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YT p75" IR AT (pro) NGF/NGFEE A i A R A8 8 5% D8 7 Tl LA AU LA TR 40 i 38 fb B
IHEERRAS , TR P2 IR (LR 0843 LU R B TR o

[0070] Ak B J A8 3% g (B FUAL S I it 1 DA B i 278 37 2 VB UL & 01 26
F/ BRI b 2 o X 6 45 5t ) BB FC il 25 M 4 & 1) B TR 97 80 RIS p 7511 4l
M B AL B Dh R B i A B 15

[0071] &

[0072] 7R fif AR SCAH P A B A T I8 5 ) S it 77 =X, - 3E B AERR 1l

[0073]  BRAESA = X, ASCHT FR A H AR R AR E B A 5 A 5 B s 5
AN T3 1 — RS ER i A [) 1 25 S o A 5 R SO AR 1 T8 8 AH ALK OS5 1R (1) AT ART 5 VA AN ) Jra S s
i F T A FR B I Sk BB, AR MR VA I ot A2 AR SO R 1)

[0074]  MEHEA HHLL K L R B, £ AR HIE (LR BUR)EER) A RS 0 F , RiE”
AN RIS R — R B T, B, R AR R — Rk 2 B AR VR A
Yy, A BCE 2 A8, S5

[0075] [R5 A 85, Uk B P AR 3R A By FH ) 3608 170 B0 I B 4% A S 1) A3 4
AR N FE R A I ARAE 7 L) AB M AR R HE , BRAE S A R, A S U6 I R I B AR 2
R RR B T SR IR ME , KRR EL T AR R B TR B A BRI A2 4k —
FBCHl , RIE 7417, QA ST A, AR5 ST DN AR EL v & B TR) LR SRR E RGOS, BAE
W36 1 T8 B AR — A2 =20 % B &= 10 % (19 284k, , 75 N — 52 v &5 % B A 4K, 78 L —
SEAF R 1 % (AR AL, FIAE X —S2 4 0.1 % 25K, 38 B A8 AE T34 T A TR0 77
[0076]  RiE"ARKLHAE”, " KFELEY”, B2 H-3-F HE-N- Q-1B MR 2 5E) -
TR e i HR A A e A 1 2R -3 - FR R N- QTR IRAR 2, 3) — e A 1 o 7R L ARG 2
F—3—F B -N- Q-G IbR AR 2, 3) — G I (1A T B A AR 1 i 28, 2 -3 - B -N- (21
WA 2, 32) — GG F P A 75 TR R B AR VR B 40, 2k -3 FF B -N- (2-TE kAR 2, 38 — 1 Bk
i AT 7 = Rl i A R VR A 5 N 2~ -3 P L -N- (2T R A 2, 3%) — P I e 16 4 735 DY
X RAR VR A0

[0077]  Z TN R REAE I AL G W25 G T AN [R) s AR (R R A R 4 2 X B8 7T
SR R S 1 2 s A 2 B T Z A R AR e SR 2 5 h
A0 e DA AH R 75 S 9 A IR D, AE L B A R) , 3X B8 68 52 M — Pl 22 P 245 2 L 2
o T VA AP Vs R IR T IR BN M A R RS

[0078]  RiE"H AW Kax—FrEi 2 Fid BT, L 2 L an Mg AR SR EOLR S 12
R A AW — AL A 59, BRI 223097 W A9, #l4% F T EE 242307 I
HAEE 2Ry A A

[0079]  RIE"RIR” ZF5H — A B2 AR RAEM AR , Lk 1 Z BRI IR . T R~
SEFEE R (S (0) 2~OH) oA HLER » H A RAZ A HLHS 7 & K T O #8 Lh an 1, 2813 o RiE”
Z PRI IE AR S A A BUE 2 AN R AR (1R IR - 2 52 LR I S A 45 B AN PR T, LA
F& , HIRE IR A FLRR
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[0080]  "hpizgE IR F ML & W) R Y D Re B PRSP 2 E SR EE B A LA
“W.

[0081]  4nASCRTH, 725% BRI EZ I 7 S T Hk 5 NSS4 23k H ool JE &
PE RN AR A RSG5 B 1R &/ RS B AHAR , 1 HLAE A FR D 15 24 A B 9 ] A o) G S 28
(1) FHIEA R

[0082] k" £0 5N PR I AT A4 e b Pt il P e 2 o % H T BN ol R EAT A
it , ek $h 78 255 B a2 1 Eh o Iridk Sh A4 (HA R T, 252 B Rl B2 g sk , 2455
ERTEEZ BRI ER , 255 BT RS2 I 4 e A e s e AR B o IR 0 R AL A TE LR DA
FANBREIER 38 5 1 AR AR ML 5 Eh IR , SRR , SR , B IR, IR, PR %
EEANROARRESZOEREF R, L8R, 84K, =R LR, N, AT IR, AR, T
BIR, & SR, RO, JLR , SRR, IR B, TH R, v 218, B8, v R IR, TRIBRTR , 7K
Vol BRI , R , LR , WA I, IR IR , AR AR, R B KR, £obe —Hiig
G AT R, KRR R, RIS AR TR , EDTA, I 21, W-Z L IR, R AR , 2 hik
B2, - AT PR , TR £, AHIR £, BRI £, e Ui 2h, R 3, LR Eh, AR IR L R H
e Sk, H B IR £, WA e R R A5 U b AR R AR T, & kg, N-FR L A Bl G, i
W2 KSR, S2R, AN N - AR 2 e, S S RIN, OB, B &R N R
O O R, = — (R B F ) —2 R e, U DY R B4, = ke, — ke, — R
fi%, IR SR B N- L ENRIE , R i, DY FR R4, DY 2 R4, i, — g, =g, ke ik
LR, BN, AR MRS 2 IR I TGS & B Sh B S 8, AN, B0, BR b 55 o d b A e
AL R SR B, B, R R, R, L R e, o T R
B, DU R Az 6 4 A AU SE 9 B i R RS R, I, — B i, BB o FH T il 45 245 2
AT 2 R R I TRC A R ) AR T R AU RN B B T T & RSB SOk, A 4
#l,”Remington:The Science and Practice of Pharmacy”,A.Gennaro,ed.,20th
edition,Lippincott,Williams&Wilkins,Philadelphia,PA,

[0083]  AnASCHT H, "I ) B AR VE AL R BUR B 5 G117+ 5 AR & IS PR 751
S FECE A E) S BT BT 1B ORI IS I 550) 55— FhEs 2 Bl 770 4 4 e i)
REA AR K, 1k BIE I 7E K G KBV L B H5 (AR T, K&,
—IKEW, ZIKEW, ZKEW, 7SKEW, S ARG W RN RS R, AR LAY
(285 b AT 52 16 ER 38 7T LA LVE A T AT AE V8 I ) — FBC 48 B 7KAR TR 1%, Pk 7K Ak
e AR A P il 2 1) — 0 3 B A o K R AR K AL R K 2 ) B SRR AR K B
YIRS AL ] B AR 250 8 LR AR AR, B0 = = DU S F R N A S s AN KA
Yo X—T et I, B 6 5 A ot E oo B = T BN E RIEOK S H
T4 BE ), L A EE R ) R B A O 5 I 5 L R 0l 2 TR s B 9 0 £ R B s TT DAL,
HRAE K (crystal grating) ZH ARG 22557 BRI A o

[0084] i SCHY FH I ARGE 7 ZE AR ALY S48 40 6 1 e A XRD P 1 L Fr 8Ol 3 45 1) e £z
B FE AR KRR Pt AL T Fr e KO

[0085]  ARAEWKIE " " #AR " A BEANY) 7 AEBEA G A ELAS B A, HR R AR B
EmEH—B% T Y.

[0086]  "¥ITHME" BN &, AL T2 8 H TR FomsU e AR B 5

10
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TRE IR 0T 5 A2 LA RO P S 5008 BRI AE (1 47 2 8UR o IR R B T 2 L O B
AE S H ™ B, AR VR YT B AR e A E S5 1 A2 Ak o B 72 2 A LRI T 7 7 R R AE AR 4
S BRG] A ELARS 255 LSE 5

[0087]  JA ST i L, R TR 780 R 4Rk p7 5 00 4 M 0 3 A B0y R e S () B 4 7 A0 L (HAS IR
T, W JepT5 L I BREAT o Tk S G RS 2 AR VPR , DLW Jep 75" Ik 20 L SR AL 1 7
AELL BIMR A o FEAREE RGEN , pTHAZARIEIL 25 A MU SR Fh e e L D SRR i L 2/ 4
HEAF BLARAE o S8 M 42 e R IK I p 7532 AR IO AL 5 W RE 5 FISK BT ¥F 22 M A b iy o (10 44
L Tu IR RN/ BAE L, P R A B 4 ((EANIR ) Bl SR P BREC R » TR <B4 » 7 12
WU, A, S PR 00, B REA5  00T , 2 R PEREAL , L 48 PR R B Ak , A2, L
AP AL AL T o AE & B X LR AT , RIBp THRY AL T2 BRI

[o088] &M

(00891 £ — Rl Jr s, AR B $R Ak 2 -3 e -N- (2- G AR 2 2) — IR BLR% Gl =
i) F) i 8 o S S T 3, AR R I 2 -3 P N (-G IR 2 2) — B i)
R/ A A i B o A — RSt 7 3, P s A SRR IR ik o £ — RS iE T 3K, g
TR RN K ER o AL R SEHt T 20, Firid £h 2 AR BN Gk o £ — Pk it 75 2Ky, rid £ 2
IR IR ININ AL - 45 i R R SE B, (BA R T, — iR sk, BRI ER, AR AL, i
B th, P OREEIR &, T ARERIREL, L TRAPR SR, N BIRER . 5 2B k-3 A -N- (21
MRAR 2 2) — BRI i — 22 R PR 2 (10 2R R M DA | - R IR, 2- R R , B3 —-2R i PR o £ —
Pl St /7 2, IR 2R R AL 2 - 2R PR o 22 -3 - e -N= (- AR 2 2) I RIBEIG R AL A
Yiik B : (2S,3S) —2- k-3 -H JE-N- (- AR 238 —JRBti%; (2R, 3R) —2-% k-3 -H JE-N-
Q- ACZ3E) -l fie s (2R, 3S) —2— 2 -3 F JL-N- (- A 2 38) -l i s (28, 3R) -
2RI -3 -N- -k AX 2 0) — B s LHIR G . T7 RA RS A K AL G A
4k

[0090] 5 A:

11
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(2R3Ry2-A A -3-F AN~ (2B L &) KB

S P

NH,
(28,3R)y-2- A4 -3~ k-N-(2-BH R T A) Kt

I AT

N
H

[0091]

NH;
(R3S 2- A4 -3-F k-N-(2-BH R T A) Kt

[0092]  7F — Ph st 77 a0 b, d 2 08 1 X 2 b R A 59 B 3 (XRDP) Wl 2 19 & 4% (7]
(interlattice) [H [ EERAE . XRDPIE 1 — ML IX AL R < P06 iR F5E XU A7 B (R BDATT 5 AR 26 (2
0) B MER R R E IR TS L A5 W T AR =vst; i =st; P =m; 55 =w; FIR
55 =vwo 3 XRDP I AL U 5 08 MR A vee fr B A HAH O i EAT e $e LA U7 (B M 2 45 i 45 1
HHE#HITX 5.
[0093]  ARTUIHREL AN SN TR RIS AH R4S 40 5 — i A4 (R XRDPUE A7 B8R/ B35 52 ) &
RZE SR N AR AL . 20 BEAH A0 VFIE 2 1) R ZE SRR o — A iR ZE S PRI = TR A, 47
8.7160.3"f(20 fF L RAI8.716+0.3R1Z)9.016 F £8.716-0. 3HNZI8. 416 . B P T £ 5 il
B BT WA I RAERIAR , N A 22 55 , ARGUHE AN SN IR BIXRDPH I 2% 22
FREENS R +0.5:+£0.4;70.3; £0.2; 0.1; £0.05; B /N
[0094]  FI-T-XRDP 431 ) 5125 AHAL 2 R 20 /4 15 63k T S Tt 461368 9
[0095]  YE—FpsLi 7y A, 2- 2 38 -3 H FE-N- (- kAR 2, 3% — 56 Bk e 1) ot 284 e 7 AL 55
R F218.716:15.438; F119. 198/ 20 IE [ XRDP , iR Z FL IR NA £0.5,4)+0.4; £)+0.3;
2940.2; 4710, 140,05 B /o £ —SEjl 77 20, df B I XRDPIE B K547 T-£20. 912
F120. 599 FE 20 , iR Z TR N L) +0.5;24)10.4; 4)+10.3:; 4+0.2; 4 +0.1;4+0.05;
o B /N o fE X520t 7 3P, 2- & FE -3 F E-N- Q-1 AR 2 3) — Ik B 1 o PR R S R
K NI [ XRDP
[0096] 1. 2-%(HE-3-F BE-N- Q-1GIRA 2, 2E) — 3 Bt (1 XRDP K o

12
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A dfi 5%
2-9° ® %

8.716 10.13693 53.2 (vst)
15.438 5.73486  100.0 (vst)
16.554 535074 7.0 (w)
17.514 5.05977 15.3 (m)
18.358 4.82894 8.6 (w)
19.198 4.61948  30.4 (vst)
19.773 4.48646 17.8 (m)
20.126 4.40854 9.0 (w)

