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[0060] AL TR T HIAL-E VI 2502 2 T Be % 31 il 5 57 50 1 — F i ads 5 5%
HEWHIE .

[0061]  {EAFAERI A B4 B BE AT / B NP4 - BRI ST AR/ B 2E B AR
S T B RORE U () 8 3, A s ] DU CARH AL VBT SR AR ek S B4 L T ZE
Bz B IS IR R B R FE, BRI IE AORE (K™ B AR AL o BRI &, X 2877 VARG Ol AL F6
Pieygyr e Cate ) 0/ syt iRl ) (R o 9K, Tt FH 41640 140 57) 8 R I TR) R HY
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T FESZIEIT IR G I (7 R A i 16 7 DL R Ak Ty BRI i 0 e o ERLG, Hh T S
[ AN, b SCHTEE 3R e — Fide 5, I HLI= ] DL 52 2540 1630 ok SE T B= T A Ky
WG T BERGIT o AR5 [EPUHRIRTT PR AT, B il 0b 20U 22 B DR 3R, 491 2 58 38 A8
CL A 8 A AE LA S I e i I A TE

[0062]  FHAS HEIEHE AL 415 ] DUIE I 25 Rl BUE 25342, 48 VIR R i B Ak (46
U R B S B R VR BBE VRS ) M 2 TR BRI IO %, IF B iR 4L AT DL
W E R B AR SR AE P Bl 7y (RIS 259076 1 s gs i JE e A8 K ) SR . 1t
AN A AT DA Ik A R TG Y R o A 25 16 A R i ik W e (B /)
) N SHYILIE, B ARE ATEE s LGk T 2 2 TR R S
[0063]  JITiR 20 &4 m] LA LA 5] R Bl 22 5 s SR kb B 5 ] 24 F Ak I sl R )4 & i
o AT 1) 250 - 5 R T8 5016, i 2 (] P R R 1 B 78 771 T W /K S VBN 22 Filofy
HLAF ol EIR A G 5] 25 R BT B B IR 1T 2 R 1) 25 ) 46 b i LA
AT I Gt ) BEGR) S BE T B AN SR S R Sy M AT . W IR T, 1K e
WA Y n] L&A BN R RS B W RS R A AR 5. PR, O IRsE A  H
(17, AT LK &8 2 R0 a0 L RS 2R A A5 IR ik IR 05 FH s R A5 1 371 55 22 ol o o)
WIVERD e EEBR AVRE 8 I A R R 2k, 1 [RDRG & 700 40 5 0 L s Ao T e 00 B s AR T Rz 41
P A o b, W W IR AR R . T e i N A A 2 TS A . 1
AT LR AR AL R 1 [ (R 20 4 FH AR S0 B0R T 3 7 I e B 3 b 3 A ) AR I A
EMEHOFEFLRE (lactose) BRFLKE (milk sugar) LA S FEAE L . YT OR
it FHI T 5 2 7K VR B R Bt 0 I, ] DA G o () S50 80 53 45 22 PR R B R R
V) AR DA R FLAL BB (R TR ED ), M R A s ST R H o LA A
HATIRA o AnAEHI 2580k B A 50, 58 T B4 & e ml LLALS & 2 B TE R i A
(enterically coated) .

[0064]  XI Tl B 42, Pk 2G4 (s iR vl LAAE (4040 ) 22 BRERAE AR 3 & /K T 1
W24, B0 T DS TE B K. A0 L, N Y IR PR S TR T 18 A g2 v, I BN
T SE AR R R 2 i AR B K B A B A E . X SR KIS VRO LIS A TRl
PILIRI PN S R S AR Nt A o st &, A B0 D0 8 7K A B0 ml i i AR s R A
RO AR AER AR G 3RS o

[00651 % 4n Y F T T LL &8 9 fn 10 & 100,50 & 250,150 £ 500mg 8% 350 %= 800mg,
#1411 10.50.,100300.500.700,800mg AL HH A FF = T 4LA4, Bl =X T 4k &4k
I & m 25 2.

