B9 &5 b 1 il 45 )

[0371]  #ERZ) 145°C (£3°C) FIALES LLSLHER] 2 H1F 2 100 2 5 Bl 2R MEEF iR T

25




CN 101792415 A WO B 23/37 T

BZh gl AERXAE DL SR — H &5 A F R g IS . LS, 1931 100mg (7736 .
100% ) B[ SZWRMEETY) C TG i o XS5 i IS 1A 150°C o 245 ahoA Ltk i e .

[0372] DL A5 2B 2R T ) C B 4 b AT 518 8 s v &2 / Z 3t (i
WA HC /5y ) WA Z AR FAHF WA Ze . BAkHL, & 2R A i 26 K 4 78
150. 2°C,

[0373] L1 b A5 2] f9 i) N7 W AR T 1) C R4 &85\ 3R I HE 5 1 9 BT 1) "H-NMR Dl 3% (DMSO—dig,
TMS) FEA EAHFIR H-NVR J6i% (DMSO-dg, T™MS) o FLAAHE, ‘& B MEUELE 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, J = 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) F 10. 00ppm (s, 1H) o

[0374] DL 15 20 (1) ] 57 Wk Me e 1) C B9 45 i HoA 5 18] 10 Fios ) X B 26T ot 2648
AHTEN Y X 5 Zefim ol . Bk, ERRFEIEAE 20 = 12.6° (13.7° (15.4° (18.1°
19.0° .20.6° .23.5° F126.4° .

[0375] DL EAFRIMIB SR M ) C B4 i B S5 11 s i) IR (KBr) i A< FAH ]
(¥ IR (KBr) Jtith. H A, & HIRA R4S 7 £E 293928041680, 1375 Fl1 780cm '

[0376] DL b5 IR SRR C B 4h i3RI HH 5 1 12 B (9 ] 44 PC-NMR Sl i A%
AR A PC-NMR DG . HRHE, ‘B RRFIEIECE 32. 8ppm.60. 8ppm. 74. 9ppm. 104. 9ppm.
152. 2ppm. 159. 9ppm A 175. 2ppm.

[0377]  MRYE FiRGER / Z T (N :5°C / 73 ) BRI Z R X ST ATH Otk
(R , UE S B SZ IR M ) C 2R &5 BRI TP

[0378] 4L LA 2RI R] LR MR IR C &5 70 4% A e IR 2 100 % WiLFE 60 °C 5
A CE 24 NI, HRR AR T 0.4% (VRR Do

[0379]  SiZjids] 12 ( K] SZWRMEET ) D 29 &5 & 1 45 )

[0380]  7F 200ml FAZRAR I Z:LLSEHtis) 2 15 2 (R 7 WRMEET IR T B 45 0, FF7E 74°CF
PR . CEFAGIRSE A UUE, B FIRERIA N 2 7°C, ik s IR U 45 & o R 45 iR
TLIAE3) 17. 9g (772 :89. 5% ) Bu SZWRMEET ) D B 4E .

[0381] DL EAFRIMIBH S URMEPF ) D B4 i B 5K 13 PosdhvE & / ZR a8 Cnk
W 5C /) PRI ZR IR A EAHRI At £ . BLAARHL, & R AU AE K4y 136.8°C
FIKZ) 141.6°

[0382] DL 15 BRI 7 WRMERF 1) D A2 4f i R I 5 1 14 FTzs i) 'H-NMR Y63 (DMSO-ds,
TMS) FEA_FAHFI "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, 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, 1),
7.11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) F 10. 00ppm (s, 1H) o

[0383] LA A3 SZWRMERET K D 8 g i BT 5 K] 15 B 9 X SR g e 4 A
[ () X S 2R AT S e o HARHE, EIRFEIEAE20 =8.7° (11.6° (16.3° (17.7° (18.6° .
20.3° .23.4° F125.0° ,
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[0384] DL EA3E KR ST WRMEET () D B2 B 518 16 Fros i) IR (KBr) JGif e As FAH[A
[ IR il HARHL, & BRHAEE LSRRGS 7 £E 294616811375, 12731175 F 862cm s
[0385] DL 15 2[R0 32 R MR 1 D A48 3R I8 tH 5 18 17 o (9 ] 44 PC-NMR Sl i R A%
AR E R PC-NMR D6il . HARHE, B R HEIELE 32. 1ppm.62. 2ppm.66. 6ppm. 104. 1ppm.
152. 4ppm. 158. 5ppm FM1 174. 1ppm.