00971 20,599 430831  20.8 (st)
20.912 424452  27.7 (st)
22.391 3.96741 5.6 (w)
23.200 3.83088 11.5 (m)
23.867 3.72529 7.4 (w)
24.390 3.64661  11.4 (m)
25.709 3.46243  14.3 (m)
26.387 3.37497  13.0 (m)
29.629 3.01264 4.9 (vw)
30.822 2.89872 4.8 (vw)
31.270 2.85819 4.9 (vw)

[0098]  fE—Fiis g Lty s, 2% -3 F B -N= (- MR A 2 3) — 3 I e ) ot 2R oo
HEAR LSRN IRIXRDP o £ 3 45 Ll 7 3, £8 B SE ity s R AL A M2 - 2k -
3—HR J-N— (2-1E AR 2, 38) — IR B % A2 (28, 3S) —2~ -3 FF 3L -N- (21 kAR 2, 38) — 1% Bk

f o

[0099]  FE— PP Jy =Urh , 2- 2 -3 FF E-N- (- pRAR 2, FE) — I3 I e — T R 6 1147 oy 72
JETRXRDP, HAUFE AT T 2925, 306 F1 227 . 027 FE20 104 , iR Z F R AL 0.5, 41+0. 4, %)+
0.3;4120.2;29%£0.1;2120.05; BUE /N 7E X — 5L Jy 20, 8 2L (I XRDP IS AL F5 457 T £

13
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17.449)F 20 & , iR Z F IR NLA +0.5: 41 +0.4;4)+0.3:4)+0.2; 4)£0.1; 41 £0.05; 5
BN AR N S T A, 2- 2 A -3 RN (2-TE R AR 2,38 — I B i — DR R £k 1 i 2 J 7
ALFE R T TR XRDP «

[0100] 2. 2-%(Hk-3-F H-N- Q- LI -l i — T PR £ I XRDP &

A d{& RE
2-0° % %

(01011 17.449 5.07811  43.3 (vst)
25.306 3.51657  100.0 (vst)
27.027 3.29634  72.7 (vst)

[0102]  YE—Pphr e s/ a0, 2 FE -3 - FF JE-N- (2-E AR 2, 38) — R Bk i — TR R R 1)
i 2 R AR B ZRALLIE L0 XRDP o £E X — 45 5 SE it 77 20, 78 R SETil 7 s A &
W2-3 H—3—H1 B -N- (2- MGk AR £ ) — el i 2— 2 2k -3 — P e -N— (2 MR AR & 225) — e ik
—IREREh A2 (28, 39) 22 H-3-F JE-N- Q-G MR £ L) B ie— T g 2

[0103]  7E—PpsLjia 7y 2N, 2- 2 -3 F B —N— (- NS Wk AR £, %) — et fie — i 1R 6 1) it 22
JERALFEAT T 2921.78422. 468 F119. 277 FE 20 (KW K XRDP , 1 22 B IR N4 +0.5; 4110 4;
Z120.3;2020.2; 420,129 20.05; BUE /N AR 520t 77 30, i B A XRDPIS B 4547 T
2124 .618F1115. 499 205 , iR ZE F IR NL)+0.5; 41 +0.4:4)+0.3;4)+0.2; 4 0. 1; 4
+0.05; B /N AE X —SER 7 A, 2-% 0 -3 F R -N- (- NS MR AR 2, 28) — I i — B IR £k
) e B e R A s T R I X XRDP

[0104]  3R3. 2-%(F-3-F HL-N- Q-G LI - Sl ik — i PR £ I XRDP &

14
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A dfi 5%
2-0° ® %
8.572 10.30642 7.9 (w)
10.390 8.50740 5.5 (w)
15.499 571227  16.6 (m)
18.550 477929 9.7 (w)
005 19277 4.60050  32.6 (vst)
20.208 439062  19.9 (m)
21.784 4.07644  100.0 (vst)
22.468 3.95387  44.7 (vst)
24.618 3.61327  23.5 (st)
26.472 3.36417  12.1 (m)
27.178 3.27837 12.3 (m)
28.107 3.17216 9.6 (w)

[0106]  7E Pk s Skt 77 sUHp , 2- 20 k-3 FF B -N- (21 kA 2, 288) — I i — B 1R 6 11
i A R A B 2R AU 1 3R XRDP o 72 3 — 5 SE it g A, 78 i sei g X rh Rk 4k &
Y2 F—-3—F i -N- (- MR AR 2 %) — IR fie — e 6 2 (25, 3S) -2 k-3 F 3 -N- (2-
ML IARA 2 32) — 1 Bt e — B R 2

[0107]  AE—Fpsii 77 U, 2— 2 -3 FF B -N- (2N Wbk AR 2 ) — 13 5 e — 4 06 T2 5 1)
R R LG T 4719.447524. 377 F122. 637 [ 20 ({14 (K] XRDP , 1% ZZ AL IR N L) +£0.5: 4 +
0.4:£9%0.3;4)20.2: 220, 1;40.05; BUH /N 7E X — 5L )7, i B¢ ¥ XRDPIE (3,45
P T2915. 73017 . 76820 [ , iR ZE AR AL £0.5; 40104, 4+0.3;4)+£0.2; 41+
0.154)10.05; B /o 7E X — 5L 0 5 20, 2- B -3 F B -N- (2- TG RAC 2 3) — TSI —
AR £ 1) G 2 R R R T R A U (1 XRDP «

[0108] 54, 2-ZHE-3-H1F-N- Q- kAR L ) — Rk g — A MR ER M XRDP R

15
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A d {4 RE
2-0° % %
7.768 1137097 60.9 (vst)
9.071 974106  23.1 (st)
15.730 5.62923  88.8 (vst)
g 19447 456067  100.0 (vst)
21.198 418776  57.3 (vst)
22.637 3.92466  93.3 (vst)
24.377 3.64838  99.1 (vst)
25.981 3.42667  59.4 (vst)
28.856 3.09148  25.8 (st)
31.182 2.86600  45.3 (vst)

[0110]  FE—Fbis g Ll 7y s, 22 H -3 F i -N- Q-G R AR 2 ) — I fie — AR R £
[ ity 2 Je 7R AR 1 LM 1O XRDP o £8 3 5 8 5K Jli 5 2y, £ 3 S 75 3 b #3146
B2 A I -3 FE-N=- (- RAC 2, 2) — TR fie — T R h et (2S5, 3S) —2— AL -3 -F 2N~
(2N IHRAR, 2 35) — e e — A W P

01111 7E—FhsZii Jy 30, 2- 20 5 -3 FF 2 -N— (2P R AR 2 28) — 3 I frie — R R R 5 1 o
R R R A FEAT T £98.499,21.162, F122. 2923 20 (KU [ XRDP, 15t 22 FL I AL 0.5, 41+
0.4;430.3;410.2; 450 1; 40,05 B /N o £ SEJET7 30, i B XRDPIE AL A5
B T#£79.421,16.543, 18, 9122201l , iR Z SR WA £0.5; 47 £0.4: 4 £0.3: 4+
0.2;4%0.1;430.05; BOE /N A 3L 2N, 2- 2 H-3-FF 2 -N- -1 AR 22 -
P — R R 2 1 A R R AL R T T SR U I XRDP

[0112] %5, 2% HE-3-H JE-N- Q-G AR 2, 38 — 1Bk ik — F 12 #h I XRDPEE .

16
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A dfa %R ®BE
2-0 %" ik 8 %
8.499 10395  37.3 100
9.421 9.37978 27.3 87.7
12.837  6.89036 12.3 39.5
13.412  6.59644 8.87 28.5
15.812  5.60013 15.3 49.1
01131 16,543  5.35436 21.4 68.8
17.093  5.18306 14 45
18912  4.68856 19.8 63.6
21.162  4.19476  29.3 93.9
22292 3.98469 31.2 100
24.884 35752 115 36.9
25.767  3.45468 14.2 45.5
29.585  3.01697 7.6 24.4

[0114]  7E—Ffky 8 St 7 s rp , 2% B -3 FF J-N— (2P kAR 2, %) — 3 Bk e — PP R 2
) 0 T R B AR | S ADUE] 25 XRDP o 78 3 — 7 58 SL it 7 A rh , 78 BaR S8 g =X fadk (146
B 2- 2 -3 BN Q- IRAR 238 — B e — A i e #h 2 (25, 3S) —2—-2 -3 - FH B -N-
-G IpRAR 2,3 B e — AR 6

[0115]  YE—Ppszi 5 =, 2- 2 38 -3 H FE-N- (- kAR 2, 58) — IR Bk — FF 2R IR £h 1
b T R AL AR AT T 496, 021 F118 . 078 20 (I (Y XRDP, i Z2 AL IR WL +0.5:4)+0.4, 4 +
0.3:2)F0.2;24910.1:24£0.05; B /N £ X — 3Lt 77 s, 58 2 [ XRDPIE 45 A7 T4
17.557,20.475, F111.029 5 20U , iR ZE F R N £0.5:4110.4; 41£0.3; 4)£0.2; 4 £
0.1:25£0.05; B /N £ X —SEHt 77 3N, 2% -3 B -N- (-1 bk AX 20 268) — e ik —
FH ORI PR 56 1) ot B e s B 7R T T AR UG (¥ XRDP

[0116]  K6. 2-%(Jk-3—F HE-N- Q-MBMRAC 2 I - Bt i — FF 2R T IR #h O XRDP & .

17
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A df4 PR B
2-0° % i %
6.021 14.66728 96.1 100
11.029  8.01566 23.2 24.2
12.76 6.9319 119 12.4
o1 14281 61967 10.4 10.9
15.738  5.62628 12.3 12.8
17.557  5.04708  32.3 33.6
18.078  4.90303  40.9 42.6
20475 433393 34.2 35.6
24332 3.65501 13.7 14.2
25.504  3.48965 13.8 14.4

[0118]  7E—Ffuky 8 Sl 7 3, 2% B -3 FF B -N— Q-G AR 2, J6) — 0 Bk e — PP T
Hh i AL R FE A AL B0 XRDP o £E X 4 5E SE it 77 2N, 7 ok SE Tt 5 2 R A Y
WP 2— 2 F -3 e -N- Q-G AR 2 H8) — et fiie — P i e 6 42 (28, 39) —2-Z & -3-H
FE-N- QMR AR 20 3) — R i — F 2R IR &

[0119] 75— Fhsiifa 7y 20, 2- 2 Sk -3 JE-N- (2P R AR 2, 3E) — 1 Ik e - 25 T e . 1) ot
R R R FEAT T £95.943,15.872, F118. 5153 20 (KU [ XRDP, 15t 22 FL I AL 0.5, 41+
0.4;410.3; 450.2; 450 1; 40,05 B /N o £ SEJETT 30, i B XRDPIE AL AF
BT £922. 046 20 /)0¢ , R Z R AL £0.5;4£0.4;£4)20.3; 4920.2; 4 20.1; 4 £
0.05; 3 H /N o 75 X — 52t 75 30, 2~ 2 3 -3 - F JE-N- -k AR 2, 38) — I Bk e — 25T 1
1) m A e s AR T AR AU R XRDP

[0120] 567, 2-%HE-3-H1 F-N- Q- kAR L ) — Rk fig — 25 MapRER M XRDP

18
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A df& %A PEE
2-0° ® ik 8 %
5.943 14.85943 56.2 100
8.018 11.0176  5.25 9.3
11.005  8.03299 12.2 21.8
14985 590739 8.89 15.8
01211 15,872  5.57894 29.5 52.5
18.515  4.78809  28.9 51.5
19.454 45592  12.1 21.5
22.046  4.02857 18.8 33.5
24.35 3.65239 14 24.9
27.8 3.20642 8.75 15.6
29.279  3.04776  9.91 17.6

[0122]  7E— bk g SE it J7 2, 2B Bk -3 FF J-N— (M kAR 2 ) — I3 Ik fre — 25T IR £
) 0 Y R AR S ADUE] 35 XRDP o 78 3 — 7 58 Lt 5 A rh , 78 BaR S8 g X #1146
A2 Fe -3 - B -N- (2T MRAR £ 8) - et i — ZEh i #h 2 (28, 3S) —2- 2 A -3-F A -N-
-G IpRAR 2,0 — IR B ik — 2R TR 6

[0123]  #F—FhsLiii 7y b, 2- 2 F -3 FF F-N- (-1 IRAR 2, %) — IR BE i B 2, Tt R 2R 1Y)
i 2 R AR A7 T 407 . 447 R120 . 406 20 (1) W (I XRDP, 1R 22 IR N2 +0.5, 41104, 4+
0.3;41£0.2;49£0.1;2910.05; B /N o £ X — 50 7 20, g A XRDPIE A 45 67 T2
23.443122. 2445 20[{1 1R ZE A AL £0.5,4) 10,4, 4910.3: 41 £0.2, 4) 0. 1 41+
0.05; B /)N o £E X — 52t 77 20, 2- 20 -3 F e -N—- Q-G kAR 2 J8) — IR i B 2 T 1
R A R R R R T N AR U XRDP «

