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L. il LU LAY s e o 0 28 R 2510 7732

T AFELL T IR

(1) [N-FE R 2 -L— R ] & R V3-SR 2 -3- [ (28, 39) —2—- 8 23— OR R Fl A AL
) G AR T B R R AT R ORI = 1R = (T R ) SRR IR Eh A 1
F& AR IF =M Jo K R R RGN N- T R R G A =R T AT
NN 5E4S, [N 2018 2 BEFR RS, 31 FHK « 2% B2 S A < 505 158 S A0 et AR S04k A 7Kk V8 Tk
Vg, oK R BREE T 1, ok R 28 RV 71, AR HE 5 DA R R HR 210, 13 313 e T -3
[(2S,38) —2-F8H-3— (N-PEMK LR LR ] A Wi R) 2 4o T AR T JF AL ST IR, B
Nlatb &5

“1;5%“{}3 N

T
(2) FEE B AR e i W% 3-SR -3 (2S5, 3S) —2- & -3- (N~
W IR LR [ ) A B ) -4 2R LT 2 ] 2 FF IR AU T R RD =8 Tafb 540 - T /K I T PR AE
TeAKMEIE HHIR A, 7E60 ° CHERE SN i, 98k 28 R 71, DAIR IR S AN K A TRAR HE , T =R T
FUPEFE LN, JE B PTIE YD, CLAK SRS, , DLIK SR R R AL VR 22 pH1 . 55 PA 4R £ B A5 B Uie =
Yy, B WA TE K IRBRBE MK , i 28, 19 B3-S A 2E-3-[ (25, 39) —2- R IR A 3L -3- (N-
WA ORI e — LR I ) AR B A) B -4 T R B R AT B, B Ib i 54
on
HNOT, i ?Q

ﬁi?

»n j A * -.; . "
AT R ﬂ;\ >

B

(3) ff3- K -3-[ (25, 3S) —2— IR B PR A J -3~ (NI MR I - L — R [ ] A B &%) -4
IR R A H R T BRED SN Ib A M AE TS FF R R e () B T 1202 5°C R b
i S MEVR A Wi B2 38 AR WS IR (L ke 228) b e 6 78 iR R Bk 1/
RNIREME MR RRG, BT ARET BRRWETHRES  HEAR ST, HET0. 1M
IR AR , TR IR & %uﬁ‘zﬁ@x@w@pm 5, 2 FALENLAN, DL LR LB A
FIANAHE TR IRERBE MK, 28 K 2T, 3 33— 7 A 2E-3-[ (25, 39) —2- B AL -3- (N-
I IR EE J—L— |) AC BE ) ‘R 4R T 3 ] L PR R R T
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(D) fEZE N3~ #ﬁiﬁ 3- [(28 3S) —2- R A HE -3 (NI JE LR T 1A B L) &
S4BT S L R AT BRI IR A AN KA VR R, AR B A VTR AR VG s ISR TR B
THERA YD, T8 s T8 AE55-60 " CE 25 T 28 1B 2 BRVE 7] s (B EHA #1 2.25-35°C, ¥R N
FENEE, FHE A 55-60°C, B2 ZMRBR IS, T8, PS8 44 F e A B e iss , BEAE70-75°CHY &
R AR ETE, WX e 5N 3- R HE-3-[ (2S,3S) —2-BERAE L -3- (N-
W R 9 e — LR ] A% ) S —4 DR T b FR BT IR

&Qﬁﬁg

q RN ?‘t\ ,v?\ w\\\( W E\\: 3
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RS AYIRAEY
[0001] 7 /2 2014478 H 14 H HEAZ (¥ [ 4] 1 35 5:2014103999347 (1) 43 S HI S

B GuE

[0002] ARSI KR s 2 LA S Y, BARY KA N R 8= i w5
(HIV) 25 LML 5 R A2 38 e — Rivn] 1 il B 3 w8 A1 BT ARGTUR 25900 %
W ST R B A B B R A IR AL 2 45 o

BRREAR

[0003]  ASEAGuyEmh= i aE (HIV) A& — - A TDS A HAH IC 90 A2 1 99 Ik e b S0 75 1
THIVE &I, RHTAIDSIHI HUIR B4 297V R O N AR I 78 8 5 A RATIDSI 4> F B
FRIGHF T 2 WMi tsuas A SCiR (Science, 1990, pp. 1533-154) JHIVE [ (HIV PR) 2K
) A B B 1 8 S # 5 P 3 (Kramer) 58 A (Science 231,1580 (1986) ) A N AZATDSYY
AT RE B AR MDA BRI V2 HUBIAHTV PRI FIAE Y8 7 ATDSIS VE A A =% i 70 i 785 A
Fi&, A %01V PRIGEST &S WAL S A5 B (Tomasel 1) 25 A SCiHk (Chimica,Oggi, 1991
H5H,pp.6-27) X J.P.EHH Huff) 2 A Sk (J.Med . Chem. 34,2341-2327 (1991) ) . fE4%
GUSHIOR ) A4 Bt B A BRI RS BRI Ol SRR O R S AR I R L
EHEY) Bostere) P HIHIV PREA B ASES 1. ¥FZHIV PREJHNGIFIC A 4L R 5
Hh, R ZE R RS B R B AU R T, HLE Ul AE L R SR .