[0386]  HR#E LIAME &/ ZEHAHT (INAGHES :5°C /4 ) BN 2 RN X S ER AT i e
(RIECR 5 E S ] 7 Wk MR f D 7R 68 G (R T ol o

[0387] 4 LA 15 2 (1) B S7WR MEET IK) D Y 25 5 78 4 1 VR 2 100 % Vi FE 60 °C 1T
AR 24 NI, R AR T 0.4% (WK Do

[0388]  SJififs] 13 ( Rl ST WRMRET [ D 745 S Ik il % )

[0389] K 1, 200 52 LS tifsl] 2 A 43 2 (I B ST R AT 1) T 8045 i T 18 T AR I .
W RS A IR 40°C, RN 36g 7ESEHE] 12 H 15 B 1R ST IR ) D B gf i AR N
Al ARG RA EI R 10°C, FFERE . I IECEEVTIE M4 df, T 60°C R 115 18 /N A3 3
1,073g (=34 :86. 8% ) B SZWRMEEF) D B4 df (20 :100% ) o BR&S oA SRR,
[0390] LA EA3EI R SZRMEEF () D B2k B 51 13 sl & / =08 Ol
WA 5C /) WA EAR R A i 2. BARHE, & 1 S 7E K4 136. 8°C
FIKZ 141.6° &

[0391] DL b1 BB S DR MR ) D A2 4 it R IR HH 5 1 14 Frzs i) 'H-NMR 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+DMSO0) , 2. 7S8ppm (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, ] = 2.4Hz,1H),7. 04ppm(d, J = 8. 1Hz, 1H),
7.11-7. 17ppm(m, 1H) , 7. 28=7. 32ppm (m, 2H) F1 10. 00ppm (s, 1H) »

[0392] LA AR L R M ) D A i B 5 B 15 P 19 X SRR Gig 4% FAH
7] ) X S R AT SR i o B, C RO IEISAE2 0 =8.7° (11.6° .16.3° (17.7° .18.6° .
20.3° .23.4° F125.0° ,

[0393] LA EA3 R R SZWRMERF ) D 2k i R 518 16 s i) IR (KBr) Jeif A% FAH[A
(1) IR il ELARHL, & BURFAE LD MR S 7 £ 294616811375, 1273, 1175 Fl 862cm s
[03941 DL b-15 SI[FRT 2 WR MR (1) D A48 I HH 5 1 17 BT (9 [ 44 PC-NMR Sl i A%
AR E A PC-NUR S . HRHL, & FIRFIEIELE 32. 1ppm.62. 2ppm.66. 6ppm. 104. 1ppm.
152. 4ppm. 158. 5ppm A 174. 1ppm.

[0395]  Hi¥ HIRIE &/ 2R OINAGEE :5°C /4 ) BRI Ze R X S ER AT I e
(RIEAR 5 11E S FAT 7R MR 1 D 780 48 G (9 T it o

[0396] LA 15 2 (RIR N7 R MEET IR D 45 70 £ AR T TR 2 100 % WiRLEE 60 °C 8
A TRCE 24 I, R HEAK T 0.4% (WK Do

[0397]  SEjtafsl] 14 ( B STWRMEET I B 7R 45 Sh 1l 4% )

[0398] {4 40 v 7E 2 b S A7) 2 15 21 1 ] 7 R e P ) T 28 45 s T 1000m] i, FFAE80°C
Thn#e KZ 10 238h I 2SI ENE T0°C, A8 FLAE IR T AR K4 30 2 Bh AT
VESR . ARG SRR 8 T & 75°C, JRE R Er MR 1 N TS AR K. R
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JEAE 4 /NI KA EI 2 10°C, FR ik SRR DTE M 45 &l o B b 79 2 1) &5 AT 1 4
1330 37. 28g (774 :93. 2% ) FISZWRMEETFY E BYZE (2R 100% ) o IXEEEE 1 sl
145°C, H&5dn A L EEHIR.

[0399] %] 7 WR M (1) E A 45 5 B 5 1] 18 iR AT & / Z 8T (vl % :5°C /
a5 ) [P A FAR R WAt 2 o HLARHE, & W IBg e K2 146.5°

[0400] DL b-15 EIfKIBT 2R MR (1) B A2 45 R0 5 1 19 Frzs il 'H-NVR Y63 (DMSO-ds,
TMS) ZE A AH [H] () H-NMR 6 3% (DMSO—dg, T™MS) o HAKME, & 1) 4 fEW§ £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+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, | = 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

[0401] DL RS R R R 7 WRMERT ) E AU 45 5 B 51 20 s 19 X 4Ty il A BAH
A () X G 2T B e o BARHE, CRRFEIEE 20 =8.0° (13.7° (14.6° (17.6° .22.5°
F24.0°

[0402] DL A5 3 BB 7 WR M ) E R 25 i B 5 1 21 Bros i IR(KBr) St 2 AC EAH
ALY IR St HARHE, & I REAE 1 20 4 W i 17 75 2943.2817,1686,1377,1202,969 Fi
T74cm’,

[0403]  Hi¥ HIRIE &/ 2R OINAGESE :5°C /4 ) BRI Ze R X S ER AT i e
(R, E SRR 7R MR 1 E 7R 48 G (T 1l o

[0404] 4L b5 2R ST R MEET IR B B 45 70 4 AR e TR 2 100 % WIS 60 °C 8
PR 24 NI, R AR T 0.4% (WFER D o

[0405]  SEjids] 15 (Bl S7WRPEET IR F R0 4f it 1 il 4% )

[0406] % 140 FiAESLL S 2 A7 B R 7R MR (1) T 45 it B VF AE 980m1 TRl I-7F
PUFE N RREEIAIAL 7. 5 /NI o ARG, ZEINANAR AT N ik S8R VE I, A EIR TR 2 2 H 46 X
T 16 /B, 1531 86. 19g ( 773 :61.6% ) P SEWRMEET ) F BI85, (41 :100% ). Sidih
TR R