[0124] K8, 2-%(Jk-3-F JE-N- Q1SR 2 H) — et g B £ TR #h I XRDP & .
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A d & %A %
2-Q° % 4k Y%
7.447 11.86098 42.9 100
12.023 7.3552 7.88 18.4
13.971 6.33368 5.58 13
ons) 14812 59759 14.7 34.3
15.933 5.55777 10.5 24.5
17.624 5.02816 10.3 24
19.273 4.60157 11 25.5
20.406 4.34846 40.5 94.5
22.244 3.99321 23.5 54.8
23.443 3.79165 28.8 67.2
24.161 3.68047 144 33.6
27.481 3.2429 8.72 20.3
[0126] 29.684  3.0071 6.98 16.3

[0127]  fE—Pfiks g St 7 a0 P, 2- & -3 -FF JE-N- Q-G AR 2, 38) — IR Bk i B 20 T 1R
R A R A AU 408 XRDP o 45 X — 5 58 it 77 U Hp , 78 ok S 77 X AR 1
B W 2- 2 -3 JE-N- 2T kA 20 %) — e Bt iz B 2, TR £ 72 (28, 3S) —2-% i -3-H
HEN- (2-TEIRAR 2, 38) — IR fie B 2, T PR &

[0128]  fE—Fhsififi /7ol , 2- & -3 FF JL-N- (-G WpRAR 2, L) — 3 I i — B 1R &k F o 7Y
JERALFELAL T 27, 2608119 .67 1 BE20 [ [KIXRDP , iR = PR N1 +0.5,4)+0.4; £)+0.3;
2)40.2; 4710, 140,05 BUHE /o £ —SEjl 77 20, Jf B I XRDPIE B HE 47 T 418,917
FI16.024 200 , iR Z TR NZ)+0.5;24)+10.4; 4 10.3:; 4+0.2; 4 +0.1;4+0.05;
B /N o FE N —SEJila 77 TN, 2- 2 HE -3 FF B -N- Q1A 2,058 — It i — iR #h i e 2
ANUFE R T T R AU XRDP

[0129] K9, 2-5(JE-3-F BE-N- Q-G 2, 28) Bt i — B IR SR (M XRDPER
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A df4 PR B
2-0(0)° % % %
726 12.16562 33.4 100
oy 10872 813099 145 43.3
12594  7.0227 834 24.9
13.844 639151 129 38.5
14436 6.13074 10.5 31.3
16024 552652 21.4 64.1
18116 4.89273 153 45.6
18917 4.6874  26.5 79.2
19.671 450923  30.3 90.6
20782 427066  15.9 47.7
s 304483 167 50
25221 352813 8.81 263

[0132]  fF— Pk g St 7 aQrp , 2- & Fk -3 FF JE-N- Q-G AR 2, L) — TR Bk e — B 1R 26 1
i 2 R B AR 2R LR 45 XRDP o 72 M — e St S, 78 R st 7y h R 14k &
Yy2-g -3 B -N- -G IAR 2 28 -l i — iR #h & (25, 3S) —2—-2 A —-3- 1 J-N- (2-
NS IR A, 2, 228) — 3 Bt i — B R £

[0133]  fE—Fpsiii 77 :rp , df AL IE I SO TS R AR . 7 2 GG — RN iy 2 0
XU B A A I o P SO I 7 T RR A IR R AR S RN AR ST
B =st; P =m; M55 =w. I B OGIG AR UG RE W AR P uge A7 B S L AE XS 58 FE IR PR DA Ty
FHG 1z R S L EX .

[0134]  ARAUREAR N GIA B T A R4 S 5 — i 2L R U iz = W o7 A% A/ B0 52 1)
ISP A 5 2 SR PN AR A o U 7 A OB DA RIB A D A (em ™) 3R, F VRIS MR ZE TR . —
P AR ZE R 7 £ 7R R I, 2971310+ 107 K4 B A7 B R R 21 1310+1081 2713208 £
1310-1081£31300 o B e T4 it fil] & FE A L N FH T3 A I HERE A NN HRAE B S, A,
FEARN TN R B R S AT B & i 2 R T DA 125 £105 85 £5; £3; = 1B/
[0135]  FH-T-4ii S GG 20 B 0 05 1 AN 4% () B4 0 4 iR T 5 T 49 34 o

[0136]  FE—FpsLii 7 alrh , 2- 28 -3 FF B -N—- (2N pR AR 2, 228) — 3 I e 1) ot 28 /s BB i
BT 232964 (s) ; 292873 (s) ; F1Z11451 (s) em AR SO0, IR ZE R IR AL 12, 4+10;
2845 A3 L 15 BUHE /N AR N —3L2it 7 X, f SIS I B FE AL T 291310 (m) 1
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#1805 (m) cm UE , iR E R NA) H 12, 4110, 24 £ 8, )+ 5, 4+ 3, 4+ 1 B /N AE—Ff
558 SE it 7 TN, 2- 2 -3 F E-N- (2 MGk AR £ ) — eI e () s 20 Je /s R AR 1SS BLEI8A
FISBI fiz 2 ik o 75 N — e St 7 U, 78 B IR SE i 7 SR R A 2 -E -3 -
HEN- (-G IHRAR 2, 228) — B i 2 (2S5, 3S) 2~ -3 FF JE-N- - 1g kAR 2, 22%) TR Bt
[0137] A —Ffsii 77 xUHp , 2- 2 -3 FF 2 -N—- (2 MG R 2, 28) — I I e — Tt 1R 2k 1 o 284
JENELFEAT T 212964 (s) : 412880 (s) s FIZI972 (s) em AU IR SO0 3E , iR 22 FIR N +12;
2110529 E£8; 45,4 =35 29 £ 1 B /N A N — 520 5 0, 7 208 iE B 4507 T4
1448 (m) F1Z11310 (m) cm '[{0 R ZE R AL H12, 4110, 41 £8, 415, 413, 49+ 1, 5
BN o A —Fiifr e St 77 20, 22 -3 FF N Q- AR 2, 28) — ISl i — T e <k 17 o 2
J R HE AR AL 1 201 2B hr 2 6 o 78 X — e Sl Ty U, AE R ST U7 S R A
[ E 2 H -3 FF e -N- Q1B MK AR 2 28) — IR Bt e — TR #h & (25, 3S) —2- & -3 F At~
N— Q- IbRAX 2, 228) — L e e — DR B £

[0138]  fE—Ffsii /7 a0, 2- 2 -3 FF B -N- (-G R 2, 88) — I e — Tt 1R 2k 1 o 284
JEIRALFEAL T 212980 (s) 5 292943 (s) ; 412889 (s) ; MIZ11033 (s) em U [P 26, R 27
BRONZ 12524021054 8 L £5; 243, 4 = 1 BUE /N JE X —32 i 77 b, 7 2068
AT £1975 (m) FLI851 (m) em 1§, iR Z IR AL £12; 41 £10; 48, 45, 4)£3;
2y 1 BUCHE /N A — Pl e St 7 SN, 2- 2 -3 FF A -N- Q-1 2,28 Tk e — R R
R i Y R R B AR D] L SAMTISBIK v 2 ik o AF X — 5 SE it 7 20, 78 F kR SETit 7
P RIA B P 2— 2 -3 -F AL -N- (- kAR 20 2%) -l i — IR R #h 2 (28, 39) —2-%
H-3—FR B -N- (- WA 2, 58) — I i — I R £

[0139]  AE—Fpsiii /7 20, 2— 2 -3 FF B -N— (2N Bk AR 2 268 — 13 5 e — 4 06 T8 5k 1)
T N T 212957 (s) s 292928 (s) 5 FLI910 (s) em {YWE G i SO, 1R 22 FLR A4 +
12; 472105 4 +8; 45, 4 £ 3, 49+ 1 B /N o A8 X —SEJiti 7 20, f i 45 47 T
291450 (m) ;211139 (m) 5 F1£1883 (m) cm "I, iR ZERIR AL £ 12; 41 £10; 4 £8; 45,4
3 4 1B /N AR — BhEE SE 7 AU, 22 B -3 B -N- Q-G AR 2 4R) -t fig —
AR h 1 i A R LA SRR 24 AR 24BIK Fr =6 AE e sy o, 7E Bk
S 77 2 TP R AL A Y 2 Gk -3 FF JE-N- (- kAR 2 ) — TR B i — R R Sk g2 (28,
3S) —2—% -3 F B -N- (-G MhkAX 2, 3) — 1k e — AT R IR £

[0140]  AE—Fpsi 77 U, 2- 2 -3 B -N- (2N bk AR 2 28 — 3 i e — PP R T 5 1)
T R AL AT T 212935 (s) 1 411040 (s) 3 RIZITT8 (s) em  HIUE 7 BO61E , iR 22 FLIR N2 +
12; 21210418, 4) 5, 249 £ 3, 29 1 BUE /N AL N — 5Lt 5 20 rp , f7 2061 e 6407 T
291444 (m) FLI557 (m) cm {0, R ZE TR AL £ 12, 40 £ 105,41 £8; 45,43 41 £1; 5K
RN o AE— B 8 St 7 20, 228 3 -3 FF JE-N- (-G R AR 2, 3) — G i — FR T R 5 14 &
R R AR IR 29 Fr & 061 o 78 M S 7 S, 78 IR S 77 2 R R 14k
H 22 -3 N Q- IbRAR 2, ) — IRt I — R R 6 42 (28, 3S) -2 k-3 F1 i -N-
-G IpRAR 2,38 — B e — IR 6

(01411 FE—Ppsi 75 X, 2- 2 2 -3 F B -N- (-G kA 2, 8) — Gt e — P R T R R 1Y
i R R AL FE A7 T 292980 (s) s 211123 () s FIZI800 (s) cm™ U1 F7 S 1, 15 22 B A 4
+12; 4110, 2428, 4 5, 43, 29 = 1 BUE /o 7E 5L 5 20, 7 = 06 i b AR5 47
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F£52922 (m) , 271599 (m) , F1£1637 (m) em "0, iR 2 FIR N L =124 £10; 4 £8; 4] £5;
L34 £ 1 BUHE /N o AE— it 8 L7 20, 2- 20 -3 F JE-N- Q- £ ) — T i
TR ORI Eh 1 i B R R AR AU 34 2ol A X — e STt U7 U L E R s
it 77 A IR A A P 2 -3 B BN (- R AR 2, 2 - i — R ORI G SR (28,
3S) —2-GA k-3 H1 FE-N- (-G A £ %) — e i e — P R IR 6

[0142] A —Fpsyi 77 20, 2- 2 5 -3 FF B -N- (2 W RRAR 2, 288) — 3 I Frde — 2 T e 5k 1)
T R T 213053 (w) s 411380 (s) 5 FILIT66 (s) cm M HWE i SO, 1R 22 FLR A4+
12; 472105 48 45 4 £ 3, 4+ 1 BUHE /N o A8 X —SEJit 7 20, f 80 i s 6 T
292974 (w) FZI514 () cm "0, R ZE TR AL £ 12, 4 £ 10,4 £8; 45,43, 41 £ 1,5
BN o AE— P B St 77 20, 2-F 0 -3 FF JE-N- Q-G AR 2, 28 — I fide — 25T R R 1)
R R AR IS 391 hr & 61 o 78 3 — % 8 Lt 7 s, 78 IR S22 R 14k
G2 -3 F I -N- (2B IRAR 2, 28) — Bt e — 25 R £ 2 (28, 3S) —2—Z k-3 -F L -N-
-G IpRAR 20 - e —Z iR £h

[0143]  AE—Fpsyi 77 a0, 2- 2 -3 FF B -N- (2T Rk AR 2, 288) — I B Jie B 20 T 1R 1Y
i 2 FE R AE AT T 202954 (s) 3 211058 (s) 5 FIZI825 (s) em U [ Hr B RE , 1% 22 FHHR N4
T12; 4 £ 10548 45, 4 £3, 4 1 B /N o A8 X —SEJit 7 2, fr i e 4 47
F#13003 (s) FIZ1521 (s) cm 'frIU, IR ZE TR AL £ 12, 40 110, 4 =8, 4 =5, 4 =3, 4 £ 15
B /N AE— PR s SE it 77 S, 2- (B -3 B -N- Q-1 kAR 2 0L — IR Bk ik B 2, TR #h
1) f0 Y R AR A 44 1 P T AR N e S 7 SR, 78 R s 7y X R
M4k G W2 3 -3 FE-N- -Gk AR 2, 38) — Bt G B 2, TR £6 42 (25, 3S) —2- & -3~
R -N- -Gk AR 2,08 B fG BR. 2, —hl IR 56

[0144]  AE—Fpsi 77 s, 2- 2 -3 FF B -N- (-G R 2, 288) — I3 fie — B 1R b 1 o 28
JETRAFEDNT T 292897 (s) ; 411692 (s) ; FIZJ491 (m) em "[RIUE [K)F7 SOtk , 15 22 R ML +12,
21E10; 4 £8: 4543 4 1 BUHE/NAE N — 3L 7 X, fu B eiE e A HE 6 T4
2955 (s) , 291443 (s) , F1£51252 (s) cm [0, IR ZE R PRNL) 12, 41 £10; 4 £8; 24 £5, 45+
334 £ 1 B /N AR — Phir o K 7 A, 2- 2 -3 - B -N- Q- MRAR & ) — TR i — &L
PR R A o Y J R e A B 2R AL 491 b B 6 o 7E N — s s ity 2, AE B A Szt Uy =0
IR A P22 H-3-F e -N- Q-G R 2, 58) - Bk e — B R 72 (28, 39) —2—-%( k-3~
R -N- (2- NG Ipk AR 2, 328) — IR B e — B R 26