[0004]  HIVER HBE A5 B Gl R v 10 32 24 H 2 K gag Migag—po L F (R 7 M) 2L il i 25
BCGATT RR BB E R 5o % 5e) MIBE2E (ARG B A 8  TR sel)  E— 20 58
TR BRI o S BRI (PT) B2 LT A 8 B B3 , 3 B0 B GYIR B ) HERA
[0005] 2R H A T R B, iX Ak BRI AL 2 = A E @ 77 Nl 5 A R
Asp 25,Cly 27HlAsp 29%RFAHBAE R, 58 B M Ak (] vh 0 22 5 I i 2 12 e A4 AH B AR
FH AT 28 20 0] 2 1 RS PR B, g R s T SEuERe e B0 R IR B BUm R E A R
1 A 1 57 P 3 N A AR N Y 2 P 238 B TR FEBURERE L DR T AR R
Ao

[0006]  EHij, AL R) V2 B IHTVER B R4T « YD 2E IR (saquinavir) Efi I
F (indinavir) “FIFEIET (ritonavir) EBAEIETF (helfinavir) « %3 I35 (amprenavir) il
WILHETS (lopinavir) .20034F ¥ fFatazanavirfifosamprenavir AN i & [ B 40151 7768
o 7 EEFDAK #H . HBristol-Myers Squibb/A flfff &k latazanavirse—fhdE Rk R 7FE IR
FH— R B A4 8 %) 2 1 I 40 1) 751) o e o) o B 2 AT T I AU 2 ma 85 /0, 9 NV IR VS S RIAE
F o BB FE I AR L 25 K0, AN ) A 3 tH L s 4, {H s AR 2D (A b 42 1B 24

[0007] 33 £ £ [ 1 1) 771 Ee SR B FI AL VAR il , AELAS BB AY) U ¥ KA Y 198 85, tRANREFE LR
A PR T 24 B3 AR TR HH BRI 45 o Bl IS 1 5P TR FH S AN SUAR R 9 85 10 B = I 2 T R, (RIS
THREEL 20 e T4 B 4 - CDAZH AR VA B 384 0 o SR i K AT A 3 2 i 1 D 5 AR B R T
B mI AR RTINS 24 M o IR AR 2 8L 2 Pl 1E A H e R H EL s 52 2R 10 5 N PR R B A T 38 A Ak
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JE NG W AE IR TS B0 T Fo AR 58 o 9 A B0 s e == I i 0 vy L[] 2 i i L R L
Fh 7 R 2R AR T 2 PR S L OR 25 M, e 28 ST 25 M 2 T B0l PR YA T R U —
A FE R R R, R AP 25 AL EENRTTAINNRTT B 45 2%, AR AR e % i LR R A8
— MR UL, B TR IR 45 B X IR — A8, W] FE 6 2 T 52 PR3 I 1 0 fis o 2 R T S 1R
[X 82437 4 24 FR BX 8447 57 5 ZA B A BXARC , W) 52 P4 P 44 42 304% , A 82 5 8447 B At [F] I} R AZ
AEZMNGTT R T FE10065 AF & | EPT & LU AF KA ZEPTRER I 25 M 10 724, 5%
ZIWN I A DL FH AR B D /D i 25 PRI 7 AR I T Z5 PR P AR T s e B i,
o R AE 0 B Sk AR AR H R AN B 1 BRI R IR B A R R LS R AP E
Z 10 BB P 3 s o I3 v IR 5B AN 38 T A P 22 R 7 O L TR 1) R o
[0008] T AIDA N x4 4002 — Pl R0 100 % 30 25 2 1 B 01 1) 741
Na

i
[0010] 533K : CaaHaiNeNa2OsP , 735 730. 66 , HLHL ALK 5 SC A P BAFR O - t-Butyl 3-
isopropyl-3-[(2S,3S) —2-Phosphonooxy—3— (N-quinaldoyl-L-asparaginyl) amino—4-
phenylbutylcarbazate Disodium, LY h e 4 RTFR A 3- TR FE-3-[ (2S,3S) —2- 24
Hh-3— (N-PEMR L AL - LR ) A B At) 20k —4- 2R L T B AR R BT s 4, B0 ML AL () v
SCAATIRRN 3-SR 23— [ (25, 3S) 2[R 2l 2 -3 — (N-FER MK IS 2 L — R ] A B %) 2z B4
IR AET] R IR R R AT R AN
[0011]  AERIE W S5 2rh , B4 T IR R 53 TR B TR ) T B 1 26 A3 A2 ik 22 o T
PEBR o
[0012]  JSUAE il 24 TTA'E 25 A5 24 it Jou S 458 Wil P AT B ) B8 7 AE 24 il AR 7 A lboxf JEURE 2 SE
AR AHA2 2 JEUR 25 il B SR DA S S N DR U0, DA S N RS2 A AR i, A
R R YN ANCOR ALY/ W N AN LAY N AN - E 2 SR Pl A R (W T ARSI NIN &5
[0013] [l sth, $R AL — B HA UL R & BT B AT A58 24 5 AR 7 it el 2 IS 1
J BB HH TR 15D AT5 98 A AR TS AR N A IR