[0066] I8 MM, WASCH BTk AL G4 mT L O IRE i B 4 (B and ek LA B
BB ) A .t nT LAFE 7S R A, 9 e SR L AR W AS O R A R i L R
T BE Y R B T s 2 i T AR B R T A A A . 3R] DUFR AR 8 R
ol 4 1 ¥R 2H 2R S B AL T B N R N . X U, v P2 S mT LR E BLE R
B 1 1 Rl B EE R T 2K

[00671 iy it FH Py 7] g B e 1AM P 00 RV RE 1 590 B F2 28 B (R L AP 168 L fi e
WHLFER ) FEPETT (WA ) RhE R 7 AR LG IT .

[0068] g P, it ¥ 1 B o0 5 T EAREE R R OKT N s H RIS, 0. 1 2245 200mg/
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kg sSHLAVEST, 1 222 500mg/ kg ; [k, 5 2244 1000mg/ kg ; & T, 5 2229 1000mg/kg ;Wi %%
7,5 24 1000mg/ kg

[0069] DI KRR, X T 75 Rk JT 320 5 P 3 WO Ok S/ BT Y L BT 0 1) o
i, ARG Wb & A A R BE AT DU Z A G2 0. 01 225 50% w/w AL
EAZAEGYIL 1 229 20% w/w TN T HSMEH, WA LU R A G Y2 0. 05 2
2150% w/v R AL 5 LY 20% w/ve

[0070] A& B AL AR L HR H DL& A 38 2 d MR o 10 s ) 2 i O A T AR 3
W, 4040 500 s B AL S BRI  JURE 7 AR 7] T R S Y V) s R B T B AR R S
VR BRI, LA IR VR B R BRI A% o 6o 1 1 ARt 2, m LA skl 46 ol [ K g A iy 2
PR

[0071] 41 ESCHrish g, s & —MEkZ MoK R G Y. AE KR A& AR
AR F KB M M A7 4 AT AR R pe 2 T AOR YRR W AR A ) NG IR B R G
IR AL BB R IR S R A LB RR A . A ISR KA 4
FATED I LB AT EHAE TR I AT 4 2 AR N B AT = RN 4T 4 R (HPO)
MANFERRELYE R (HPNC) R4 5% R T AR R IR TR R LR TR
(HEC) B IREAf R FANELEA R R ANE T EARZMNBRENE TR L E
TIFNREY . GEMREWLGE ERSLA O EAR TR O . AENHE MR 5
FLEMD LR TR (IR Lk ) o G0 TR I R 28 58 A W I s 4o A 458 (AN
BT RIENGIR A - = OISR R R P IENGIR PR & 7 T 2SN G IR Y R )
FILEY (AT H Noveon Chemicals IR 44 4 CARBOPOL™ (1) 143 T AT BR A M IR
BIFAILRY) ) o AT 28 K AR I S0 A FEAELAS BR T 4B R R 2« BT TR e R
W x = FSCRERE v — FR SRR RSB B B A AR B G SR B D e 5 VA e 22 2
WIS CEILH BB AT E (pusstulan) gy 228 A5 208 TRz AR A B 380k« SR He B
B 2E e (whelan) SR R R (zooglan) « R 24K (methylan) « B 7525 EOBIKS L 5%
TR ENTR G A 38 BRGS0 SEBAL FREAS SR T S i AT Wi fizai 1= s g g
A T RERREE SHERREERS DL EMINIR AW . 438 M EEE B 16 SE B AL RS H AN R T BR i v
By IR UE Ry ARt SRR Ve R B B AT A U ENIRR G . A IE KSR S
(1) S 48] B, 5 {H AN PR T AT 6 3R 4 E s o Bl A2 T Bt iR RN AZ TG IR AR R 4R e 320, LB ATTIN
BED.

[0072]  FTRER AT LLEH —Fhak 2 FAE IR TR LR F 1 R ECH] . A8 IR
SEAG) A0, FE A AN PR T AT W BRI Rl 70 9 A ) ) B D) R T e ek IR ) R
AR PURMTI L BT S .