[0407] PRI SZWRMERT ) F RS GE 5 B 5 22 FosE B / #3800 CIn#udE = 5°C /
75 ) WA 28R EAR R IR A2k . HARHE, & R E KL 137. 5°CHIKZ) 149. 8°C Ak
[T IE

[0408] DL 15 BRI 7 WRMERF (1) F A2 4f i R0 HH 5 1 23 FTas i) 'H-NVR Y63 (DMSO-ds,
TMS) J=4% FAHIFIE "H-NMR Y63 (DMSO-dg, T™MS) » EL4AHE, & [FIRFFEIELZE 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,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

[0400] DA RASEI R SZWRMEET ) F Y45 5 B 518 24 s B9 X ST i A BAH
5] 1) X S R AT SR i o ELURHE, & OF IR AE 20 = 11.3° (13.3° .15.4° .22.8° .25.2°
1 26.9°

[0410] DA RASHN KR SZWRMEET () F A2 5 B 518 25 Fros i) IR (KBr) JGilBeAs b AH[A]
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(1) IR(KBr) Jtif. HARHL, & R AEPE LA MR OS5 7E 2940,2815,1679,1383,1273,1177,
1035.963 A1 790cm ',

[0411]  MRARAER / 280N (INFGERR 5°C /43 ) Bl 26T X 5 2o AT S 61 2L
Pii, UE ST B 7 R MR (1) F 2 &5 i

[0412] 4 LL F A5 2 1B S7WR MEET ) F Y 25 5 78 411 e VR & 100 % il 60 °C 1T
FBCE 24 ANEFI, R EA KT 0.4% (WLFE 1D

[0413] % 1

[0414]
E BREEE (%) 24 /PETERNEEE (%)
Z LSt 1 0. 04 3.28
Z L SE i) 2 0. 04 1.78
SE i) 2 0.04 0.04
L) 3 0. 02 0. 02
SE ) 4 0. 02 0. 02
St 5 0.04 0.04
St 6 0.04 0.04
Lt 7 0.04 0.03
St 8 0. 04 0.03
SE ] 9 0.03 0.01
St 10 0.05 0.05
Stif 11 0.03 0.03
St 12 0.04 0.03
St 13 0.04 0.03
Stife] 14 0. 06 0. 09
St 15 0.04 0.04

[0415]  =Zjiifs 16

[0416]  a) KELES LLSLHtEfs) 2 HH A5 2 RS2 IR MR ) T T 25 (10g) SAANFMNRE (H

12 :80mm) , F M E KLY 170°C LL5E RIS o VA EN IS A VR AN , ‘e U [] Be Pat v iy K 46
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0, WATEAN R B PR [ A4, 43 21 9. 8g (7738 :98% ) XIRRRFAI LR MERT o FIT43 R 3Rk
PR A AR X 5 Sk AR E i A W B s (2RI 3D .

[0417]  HRHEIE 30 FrosiIE R / ZZ3r i CINFAE A :5°C / 738 ) , WS 3 [ 370k M
(1) B 284 2 (5 R TSGR I 7E 86. 5°C o T ] SR ISP 1) B 280 &5 i H T 051 W 8¢ 81 W e 7 K
21 140.1°C,

[0418]  b) IS 16-a) HH 43 2 R I IR N7 W M 25 N 235 P 5 s R AE 250 T CE:
K216 A B, 13 2B IR A2 i (R FT ST R R 1 G Y2 5 (258, 725 :100% ) .
P05 :138-139°C.

[0419] PRI SZWRMERT I G B4 b B 58 26 FTosE B / #3800 (InfudE = 5°C /
g3 ) [RIWAR ZeIEAS FAH R F it 2k o 50 Bk, ‘B HA 7R R 141, 0°C R FAEE TR
2y 122. T°CIJECRE

[0420] DL b5 BB ST WRMERT 1) G A2 4 i R0 HH 5 1 27 Fras i) 'H-NVR Y63 (DMSO-ds,
TMS) J=4% FAHIFIE) "H-NMR 63 (DMSO-dg, T™MS) » EL4AHE, & [FIRFFEIELE 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,1H),7. 04ppm(d, ] = 8. 1Hz, 1H),
7.11-7. 17ppm (m, 1H) , 7. 28-7. 32ppm (m, 2H) F 10. 00ppm (s, 1H) .

[0421] DL 1145 20 (1) ] 57 WR e 1) G 28 45 b HoA 55 18] 28 Fros ) X B 2T St 264 |
AHRIEY X S e fiT S il . HoARML, B RIRA IR AE 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° ,

[0422] DL EAS RIS SZWRMEEF ) G 2445 b B 51K 29 s i) IR (KBr) St ikAc FAH ]
(1) IR (KBr) Jtif. HARHL, & RIE 2 AL AMR S5 7E 2942,2813.,1670,1625,1377,1195,
25 962 f1 787cm ',