LARE

(00141 AR B Iy 1 A 76 4R —FioEL AT 00 B W J3 ) B EL A e S 20 SR R 777 A 1)
AP0 SR B v LR B AR A B 48 A SR R IR, S8 b R LA
WD) SR 245 ) 2% R L b3l 46— 5 0 L LA I 22 SR 24655 5 R 24 PRI ) 2
2 BAT B 25 P B AU 1% P2 700 L0 S5 0 e s AR ) A2 2 T L ) 3K T LA kR 7R S
AR K S BB A o AR 2 T I R LT A DA SE A

(00151 JAyith, AR W) 55—y EI4RASE 17— FHJEURE 24 , JUIE MRS A R R I 4
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[0017] *E%Eﬂiﬁ%?ﬁ~7‘iﬁ&~iﬁﬁ7‘i?ﬁéﬂ@?ﬁﬁJ?\*ﬂr‘zﬁ“,ﬁqﬂé\ﬁm% DL RIS
Y, N A97.5% LA BRI &, Bl & 98% LA BRI &4
[0018]  #RHEA K I 55— 5 AT — SE it 7 R M 25 FH R kL 24, Hoh 597 % ~103 % 1011k
AW, BN H97.5% ~102.5% LRI AW, B H98% ~102% [ L A4 .
[0019]  HRHFEA KA 55—y AT —SEil 75 25 I JERLZG , Hodid &8 (BIHanIR E1) 17BN
FAEAERI LA TR a4 -

szm}c '

[0020] (:\w ; L NH
-)\ e /j\ \<
P& ealinsd

B

i‘zﬁla%é\%%ﬁmﬁ%E@fliﬁ%@ﬁ@é%ﬂ@%é\%,ﬁﬁa\%iﬁzcgzmzmos,%%i
606. 72, M0 AL AP0 2 F 3K : Ca2HaNeNaz0sP , 73 F 573066,
[0021]  FEAK B, lafb G YDIR AT RN I BT LaB & Al Bk TaBE AT Bk Ta 28 BB H
EFRALFRIE
[0022]  HRHEA K I 88—y AT —SEiil 5 R 25 R 2, Hoh A T R 5 » 20
latb 5 & EADT 2%, 81 0/NT1.75% , Bl an/hT1.5% , Bl an/hT1.25% , il an/h-T
1.0% , i1/ T0.75% .
[0023] R HEA KO 85— AT — SE il 5 R 25 FH R ZG , Hoh A T R &9 5 5 o0
Lafb &M & 880.002~2% , 4 H150.002~1.75% , Bl 1°50.002~1.5% , 5l 150 . 002
~1.25% , IT12H0.002~1.0% , 4 f150.002~0.75% ,
[0024]  FEAKR B, 5215 N TR AN &, R atb G HI & & 485 T Frid X
B, K Tatk GWAEA T R AP E 9 o T3 — Yk p 2 Hop 5 100mg I &
Wy, &0 e i a5 0. smg M X Tafb A4, W TR I &0 5, R latb AW E N
0.5% o TH e 2= AN TR &M H &R RBFER TRA S Lo Bk “Fr&” JRa] @
I A& B [HPLC-AYIZ: I 2 15 3.
[0025]  ARYEA K B 85— J7 AT — St 77 S 10 245 FH DRk 24, L REAS & B [HPLC-ANVE I 52
Hp s Tatb &g A 5 X T A P m AR be /A T2 %, il /T 1. 75 %, il an /T
1.5%, Blt/hT1.25% , Bl /hT1.0% , Bl /hT0.75% .
[0026]  ARYEA K B 85— T AT — St 77 S 10 245 FH DRk 24, G REAS % B [HPLC-ANVE I 5
Ho 2 Tafb A0 AR5 s AP0 R 0. 002~2% , 1 110, 002~1.75% ,
WIH0.002~1.5% , FIWIA0.002~1.25% , BIA10.002~1.0% , B 1150.002~0.75% .
[0027]  ARPEA K B 55— D5 AT — S0l 7 R 10 25 FH Rl 24, L REUAS & B [HPLC-AYVE DU 52

6
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Horp b A i A X Ta b A P00 AR LK T-50 , Wk T-57, 40 K T-67, 451 i K
T80, B WK T 100, Bl UK T133,

[0028] AR A B B —J7 AT — S il 77 S 1 25 A Dl 24, L REAS % B [HPLC-ANVE DU 32
Hrp T &0 A -5 5 Tafb & 06 AR 1 B 250 ~50000, 41 90124957 ~50000, 4511714967
~50000, {511 71580~50000, %1 4114 100~50000, %1 W12H4133~50000 .