[0073] A& PR A IR R AN PR T - 2O G500, 1 5 A bk s Jov: I A0 0 TR 5 R BRE 41 4
2T ARG A0, 4 Ak I 2R A, LS SR K B AR Gt BT AT AR g A R IR 2 S BT L UK
SRR I8 1 MRS 2 TP I A7 4 38 B R I S TR A B 2 T e« o SR e« 54 I« B
S 22 ZERIDRG - FUH 8% Z0E A TR 3 Mg T 22 0 L R SO0 L Bk B I TP R S L B IR
A 220 R 2 FORIORG 72 280 L 5% I e e I« 2 ¢ 22 ) s TRERE R K, LA R e
IVRA Y . B35 1R ARV FREAS PR T 32 3k Z BRI MY BN AT SR LGN e B« A8 B P 3
PR TER R AT R R LA TR S .
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[0074] &3 FRIIEVE AR AN R THCRE AR 0T IR S HL3h () an i R IR SR AR IR TR ) T8 A1
HMER WL ENIRRE Y. & Bt n B FEEAS PR T i — it . S R IR e
PEWTE SRR AR T AV W] A EL pH HOBME SR S LA R BT IR -S4 o

[0075] 3 & FHAERE TS M T S0 R AN MR vT £ A B FEAEAN R T 7K AN 18 28 6 4 A
G R BK A B BN AL R UL ENTRR G . A1 B AN 1 564 i S0 A 4%
EARR T CEEAFYE R CIREE TR LR CIAlE R O R 47 4k 32 SR IE 2 HART A TN A
FRIE  F 2R NI TR G WG IRIL R W) N RIL R UL R BN TRR G . A 18 RIS i K
PEA B FEAEASBR T 15 05 15 7 BRI B I~ 5 LA e TR G A 38 i I U 16 491 B, i
{EANBR TS AL FE D 3 v v g AL AR 1 A AR i A ZE AT T R &AL K S,
WS a0 IR Je FL 2k, LA TR AW . 618 I T 10 12 15 1) S 91 A0, 455 (ELAS FR T B I 07 1R
G = I = A e 1= P U= I T vy i R = L = L R =1L S e O =1 - E
s, = HAEERR H s, N SRR H RS, GlycoWax—932, HEERLIEE £ — I -32 Hilifk, i
NRELEESE £ — 8% 32 H B LLACEARNRAY) . A 18 I T 1) <549 0355 8 JIg IR AR ok 8% T
WEe2 2% (phosphotidyl serene) \HEIRBLILEE (phosphotidyl enositol) VE§IREZ LA E
MIFNREY) . A 18 ) S AL RE AN PR T EL PR RR AR | i L e | /N U i | 5% i | Tk
v R ] A i 5 IR D VR A A 3 v g, LB AT TIIR G o B 0 A7) (1) SE 491 A 6 AH AN
PR T AT e R R 4T 4 Al R0 SIRVER BN AT R SR L (ACIEER ARl ) o 75— SEiil 7 %2
W SR 2182 b L % X PR 2 AR .

[0076]  HLAEALFHI L AFEAHA R T A F W BRI A RN T IR A 2R T
TR R TR £ NG LR & WY Z1R &, ULACEATTRIR G . B 68 57 i SE9 A 5 4H
AR TAEIR A TR FLIR E R IR« SR 25 F IR AN L AL, LA e IR EY) .

[0077]  {E— AN 7 &, SRR JECRLE 2 P 3 R R o 22 /0 50 ek, B T, T 50 Tl
KAL) 2500 K (ELWTMZ 250 KB40 1000 3K ) o £E— ANty b, dnii it %
(100 J2 1) 2 AR AR P s 1), S R s 6, 78 2 00 5 A s 4 22 % R BBk 249 0. 9g/cco

[0078]  FE—ANSE 7 S, LRIV SR 78 2 AR A — o A 3, Horh 2 b — AN
GO N2 AR AN ST SR, IR AN 3 8 SR G o B LR . 7R
— AN TT S S A N I 2 ) ELA L A 2 2R
[0079]  FE— AL T S, B8 O A — IS TR 2 LA 8 A R s
PEZG . 75— AN T, — MR A = a2 . RN ST R, —
AP ARG 5 0 T B B AH [E 25000 TR 2500 R 38 — ST BRI 4

[0080]  7E— NS 7 S, SMAE EE AR T N 8 O AT, Se bkl T AL IR
Blo 1R —ANSEHTT =9, SMUTE E 08 5 B8 259 E TR 2R i R

[o081]  HA LIRS 25 TBON LR B iR nT LR &5 & e & A el 2 S os R &R 8. £
IO S LR 2 5 SR A T AR B AR TR R BREGIUR I g . BE TS, SLRURE
TR B He g v ) IS W A0 2 BRI Al A ) 7 197 il e I 5 T R VR A Rk o IR 22
H Tl A58 2 8 T 8 I 71225 2 AU AN