[0145]  fE—Fpski 77 20, g AL 7R 22 | H0Z: (DSC) Ak - DSCH A3 Bt I — fcad i
WGHZTL/ v ("W/g7) FEAT U B AR AR A T B0 e e G B 1) DN ) A5 ot AR ke
W VR DSCH BT B G AL U35 B AN Z8 A (ourtset) T8 L WA IR B R A 18 4 DSV 43 By
] ) B — e AL i FAE A2 45 o 45 1 DX ) L e R R AR

[0146]  ARGURELAN SN BIXS T AH A A0 A FE— df B I DSCHRA 73 B P (1) I B0y A2 R 22
TR PB4 o 4285 IR B2 I8 1) B — e KA AL 0 VR I8 A 0 R 22 B o — Mty , iR ZE PR R 7
RN MG, £753.09 2. 071 B — B KR R 24953, 09+2 B0 2955 09 £ 253 . 0920 2
51.09 HU kT4 i il B B A BT I & BB HE R ARV N IR &5 , AR GUREL AN A
R B — g KA R ZE R B e £2.5; £2;, 1.5, £1; 0.5, B0/

[0147]  F-T-DSCHA T 40 B 8 5126 R 2% (1R AT N 4 R T S e 9] 3504 o
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[0148]  AE—Ffsi 77 xUHp , 2- 2 -3 FF 2 -N- (- MG AR 2, 228) — I I e 1) o 28 e /s B i
B— B KAENZ153.09 2. 0°CHIDSCR T iR E MR N 2.5, 41 £ 2, 49+ 1.5; 4+
1325 £0.5; BUHE /N o AE—PioRr g S 7 20, 2- 20 2 -3 FF e -N- (-G A £, 228) — e e i)
i 0 R SR AR B AL 6 IR DSCI A BT I o 78 S — 4 58 SE il 5 5P, 78 1A SE e 75 s P # A
AL W2 A -3 JE-N- Q- EIHRAR 2 28) — Wi i & (25, 3S) —2— 2 -3 -F 2 -N- (211G
WA 2. 222) — T i

[0149]  AE—FfsLi 77 U, 2- 2 -3 FF B -N- (- MG R 2, 288) — I e — Tt 1R 2k 1 o 24
JE NS P — B KB N Z176.49 % 2.0 CHIDSCH D T R ZE R IR ML £2.5; 4 £2, 4 £
1.5 2) 1249205 BUE /N o /E—FlvRr 8 Lt /7 20, 2-24 B -3 H1 A -N- Q-G AR 2 2) -
I R — R R Ak P v 7R R AR AR 1 2L 1 LI DSCI A BT B o AE S — s s it 7 20, 72 |
Sy b IR AL AW 2 -E F -3 - FF L -N- (2-TE IR AR 2,5 TRk i — R R Bk 2 (28,
3S) —2- A HE -3 F JE-N- (-G IRAX 2, 58) — I e — R R 6,

[0150]  fE—Ffsii 77 U, 2- 2 -3 FF B -N=- (- MG R 2, 288) — I fie — Tt 1R 2 1y o 284
TR P — B KAE N Z228.03 2.0 CHIDSCH M, R ZE R IR ML £2.5; 4 £2, 4 £
1.5 2) 1249205, BUSE /N o /E—FlvRr 8 SE it /7 20, 2-20 B -3 F1 A -N- Q-G AR 2. 2) -
IR R R IR R P v T R R AR 1 2R AL 1AM DSCI A BT B o AE S — s s it 7 20, 75 |
S 77 P R AW 2 -3 - FE N (-IE IRAR 2 R - ik IR R R (28,
3S) —2- " HE -3 F JE-N- (2-ME WA 2, %) — L i — I R £

[0151] A —Fpsii 77 20, 2- 20 5 -3 FF B -N- (2N IpRAR 2 208 — 13 15 e — 4 R T8 5k 1)
T T HE B — B KA N 29182, 332 2. 0 CHIDSCIV BT I, iR 2 F IR WL £2.5; 41 £2, 4
+ 1.5 4 £ 140,55 BUH /N AE— Fhir g SE it 77 U, 22 k-3 -FF B -N- (-1 2
) — I e AR R R 1 Y s B AR B SR ALE] 209 DSCHA 43 it I o 75 X — R S it 7 20
b, F bR szt 7 2 b R A B A A P2 a3 - R -N- (2T bR AR 2 3 ) — Ik e A R
EhiAg (2S,3S) —2-% HE-3-F HE-N- Q-G R4 2,08 -GStk — i BE IR £h

[0152]  fE—Fhsififi 7 a0, 2- & FE -3 FF JE-N- (-G kAR 2, 358) — 1 Ik i — PP R 1 6 140 &
T e R AL B B KA A Z0180. 77 £ 2. 0 CHIDSCIV A HT ], R E SR AL £2.5; 4122, %)
1.5 41 4)20. 55 BUE /N o £E— P 8 SL it 7 3, 2-240 2 -3- 1 B -N- (213 kAR
) — G i — R PR R ) R T R R R AR B S ABLET 26 AR DSCH A3 B 8] o 75 X — 1 5 SE it 7 20
W, 7E AR SEil 7 20 IR A A 22 -3 - B -N- (- IR AR 2, 328) — I i — R i
Ehiag (2S,3S) —2-% HE-3-F HE-N- Q-G R4 2,08 - Btk — iR £h

[0153]  FE—Ffsiifa 7y b, 2- % J -3 FR JE-N- (2P kAR 2, %) — 3 Ik e — PP it e 26 1)
i Y R TR AL B — i KA N 2919185 £ 2.0 CIIDSCH T IR, IR ZE IR N 2.5, 49+ 2,
Zy1.5; 2212920, 5; B /N AE—PkE e s2 it g w0, 2% -3 FF 2L -N- 2-1E AR 2,
) — R B — FF 2R IR R 1) o T R R SR B 2L 3 1A DSCHA A M I o 75 X — 5 78 S e
o, 78 B st 7 b #AR AL A P 2 -3 FF JE-N=- (218 MR AR 2, 38) — IRl i — R oK
TR 36 A (28, 3S) —2—%( F—3-F HE-N- Q- 1G kAR 2,28 B g — FF 2R i 26 o

[0154]  HE—FpsLii )7 a0, 2- 2 -3 B -N- (2N IRk AR 2, 388) — 3 I P — 28 T I 5 1) &
A fe TN RE R — B KB N 218556 = 2. 0 CHIDSCIV A BT I, iR ZE SR N2 2.5 41 £2 4
+1.5:4) 1 4)0.5; BUHE /N AE— PhRe s St )7 sUH, 2- 20 0k -3 -N- (218X 2
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B — B i — 2RI IR R 1) R B JR R B AR R ABLET 36 AR DSCHR A3 BT ] o £5 X —H E S it 7 2
b, 78 B3R Szt 7 2 HE R AL S W2 -3 - B -N- (-1 AR 20 L) — I Bk e — 2R R
A& (25, 35) —2-%( H-3-FF B -N- Q- 1G IR 2, 38) IR BER% — 2R THIR £ .

[0155]  7E—Fpsiifa 7y b, 2- % JE -3 H A -N- (2-ME kAR 2, 388) — I B e o 2, Tt 2R 11
i T R LS B — B K E N 317 .25 2 2. 0 CIIDSCIVA BT I, iR E LR AL £2.5; 4 £ 2,
211,54 11250, 5;BUH /N o AE— Pl sE St 7 U, 2- 20 -3-FF B -N- (-3 4R 2
5 — R BRI B £ TR S 0 S T R R SR B2 ALE 41 AR DSCH A BT B o 75 X — 45 B SE e Ty
i, 78 B IR St 7 U AR AL A 2 -5 -3 - B -N- (2-IB IR AR 2L ) - Bk R . 2 —
TR £ 42 (2, 3S) —2~2 -3 JE-N- Q-G MRAR 2, 28) — ki B 2, TR £ .

[0156]  7E—Fpsiita /7 A , 2~ 2 F -3 FF A -N- (2N IR AX 2, J28) — G B e — B iR 3L 11y it 28
JEIRALHE B — i RAE N 29234322 2. 0 CIUDSCR A IR IR ZE R AL +2.5; 42, 4+
1.5 41 £ 12 40.5; BUH /N AE— Pl e SL it 77 20, 2- 2 0k -3-FF -N- (-5 4R 2 ) -
TR e — B £h 1 o L R LR 5B B 46 A [ DSCH A BT B o AE X — 1 5 szt Oy =0, 78
iR szt 7y 3R R A A 2-E -3 N Q1B IRAR 2,3 I G — B R £k A2 (28,
3S) —2- A HE -3 F JE-N- (2-MEIRAY 2, 58) — I i — B R £

[0157]  RAE A B s 4 () B9 I 7 VE AR T A F 47 1) St 451358 49 o

[0158]  ZG4/m 5]

[0159] £ N —sEhitiy =0, AR ARG A1, A B8 I7 A SR I A R I i 2 A
AR TR % i = P2 L=l e 22 (1 5 e i e e e o L D= N I 23 9 151 1 VAN LT
I

(01601 F 55 AT AN N A i BHC il 771) o A 6 770 38 In (8144 25 M 4 A 0 AR AR, B AT DA
A TR A 25 I BB 2 B ol i R R 3 BT AL HE o A 2 A D R R R R LR , 91
WA AR 4E 2 (140, AVICEL) , BEANAT 2 25, FUME, Sk , TR ALTE N , R ERATS , BRI S , 4 , i
BIMELE A7) (dextrates) , Bk , BT &M , BERELES /K &40, IR IR AT , 1 M) £, IR R B, AL
BE,FEAERRS, HEE Y, B TP AL TR M RS (19701, EUDRAGIT) , &AL, b A 4 %5, &4k,
BURE , FIVE A7 o

[0161] & SESAFIZY L an A 7RI [ AR 25 e & W] AR IR 7], o DhRe GG E R 46 2 J5
fRBEEYER 5 H ERIE R — LA A Z WAL -SRI RS & 76 BRI 7 AR » e B R
(il R R ARG, BN, A YR TR, TNERRS , EALAE ), F2 2 R 4
Yk, PR E AT 4 2 (190, KLUCEL) , F2 7 Ak FR B4 2 25 (161 201 , METHOCEL (FR B4R 4 ) ) , Vi
PRI BTN RERR BR AR, 22 2PN, R AR 4 31, R P BE A A BRI SR 4R (49141, KOLLIDON,
PLASDONE) , TR AL v » 8 BR AR , FIEHT o

[0162] R SER I A& Z5 A &t N 3 B B A s e m DLd o ) 405 0 N 8 i 71045
DASE N o FR S RV R B IR , R TR AR 4R R 45, R F AR 4E 34 (B2, AC-DT—-SOLAIPRIMELLOSE) ,
WA A, S OR TR AR 4 2N, S SR YRR (191701, KOLLTDONAHPOLYPLASDONE) , JRE-B , ik
PR, LAY 2, T AT 4 22, DR s AR B I AL AR i 25, TR AL Ve b R R BN, Ve R 2
BRAH (50, EXPLOTAB) , FIVERS o

[0163]  BEAE NN BhAL 71 A i 3 2 He S i) A 20 A ) at s e L o 36 45 26 () RS 4 52 . 7T DA
752 BRI IR I VSRR A A, S REBREE AL SR 4 2, ek, VA, R R AT
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[0164]  7E 7784 bt o1 7 55038 3 1 Sk A 2 5 W i 4 A 00 T 5 46 P ad o i s AL AT AR B
(dye) 52 [ o = SL I FE 7 RN P e 23 EL A B 25 2 o LRSS L 3 10 P 6T ) 5 SX BB 08 S B0
LA U R0 L 2 T AN 0] o B8 0 1) 5 4 N S 3 7 DA DR D ok o LG T 7= i A A R R
T o VI T R0 HE A i R , 4 T RS , H ek B Al AR BRI L H VA AR A i ER R , AL BE RV, &
AP, 0, 5 4, R R IREN . AR IRIR AN, B = S RN, B TR IR , ¥ f , ARl
JEEREE o

[0165] ik 7RI AN 1 2 57 A 49 750 2R 0k BB 3 W3 1. ] LB RRAE A R A &b i T 254
7 ) MR R A IG E R BRE E E , B, R E R M AT R, B SR, &
W, AR .

[0166]  [EA& MR AAE GWIC AT L AT S 25 % Er R E Cun ge i, Dok HAR mn/
BT AT R T 55 7= b AR T A &K

(01671 A AN HA B2 9o S5 B 5 76 VT 35 B2 SR 100 SR, L mp AR R B 140 3 et 2R 4D it A 465 ) A
RAERAFEUGTT SRR 253 B (e M 2 2 2R 25 o SR, 38 R 40 0 =Xk 1) & Bk v& 9 (il
DA 338 8 VR AR Z5 W e 70 P B RRTHE PG 7T bR 2h) 5 8 B T AR I FIUHBA A .