[0029] B KB, RIatk 5WE N AT AEFENZG 22 A RE A MR TSR 2 2 AR
P21, R AE A R B SE — 7 i 25 IRk 25 b (DL AR R B S8 — 07 M 25 A &) 4%
Nlatb GV S HIE— 5 ELL T A2 DB o 5 1 n] DA S5 A A — MRS 2% Joa i 45 il B
FE R GEH <%, BIT1<0.75%) .

[0030] AR AR B S — 5 AT —SL it 77 SR 25 H R R, e & (BIaR =) /EA
HFAFAER LA T It 54 -

H-p=
HNOG, [~

H
[0031] rx%f f&j’iﬁl\g’w\zﬂ\wﬁhf}m .
NN A~ i T
Ik Fh R o
ZRIV SRR Tath SV IR BB ES .
[0032]  FEAK B, Ib AR AT RN A% BT Lh B E Al FR N ThBE Al FR M Tb 2% R Bl ¥ H
BRAFRIE
[0033]  #RHEA K I 85— AT —SE il 7 R 25 FJRURLZG , Hoh A T R &9 5 5 20
Ik EMIRI & EANT1%, Blan/hF0.75% , Bl W/hF0.5% , Bl W/hF0.4% , @l /T
0.3%, B/ T0.25%,
[0034]  HRHEA KO 88—y AT — SE il R 25 kL2, Hoh A T R &9 5 5 20
IoA AW &8 80.002~1% , Bl 1140, 002~0.75% , B 1°50.002~0.5% , 4 41450 002
~0.4% , 11150.002~0.3% , Bl 71°50.002~0.25% .
[0035]  ARYE A& B B — T AT — S it 7 S 10 245 FH R 24, L REAS & B [HPLC-ANVE I =2
HAp R Ib & P AR 5 R A P B be /N T-1 %, Bl /N T20. 75 %, il an /T
0.5% , Ba/NF0.4% , Bl /hF0.3% , Bl F0.25%.
[0036]  ARYE A B B — T AT — S it 7 S 10 25 FH DR 24, L REAS & B [HPLC-ANVE I 52
Hp s RIb A M0 AR5 3R T S0 T RKT L 90.002~1% , 1 70150.002~0.75% ,
WIH0.002~0.5% , Il W150.002~0.4% , 5l W1250.002~0.3% , ] W150.002~0.25% o
[0037]  ARYEA K B B —J7 AT — S 77 S 10 25 FH kL 24, L REAS & B [HPLC-ANVE I 52
Horp QT A 0 T AR -5 20 T b A A s T AR 11 B KT 100, 461 50 K- 133, 41 a1 KT 200, 451 41
KT250, Bk T-333, 641K T-400,
[0038]  ARYEA K B B —TJ7 AT — St 77 S 10 245 FH kL 24, G REAS & B [HPLC-ANVE I 52
Hor R b AP0 AR -5 30 T A 004 i AR L 100 ~50000, 41 10124133 ~50000, 61 201K
200~50000, %1 419250~50000 , % 41124333 ~50000, 51 415400 ~50000
[0039] EL&KRIM, U&AF — BRI AW AR R S — 5 IZ HIERZ) 5 e R
FZG RSk ) e M SR A, Forb 2 Rl Tafb & W0 2 B 25 0k G Wk i 1) B K i L 3 5

7
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NI B & &G RIIGKEH R, 4925 FE R 25 5 225 IR RHR A I, %25 H R B2
H I AR E— g &=L B, SRIb A& i s W Tafb S 4038 KK s i % 2
HERZG B Ibt i e — 2 & LA, 5% 25 FERL G 5 IR %) R4 kR Ak 3
H i Tafb EMIRIIG KA R X2 e A AR B, I H B W2 62 = 30 O EN—
P2y I JE R 1 ) 2 70 L B 0 IRes 25 10 25 R0, B0 an U0 . H B2 B (LR |
RS0 T 161 2% 16 2 11 I 5 24 R AR L (B 5 10 4% 25 IR I R Ib L& =
P HIAE — 58 & LA I, H B il ey 1 il il ) Bl & st TR) (¢ 4, 1 9 2 ) K Tafb 54
AN B W 3B, X0 T 25 i R A — Bh 22 A PR R I I iR 2 RO A 28 1 o AH 2 291 24
JERZG I SR &R G i, %25 HE R 25015 Bk R — g il 25 O I i 55,
T R OK PR ] 122 24 FH DAk 243 15 1] 28 11| 7 A b Rk ) e BV T, DR DR iR SRl A& il ) 5B By
SR SRRl S fcp