[0082]  FIZR A (g 37 RIBE TSGR = 580, BRI 7S 15 22 A 2 Wi 2 Ok 580/ AL sl A 28 85 (1 41
JEFNAL, SR T A AR S T 2R L 25 R o ik 37 RURETEOR) & 5 T w] L
AR, OF Bl LS A B B IR B0 & s T IR G (RGN & A LRI Y
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TIURE /N FLBCER AN 5 I AR R T2 ) R RIRE B R A B TR 5 ) ) o

[0083]  ZEIERE T 1 1 i Y BB 0 R ¢, 20, WIAE“ Remington—The Science
and Practice of Pharmacy”(20th. Ed., Lippincott Williams&Wilkins, Baltimore, Md. , 2
000) " TR o I R SR H HH PR B A R — bl L gt R TR ok, DAy AR 8Lk o i 24 S
APTIC B PR W ) S SRS VR S W B R — S H A s R B SR 1 A
[o084] W] LLIE A FH A8 BUE S T 2 /R BB RO B N RIDRE 2 , BB fEf an &
JEIR N ST RUBE IS BR 1 R BN 2 S TR Z T, B SRR TGRS 7 I BIGE IR BT R G o

[0085] AR JHCH) & iR I ANV T H S R M IR R 8 TN h RS SR S
Fioy B, 78 [ AR R SR Al 4 o SRR IS 2 8 s T A G ek FH ik () B v R 78 2 ) el
THMAGYIRENE . PR & VA -SR] LLd MR i) AE BN A
PEPES B R 7], BRI R 7R BB TP K5 22 Mg it 2k /) FLERTRE

[0086] ki RO B AR 2 M2 i BB I FAE R N2y, m B 514 e X 254
CA T, AR Ay 35 T s BT I 24 R T80 ) A 6 T AR 0 ) A BUl s AT A8 24 8003 RIS 22 2D PR i
R o b B TEOE R R IEAE T, — BN TR) Y DGR (AR N TR) ) sk BRI, AR Jm 1R AT
PRI PRI

[0087]  FEF{FHIALER & A G A A ERIE 20 A8 — ML R I 2N 25 1 72 1 7 2
FRY STt 77 22 T, A5 — O ikt tPoRE T 17500 28 Al M 2R I D Y 30wt. %6 & T0wt. %, Iik
40wt. % %2 60wt. %, HAE A UM A oA B RS T T R R s T 2R B AT Towt. %6 2
30wt. %, YLk 60wt. % &= 40wt. % o A TEAUEERPIIOIN 25 R R 8, B8 IR Bk D0 A
25529 3 /NI 2R/ 14 /NI, SEAREAEZT 5 /NN 2 12 /NI PRI

[0088]  Jj— s AL & s i Ji ) BN, ik s 44 1y R s 2 00, 35 5 A 25 ) ST BIVRE T
) B BTG SE SRR TR R TR ] A ) B AR R RO B B UG o ARSI AL, ST R TG
B IUE AR Z AL LR 24 5 32 R0 KSR R 2R RORE /N JL LR BE I AR 1) . (IR
TR B B T A R 2 A0 78 B BREIORURE, HAE DR )5 240 3 /N INE 22 14 /N INPRE TR 254 LA 4
(13 @711

[0089] Ay T 22 pz (Mgl s ) i, WT LA £ A R ) D0 B 3 K BRGS0 KSR (R B
WA 0.1% % 5% ), e 7y bSO I SR AR

[0090] X T ASII I H AR N AT 5 Hil 2 & AP A e 2 B — R e fh X T i &9 Ek
S NE 2R I 2 AL S V) B T A AT, BB AR AR A TT N A 4 2 B 2 Wi XT
THIE A SR T ERSER, 152 W Remington’ s Pharmaceutical Sciences (Mack
Publishing Company, Easton, Pa., 19th Edition (1995)).