[0168] 7 FHAS % BH i 284 o] 2% B 25 0 2L S b, o BT FE P VT 36 1R 5k R 2 e ] 4 Tt
TE A MRS TFAE AR SR A e K A B VR 2 % T B ECH

[0169] AR ZGVNLH AW AT L5 A FUAG I LORE AN VS TR 38048 16 38 PR 1 40 B3CHE e T 57
B BT AN H AW nT U T AR R RS H A A5, a0, B, O3,
M g 1, [ B ARG BB IR, 0 SO, R, AR R AR A 21, R U, o it Al IR A, B g
B o

[0170] AR ZG W 2H & W ade m] DA A7 Rl B 184 558 770 DA O 2 77 o D1 JB6RT /8078 25 18 B 3R
T o T3 7R B0 HE R Pz AT , PR R T =, RV, 8 P AR 4 2 B B P A0 4 2, et el T
B, FILAYE R, LA e 2, I NEL R, 3 LR A e 2, R T FL AR 4 28, J2 T I FR L 41 4
TN IR O IREE, TRYEER , TR 0 TR G , SRR T I, R IR , VE R PR IR, VE KD IR
R, FIHE JF R -

(01711 AT DU E R SR B o Ll BB RS , RS 40, A, B w48, SO0 , H 82 B, AN
AR DL GE RIS .

[0172] AT DA AR 22 A I 7K I Bg JEg 70 AN 2% 5 70 Bl Tn s, 2R FR RN, T Ak 110 8 ik R
7K, TR, F1 2, —FZ DY 2 BR DA O3 I g R e 2k

[0173] YA AW T] LA &4 e 7 b il & MR , LR, AP 5 IR B 2L 1R , i 2 W IR Y
FLEREN , MR B EN , B 2 BB o o IR SRR BT S 10 I 6 mT A R T AR 27 R T 250 9155
FEARATUR I AMERE P F12 25 151 75 S Hh i o

(01741 A BR () [ 44 28 A 0 A 50 S S ks SR AR AR R SEI A MR A FEE T 1
e 5T L W B A B B T UL AR K ) I N IR 25 25 1 5 & o RV FEAT R 45 e 1
0 B I 25 25 77 ORI TR YR T 0 %) Ak R B M, AR R B 1) Bk g A A2
I o 5 710 T LA 5 {5 1 DA B e ) B A7 A FLIE S 25 A B R AT R A

(01751 7120 A0, 58 ] A4 SR bb 00 1 7900 R R O BB AR R L /N2 B L ST SE R AE , DA SR A4 el
T, VR A TR A 7)o

[0176] W] LK STRATTERAR )& FITEE T o A R BH 1 1 IR SRR A 3% > 11 I Je B2 B8 77107
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2, H B A B E ARG T P R A B R S e B P Y 25mg 2 £9160mg , B AL 1% £
20mg . £180mg , B L% 10.18.20.25.40 .60 F180mg () IR FEEY 7] H 7 & 7] LA KR 1 . 28k T
EZAN ¥ SE TN

[0177] AR AT DL & B AR A, i A BOR A [ 44 28 -5 90 1) 70 R 52 BR
AR IR HE . LR 5 mT A 2 B B e HLAT 34 3t 5 A 386 28 550 b el ofn 0 AL, ATEE S 7
B E B

[0178]  HI-T s A BB R IE 78 1 2 S 40 ml DA I ik Y 2 3 s 1] 6 o 70 S V25380 v 5 g 97 2 ol
a3 R RS B A Rk AR SR LR, SR SR 7R (— 2K /8 N — DR A, §
B0k R 45 B B R RIURE o 5 U B 126 A1/ BORIE IS L IR SR S e AN/ BOHIT IS A A B2 1 s R
PSR A S T RLRERIURE i Bl R 77, B AE R A < B RT AN S U SR L G B ) A/ B3
T3

(01791 & v 254 m] DA S aek g e VR 0t 1) 4 o 49 0, i ME A AR T R SRV A A )
A] DL SE N e 4Bl o, SR JE A T il e S (R RIORE o R S R S0RE T AR i Hs 46 58 7 o
[0180]  fEFJsa A i & AX, SR I A9 m] DA B R 48R B2 IR 48 9 e SE 72
ELH R 47 AL 58 3 ST AN B RIORL I v 57 o e i T B IR 4 TR A RO TR 79 A 68 Tl s 4 4
LW TR FLRE , BRI A K B AR — S A o ax S A B RO 75 7E ELRE R 46 &
Fr A3 F s e ARSI AR N SO A, JGH R B4 R4 e R FC i Pkl 2 38 iE R
(R ASUHEE AN 5o

[0181] A% B B I 78 ] DAL 538 S i R Iy 8 08 16 A 3 i o (%) VR A R0 Rz 551, S8
1M, EAIANE BT B A DR

[0182] V& PR R AT 77 AT AR 4 A Siek 0 %0 05 v e il S 2 A P A 7Y

[0183] A< BTG il 5 AR b 75 A & A Bl FEPETT SR B SR 1) — P df B o AR R B g B AT DA E 2
YIEC il B S A B — 2 4y B0 S R HE P VT Sh R #h i 2 i 28— S B 5 T s TR R
FEUVT Eh IR Eh — TR B4 o SR, DRde 1K & AR K W ) 25 W0 /R B AL 5 ) 2 43 25100 %
HE L Rl A250-100% F &, 19 2 D— P AL, B 5 B S BT 0T ShER Eh S
o U, BT FE U YT SR B i K BTk B A2 75-100% H &, KR A /290100 % & & . = [§
PRI J2£95-100 % HEE K&,

[0184]  y&¥7 HIi&

[0185] AR B SR AL nhil S R IAp7 51K 41 B ) AR AL B L R B A ) B A R VR 9T

[0186]  {E—ANJrTH, SRALIE A pTHAZ AR T3, B FENG & p 7552 A4 1) A0 e 5 AR e Y i 7Y
P AN A FER R TR YT P2 RGNS AR (HAR T BT /R 2K BRI S TR AR . 7
SRR A L A0 T TG 45345 B BE A I 22 R PR R AR, L LSS 40 T N 2R B AL AR 2 L UL
T FH 2 PR XA AR PR 7 7, JLIE T A B ot 8L 08 ) 1R 22 TR IS I p TH 32 AR ) e
[0187] AN AFFI & H TR IT A RGRATEFE (HART) 2 Kk MEaL B B8 5 f=
SR A T778, BT AR R B i 2R 0 ) /D SRR T A R R p 75 52 A4 T B

[0188] & AT FHTI6IT HHAE ML RSB Im 1 7772, e il A2 TIBT 6 2 40 . i) 453 5% F
FH JEE TR M6t % s TR A A AT 3 B P A s AR PR 1 G042 B B s L A 00 S 8 9 I A
FSCFR 19T LA TR 1 s 8 B L B AE O JVUBE I 2 S5 1 400 S 0 Ty oo JUL 448 e 453 2 BRORIBOHT
O JULZH A R TR (o L7 5 DA R it Fevse 240 it A= s ik A 7500 5 - A e R0 BB A i =45
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AU K R, pTARC AR RE NS HIRAZ HET- AR A I, H e (Rt 4 UM 8 B H AR I SRS 1) —
fiFa

[0189] AT B B FR (it AE 32 3 rh iy A e AR P A HL B B G BORAE ) 75 12 o SEARR M ,
RNTHED FAEZ 6 D8 T SR LLG T A A VR B B B B G BURAE - i T BE % LAY
R 3 C A 5 P AR PE AN B B AT SR HAT I 15 5 A 3 R/ BRI BITNGE (proNGF) -7
MHIE TR &S T ARE 7N 7R F I I8 R ) T A A

(01901 FFyAYTIRRE AT A D AR B 3R 11 Hp 76" " 45 Frii 4 A 3 (K A R
RSP B4  AEANIR T, B RO BRI » < WU , UL S » UL 4 P (U R BB A , 800 » 1 <6
FRI A RERA , A rf, SR, BRI, A5 , B PR PR e o , S JE PR , MR HEL, 22K
PERELL , b Ja Pk w453 03 R o

[0191] A B dR AL RE U8 FIR VAT PR ZL IR AL , B FE Ty e 2220 PR Gt b AL 227V SR Y A
oA AN /B2 AR VR B , LA ERAE L AN S a4k 22T 0 S BUN B AN AFIE .
[0192] AT B ik B2 (A7 2 40 A7 355 V0B T o AR PRI A ML A 455, (B ANER T, BR 2 L, 1
Ly A B, B BRI, SR A , AR I, dm B A T A L, B B AN ML, So A A L, A4
o — i, IR AL FE AR T AU H , D SR AN N AT B B ML R Bk T R AR
Kl R FR AL, He AL S AT AR T 1% S AT BT RINGE -7 S O 2 MU SE T

[0193] AR AFF 4 T AR B 2 DL e s 52 il 3 v B p 75 N A A SRR K T Vs
EIRTTRRES A REIA S 4 T A REA R W S PR,

(01941 WA SR HY, 25 25 B8 06 A SSUSBOAR N SR CL R 25 B3 4 AP AE — R SEBLBUEEAT .
e T BE G IX RS T I, S R T KN, 22l B A R RN, R L, LRI, SR K
W (B anZe 1), ELR, S, UK, 571, BHAE , Sl NS 55, 3l 29 AR B vl A H AR
BRPE AR A B AT ) SR B W ) 7R B T ) AR A 2

[0195] gt 4h, H BT AR L REWE 25 T 75 ZLUR YT I R AR X 380 IX RE 8 IX AL SEIL - 2, {2
FFARRR il , 753 ARSI a) 7 A, R e H 3 W ) 22 B S, 3 AR, BUEA ) (L
ANPIREG AT 2 AL A 2 ALK BUECIR Y O » B4 b At (sialastic) BEBREF
i

[0196] U Fr e T (K oK (9 G, W, ) B, v 790, YK, L9, RS 588) B0 Bk T
H25 T A% A, TR (B3, 1 JRORG 5 BN IBE L IRt I S8R D) 2524, a] UAE
PSR E TR NG AL IR AR 77 o i 2RO e 0 R B 78 T A M RN I P st
LA 853 b 50 2R A A A7 3 B I S5 R N DR AR LA T o AR ST I A i B A7 R
55 A T R L AR 24 0 R L BRI 2 R B B 4 Rl p 75N - A 3 K R 1Y —
o 2 MEREGE A ) 2 e i — e 2e 7 .

[0197]  Fiiohith, Lh 25 RE B 5 AL BN (W BN A 52 W B 45 F 2R . LIR 2577 SR
o Z AN IF IR RGBT IR E

[0198] A% Wt R BE % P AR 2540 v O ME— 35 PR SR BRBE 0% 55 L 3l T e 15456 T (il 2
i 1) AT AR st 4 ¥ BOH AR A RIS 1R 45 ), ik H e PRl =2 il ph e s
A, BURE WS AR il 2 A2 VR B T IR AR e A7 0 B 2 AR ) e R 7 B2y, B R EAN IR
TUEN R B B AR5 2 T AEL 5 30 0 700 1 I AL Tl 41 61 79, RIN- R DR A
R ER A (1 A R R R S AR HE U o
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[0199] AR BH g AL — e DL 290 . 01mg /kg/ 71 22 29100mg / kg /TR FIE LG T ik th, HI=
ATPAAZZ0. Img/kg/ 7 22 £)10mg/ kg /7 s BLZ) 1mg /kg/ 7 2210mg /kg/ | FERLLLFIE H , AR
AN FF b B DL 295mg ke /7145 T o AT LA A A TE) R F8C R R BT &= T LA 2 A I R = B
TG 25T AL B T7 1 (B ik N 45 289) WG DL T S R i 2L 4s 7 52 s i (1 23, ol 2
NZI0.05F 210mg/ kg/ /NS 5 I £90. 1 2 2 Img/ kg /7N o 753X L8 5 B Q1A SC i ish e &
kA4 F ST, B R 5 FAREE . — B, R T RIBEHIFRILL L0 . 5mg ke /7 2 4
10mg/kg/FNEH FI IR L T o Sk, KB 29 1ng /kg /52 297 . bmg / kg /B 2
Z11mg/kg/ 7% £16mg/ke/ K ZEL T o

[0200] T BRIR 45 2438 241 2 490 . L Z41100mg/kg o & 4 2 410 055 £710mg/ kg 3% 4L
YEEG SRy s 938 T Bl B R BRA 1 I A AR

[0201] 24555 ik B8 6 LA 2& v / 1 J7 KA R 1 AR AS 2 A R FR 40t , iR DR 2 i 7 v SE TR
5L A4 WA DR R R I AHOC 1 o A AR R AR Re 0% IR R AR LEE BL AR 3h 4
MR ZHNE R ILFE bR Freireich®E A, (1966) Cancer Chemother Rep.50,219-
244) T E 2, N T AT R4 E M mg / ke il & R IE N mg/sq mif) &, WK 51 & 3 LA
3 4 [ km A AE R A, 100mg kg A 24 T 100mg /kgx37keg/sq m=3700mg/m”,

[0202]  EASCA T d AL R 6 B H A B BOR 2R JE A, BN TR B0 R BE AT it A
RCE R E AT LA o SR 1T, AR TUE AR N HBEWEEE 2 My A 115 B Al TIUAR 19 S8 7Y 1)
R ARE

[0203]  fEIZWT K R P4 RGFEAGHIIE OUT » AR K I i Y — M 42 AT PR S 45 T o AR HE
BEAG 1, AR SC I 8 2 1) 25 24 Be % H SR 7E B i e IR R Jie 2 Rl A i I 22 B TR Fividks 5 9
(1) AR ) — T 6 AR BT O, AR SCA I i AR R KR G 457 AR NIk
B0 2 9 o R ) SRS P — S 43 AR/ B A 3 0 S T R R A RE IR P SRS T — 3 4 o R L
ZEHF AT VLB BRI 5 R, T mT DARRE 1 IR 45 20 B it H e A Ja i A 08026 o AS 5 R I
SR ) g0 2 TP AR R RA VUM EEAR 0 TR 2 RGL LA AR SR AR AT 21, dp B AE S Pk
P MR 0T T L ) AR 4 2 B R ) 5 25 T SR e AT A

[0204]  AGTIREL AN 57 BLIA TR 2755 70 B B e T ELAR 8 R H R e o 775 YO TR S i
R R UL A Bl A BRI RAR 5 G w22 70 1k B A O 1) L e (R G I PR A5 DA e s/
B AR A7 545 DA SEBIL, AR AN I R AECR 8O Al 4 AR B E o SR , R ER g T =
5 1) B8 3 T o R KT B T 5 B L 2R A P PR o o 2 B E P s BB T BN )
SRS AR — A (E BT PR AR s 45 ZG I R R AR s HEE S FSe O G T e 25
TEAEIRST AR AR I 7 B, 3K R AN URE AR N R ] 78 73 BRI o AR i B % E 1
RIERAE RGO AT TR & o 7E AR SCA TR i Y 4 REAS FR S A S 00 T 5 A
BEIRFEZ B UR

[0205]  ASCA R SR Y B A 2SS R LA AR AT IS ) AR R B & AEAR ISR YT
it 28 T VS T R ) L S R KT BR A ARk US4 T A RRSE BN A K 52 33 A/ B
Fr i BB RIG ST I LR T b Y (1) & o L3k 25 T B AIGGRI R, TAEAS A7 A5 77 2 PR o) 25 ek 1) 45 0
TIB LT R E 2 KA & R E RO E R R AR, DL S AT AT AT R 1% 0
BV, R AR GURE AR A R AT .