[0040] MR A BH , oo Bk THPLC-AYVE A& — B s S AH E i v, Ho T BT[] B 5 %
Pkl (B4 A B 1 24 F DRURE 25 DA S ] % 24 F OB 2 6 e 29 24 5 ) R iR T4k &
Yy R latb 58 I 5 =215 =

[0041]  RyEAK B, ¥ S HPLC-AREEAR AT

[0042] (i) B2k At

[0043] M e [E 24 1. 201 04F It — FRBH 5%V DT 8 iy S50BUAH £ BV 04T

[0044] i A« [B] 58 AH T )\ b e e B 5 ik e ) il A (% R i A A2 S U 1) Cas B T A
HAT LS Sy M kg 2 45, Bl fiDiamonsil Cisfl.Phenomenex Gemini Cis#EZE, fEAS
KRR SO EARRIE R, a0k AU EH S G 2&Diamonsil Cis A, HoRAK AT LA 2250
X 4.6mm,5um] ,

[0045] V4 :1.0ml/min,

[0046]  JZNAHA:0.01mol/LENG — S AE R (FHE A BIVE BT pHA 3. 0) , T 3NAHB: &
i g

[0047] LR PERRIEULMLAE T -

[0048]
[if 7] (min) TLBIHHA (%) TLBIHEB (%)
0 80 20
20 20 80
30 20 80

[0049] A& WA : 237nm,
[0050]  FHiE:25°C,
[0051]  HEfE&E:20ul,
[0052]  (ii) oyl

[0053]  fEiaik < B 2R 14k &4 10Omg (1 53 i D At i mT LR S T4 &9 (1 24 F D ke
2, M LI FRRE 5 202 100mg 5 i A it 3 m] DA A3 =0 A0 A 1 24 Dl 24 8 J R G,
IR 2 P an Z5 P L) DU R ER R Pk b A s A SR 20 100mg ], R 2%
FRaE , B 100m]l IR, IN50 % £ GV RV il 357 e 22 %0 B2, 0550, A i i, B AR, AR it
W G UL AR 2910000g /ml) 5
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[0054]  xof HE Y20V - s 25 W BCAE RV Lm 1 B 100m 1 &3P, IN50 % 2 BS W MF B B 21 1 , 4%
5] M BUZ VAR 10m] B 100m L=, 50 % L IEEBAR R 2 21 1, 8240, U145 /B
MR (P AR L2 1ug/ml)

[0055]  Tayi i : X Tafb&410mg, K525 MR , B 100ml &R, 150 % £ NGV A i I+
B2 ZE 155 FEMRR N Tadl, £100ug/ml) ;¥ 2 2= UL VAR 10m] B 100m 1 £, 150 %
CETRIRR R BB 5, B8 A N Tald i G R Tatk &R E 291 0ng/ml)

[0056]  Thya ¥ : B IbA A4 10mg , K2 FR 8 , B 100ml &R, I150%6 £ NGV A I+ 4
B2 ZIE, 155 FEMLRR N IO, 2)100ug/ml) s ¥ 2 &= UL VAR L0m] B 100m1 £, 150%
CIE BRI R BB 455, B8 B N IbIE W G s Ib ik SR JE 291 0ng/m)

[0057]  FZ&uid FHTEIE WAL - 43 kS 2 W B A L 1001g /m T () Tadi  100ug/m1 () ThyE % 1ml ,
BTHE—AN10ml &+, 050 % LIFE BB R ZI R, #5571, R1453 (I 100ug/ml+Ia 10ug/
ml+Ib 10ug/ml) ;

[0058]  (iii) JMsE AL it

(00591 % W R ALK VR S X6 HE VA VR Ta Vi VR ThiE VR FR G030 F R P MR 25 20n L 23 v E N VR
FHEIEA, 3 R s ]

[0060] W I & AN B4 ) « AR 4 5o BB VAV L TalB TR IhIE R = T 8 it K e R 1k &
W Iatb &4 K Ibf A =38 W OR B IR TR] , 48 IR 8 2R G PR A VR 6 3 ] v 25 U 1)
A & LA B A b 25 i I K A &8 (— IO S 5 751 R G F PR VE VR I A €0 15 P vt e i
kR Mea Y R Iot &9 . R atb &4

[0061]  F&uid TR : 78 R G0l F RV N S i e ig & b, X&) 5 0Iik &
Vg 8] () 4 B T 22 /0 1.5