[0091]  BhAb, FEFELE ST 77 2, AR RE I AL 590 LI R ekl b — & E i+
BEROA, BN 25T o Il 32 -S4y mT LL— Mt FH » s m] DA 23 iR 40 & ) R I
T R T e ) B 0 B 22 A B /SRR B AR AN R INEB T it

[0092] W] H AL Frde 7R dl s G i T 0L B R CRREBUNE T ) J B
BH3E W25 A0/ sl B AN R o B I iR eT L (S DA 55 T X 2 3, O o]
AT i 1) 24 4500 B AT AT T R 4 o P S B0 AOM ) 45 LU RSB R 8 Y A
Yty B R DARR IS 2 52 V6 97 BN 5 BL R S i 2 A =T o

[0003] il 4% 3 48 il 57 5 2H 5 ) 1) 7 V2 A0 AR A S R 5 ) 5 R DA BRT B ) — A sl 22 A
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)R AR S A P IR B HSR UL, Pl 58 A I A S VAR A | B [ A
IRE YA 7R o ML 85, AR W B, A3 BT A IR e R ke il 4%

[0094]  ASCHATIARI T 4B 40T BLLAR N B8 25 050 R T2 R i FH o BT i e A %
W% 25 Il 37 T LA & — Bl 2 Fha] IR NS VA TR I 20500, 0 an sl 25 12 W) B BT
) o 5 & [1IV5E S5 R X 12 1300 1 B B m] DA A0 & 0. 005-90 % w/w (410. 005-50%
0.005-5% w/w B¢ 0. 01-1. 0% w/w) FIZ54),

[0095]  7EFH T 100 R 5E 245 A 1 AR Y (e L A 3) AL TR B AR AL S R RD ks 25 ) A, A =
A Y)S —Fhal 2 Fon] 25 FHEUARL / 8 IR R IRMTE R — PR A < (1) SE 75 skig &7,
UNENT  FLBE ERE AR H B R/ SRR 5 (2) KB A, WR IR AT YE R R IR L
BF S 5R A ML s e M R RN/ BB R AT IR 5 (3) LRV, Wi H i 5 (4) 9 AR, i
W BRAT \ Th 4% R EE R ARV R VR R RR 2h L IR  (B5) 295, i 5 (6) WK
AR TR, Wb &4 5 (7) SRR, 40 £ 18 £ B R0 SR 0 i 1R I B 5 (8) MR, sy Ui
TR A 5 (9) WENE T, Qi A T R A A TR R B L A SR £ R T e SR R LA
KRG LU (10) EOF). 2ERCHE A FIRALTI KR , BTk 25941 &t n] LA
B R PR JET] LIS FH AR [ A2 AV o AE LR R o T 2R O
TURIAE JCIE 70 1) B R I v RS 7R 5

[0096]  FH T I Il 24 P 9430 590 284 B i mT 245 P 0 3L ) sk L) < ) Yok 3 A 2 51
Fito 57 B T 3= R A CLAL, B AR B R DL Ao AR s o o T P ARORE ), 481 oK
BTV SRR FLAL R, a0 S e BE BRI — IR SR Gl R R R R
BE T B 1, 3= T R MR R AR HRE s oK A6 AR AR R T RO B BRRT 2 R
) DY S P SR £ R L LSRR B R I R R, LA R E AT A .

[0097]  BR T A GYLISE, TREFR T CLE A B IEH, 1 W L8 Ak e il R I R4 &4
L ALHERE (polyoxyethylene sorbitol) FUMEA UL ALEERS i £T 4 35 S AL ES L A 1
RPN, LA EA TR G

[0098]  FH T~ iz i [0 e 2% 1 i) 70 o] DL 2 30 A AR 3, iz )i ok 2 4L a4 5 —Fihek,
% PG 3 IR A ST TR R ) 2%, T IS AR T A AR AR A5 G ] R I L 3R L R R )
W SR R £, IF HAE ST A T AR I 28 AR A, BRI TR 76 438 1 AR s N AL IR
TR I SR A o 18 A T B i 25 1 I L A A s 3 A
(IR R AR 4% FLE RIS RIS YL A Bt 22 i)

[0099] 28 R it FH (3% 551 28 A 8 A1) B 5 710 ST R ) LT R R T T L V) U
RN o BT DL A A AT TC B 25 A T 5] 25 AR, DL AT m] Re 75 22 7 JE 37
Gt BHE S FIEATIR G . X T &2y, 240 DAL S o8 TG PRI 267K 2t 2 A LSBT
T A PE A A T

[0100] R T ERAAYLISL, T I FLE REEIR W] UL E A e A, B s
FEAD NI < 0 Il A I TR 2 IR AT E R AT AR R R RER IR B R RR VWA
FEALE:, B ENIRREY . BT REA -GN, ORI 557w LLE A WE 7 0 5L
BT RERR SRR RERR S R B R, B X S IR A . Wi 55 1)ia ] LL Y
ANEA IO HERER, B 10 S RS RE R MR AR EURIE (U T e M ke ) .