[0206]  HARHIE 7L — A M, PLIE 52 S RS 32 3 Lk HEB W 2
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L 5 DU i A ME SO A& T 7L 500« 35 AT VR I 32l JH B2 A 2K,
R N B i A R SRR AR W T ARE 7Sl T AR S HE S MRS R £ B
SCHR A ME S ) N ER S A SRR YT R AR VR DR N AR R ME SRR S L A ST T RIE
SARE AR NSRBI 6 T $ B B R B B 2R T i

[0207] ik, A HR SR AR IR FL BV EL A8, RA RIS 8 Hy T B0 i S 22 IR L3
EE B g AR A B8 5 47 22 57 55 8 U, B R S 3R BE N F T NS [T sl A0/ B0 AR A
b2 EE R SR Eh D » L A DA S W ) BRAE Sh A e BOR 37 T3 (1 Zh ) o i b sh i sk
FEAHAR T - R A St i Afh s $5 25, AR HE - TR RE AN o 5 e & sl MR/ oA s s Ee
WP T SRS B 1L 2 B AR AN B 5 DLy o 4R RS B 28R T, Tk 2R 5
B PE AN/ BB TSR L 258, AR, Frol 2 ISR & ERI K & L d k35 35
8GR IRIG SR, PO EATIS NS B 1 o AT S SR B & 1R T, ik e
FAEANR T, JIFRIIHE, Secshfn, A s, 5 (B3R E) , K&, 5%

[0208]  "| IR SE it — 20 U B AR B AN R AR g A R T75 3 GRR i Y

ST 5l

[0209] 3 Afr U7 V- HE IR A0 1 25 Bl o Afr 7 VR R T 48 BH i Y B FL i A4 DA SR AR H AR 28
R

[0210]  EAHA:

[0211]  HIFECE A IR PR ] WG A RIR 2 B ¥ Zeiss Universal & e KPR FE 5 1K i
FEHRF P B AR — e 2 B T B B v b, B — R B a2 35 7 o IOK 26— it
FE 100X 6 IR URE/ i A8 RS T IR I 5% o R 2 BT 5 A7 AE o

[0212] 4 FLiE—"H-NMR:

[0213] il && £ < #F 1-10me¥E T — 1 AKX (DMSO) —ds , 750.05% (v/v) P4 B JE R4 (TMS) o
AEFREEIE ¥ TBruker Avance 111 400MHz FT-NMRYGiE(Y MBruker Topspiniiff (A
2.1) FUEEIEIE AE SRS A 2 1/ T B 30 S 3R AR R SR A L 3

[0214]  REHFEIE OSO -

[0215]  DSCEUHEAETA Instruments DSC_IUEE B, 45 i & VE 1 22 10mg 1AL G N
REfh 28, 3F H EH 258 41250°CE300°C LL10°C /4314 , FI50mL,/min & ik .

[0216]  F4FE 43T (TGA) -

[0217]  TGABIPEAETA Instruments 2950TGA FUEE JE &, 15 i & V0 [FH 2% 1 0mg ) 5 it &L
TP FSE T Z AR, 3 HLE 25 249150 CLA10°C /40334 , F100mL/min 1) %
k.

[0218] B & BARE A (HOT STAGE MICROSCOPY) (HSM) :

[0219]  fif FHFEC B A MRAR M 7] WYEUE FILinkamiE & O/ Zeiss Universal & iss g kE
AREHRT HA B I BRI A B BOR 2 — Mt 2 6. 3X. 4 25°C 22 £J250°C LA 10,2
T/ MAFEN - Linksys 3208 JF 6 MK 24t (Linkam Scientific
Instruments Ltd,Waterfield,Tadworth,Surrey K120 5LR,UK) o i 3%t AR . B 45 5 . <
W= A S5

[0220]  H7 E56ig:
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[0221]  HIThermo DXREHLH. S ICIBAL, FIEOL T 780nmig K , SR15 5 2 15 & . F14004; /mm
eV B BOEMERF3300 % 300em ' (B2 A1) (ITE IR , 1 8304k /mmi; 43 #E 2R (4 UL M 3R
3185042300cm ' (Fi 2 A7 F8) I o 11 AR, W T 3R MUl SE6 4k FAHE 45 R it
VENHER N AR Hok B 96— LR SZ I8 IO AR o

[0222]  XE 2k R ATHT (XRD)

[0223]  XEJ&hn RATHT S FiBruker D8Discovery T4 IR, HECAXYZE , A7 1L
TR AR , A ZEHI Star X IR I 2% . FRFRHE (nominally) , IWEEIRELCN60FD . B TAE T
40kVHI40mARK] Cu KaZg 5 1. 540635 [ R 5 I 5 58 it o XE 2ot 22 26 E AR50 . smmH FL#E
ELARIGobe 1 B2 it « IR 29 1 5emf A ot — A U 2 B 0 3R AT 003 4 4 4, HL3 k440 CIAH
R 2030 [ G A i AR TGS oA e .

[0224]  VAf#TE:

[0225] 2 a B & K SRS BT /NE P K, BERENEEC Bl BE S5 A58 52 ) 4% (3
A o 38 BN NI R B 2 [ AR VA A S B DN S AR BRI I 771 9 26 1B 5236 o 45 SR R, X
(1) 4 0 SR A2 i FE K TE I o

[0226]  WR I 1H-5h 775 2SR E (DVS) -

[0227]  #¢h FH B S B 7757 28 SR (BB 20 B AG#AT 0 B o AE IR0 %6 RHTE )
FEAY (Z91-10mg) 67N o AF BE A 45 25 °C 42520 .95 % RHEE[F] 2115 % RH, 25 K 45 % RH.

[0228]  F&5E

[0229] 28T 1A & RNV 28 B ad ik A8 4 (A T- 258160 CAigi 47 1 /&) , Ak (] 44 A 5 T =
[i] (headspace) 7E25 CHg /7 LJH) , G (B 44 FFE T = 1x ICH UVIESEZRAT) , FIT-25H140°C
(K5 (HPLCHFRREF) 26 F N A AL FR 1 & o 3l il HPLC /3 B 1 e 1 W 5 AN 32 B3R Jin s 4644 1
R, DARAE AT FR e Tk

[0230]  HPLC%#fr:

(02311 ZR% B S (1 B SRR 200 J0 ok & i AR bR Ak (TAN) BEAT 8T G AR VA T 101
L (ACN) 17K (H20) , ¥ JE A0 . 5mg/mL.

[0232]  HPLCZ:Af:

[0233] HPLC#E:XBridge Shield RP18,3.5um,4.6x 100mm

[0234] ki :30°C

[0235]  HZRAEA MY 7K :CAN(1: 1)

[0236]  Jfiik : ImL/min

[0237] 3 GHAAFH : 15mL

[0238] UV Ill: 205nm w/ ik o4

[0239]  VizhAH:A-H20 pH 10FINH4OH

[0240] B-ACN

[0241]  BRJEIRFLIT :
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H A % A % B W&

() (pH 10 aq) (ACN)

0.5 90.0 10.0 0.0
02421 59 90.0 10.0 0.0

10.0 10.0 90.0 1.0

3.0 10.0 90.0 0.0

6.0 90.0 10.0 0.0

[0243]  SZjEfdl 1 . RALTC TE T 2— 2 -3 R -N- Q- 10 AR 2 38 el i — #h IR 26 -
[0244] @I ARGURE AN RO HI A BOTIERRW A 7 e 2 IR il 2 22 -3 -F A -N- (2
N Wbk AR 2 225 — G (1) B AL B 1) o B RS P MK 27 B AL AT 5 TV AN U AR N 7
BAN, BRIk AR /R T br i S5 CHkE iFiesers ’Reagents for
Organic Synthesis, John Wiley and Sons,New York,NY,2002;0rganic Reactions,
vols.1-83,John Wiley and Sons,New York,NY,2006;March J.and Smith M. ,Advanced
Organic Chemistry,6th ed.,John Wiley and Sons,New York,NY;and Larock R.C.,
Comprehensive Organic Transformations,Wiley—VCH Publishers,New York,1999. ¥4
SCH| R AR SCA NS 2 SO GE AR 514 f R F N e R A RO VAR Z AU S LA
5 A FFNos . 2006/024072H12007/0060526 , 3l 1L 48 51414 4276 B I AT BN FIHN
Ao T8 TEH 2- 2 F -3 B -N- (-G MAX 2 8) - et ik — #h B &k (Z-HC1) FhBE W iX kf
il B P 2JE IR 2 EHCT 55 1 BE R 2 8 2- 20 -3 HY i -N—- (2-TEMRAR, £ %) — IRk Fc 7608 24 ¥ 771
YRS SR IE K -HCL R H AR A 5 .

[0245]  TERE M 2- R -3 H-N- -1 MRAR 2 5) — /KBt f% —-HCl #hee i Bk T7ii
Hr o XRDAM AT 5 HH, HR T T /A PR, AT L7 . DSCHR A BT B e 7 TE MR v 2%, HL R 4l
JERBTCIMEEIR 9 74°C HASE A AH=80]/g. TGAR A HT &l 45 th —-HC1 #h & Tk i HLAE
£9200°C 2 Ja PR 73 i . DSCHITGAFA 73 B B ) B & I 75 T 181 2. —-HC1EE (’I3AMI3B) (17K 7
W (PR — R S i 28 FH 3N 1% 28 S (OVS) BT #-AT S iR 9 720 %6 2220 % RH
AN B KB, SR E HT95 % RIS R 2 B 140 & % K IR WS (7T RE I o iZ R b
FE95 %6 2270 % RHE 7R BRI AR, S8 Jm LUAH S B8R () 3 e 2k SR A 22 T-0 %6 RHK T B AU EL 405
B %6 1 BTSSR AR 5 AR B B TRV AN i o A B SR, 1) B AR R
(K] o ——HC1 ERAE 7K P (KL VA AR P A2 > 30mg /mLL o 5 58 T —-HC1 R R FNVRYE 3 7 T 4
[0246]  Sjifaf] 2. il £ 25 -3 -HR J-N- -Gk AR 2 38) — 1Bt % (i 0

[0247] K570 2 k-3 -F S -N- Q-G AX 2 5E) - Bk —-HC1 5% T 150mLIK) 2. % .
AT 100mL HPLC/K IR BR AN (5. 3) TN ZIER P o 8 5 TR G I Wi~ 10738 1V VR
TE ARG, TR AR WDVE T-300mL I 50 52 o W i v VB Tk 465 5 B R 6 R ek B 1) 66 2 1%
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VBT 28 DOR Y B iR R DR T 20K A5 23 6 gV B B, A2 1 Euldl 44 o JiTFNMR, C—
1 INMRANLC/MSHHIA 1240 J5 465 149 42 2~ Z F—3— B -N— (2T pRA G 2, %) — Sk i P 9 5
[0248] 7R —-HCI EL 54 Ak i BBV ik R b , W3 A58 b R 1 DA 38 B T BGIHUIR ) o X R - 11
Ui ST XRD 23 BT 2 N I U 4B 7R & 45 i 1, SIS T 7 o DSCHA 73 BT B R o 34 28, HL 71
HEAT AR E 951 °C , W FE 53 CHi fa (i A He=104] /g TGAR A H7 {2 7R AE 105 C 2k
INTF0.6TE & % , Fon HARE 57 DSCRITGA R 23 H7 I 3 B IR ] 2 DL 116 o 55 8 Bl A2 7K o (1 L
VAR FE 2> 30mg /mL o 5T F-NMR5 37 B THUAH 7% - NMR R o7 5 33 18] 43 531 7 T+ [ 7 FSAFISB o 7K 431K,
E-fRER R 2 (F9ARIOB) F3) 1124 2850 (DVS) A HTUREE AESEIR A F T A H0% &
45 % RHAIR Bt K&K 95 8 (/K &) 7645 %RHVL |, k¢ 5 45 % 250 % RHZ A4S it ~ 10
HE %MK, Bl J5T95 % RHPLIE I 2 2 3296 H & % /K73  FEARR B B, Y B 2 78 1 95 %
%280 % RHIPJ FIE MR , 8 Ji5 56 &t T-0 %6 RHDAAE XS S48 11 3 26 AW & A W) B & o 5 i 745 %6 RH
Bt AT AT AT K A4 o B K A ) AT WA, 51 R 4 LR (9 T 8 TR B 3

(02491  SEjifs]3 . il #& 2~ 2 FE-3-FF J-N- (-G kAR 2, 588) — TR BE G —BR R &k -

[0250] &g Sl 451 2 1] 24 R e o s T FR B, R VB VR ) — T8 40 e 7%, $R 1M 2mg > SV B L o
WG R ERYE T THE T AP B o VR 5 P S50 JEE 7R A 0 1 Ui 28 B RN RV VI, FIT AR 5 WDV LA S S e
T IREER S T, SR AL A RN — R £h , A& IO K A4 o 7= S AR 2- TR B o 12 DA 3§ N 45
.