[0423] SCHEm) 17

[0424] &) ]2 H T FHR T 30mg £ 7 ] 7 Wk M 1R B 23 25 & 1) SRR

[0425] % FA] SR PSP ) B AR 45 (1, 500g)  FLBE (5, 7008) K KiE ks (1, 000g) FE, i
e (1,000g) B AMALIR HlR T %5 (FlowCoater Model FLOSM ;Hi FROINT SANGYO
KABUSHIKT KATSHA #ili% ) , 3487 F 60°C (I3 S IR 3—4m’/ 7 IR AL TR & K4 3 7
Bho 1 HAEA R ) 44T N B3 ki s BEAT SR 2R AL, JFmE 28 K2 4, 000g 5% FRTAFE 41 4
FRKEEATENR IR . 7E 85°C I IF IR N R T4 20 730 Bh o PTARIRTH ki (0 2
3. 8% /K. (HRHEZLLSZHER] 4 W VEIE )

[0426]  b) 8 FHAFEEHL (FIORE F-0 :TOKUJU CORPORATION i ) 475 SEitifs] 17-a) 153
B TFEPR (dkg) 73 o

[0427] 43 RIVPTRL (3ke) BEATUALIR TR T4 4% (Flow Coater ModelFLOSM ;FREUND
INDUSTRIAL CO. , LTD. #Ji& ), FF7EHAHH 85°C RSB AT 2m’/ 73 BT I AL IR &
252 /NN, TSR ETRAL 2 3. 6% /K (KRR Z:EL L) 4 (77 3EI5E )

[0428] A4 Ky Lwt % HIAE g R EE 0 21 73 4 (R RORE IRV, PR X S ok fe ik 25 i 7 L
(s B F B B, 845 VIRGO : f KIKUSUT SEISAKUSHOCO. , LTD. #ili% ), 1334 /i & 190mg
Pl
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[0420]  ¢) HAESLHMT] 17-a) TR TERUR (3ke) BB TS (PR THEAS
A4S VG650 KIKUSUT SETISAKUSHO CO.,LTD. i), I-7E 70°C IR EREMETE N 546
(IR T4 1 /e o e fS B TR AL B 3. 1% K (S LEsSEiEe) 4 7750052 )
TR BRI 850 wm YT BEAT 23 2% o

[0430]  KF K2y Twt % (1) RE IR R 0 380 43 9 BRI RORE IR, SR 5 R i LU SRz $& AL 25 Hs 7 Bl
(Jet 8 Fy I ML, 45 VIRGO - g KIKUSUT SETSAKUSHOCO. , LTD. i ) , 3343 F # 190mg
il

[0431]  SZjEf] 18

[0432] &) |45 30mg ELET B 2 WK MEET 1Y) B 20 &5 i 1) 7 71

[0433] [ SZWRMERT (B 4505 ) (4, 500g) VFLBE (17, 100g) « B KIEH (3, 000g) FlZh i 4F
Y2% (3, 000g) HENIALIR IR T 52 (NEW-MARUMERT ZER %45 :NQ-500, FUJT PAUDAL CO. ,
LTD. 3% ), 348 70°C RIS E R 10—-15m”/ 43 ISR R AL IR A X St i i 4y K4 3
Gy8he M HAEAH R4 T 28 b e 73 AT R sk, Wi 5 K2 12,0008 5% A 2k
LT R KIS AT BRSO o 76 85°C IR N B URE 182 30 7 Bhe T A3 I T iuk:
B 3. 6% K. CRIES LM 4 W rkle ) o (775 :96% ) » [FHMFEENL (FTORE
F-0 :TOKUJUCORPORATTON #li& ) F Tk (4kg) 734K

[0434] 4 Ky Lwt % HIAE g R BE 0 21 73 G (R UKL FHVR 5, AR S X S8 o fe ik 25 s 7 L
(Jig 8 7 B ML, L5 VIRGO -y KIKUSUT SEISAKUSHOCO. , LTD. il ) , 1534 A & 190mg
iopawil e

[0435]  b) KAL) 18—a) TP1F BN Fr 37 (Bke) R AEMT2% (AQUACOATER AQC—48T,
FREUND INDUSTRIAL CO., LTD. #lif ), 7-4E 90°C SRR 2m’/ Zr A R T4 6 /)
o BT ITERBUR RS 3. 3% K (S LLsEif] 4 7y E ) o

[0436] ) FAESLH] 18-a) RN THE A H] (3ke) PN TS (A ER T4
#%, VG50 :KIKUSUT SEISAKUSHO CO., LTD. iili& ), J4F 80°C I &l EH S E K 5 46
IR T4 4 /i o Wb 78 B TR AL & 2. T% K (S LSl 4 77530052 ) .
TR Bk 3 i 850 1 m I T EAT 4 2% o

[0437]  SCjitafy] 19

[0438] o) I TSLHEH] 18-a) HJ72, 152 (S AES LSt 2 F43 201k
SEWRMERF ) T B4 4 ) , & v 190mg,

[0439]  b) dHIFIALT 18-b) W7 iZETHE ), B TR A 100°CH-F4 1 /M.
[0440] ) JEIEIRALT S0 18-b) W7 iET1 ), B TSR 100°CHF4: 3 /)
I

[0441]  SLjiafy] 20

[0442]  TEESRALTSEH) 18-a) (K77 15T B HF v B 190me A 5 Bu] 37 W MEFE (1) C B &5 & 11
Jr il