[0101]  JE 3% R WGk 38 18 205 ) 1) 7 VA2 ARl 0 ) o 79 P R v DA R s
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RIEAEZEE LR S 6,974, 588.6, 564, 093.6, 312, 716.6, 440, 454.6, 267, 983.6, 239, 180
F1 6,103, 275 HHEAT T #iR

[0102]  {E5—ANSEHE 7 i, & BT DA HE A& TSRS, TR S5
H 100 EEMRALE - BAME SN 2-10 EREN K LK - 8 - TIH - KB
WM IR ST sAEPTIR B AR — MRS — k& 2 @ iR S — k& 2RI E &
IR ) I {4 B N e R ot 28 R IR MR 5/ 5 R SR e i O A0 T I B8 W e B o R R B
[ BT FTIR)Z s LR AEFTIRAT IR 2 BT I 28 R & )2, &8 MG 208 58 2459
AR LI - 4 - R OImBIL R . Hil BIREIR A files HiRwIE4H
HY) 18 A S IR A DRI R G 4R )5 18 R & 20 58 T e % 2K — R I
FERE WG AE % 2 A R — 0 b, s SR s 78 ik S8 e 0 28 — RR e 1 1 3R T
T A R SR BE IR AT 2

[0103] S — PR 0 BLHE 25 E R 5 N 25 FDRG & 0, 8% & i Rl & 51
BEAEEERIFER (HIBEe e ) o BTl 25 LR ks & 500 P 5, 1] e
38 16 T 7 PR PR = PRIk A7 AE

[0104]  J&RZISFI AT LRSI E E BN B ar el R 30E K ik R g (et
T MEECE RS A H O ) BRIE /N T 2. IR ZH T R B R BRI IR R 254 1 KT e
VR A R W ki, e AT CUR i 7B (B 7B TIE ) IR T2
ARFAT I

[0105] B HL¥B Y7 V2 0 o it I v A FH A i ey P B ) P i R B B R . s
7 BB — AN SEA 77 26 [ B )5 5, 080, 646 %2 Theeuwes 25 H . B HLIBYT G580 4)
FIE ek R BN < (a) MAHTF HAr Rl B HE Ry B+ 5 (b) B3, fE N
SRR RO AR S s AR e B, T8 e Y FLAL TR R ARSI At Ia 3l s BE (o) BTt
HL YL T % 5 B R KB B

[0106]  7E—2eff il T, vl e T B DR S T Ak A , Brdh il 50 & ] LA FE R 5 4
B AR B0 B T 2% (divided foil packet). BT E
S M EAH U . A 2 AR IE USRI (90 IR i A ) A
DAAS 7] F6 25 245 1) g i FH i 2224 4k T 1 T o S o 2 A D A 8 AN 2L A T e 1 50 B i
AT HAFI

[0107] XTI S 9) y BriE A BE A . v BB e 2 e kb oy A BT 3, 9 L
Iz T2 AR (AR EESS ) (s, Y S ARl B — AT Al (A R A
F8s BT IR 178 15 A7 0] DA 32 BH (1) SRR R

[0108]  FHFHIHIBK BRET BTG M T VAR AL G oA, RSO S —Flya T R IV IR IR
P P A i A ) I T B 1) 32, R A W E M R E AT A A E K L A
#@ H

[0109]
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[o110]  HA,

[0111]  R' 3% BT HER IR DL H,
[0112]
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[0113]
[0114]

?"\JV\[)L -

[ b L
o o 2.

“‘%ko)kﬁ 3{ Eas il

Q
g ﬁ\/\S/\/H‘;ef Ez?‘é\o/\/\m/u\éé\.