[0251]  XRD¥5 HH [l A 2 45 a1 (B 10) HLE 7R 5 S A R () B3 . DSC (B 11) Bon/IME 78
W AR W B T6°C L AR J5 A2 TR AR IR IR 176 °C iR & e R B s R WA P i AE 165 °C
BRI 3 il o AR B O 2GS SR T I 1 2A K01 2B

[0252]  sEjitafil4. il & 2—Z FE-3-H FE-N- Q-G 2, 38) — R BEiE IRk -

[0253] g <k it 451 2 i & P Ve S WA T P B, VB VR — 30 0 e 8, S 1 26mg 2 & i Y
Tl o Y5 8 B VA A BB VA 7K T B B2 T P o 0 U s Bl RO S PRV YR/ B Vvl (B it 1 - 2B R L
(1) B BN R IR) VR A o 4 AT AR B W/ BV VR AT 2- TR B b T PR SR JE 1 K, 3R15 1
VST AES T T~ 1. 5psi Z8 KB VA, FR b B VF W, B Ja s H i pE DA SR A AR g 28, 2
RTINS

[0254]  XRD¥E H B B2 54 o Wl 1 3l 7~ e 45 il 19 » HUAS[R] T B9 k. DSC (1 14) 7R 58
W, HEAMERR IR IR JE N 210°C , Wi 2 228°C (R AFFERE 73 fif) - TGA (B115) R Bl
HMFAEL105°CRA/NT0.TH 8 % ik, R L 5 B IR 5 & oK o i 6 W AR %L
PR FAE 220 °C B I 5 A0 Ak, B J5 3L RS 5 FLJE BSEL, IR B A 0 S AE I AL B 20 i o
IR AR AE R S i 2k (BT L6ARITL6B) Rl 3N 157 28 AE (DVS) 43 HrUSc AR AESEES 561 T i
B2 ER 190 % F£60 % RHAE 2 K K, SR8 5 HT95 % RHE R BRI IR 5 2 % 140 F & % /K . 75 fif
W B B, TR £ 5T 95 % 280 %6 RH. 7~ PR MR , S8 Ja A i T 0 %6 RHA A 5245 1ok 22 fi
W R K T B HIME 294 E & % 1 0T o %A it I AT N AL A S L e R o o 7 = 0 P T SR
B 5 75 28 9% 05 T O 38 /K & WD T DA ZE 60 %6 RHFH 3 T/ B o 76 W i 2 BT 22 Fh 3 i 7 1
(humidifies) 15 1L HE O AT AN T LS S B 2 7K S I AT R SERL 54N DA . %R
) J5T F-NMRAN 7 5 3 ] 43 Sl B A T IR 1 70 L SART 1 8B o 2 B i iR b /6 P 1L & LA w8 7K U
fifBE (>3M/mL) .

[0255] st fs]5 . il £ 25 2 -3 -FF A -N- Q- MGk AR 2, 28) — e s — A A R &%
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[0256]  FH 5 S it 461 3 3 F4) AH ) 75 13 1) 4 — AR IR &, 5L PR 70 58 I 5% 0 T 1 L 07 5 Wl 5
IR BE R AR 2,

[0257] e , s S e 9] 2 ) 4 D S RS T P B, ORIV VR ) — 0 i 78  $ A 2mg Y
VI R o W PRV R BRI AEE LOH/ BEGE B THE / B A o 447 Vi 15 Tl A0 i W BV L/ T
T GRAEL - 2B IR LU 1)U B TR AR ) TR & I TR IR A AR B A e N TR
TP, SR b Fr Ay BRI IR SR, = TR R A A

[0258]  XRD¥E H %W B2 45 e 19 HL 7 53 S A R B B 38, i 19 B 7 - DSC (120) ¥
I/ ML G U (R W 3R 28, LM RS 53R P N 50°C L BE o A2 BE I K AL SR 2, LA HES IR
N180°C, b JG 43 il - TGA (B 21) BRFEZ1105°CII0. 5 & % 2k , Fon sh RE A2 A0 T- 15
1) o i 6 B B AR B R A 2950 C I AT BE AR AL . W) A M E T 29178 C stk « N5 fE 3
FTHAMIT 78 LA A 50 “C R FA LR R[] 4 28 14 1T A A2 5 A T s M 1Y 187 B 34 o 7K 2 W 5 — AR
A2k (B22AF122B) HIh 712478 S E OVS) il . IR sh /e SEIn 4 FHO0 % &
45 % RHANR B K=K 3, AR e T-95 % RHIE IR 2 B 1108 5 % /K 4 I IR B AT N - 7EARTR
BB, TR Eh R AN B S K B« 195 % 265 % RHK ML AR L 4R JE A5 T-0 % RHEA
FH X G188 1) 3ok SR KT e WA L1458 % 1) U o 12 0 R S A5 I, SR 5 AE R B B
SR IR 78 RN B FSAS WD o o A W TR R R o 1 5T NMRAH Bz &= 18 1] 43 Sl 7 T B 23 R 24 A F1
24B o R I TR IR Eh KA S KA RS O30mg/mL) L 3% FALLT-7E B RiIBF 78 HH )RS 25 11 4 0 R
PN

[0259]  SEjifafs]6 . il & 2~ B -3~ FF J-N- (- MG RAX 2, 58) — I B e — FR It i 2

[0260] @ 3ch FH -5 i il 491] 3 (1) 3R AR R0 () R P o o — FR TR R s, L T I ) PP i R
HLF Bl R R I BE R L A2 11 2

[0261] e , 4 S e 9] 2 ) 46 ROV S IR T P B, R I — B8 0 e 8, DA 2mg Y
U R o P R PRV i B PR AEE tOH/ PEGE B THE / BREE A o 44 Vi 1 Bl A FR Tl B V8 WL/ 1
TR - 2B IR LE 1) U0 B T AT FR R IR) TR & » BT AR & VA TRAE 28U T T IR IR T
P, FRALBT AT BRI AR £, S To AR IR I 44

[0262]  XRD#5 i) B2 1R 4 () 45 i » HL 7 5 U B Bl A 171 4 B 3, 40Pl 257 7= . DSC (]
26A) 2 7~ BE U TR IS A e FA 2 , L v AR RS 4RI B S 180°C , B JE 75 K 29250 °C 43 fi - TGA (K]
26B) INTELI105°CII0. 5 H & % 1k , RN 1Z ERFEAR N T B & BB AR R HY)
JREMERAE LTS8 CIEAL o K 73R A — il W S 28 (B 27 ARN27B) HIB) 722 2 A E iUl
FE o TR Sh AR SE TG 4 1F T 0% 55 % RHASIR I K&K 4, SR 5 HT95 % RHE /R £ &
110 H & % /K 73 B POEW EAT N o AEMEP B, R R & Won PN BB BL: B 95 % &2
65 % RHER AR , S8 J5 16 i T0 Y6 RHDAAE 0 22 12 14 33 22 i 28 KT S W 203 & % 1 i
o FP AR Eh A O 1 BT NMRAN R 3 ] 43 s T 1 28029 o R B FR PR #h B AT =i /K
fift ¥ (=28mg/mL) .

[0263] S fe]7 . il 4% 25 -3 - JE-N— (2- MGk A 2, 38 — 1 ok e — PP il 2

[0264]  F 55 <2 it 8] 3 [R] (02 3 1) 4 — R ORI £, AEURE A IR FH AT — PP 2Rl iR 25 46 LV 15
Tl 5 5% — FR ORI PR ) R AR B 212 2,

[0265] Y ik b , o S it 49 2 i 46 1D U0 B RIS T 9 I, W0 TR — 30 1 7, LA ik 2mg
S I K T ORI PR VA A IR T-ECOH/ BEBE B THE / B H o 1 Ui 8 Bl A1) — FR R T R
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T/ BT (PR 1 2 288 IR LU 1 i 5 MR — B DR R VR A, TSR A IV AE 1 S e
TIREEIE T, SR A5 S0 IR R 2, A AR IR [E 4

[0266]  XRD¥5 Hi 4 Joi =2 AR 4 (1) 25 s H 7 5% B Bl AN 1] 1 B 3%, 411 30 Fir 7 - DSC (B 314)
2 TRBE U B IR B A HAMER GBI N 191°C , B R BRI FE L . TGA (B 31B) Bn T4
105°CI K290 28 & % ik, Rn i A T R G B AR BB 7~ 2 A4
189°C It o 7K 73R 5 — i S5 IR 2 (B 32AFN132B) F 8 7757 28 S (DVS) 43 BT USc 4R o JLAE 5K
B8 2% F 0% 2280 % RHAIR it K&K 4, B J5 T-90 % RHAE 7 2 22 30 8 & %6 7K 43 1 PR I
FEAT N ACSER I B, iZ ER UG PO R K, SR 5 7E70 2220 %6 RHYE Y A2 o 122 B it 75 = U 5
AT LATE BIK A0 o N 5E FATA M 50 DA 2 0% SE 2 30 PR 5 o — FR IR T R 6 A% A 1) 3 - NMR A
Pz 2 vl 43 O T B33 A 34 o R B B DR % 2 2L AR O U R A K VA R (0.5
0.7mg/mL) .

[0267]  sjiEfs]8 . il £ 2 2 -3 -FR E-N- Q-G kAR 2, 28) — R il — 25T PR &5

[0268]  FH 55 S it 451] 3 11 8 38 AH [F] R s i) £ 25 TR &, {FL 2 A A e FH 2 - 28T i 5 6 HL
T S 5 2 2R R TN BE R L A2 11 2

[0269] e , 4o S e 9] 2 i 4 D S RV T P B, R I — B - e 2, DA 2mg Y
S I K 2 25T R VS A BRE T T-ECOH/ BEBEE THE / BEIGE HH o 145 Ui 5 W AN 2— 25 Tl P VA T/
TP FRAIE L 2B R LG I T B B A 2- 5 1) VR 5, PR IR A IS AE Bt ™ T3 B
T8 T8 SR A BRI 2RI £, A oKW IR 44

[0270]  XRD¥5 H 4 Joa = AR 1 (1) 45 s H 7 5% B B AN [ 1) B 3%, 1 35 i 7 « DSC (] 36A)
NN RS, HEANHERT IR M 180°C , Bl 5 7E K 29225 °C 43 i . TGA (B 36B) W./xE£1105
‘CHI0. 55 & % s , RoRZEEAEARFIIT T8 . DVSERIE 2878 T IR 3TAMISTB . 1% Eh I 20 AE i
JEAR I £13 524 T 8 % 7K o B SR A R 7K, 22 2080 %6 RHIF Uf RS UA o B it 7E B i 1 S
FEARAL B o W8 B AE SI8 HI R -5 AW 43 2 () IR i o IR i R AN AR (E2 A
15 7K PRSP AT AR plfs 8 K S 4 o 75 B 58 B b T AR LA R g 2 6 T8 200 KA HFAE o Jot
FNMRYGIE: (38) BN IZ Y Fife 25 R &h o — Z5H IR ShRE L i hr 8O3t T K39 KRB —
R 5 AT AR S O IR IS AR E (0.2-0. 4mg/mL) o

[0271]  SEJEfd]9 . il 4% 250 Jh—3—FF L -N- -Gk AR 2, 38) — Xk e o 2, —hili s 4

[0272] P55 St 451 3R A () AH [R] A F% 7 i 4 B &0 TR 2 (FUR IR FH 1, 2- e Tt
FR B 4 B S5 1, 2- 2 b8 TR I BE AR EL A& 10 1

[0273]  Fyae i , 4 S ] 2 i 4 O OO T FF B, RN — B8 0 e 2, DA A 2mg Y
BB 1, 2-2 68 IR VA MR BB T-EOH/ PRkt B THE / B dse b o Kl BN 1, 2- 2 e —
TR VAR / BV T (BRI L« L BE R EL (K3 B A 1, 2- 20 42 —TlIR) YR A, T A5 IR B W VA VRLAE 5
ST T IR BRI FE G, SR Py B B £ AR R, 2 TR O IR [ 4k