[0443]  SLjiafy] 21

[0444]  TE G SRARLTSEH) 18-a) () 7715E4F B A: 7 B 190me A 5 Bu] 37K MEJEF (1) D 28 &5 & (1)
Jrll

[0445]  SLjiaf] 22
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[0446] &) G7EZ LU ST 3 15 2 (KT SZUR MK 540 45 ey (156g)  FLBE (5708) « KK TE
¥y (100g) FI&5 AT 4EZ (100g) FEAWALIK TR T35 (NEW-MARUMERIZER, NQ-160 :FUJI
POWDAL CO. , LTD. #llid& ), F4# A 60°C R <A 1. 0-1. 5m’/ 43 I AN 400rpm 4 5 ff
R AR IR G IR e R Bl oy K40 3 73 Bh T HLAEAR IR I 241 1 B ad ks il 3 18R4T Rt
Ak, FFmi 55 K20 5008 4 % FR N ZEET4E 22 /K B VA BINR IR . F kRS T+ 2 5 85°C,
HHEER WIS E] 46°C . P31 TRk I8 850 v m R 70 . T HRMvki A &
4.37%7K ( HZ LSRR 4 I 7EM5E ) o

[0447]  b) WS HEfs] 22—a) H 453 B HTFERRURL (200g) AWK T HR4s ( £ i, MP-01 :
POWREX CORPORATTON fili% ) , Jf-7E 85°C [y HLE 0. 5m’/ 4 I AL F 08 2 /i F
PR ERUREAL & 3. 50 % /K ( HZ LS 4 17730058 ) o

[0448] ) W SEjtifs] 22-a) PSR ENURE (100g) BN TELS (GRS
LCV-232 :TABAT CO., LTD. #i& ), F7E 80°CHE KLy 760mmHg 25 N T8 2 /i,
PR VRURLE— P ST 6 /N TRk AL 3. 17% K (T8 2 /b s HZ L
SCHEE] 4 BRI E ) o B DR AL 2. 88% 7K (PRI 6 /B s LS
] 4 W J7EEE ) .

[0449]  d) ¥ K%Yy Lwt % AR ARER BN 2 73 G A5 STt ) 22-b) A3 BRIk RS, 28
Ja R X SR A RN P R4 B AL (%6 5 v R v L 2B 5 < |5 KIKUSUT SEISAKUSHO CO. ,
LTD. #ili& ), 7 HALE A, 15257 5 191mg 1 5.

[0450]  e) ¥ KZY Lwt % WIAE ARIR BN 21 73 G5 STt 22-¢) A BIRRTR RS, 28
Ja ¥ X R A RN PR Ak 2s e R AL (ed% B8 v R AL 2B 5« i KIKUSUT  SEISAKUSHO CO. ,
LTD. #ili& ), - H b EsALE A, 152047 5 191mg 1 5.

[0451]  ¥5HHAL

[0452] K Aif [HI 1 1 ) 245 FH [ 4 0 AR st 350 160 A — v 23 AR 25°C /60% RH T #54E 6 4>
H,40°C /75% RH R 1 J&, 28 Ja il ik LR e eI Es R . TE8 R 5 60 73213 211
BRI 2 03 iR . 60 708 g 3, A T 40°C /75 % RH BT 2511 T I8CE 2 JA
[R5, ansk 4 F1 5 o 60 73805 IS U2, A T 40°C /75 % RH IO 41 T I8CE. 1
JA ), WEK 6 s . EEIIRAL :USP

[0453]  #AY5 :NTR-6100 (TOYAMA SANGYG CO., LTD. #Hii& )

[0454]  #Y5 .DT-610 (JASCO CORPORATION i )

[0455] @) 15mg v 7l IS RS 7 v

[0456]  HRYE USP ( SEEZ5HL ) (7 :2) 5, 81 900ml L8 (pHb. 0) (7 1) 1k
AR, FFLL 100rpm FEfs kMR —A 7 (7 15mg B— PRl SZ IR M BOK E4)
[0457] AR RES TR )T 10 708,20 434030 73 Bh .45 4340 60 438073 A5 2 I i 7 fir
4k T10. T20. T30, T45 F1 T60.

[0458] Y55 I, A5 HAFREUK L) 0. 05g B 7 WR MEFRUERE S, B HIE T 21 (95% ) LLHI4%
FEFARY 50m] ZEEVTR . FEFAREL 1 (20)ml 3 ZEETE, JEAE IO 0. 01mol/ A S
WAV (7 =3) K5fhile% 1000m] BRI

[0459]  fi ] B AT A 10-20 wm AR08 AL R0 ok 308 488 o 00 a0 AR ¥ ¥ B 4 il ik 5 9
Ja I T I N e st (AR 10mm) 143 60 FE T, 52 249nm AS AL 10 56 23 1
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325nm YK AR IROEEE, FFIE 4> BIFR A At10. At20, At30. At45. At60 Fil As (IR OLZ 2 |A)
(1225 o

[0460]  JM5E Ji5, HF T10.T20. T30 Fl T45 WK 43 Al MR A 25 4% o 1 B, XFHE 5 4 F i
(R A T AL 4

[o461] X T 8 7 & 10 B] 37 DR M 1) %% H 23R (% ) = Bl o7 Wik M b o FF 5 1 30 &
(mg) XAt XAsX9/5X20/C

[o462]  Horp .