R® 7% A7 RoOR
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N CHs

HO /

S\

O . s .
% AN NN =™

7 7 7 10 13 6 19
O o

f\oMs TN TN TENST N

[0115]
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o

.%L 5 8 11 14 17 20
py 7 o i3 6 12
(] -

", JOH 0
& H
N tl{ - 35
HO o
0 o . S~——¢
NHCOCH;
0 0
| | és COH Js‘ CONH,
O~ . OH . : :0‘77' . OCOCH; o:zz. .
<c O
55{ CH OH 0
& 3 CHs O
CHJ "
HaC—N rfrr 0
X
HsC O
CHs CHs 610 CHs X OH :2? 0

OH

o) N NH;

a b

[0116]  a JhASZHL N 2.3 8L 7 ;

[0117] A~ b Sharihhy 3.5 5 6 ;

[0118] e Jh 7l 1.2 806 ;

[0119] ¢ AT d £ AAs73 >l DL —0H. —0D. C, & C, [%Edk . —NH, 5 —COCH, ;
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[0120]  R® fhr iR HO DAL P Cl. 23k ak Ak .

01211 A T G

[0122] AR EFERTT LA R BRI 575 T OGN VR & AE e A i py s 3 iy (B
F PR ) v R  IDE 22U PR  Jo S SRR AR fix sy K 70 ML o0 ) 3 by L 25 5 LS R K
PR DY Ji o 57 BEL € 5 | A6 ) PR R e B AT AL A i Ok L T o 470 ) I/ NG T VB 30 I R
HBYF VUM CRIMA)BRPE AT ) A PRI AR A B e i R Fh A ) A 6 I VUG B B A
027 Je B~ AR A 55« P DA R 40 B v Ll 5 A S Do RS (o S ) < AR TSR
I 05 T P 98 REHS R FFE « ER LS RIS VR T 5 RS ) 4T A 22 40 L R R Tl e &
fIE~ 1 2RO PR FH 2 08 PR3« WPER  SCVE Y IR B B IR U R A SRR R LB Y
5K B JR e R B  TRRE K T I SR RTYATT

[0123]  Hil& 51k

[0124]  HFH14% 8 T L EWHI A S22 1S5 LA R 5 sEB1 50 B F s g o % 1.
[0125] & -1:

[0126]
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CsHsCH,Cl
N (CH3CO),0 N
KOH N N
)\ \}SH e . j\ s
HsN EtOH HN" S ) GHicooH NS
HyO PH H PH
) 0 © i
1 - 0°C,30min 2 60 %G, 10 il 3
1) Clo 1y ¥R HCI
50% aq.CHsCOOH EtOH
5°C, 30 mi 7, 45h N
R Summ )0\\ \%s NH, s )NL & NH,
2) ik NH; N 2)5Maq.NaOH  HaN 58 ©
O TR,
HO e
6 CHCl4
rt, 2h
0
cl TN TN TN TN
7
0 KoCOs3
NH, + N Y e Y —
%S\ 2 cl DME
HsN o
; y 100 °C, 8 h
HN O N-N O
g
4 S//\N —_— —_ — — go—
H 8
[0127] DR -1 ALEW 2 KB -
[0128]
CeHsCH,Cl
N
KOH N
)\ \}SH PR b
HN EtOH HoN~ S Ph>
H0
1 rt- 0°C 30min 2
[0129]  [n] 456cc 7K & H 608g (4. 56 FEIR ) W) 2— 2 FE —1, 3, 4- W& M —5- T 1 )&

TR NN 301g (5. 36 EE/R ) 1) 85 % IHIA

AL, 159 BRI . BRI Darco (g-60)

(T idug ) S HEE, SR Ja H) 1300ce ZEeHike . EHHEI PR A SUALTR (575¢, 4. 56 JE
/T\’) LRI BCH A 1K) B SR S T B FE 7o A1 0°C, frdF 30 70 B, SR JF HI 2L Vo KA e - i

RLUER R B S S 2, SRR

L 7K k5% o
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CON 104364241 A OB B 23/24

[0130] 38 -2 LA 3 1A
[0131]

N./N\% (CH3C0),0 \>_

- S—s - s

HzN)\S Ph> CH3COOH )\ H/L\ >
2 60 °C, 10 min 3

[0132]  47E 4. 4 BERI LTREF P40 4. 0 BERALE M 2 F 1500ce IR IRV g
60°C, fR¥E 10 7080, 13RI WL W IR IR A A, FFAE AT DB DN 2L 7K.
W RIFIRAHIAE 0°C, B i R EFR S EY 3.