[0062]  ZEAtElil i B v, W A BN B =R Tafb A4, WA LA R ST A 2R i al

A EL
==

, PR E IS E T 4L Ta HE T Y
Bt Ta % E(%)= x100%
SRS HE A v £ o SR P TR < 1000
[0064] ARG “RFTad & (%) " HA A T AR B3Ok s “Hixt TR &
Y 5, N Iatb SIS E
[0065]  7EAHL IR (i I v, i SRR I B S Tb A4, W] R v SR SRz 28 BT b i)

i

|

[0063] A%

Iy
f

BRRIB LT b AR I (0 TN
[0066] A%l Ib £ &(%)= - — — x100%
o0 BE VA R €50 1) v IR TR < 1000
[0067] i RiE “HBIb & & (%) 7 H UM T AR W] SOk s v “Hixt TR &
Wi &, NIk WIS 8
[0068] £ {3l B v, i SRR W B K Tafb A4, AT A RA T ik R A0 E R lafb &4

e AR5 T S U I AR EE (%)

o BRI R T AR Ta (VTR
[0069] 3K Ia fha iR 5k 1AL S ALY b= ; —— — x100%
PR Vel v A 5T T e T A

[0070]  FEALRIR A B b, B IR Itk &4, WA UL R o BRIk &4
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e T AR 5 AL S g AR LE (%) -

o | ORI o 90 T (0TI

[0071] 2 T H A HIUETR L 5 50 4 A TR ) L = ————— — <100%
AR R o 0 T OUTHT

[0072] B, AEA R I AR L i mT LA ST 5 e T AR 5 oK Ta b & e T AR B B 05T
WA P A S A Th ik &P B L s sl Tafb S Tb b &0 T KT &4
5.
[0073] Gt 1 I o, i RAG U B 5K Tatb S 4, MIRT A BL S iR R T atk &4
Ut 1 AR5 AL S U TR B -

P T ] A I T AT AR
AR R ] o 2 5% T (T L
[0075]  FEALEB A IE B, an A I B Itk &40, Wal AT BL R o+ 5 bt &4
e T AR 5 R S P00 AR LE -

[0074] U IALEWEE RIS L Ta AL S e R L=

(AR U T P 2 T T [T A
PR e o R R Th TR
[0077] 554k, @it DA 1 [HPLC-AYyZ% , i m] DLH iod e il A 2 iR JE I R T4k A ot BE S (FE A
A3 B FEA RE S A L5 K T799.8 %) Y, 1 I ARV E i R i I E 5 =
ax &, A sl b RIS LE, % ,w/W)
[0078] iR [HPLC-AYVZ B “fhial i , X B L BE AT L2 DA T & e i 245
FH IR ZG B R A 5 78 AT DA DL B AT A PR B2 1B I HL e 25 Sk e o i e i) 2 4 2
EH A2 PR R SR AR 2 JEOR 2500 R K S SR A A 7 R
AC i 3 7 v A ot g 4 R R 5 R T B 0 29 100mg I S R TT, & i Ta % i Th & &
(R B AS 2 DR ARt PR B A 8 P B3 L R il 4 181 G 245 FH ) P A7 1 T 52 21 B2
[0079] 4L, BT 7 R 53 BI0ER , 3 A Tatb 59 . K Ivtb &2 5 53Rk 15
(1) o DR G AE AR B o R - PR 48] 4 245 P i Ak 247 B HOOREL ot B E L 1 6 R B 25 M 2L 5
Ml Tatb &4 NI A Y& B , o i L0 E H 25— & 2 B IHPLC-ANE IR 153 B 45
SRR AE AR T 2 B T I AR5 &=
[0080]  — b, AR EHSE O MR T — MM A, R AR K S T AR —
S 5 G ATk 25 F R R 2 RN 25 FH A R — S ] 24 19 301
[0081]  ARYEA A B 88 — 5 AT — SE it 7 R ZAAH A, Horp K IWEW 22 &
M) S EE10~90% , 120 ~80% , B 130~70% o
[0082]  MRHEA KA EE U7 WA —SEHE T RINAMAEY, Hiid &F BaRER) 1EN
FAFIERI LA T K Tatb 54«