[0463] At :At10.At20.At30.At45 BY At60

[0464]  As IR

[0465]  C :¥g7n &R DKM (mg)

[o466]  (3F :1) /K INF] 1. 97g L& (100) F19. 15g LEHI —/KG UL 1000m] i
(0. Imo1/1)

[o467] (7 :2) 3%

[0468] (& :3) # KN 100ml 0. lmol/1 &R (3F :4) LAHI4S 1000m] W -

[0469]  (F :4) H/KINF 0. 9ml S FMR LA £ 1000m] %5

[0470]  b) 30mg Jv 7l A1 HH RS 7 V%

[0471]  Hi#w USP (e 258 ) (7 :6) MIJ732, 8 900ml L2y (pHA. 5) (¥ :5) {E
AR, I L 75rpm JiE 5 R R A — A 24 18 4 1 ARl 50— A i) (A2 30mg B Fif
B 7R M SRS ) o

[0472]  HAERE TGS 10 208020 438130 43045 43801 60 42843 M43 3 i IR A
424 T10. T20. T30, T45 1 160,

[0473] Y551, KSHAFREUK L) 0. 05g B S7URMEFRUERE S, B HIE T 21 (95% ) LLHI4%
FEHA) 50m] ZEEVATR . FSHREL -+ (20)ml 2B, FFEE A 0. 0lmol/ FHE AR
AN (7 =7) K5I 1000m] ARAER IR .

[0474] AT HABHAER 10-20 wm FI5LFL 1 Ik 58 2545 D035 R0 bR HE 7 8 43 A ek 98, 2R 5
BRI S I N 2235 sh (A 10mm) ()43 Y66 B, 5E 249nm 357 K AL WO %
F1 325nm Y AL IR GER, 13X B8 5 2 TR 22 7 23 SRRk At10.At20.At30.At45.At60
F Aso

[0475]  FEINEZ )T, 73 B IRIE T10.T20. T30 F11 T45 M ENRE 2545 . 1 H, R 3HE 54
FE A IRV EAT AL 7 7

[o476] ¢ T 48 52 & 1Y Bl 37 Wk M 1 %5 B 3 (% ) = [l 37 Uik M bR VB FF 5 2k &
(mg) XAt XAsX9/5X20/C

[0477]  HA, At :At10.At20. At30.At45 B At60

[0478]  As :FRUEETR

[0479]  C P SZWRMEHE E &= (ng)

[0480] (¥ :5) ¥ /KN E| 1.91g L FE 1 2. 99g & IR 4 — /K & 4y LA il & 1000m1 %5 ¥
(0. 05mo1/1)

[0481]  (7F :6) %,

[0482] (¥ :7) #/K N 100ml 0. lmol/1 EhP8 (¥F :8) LU 1000ml AV »
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[0483] (¥ :8) 7K ANE] 0. 9ml ELER LLHIAS 100m] 9 -
[0484] 2
[0485]
S A 25C /60%RH F |H A 40C /75%RH F
M 6 A% ®A 1 AE
K gm 4855 M A5 mg) 83. 4% 44, 3% 83. 4% 44. 1%
F g 5 65 A5 ng) 90. 1% 61.9% 90. 1% 65. 2%
[0486] % 3
[0487]
RS ¥ FF4E 25C/60%RH F | A4 40C/75%RH F
& ] 6 A~A 56 R 1 A%
&4 18-a) 85 K #) (30 mg) 96. 7% 77. 1% 96. 7% 75. 9%
%34 17-b) 65 14 A (30 mg) 96. 5% 93. 6% 95. 0% 92. 2%
FH] 17-c) 85 A # (30mg) 97. 0% 96. 3% 94. 7% 94. 8%
A 364 18-b) 85 1 # (30mg) 97. 2% 95. 3% 97. 2% 97. 8%
AR L4 18-c) #9 K M (30mg) 97. 8% 96. 3% 97. 8% 96. 9%
[0488] £ 4
[0489]
Fit AR V] 2 FilJ5
SEE] 19-a) B 5] (30mg) | 89. 8% 66.9%
SEitife] 19-b) A F) (30mg) [ - 79.8%
SEHE] 19-¢) R 7 (30mg) | - 85.9%
[0490] %5
[0491]
P A ] 2 Jlj5
S 18—a) B (30mg) | 94. 8% 94. 7%
S 20 1) (30mg) 93.7% 93.1%
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B FHAE ig ] 2 Ji )5
SEfE] 21 7 (30mg) 94. 8% 90. 9%
[0492] % 6
[0493]
T R A 1 G
seHfe] 22-d) B BEF (30mg) 96. 5% 84.5%
SEitf 22-e) B R A (30mg) (T8 2 /NAY ) 92.5% 74. 4%
SEitf 22-e) BRI (30mg) (T8 6 /NAY) 96. 2% 83. 4%