[0133]  JDIR -3 LAY 4 G AL

[0134]
1) Cl
o NN 50% aq.CHyCOOH N O
pe s 5°C,30min_ QI )-8 NHp
N s ) 2O PN
PR 2) ik NH, H o,

3
[0135] A4 7E 40cc ) 50 % SRR & 0. 50g L&) 3 FIEIFIAE 50°C F &k F
NI o AN TR) 22 5 ok H A, SR TSR A I B 20ce M T . FEZ B 7k I K
MR TS TR R G, B K AT e . F BRI AL ), 15 RIS 64 4, 15 A
260°C .
[0136] HR -4 ALEW 5 KGR
[0137]
1) ¥RHC
EtOH
B 4.5h N’N

o NN P
N~ S 0 HoN
H 2)5Maq.NaOH M2

4 5
[0138]  # 1k & ¥ 4 (15g, 67. 5mmol, ) 7E £ EE (100mL) F1 ¥ £h B8 (30mL) ) V& & ) F
(R UM AR 4. 5 /NI, 78 S 18] [ (A 212 s DU AR . WA E G, fE A P R 250
s FERe [ R 5% A W0 s R T H,0 (Tomb) e K W oM AL A AL B AL 22 pH 7, T
VE I = 0L i e CEE, AR A R K H A R, 15 21 ) 5(10. 6g,58. 9mmo1, 87 % ), mp
228-229°C (1it15mp230-232°C ).
[0139] IR -5 ALEW T G K -

[0140]
0 P
HO)J\/\/:\/A/:\\/:\/:\/ -
6 CHCl4
tt, 2h
0

Cl



CON 104364241 A OB B 24/24

[0141]  7EGE/S N, fE=EHA, & 605mg (£ 5, 8, 11, 14, 17- —+HHE TG IR 6 1) 6ml 45
RPN 0. 26ml P EEBESL . TRE PR 2 /NI o FEIRH RAS T 18 i 2618 M B
TREYH LA AT A BB AL, 153 5,8, 11, 14, 17- — TR HARRIEE 7, Bz s
VEZHT T 2K,

[0142] DR -6 ALEY) 8 KB K -

[0143]
@}
N 0 KsCO3
N 17
s+ g — D e e——
HoN S O .
5 7 100 °C, 8 h
HoN O N-n o
aw/
g H
8

[0144]  FEZIE N, EHEY 5 Cmmol) BT DUF ¥ (10m1) &% T oK ik B
(2. 2mmol) 1o 7E 15 48PN, IR NIR-GW P IALE 2ml DMF 3R & b+
[¥) 2mmol [X] 5, 8, 11, 14, 17— ik TAIRIL S 7 €] DMF W, ¥ ZIR-G Y m#Aa 100°C,
PrirE 8 /o I L8, R NIR-E W ER 2 AEY), ARG I ER T I K. KRG &
M ClE (2x10ml) ZEHUM IR ZABGR A HLZ F KSRGS, JF KBRS 5. K5, %
FULESER N 28 1Bk 25, 13 B s R Bk AR i alifh, 13 24059 8.

[0145]  ARIE“FESL” 2 Fa RS, B Fe 48 7 B 40 M e S B 2 Tk B 4 2Ny B A
it o MRVERE AT DAE Ik R AR IRAS ,  HAL % B0 L7 12 | I3 SO VR i, SR
35 ML I LTS A o

[0146]  ZE[FY)

[0147] AN TP AR IS 5 i LA T 677 30 A ik I8 I 156 A ek e g A L I
RIERI A G TTE . RE TR T AN TN A BARS 7 5, H UL E 3 AR Ui
B PEAE A R SIPEE R o — 2200 WA UL B A, A ST I RGN 5 IV 2 2 B0 T4
AU AR N R S ¥ R1F 80 2 W PTESRORY I RGN T VE R e R Ta [H, N2l it 2
R B o [F) L5 R A 1 e 8 T, DL R AR BH 15 3% R R AR R SR A 0

[o148] 5|HIFA

[0140] i [mIHE &A™ FR AR HA e s 6 R HL AR SR b i o R Jd ek 5 | IR N —#F, Ao
BT SR A0 H R A ), ARG DL BN S I H , HAs 0 2 b ad i | T AR S
TEH IR RIS LT A, ARG A SO IR AR PR e , W il HL SR AR 4 IS
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