[0076] & 1Eadmimf 5t b tha i m AR te=

./’\.§\ N\ i ,«*N\ e »‘&’\ .
oos3]  { Y o N YT

Ia s
[0084]  ARYE A K BH A — 5 AT — SR 77 R AMA A, A T XMk &9 5, X
latb 5 S =D T 2%, B 0/NT1.75% , Wl a/hT1.5%, Bl an/hT1.25% , @l an/h-T
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1.0% , Ban1/MT0.75% o
[0085]  ARFEA K BH A Uy AT —SEHE T RIAWA S, KM TRk 590 5, 5
Lafb &I &8 50.002~2% , Bl 440, 002~1.75% , B 71°50.002~1.5% , 4 41150 002
~1.25% , % 71250.002~1.0% , I W1H0.002~0.75% .
[0086] R4 A<k BH 55 — U7 AT —SEE 7 R A3 A1, H RG4S B THPLC-AYVZE M 5E
Ho K Tath G 5 XA W ARt T-2% , Bl /1. 75 % , il /T
1.5% , Blan/NF1.25%, Bl hF1.0% , B/~ T0.75% .
[0087] R4 A & B 55 — 07 AT —SETE T R A3 A , H A & B THPLC-AYVE I 5E
Hep U latb EP0E A 5N S P& AR 80.002~2% , ] 01250, 002~1.75% , 4]
WIZH0.002~1.5% , 4 41°40.002~1.25% , $i41°80.002~1.0% , 1l W1°40.002~0.75% .
[0088] R4 A<k BH 55 — U7 AT —SEE 7 R 23 A , HREAS A B [THPLC-AYVZE 58
Horp b A s i A 2 Ta b A P90 AR 9 b K T-50 , K T-57, 4l K T-67, 491 ik
T80, 4 K -T-100, 5 W1 K T133.
[0089] R4 A BH 55 — U7 AT —SETE 7T R A9 A , H A A B [THPLC-AYVE 52
Horp ST A 06 T AR 5 X Tafb A P06 TH AR 1 EE 950 ~50000, 41301457 ~50000 , 41 01467
~50000, {511 71580~50000, %1 4115 100~50000, %1 W12H4133~50000,
[0090] AR AR BH 88 — 5 AT — K 77 R AMA G, Hdid & WIaR=ER) /EA
I BAFAERI LA T I 54 -
H

H NGO, Hwﬁm(} .

[0091] 21 8§ Y

.. o1
SO R R

L -
RO o O
NN

O oy’ A<

mo 0'\{)}{:5
[0092]  RHEAK A EE — AT —SLi 5 RIMAMA AW, A T RILEWm 5 2R
Ik & & EADT1%, BI/NT0.75%, Bl40/NTF0.5% , Blan/hTF0. 4% , 5l /T
0.3% , BlI/hT0.25%
[0093]  MRHEA KA EE — AT —SEi 5 RIMAWA AW, A T RIEWm 5 X
I & &8 H0.002~1% , 4 1150.002~0.75% , Bl 1°50.002~0.5% , 46| 150 . 002
~0.4% ,41150.002~0.3% , 1 1150.002~0.25% »
[0094]  MRHEAK B 5 AT — LT BRI ZMA A, H AR R I THPLC-ATE I E |
HAp R Ib & Wi AR 5 R T A P AR b/ T-1 %, Bl /120 76 %, il an /T
0.5% , Bla/NF0.4% , Bl/hF0.3% , B/ F0.25%.
[0095]  MRHE AR B 58 5 AT — LT R ZMA A, H AR R I THPLC-ATE I E |
Hp R Ib A P AR5 3R A S0 R L 90.002~1% , 45 7150.002~0.75% ,
WIH0.002~0.5% , Bl W1250.002~0.4% , 5] W1°50.002~0.3% , ] W150.002~0.25% o
[0096]  MRHEA A B 88 — 5 AT — St 7 R ZIMA A1, AR R THPLC-AYE I 2
Hodr 2RI A W0 A 5 20 b A P A A B KT 100, 61 21K F-133, 41 01k T 200 , 451 41
KF250, Bk F333, #1101k F400.
[0097]  ARPEA K B 85 — 5 AT — L0 77 R AW &4, H RO & B THPLC-AE U 52
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Hrp T &0 A -5 =0 b & 406 AR 1 B 2100 ~50000, 41 0124133 ~50000, 41 1 4
200~50000, %1 214250 ~50000 , %1 4114333 ~50000 , 41 41 75400~50000.

[0098] AR A K B 88 — 5 AT — St 77 R 2926 , Fovb Bir i 1) 24 P iR EL RE %
DI  FLRE  H EE B | L AR RS

[0099] AR AR BH 88 — 5 AT —SKit 77 R A4) , Fo & 2 R 77 BCFE 571 Bk 71
.

[0100] AR AR B 88 — 5 AT —SLit 77 R 292 A4 , Hoo2 2 507 & R 29 il 7B
o AE AT S, Pk 245 W i 590 ) A A 77 & A 1 ~1000mg (1) T4k 547, 4
ALFEL0~T750mg K X 54, B 404520 ~500mg () T4 54 o

[0101]  ARYEA A B 88 — 5 AT — SE it 77 R A A4, o2 B A RIS Z I R
S HP I AT 37 AL 24 2 R R RE TR (91 AR AS PR T 4 S LT AR M 61 TR A Ve #  2
R UER , Tlim A 4E R 5E) AR (B (AN IR A I SR 4 B 2 TP R S R R S WA AR (il
{HANER T-PVP HPMCEE) Vi 77/ Bl 75 (B A B AN PR T8 R PR 8 I Ak 45) 55

[0102] ARG A A& B B8 — 5 AT — SE Tt 7 RN ZAMAH S, HAEA0°C 4 AF N3 3 DTN
BSM H L IE T EAE MR N A B S HIa 28 B T0 HI & & 38 H 4 20, Hodp
HE [HPLC-AYIE , 24 it la & 2 3G 10 E 5 2% T-200 % , B KT 150 % , 1 Ik -T-100 % , 51
IR T75% , I IR T-50 % o %R I 7 VEAEA K I Hh A PR 9 40°C—5 HB 5L ik i ARIE L %
Fi & S E 2 HoE T