[0494] (93 LT LA “30mg A7 HI¥E HRIE K b) Jrvk” Wb B 3T 3R 5 13 ik
¥, 6 7 @ Ad ] 900ml ZEEZEME (pH 4. 0) VE IR, JHIE AR 50rpm R HEdEH
[0495] M\ 2 FToRIGEE W LITE 2B MU . &5 15me A0 88 LR ST R 25 5 ( 2 D sl
) 4) 1) A FIAREE , RIE A FIMOTAE 25°C /60% RH R HRR4E 6 A H IFMUTAE 40°C /75% RH K
4218, 15mg LS BT SZWRIEET (2L SEif) 5) (1) B BY45 SR AE pHb. 0 K 60 3855 A
TREFR K IYNIRIE (Cmax) ¥ H K,

[0496] M 3 From AR v LIVE A ML tH, RIS 30mg ph 9 o188 (1) ) 37 Wk e T ) B 28 &%
i VDR 1) 2% (19 37 (SIZBAR) 17-b) AT 17—c)) 1 30mg H ik — 251 I 4 25 B 7 R AT )
B 7R &5 it 1 247 FR ] 4% 0 M i) 5] o) 8% PR R 550 C St 18-b) AT 18—¢)) MItHFAE 25°C /60 % RH
RS 6 AN HEUHOTAE 40°C /75% RH FHp4E 1 &, 76 pH 4. 5 FRE: 60 4385 T 15 11X 44
Jr R R A IEA A B

[0497] MR 4 Fron (% v] LATE 28 Hh 5 HY 2 30mg 055 5 ML RAT 37 Wk PR T 45 ot 140 371 (52
i 19-a) \19-b) H1 19-¢)) H— BT IFHIFAE 40°C /75% RH T He4k 2 FI, 76 pH 4.5
TNIRLE 60 35 T AR X Ly 5 B HH AR R R R K RS (Cmax) W HH R

[0498] MK 5 FronfZLdi vl LS R HLE Y, 2 30mg 4075 BT 7R M ) B 28 &5 it 1 57D
30mg A1, B SR M FET AT C 25 45 b 1R 771 30me A0, 25 i) S7. IR MR JT T D 28 468 b B6) Y 90 T A
40°C /75% RH N4k 2 BT, 76 pH 4. 5 N6 60 40Bh 5 B 13 1UIX 28 5 50 (1)t % 584K F
WA AR

[0499] M\ 6 B nZRE nT LIS 2 A Y, 2 30mg 5 FILRHT ST R M 7K B 42 1R 50 11 4% 1
iRl (SRt 22-d) Fi22-e)) AT IR THR I HOTAE 40°C /75% RH N RFEL 1 A, 78 pH
4.5 TIRE 60 70805 P X L8 R SR R FF ORI A (Cmax) TR HE
[0500] £ 1

[0501] B[ S7 WRMAEFET 45 i B 5mg
[0502]  JEkr 131mg
[0503] il /G PR ER 4mg
[0504] ¥ HE 60mg
[0505]
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[0506]
[0507]
[0508]
[0509]
[0510]
[0511]
[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]

S 200mg
T 2GRN R EL AN & T iR R B B o K
Bl 2

BA] 37 Wik e C Y 45 iy bmg
TER 131mg
i i 1R % 4mg
FLBE 60mg
S 200mg
R 770 W3 B A& IR R o B 3l
Heafle 3

B 7R M D 280 2 iy 5mg
TER 131mg
i i R 4mg
FLbE 60mg
S 200mg
FRYE 7%, H4 B A IR sy B 7
Y

B 7 WR MR B 7Y 2 5mg
EW 131mg
fill fR R Bk 4mg
FLb 60mg
S 200mg
FRE 7%, dil 4 B A& IR sy B )

FE AL i 28 5

B 7R M B2 2 iy 5mg
VEN 131mg
i i R B 4mg
FLbE 60mg
M 200mg
R 7705 W35 B A & IR R oy B 3l

£ i il 2% 6

B 7R MR G 280 2 iy 5mg
EN 131mg
Tk i 1 % 4mg
FLBE 60mg
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[0545]

[0546] HiE 200mg

[0547]  ARYEH M T7 2, dl4 B A BRI A

[0548] [kl (formulation) SEjfifs

[0549] LTI S it 49 4 FH i e A s Bk 5 L0 S R s ) 7K 5 0 A8 i 4 L O jl e 7K
T CBF B) 1 il 25 (1) Bl SZ IR M 2454

[0550] (| S b 4] 1

[0551] 4 I~ il £ BRag s 4k 3f)

[0552] PN BAIRL

[0553]
)R BHEw/w Mg. /K
A$EE (300) Xylisorb 26 52
Avicel® PH 102 12 24
BB 43. 35 86.7
BLUHBERLE R 3 6
£ X WA 2 4
RAME 2 4
57 2R A 0.15 0.3
BALRK 2 4
THA K (acesulfame K) 2 4
3T 0. 25 0.5
2E | 92. 75 185. 5

[0554] 7RI V- JRA 2% R Bk T RENRBRRER 2 AN LA & B SR LR A 5 2B B3I A
SN BRI INNEE IR R B F K TR B FRIR A 3 08P VR A HIEC 7 fE R FL I 7 W 1R 46
MU AE 30-35kgF/em” F e 4 LAMET L I a4 it ik AR IR IE L 30 H (600 430K ) i
TE K2 150400 Tk Ao s ks