[0274]  XRD¥i HiZ W) T2 AR B 1) 45 & HL e 7 -5 3 B AN 3] 19 148, 1 140 B 7 - DSC (]
41A) IR A, HAMEAR IR N 317°C , HAEIB AL 73fiF - TGA (E141B) SR FEZI105
‘CHI0. 5 & % f ok, Rz sh AR A T IR & B AR LR R A Y A W2 /E21315
"CHEAL TN o 7K A 5 — R I 28 (B 42AF142B) FI5h 1725 28 SR A6 43 HrUSCEE o R 2, Tk
B ERAE SR I 25 T 2 280 % RHAS IR 22 D7k R i, S8 5 HT-90 %6 RHE R 2 2285 5 & % 7K 43
(R PRI B AT N o TERRR P BY , B 2, TR SR AE 2970 % RHPLIE T4, by Iy 5 il 283 7]
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0% RH. %50 2648 i 4 o n] DAAE =8 2R oK & W Wi fE - K &4 DAAE = i JE FR
5B, ML BITE MR B BOZ A AET0 % RUZS 5 3 T4 o JFNMRYGIE (B 43) B %0 i 5 2
TR EL o B 2 IR ER AR S I P S TE R T 44 R I 2 R R R LA IS R 1Y KV
& (<14mg/mL) »

[0275]  SjiEfd] 10 . il 24 2— A FE -3 FF JE-N- (21D IHRAX 2, 228) — 1St e — B £«

[0276]  FH 5 S jita 451 3 1) 8 AH ) A 2 7 1 % — B R 8 , L2 0 1o B P 4 08 I 5 8 L VA 29
5 BRI BE /R EE A2 10 2,

[0277] e , 1 S 9] 2 1 4 D S T FF B, R I — B8 - e 8, AR 2mg Y
B BB o A R VA A BB TR tOH/ PR Bk THE / B de v o o T 125 Bl R 4 H9 BR Vs VR / B VTR
(G 2B IR B I vl B BN R B IR VR T AR A TR AR RSP E T T BRI S T8,
PR OLAT A BB 1 — R Bk, 2 T A IR 1

[0278]  XRD¥H Hi ) o 2 45 i H 7 5 30 B8 A [5) 1 P 3, 01145 Fr 7 - DSC (B 46A) (27 /)N
{ELAE G OB PRI IR AR 2R, L R R 2207 °C , B Jim A2 B U 1) I AL IR v 28, L AT 46 R S
233°C . TGA (K]46B) S Rn7EZI105°CIH 1.5 & % ik , RoniZ sh LA L TR o 7K W 25 ik
W% SR e (BIATARIATB) H BN 775 28 ACE 7 BT USCER o« — IR Sh AR o AR 9 KB 0 o Boh A
W e 22 /b 7K o 5 AT 157 T-50 %6 REFF 46 B8 Bt R ik , {E2 B S 7295 % RHAE A I3RS 1. 5
& % K AERIRBY B i 3R LT AN B I » R il 2o RS S () 2k a2, IRE
FRAEFE H A SR TE AR 22 27K o — B IR ERASE it 1) 0 NMR A 2 1% ] 43 ) 7 T 1 48F149 .
[0279]  SJEfH 11 . K RIASE ] 24 2 Jk -3~ FF J-N— (2B bR AR 2, 288) — et e e D)
[0280]  [A]5LEEHR INALML1A31 —HC1#h (148g,0.468mol) FIDCM (3L,20vol) A AN
(35.6¢,0.889mol, 1.9 &) (]2 EF7K (148mL, Lvol) IER N M 2 Bk SR G, &
LT WE VWL FHR A R 2 5 W0 2 HE T N A WLZ . BaKJZ AIDCM (3x 100mL) AEHY,
GIHANE  AETRBREN 15 R VAR 4 o iR A , FL 22 13808 45 5 D i o 1 e A o [
E R 28 N4, 241058 (95 % URER) 1 228 -3~ FR JE-N— (-G AR 2, 28) — It e i 9
Billo'H NMRLC-MSHE AL G4, T XRDE 1 55 /NI 5775 156 A58 ot [ i A 44

[0281] St fa 12 . K RIASE ] 24 2B k-3~ FF e —N— (- MEIbRAX 2 J88) — et i — I B 1 «
[0282] [\ 7E UK K HH A AN 22 -3 - FF R -N— (2T MR AR 2, ) — 13 I8t i Vil 5 T (25
0.103mol) Y& T Za%F Fo /K . % (250mL, 10vol) FrI¥A UZ i 25 18 I N IR IR R (4mL, 75mmo) o YT
VESLRI R AR, SRR RS 1B B KoK, TR Z NN B (200mL) AU A B (225mL) , DA BT
FRUEDEHE o F ) A2 10 75 ER IR (Tml, 131mmo 1) ZE 2NN 2% « S VAR (2:1,75mL) HH o W
SR (20.8°C-24.0°C) Ak A BRBHME IR R SE N TR AR G i8R A, H 5
PIEE (150mL) Peigk, £ B 25T T4 (35°C—-40°C) , #2433, 6g (75 % Y 2) [ 25 2 -3-F -
N- 2T AR 2, 38) R BE I —FR AR £k , 2 (3 @l 44 . 'H NMR.LC-MSHA L B 4y, i XRD ] i 5
ZINKIURSE 5 16 A o B T A A

[0283] St {4 13 . K RIS ] 24 2B Jik—3— FF i —N— (- bk AR 2 ) — S Ik e — FR DR R 1 -
[0284] ] 2—5 Hk—3—F JE-N— (2-My kAL 2, L) — IR e i B9 i (15, 0. 062mo 1) 75 T T 7K Y
ZUHRIE (300mL, 20vol) FIIE M —HEINA R —FF 2R T iR — 7K A4 (23.4g,0.123mo 1, 224 &) &%
W13 A VR A PR AR D B = AR R AR L5 Bh 2 a5 Sl AR T UG B VAR DTIE » Ak Sk i
PR AWM. 5/ o E 251k S USCER B 44, TR 1 S8R 7E 40 °C 2 rp 08, $41632. 58 (90 %
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A 28) () 2~ -3 F JE-N- (- IR AR 2, 3) — Ik i — B I R 26, Je A el 4 . ' NMRAf)
N B 475, 1 XRDIE 55 /N B 57 76 A58 o P 3 A T o

[0285]  SEjifs] 14 . K MR il % 2~ -3 FF HE-N- Q- AR 2, J8) — i — 28R £k -
[0286] ]2~ JE—3—FF L -N- Q- MG IpR AR 2, 28) — Lk e 5 i (158, 0. 062mo 1) ¥ T 7K Y
SR (300mL, 20vol) VA — UM 2- 25 IR /K &4 (25.7g,0.123mo 1, 229 &) o [l 44 R
T B TR MU TR A DUTHE AR EEIR FE B R TR A 2030 731, SR G B s il PR R ] 4
TR B AE40°C B 2 I eh T8, $211633. 9g (83 % WL ) 1 2-% -3 FF & -N- (-1 kAL 2.
B - e 2SR A, A [ AR T NMREF A FL 50, T XRD P 5 5 /) R 05 e AR o P
TEAHAT o

[0287]  SEjiafs] 15 . K MU il 5 22 S -3 - FF JE-N— (2P AR 2, J80) — I e o 2, TR 3k -
[0288]  [a)2—F & -3 —FF L -N- (2 kAR, 2, 38) — TR BE A% 5 25k (20g,0.082mo 1) ¥4 T H %
(400mL, 20vo ) FIFE — RN, 2- 2558 B R — /K54 (18.6g,0.082mol , 124 5) - 34 i
TR s AR AR, 7E 2955 Bh 2 5 WA LTE « 3563038 45 R HE , I N 4/ME) 200mL B B DA
S AR T  AE PRSI L PR VR S 230438, S8 i B2 ok BB [ 4 o VR 1) DB R 4140
CHEZH I, $20633 . 4g 93 % YR ZK) 1) 2~ % FE -3 - HE-N- Q-1 mRfX 2, 38%) - Bti% 2. —
EER L, & A A 'H NMREFIA L B0y, i XRDPE 1 5 /N RS 5 378 45 ok PR AR AR

[0289]  sciafs] 16 AR PEER IR E TR AT «

[0290]  PURfCFRMESE, BN A 2, EER 2h . - FF RHIR £h . 2SRRI IR £, B DL 30+
PR RIS 1] 2%, o e R IR AR AT 2 8 F R (BMA T 250160 C g7 1R , Ak (FAESA
TR 2 1) v 25 CAEAF 1D , SR (UVIR , 76 TCHIE SR 45 45> 200Whr /m” R) , FIVA R (HPLCH: B
) 258140 °CLRERLE  FIHPLC BT 252 iR 25 A1 B i LA 5 L 2% RRAIE

[0291] K10 AREMEERFIHPLCRR S PEEE A 4

[0292]
HPLC & & AR - R R % T
ey MR EH BB | SARE | FRB | —RBEE L om®
5% &% #
B A-RRIB A 100 99.98 99.82 99.90 99.79
B &- 60C Nfa 99,98 99.94 99.87 99,95
R IR SR N/a 99.90 99.89 99.87 999 .81
B - 40C 99.89 99.75 99,91 99.96 99.90
FALTBBE 99.97 99,97 99,92 99.81 99.95
AR M- B R 99.97 99.97 199.94 99.85 99.97
ke M-RE 99.98 99.94 99.93 99.82 99.86

[0293] /K FNZE (1:1) Lo

[0294]  sekN/a=H AR R

[0295]  JR-T-3R10M)FE e VE 45 F & T A il U TP R S 1) P 38 HPLC RS e PR3 I B
TN ERAEFT A N LT A A R B i

[0296] 7 #IAHPLCHS 2 PEBE 90 op W % B (1) JL-F A EA B AR IS, e 3k 5T NMR (2
B, HNMR) 33k 25 43 #r VU bk FIE B M) S L8 A 5y (A7 AE.60 °C HLA AL IR [ 44) « 73 # 2 e 1k
I8

[0297]  &]50 % 548 AR 7RI 8 A MR 30 40 1) 40 BT (0 ARE it 1) 0 NMIR B 8 135 P o NMIRAR S 12k
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B R oR & S R mAR s M AR B2 ik S5 AF I T - AN AN R i o NMRAS 8 T 4040 0 s
SR LE U BT AR ] S AE SRR 2 TG AENMRE [ A B8 1 WL 52 21T 1) 42 P2 P i
[0298]  sLjafs] 17 . ARKMEER I 2 ACEN T B AL

[0299]  iZHH T H K23 418 25080 71525 B, Hoib Jo e 1 IR E B4 25 s 00 ™ %
LMLTA-3 1A A Eh T8 202 85 T R BRI R RN o FH O R P DK B 2l () 2H e 52 Ja et 11 i
V2 IR A 2 25mg kg I AR /E 45 24 (0.5 1,234 FI8/INI) 2 Ji I R 43 1 3 KBS,
R[] £ ﬁﬁ?l SN /INI £ i (35 K Bt A 1] ) WAC B T i o

[0300]  JEIEL.C-MS/MSZy A A ity A T8 136 it 67 XL 4 0 o 34 2 o M ik P2 it i 25 4XBh
20 FHWinNonlinfir 484 . 13E 5 EAREL 5 H1 (honcompartmental analysis) 34T . MK 724
RN ZHMFET T RILAR L2

[0301] I11.
[0302]
& Rsq Tin Tawe  Cumx AUC,, AUC e AUC ykz00ip
(#%4) (h)y (b  (ag/ml) (h*ng/mL) (h*ng/mL) (%)
7% B AR 0.987 1.05 0.5 371 321 316 4.81
ZWREBE 0944 063 05 296 295 290 1.45
Bty 5.1 2 1.000 1.10 05 413 416 410 5.26
R 0890 190 0.5 335 270 280 3.44
ZosEE 0973 0708 05 284 247 243 1.52
[0303] F12.

(%) o 3 bk 7 KB K- (ng/g B47)

a5 B AR, 2.0-3.5 105
03041 —WXREBE 1.0-57 120

R 0.6-1.8 77

R 35-44 123

[y 4. 1.4-33 98

[0305] @, AR L 51 AT L i S U 2SS £ O E U F R (AUCHICmax) , L HLA L i
TR B K R 2K o I 2 e T MR = O ;LR b o S, A R R R A 2R IR Sh R L
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T S T SE R PRAF R

(03061 AR S B L R 23 3t i A TR IR ELE S P 47 B X J et £ 50K e A 8
IS, HRE R R T 45 B 0] HL A g dia s 1 5190 N A2 51 IS 2% 3Gik-5 AR
N EAAEET ERIR O, LU A5 e o £ IR A Hi g Se ity s, O TS 2 WL fi
FRF S ARTE o PR 1M AR AN T ER SRR T BT (K5 8 AR o A 10 ] 5 P A AT A 2 AN R 5 g
e o A 5 Y 0 T BIR ] o AR S A B S 9] 2 AR PEANAR R R PR o B3 Sty K m AR
PABUREAAL 1 ANE B AR ], IR WA U ECARN i T IR ECT R B PR, B
SEAEBON ZER S LA A DY R Y A5 ) ] AN 3l ) b SR AT SE i
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