[0555]  AIMERRIURLEY 53

[0556]
BA A& w/vw Mg./h
AR 92.75 185.5
Avicel® PH200 3 6
RUHBERS T 4 8
B RERRA 0. 25 0.5
iy 2 100 200

[0557] BN ERRR S TR A2, MHMAAvicel® PH 200 F1ZE Z44 28 nLns £ i
RE 5 8h. RGN IRRREIFER SRS 3 e LUE R KRG . HIEHI A
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FIEIREZE T 2. 3kP (3. 5SCU) HAE 10 #b A 73R AE dml Ko e 2 TR A e 7 2RI AL
RIRSN s g i e s ARG S5 0 . ORI T Bk i Avicel®

PHL02 T3 FHh B RUkE i 73 HIAv 1 ce 1® PH 200 $2 = A3 7 5l K i

[0558] 1|25 SE it Ap] 2
(05591 41 ol 46 5 W o 5 00 (R R B % PR 21 45 PO DR s A
[0560] PN R
[0561]
B4 A4 F w/w Mg. /K
A% (300)Xylisorb 26 52
Avicel® PH 102 12 24
BERS (&K, o= AR) 33.35 66. 7
Hubersorb 600 NF (X & 7 & & 45) 10 20
B L BERBIRE 3
iR R 2
XAk 2
I AR AH 0.15 0.3
B8 2
THRK 2
:811%:3 0. 25 0.5
b3 2 92. 75 185.5

[0562]

01 (0 75 0 AR E IR o

CERII V- R4 52 e T RENS R UM A % B 25 HL IR & 5 4B B
SN, SRS IS B R S5 R A TR 3 Ahbh, A9IR AT 7 R4, JHAR I 4 S0 i

[0563]  A}HSRIUR i 7y
[0564]
A% A5 F w/w Mg./h
A SR B 92. 75 185.5
Avicel® PH200 6
L XY F A A SN 4 8
ARG R 0. 25 0.5
&E 100 200
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[0565]

K WIRBURLE TR A A, I A Avice l® PH 200 15 £ ZE ks e i JF

RE 5 b WREMAEIRIREITRIR G Y AHRG 3 208 LU R R EGY . RS

AN T 2. 0kP (3. 1SCU) HAE 10 2P i filAE dml KA

[0566] |25 SE i ] 3
[0567] 1T HhlA& AL S ] <7 R, — NG 43 ZLE 25 BRI DR AL ) -
[0568] PN ERRIKL
[0569]
) B Ew/w Mg./h
T SEofk v 15 30
A #8 (300)Xylisorb 25 50
Avicel® PH 102 6 12
B8 45 37 74
ROy B A AN 3 6
X EZH—_a s 2 4
XAWE 2 4
7B B R A 0. 15 0.3
BLER 4
THEK 4
7 e B4R 0.25 0.5
b3 2 94. 4 188. 8
[0570]  YERIIE V- R4 28 ol b T RERRIREEZ AN Ay % 1 55 LUIR A 5 40 b ELBI T A A

AN . R JE INE AR R B 0T TR
01 (% 75 0 AR E AR o

EYFHRE 3 70 Bh. KIRE BT RGE, JERR ¥ H % 52

[0571]  AFERIURL AR 7
[0572]
BA BHEw/w Mg./h
W3R B 94, 4 188. 8
Avicel® PH200 1.1 2.2
B LEE RSB E 4 8
ARG 0.5 1
%E 100 200
(0573 3 3 AR T R A8, U H I AAY e 1® PH 200 A5 245 LW i 3

RE 5 bh. WRIEMAEIRIREIFRHR G YRS 3 08P LUE R &R G LRSI
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FrEI Rk 2E 1 4 2. 0kP (3. 1SCU) HAE 10 #0 W i fi#AF 5ml 7K,
[0574] ISR

[0575] 4T~ il 2% A Bl SR M g PRI s Ak AR

[0576]  PNEBRURL

37/37 1L

[0577]
A BoEw/w Mg./h
M kb 0.5 1 -
A #58% (300) Xylisorb 27 54
Avicel® PH 102 12 24
BB 42 84
R LHRERERA 3 6
AR Bt 2
RAME 2 4
AR BA 0.15 0.3
B LB 2 4
THAK 2 4
#E R B 0.25 0.5
b3 2 92.9 185. 8

[0578]  FER I V- JRA 2% R bR T RENRERR B 2 AN R % B SR LR A 5 2B B2 A
SN BRIGINANTE R IR EE JE R R S FHIR A 3 20 8. WHIRA I 5 FE s, FEAR 4 i & s
) 1 18y 7 v B Y R S B

[0579]  AMERRURL k7>

[0580]
B4 Ao Ew/w Mg./h
A 3B A 92.9 185.8
Avicel® PH 200 2.6 5.2
B LUK BRI 4 8
R B 0.5 1
&E 100 200

[0581] WP ERARLE TIRA A, W MAAvicel® PH 200 F125E £ 4 28 ALk s 4 i JF-
RE 5 8h. SR IMAEIRRRE PR SRS 3 0P U s &R AW . i EHI
FrRIa 2 4 2. 3kP (3. 5SCU) HAE 10 #0 Py i fif /e 5ml Ko
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