[0103]

[0104]  Fikit S aCn] FIFH S5 Rl AR £ 22 F740°C -5 HAR BRI - 5 2% T TaB 2% i Th 33
K H 2 & IZAEEIT T ORI IZ IR FUH K Sl

(01051 #t—DHh, AR SR =5 Wt 1 — M2 & 4, e b A 55 AR N P il (0 4
A ED

?‘Na
NaG—p=(
HaNOC. LN
[0106] N ?\
A NP ,«N\\?,f L N
(LT NT NH
I % e

[0107] DA K25 F %k} .

[0108]  ARYEA A B 88 =5 AT —SE it 7 R ZAMAH A, Hrp X IWEW 22 MA &
V) S EER10~90% , HI120~80% , Bl W130~70% o

[0109]  MRHEAK A EE = J7 AT —SEHE 7 RINAMA Y, Hiid &H BaRERD) 1EN

P ATAER L R R Tafb 54«
HNOC,,

[0110] C /Tg\i N\ﬁN:J\Hk

Ph o
In

12
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[0111]  WRIEA KRS =T AL 7 I AMA Y, KA TR 1k &9 5 » 20
latbk 5P &=/ T 2%, WW/NT1.75% , B /T 1.5%, Bl /T 1.25% , #lw/h-T
1.0% , 1 an1/NT0.75% o

[0112]  ARIEA K B 5 = Ty AT — L 77 R ZAMA S, bt TRk 590 5, 5
Lafb &I &8 50.002~2% , Bl 440, 002~1.75% , B 71°50.002~1.5% , 441150 002
~1.25% , %51 71°50.002~1.0% , I W1H0.002~0.75% .

[0113]  FRHE A K B 58 = J7 AT — SE 7T R 29 A1 , H R A B [THPLC-AYVZ: Ml 58
Ho K Tath &g 5 XTGP ARt T2% , @l /71,75 % , il /T
1.5% , Hlan/hT1.25% , Bl hT1.0% , B a0/hT0.75% o

[0114]  FRAE A K B 55 = J7 HAE— SETE 7 R A3 A1, H A & B THPLC-AYVZE 52
Horp K Tafb &g 5 I & P AR FI B 290.002~2% , 6112480 . 002~1.75% ,
WIN0.002~1.5% , BIWIZH0.002~1.25% , Bl 4180.002~1.0% , B 41°50.002~0.75% »
[0115]  FR4E A& B 58 = J7 HAE— SE T 77 R 29 A1 , H A & B [THPLC-AYVZE 58
Horp s A s A 3 Ta b A M0 AR 9 b K T-50 , K T-57, 4 K T-67, 491 ik
T80, 4 K -T-100, 5 W1 K T-133.

[0116]  FR4E A B 55 = J7 HAF— SE T /7 R 29 A , H A & B THPLC-AYVE 52
Hrp ST S0 A 5 2 Tafb & P06 AR 1 B 250 ~50000, 41 20154957 ~50000 , 5111467
~50000, {51171 580 ~50000, 41 4114 100~50000, %1 W12 133~50000 .

[0117]  ARYEA K B8 =5 AT — L 77 R AMA A, Hdid &5 A WaR=ER) /EA
FFAFAER LA T R Ib A :

Ih o
[0119]  MRHEAK A G = AT —SLi 5 RIWAMA S, A T RIEWm 5 R
Ibb &S 2T 1%, B/ F0.75% , B/ F0.5% , Bl an/hF0.4 % , Bl /T
0.3% , #lf/NT0.25% .
[0120]  ARYE AR B =5 AT — K 7 R AMA A, A T XMk &9 &, X
I & &8 H0.002~1% , 41150 .002~0.75% , Bl 1°50.002~0.5% , 45l 150 . 002
~0.4% ,41150.002~0.3% , %1 1150.002~0.25% ,
[0121]  ARYEA K B 88 = J7 AT — L 7 R 23 &4, H A & B THPLC-ANE I 52
HAp R Ib & P AR 5 R T A P m AR b /N T-1 %, Bl /N T20. 756 %, ol an /T
0.5%, Bl/NT0.4% , BlW/~T0.3% , Bl a1/hT0.25% o
[0122]  ARYEA K B 85 = J7 AT — Lt 77 R 23 &4, H A & B THPLC-ANE I 52
Hrp Itk &g AR 5 =011k A& AR R 80.002~1% , 1 W1°80.002~0.75% , ]
WIZH0.002~0.5% , B 81°50.002~0.4% , Bl W1°8H0.002~0. 3% , H@1°50.002~0.25% .
[0123]  ARPEA K B 5 = 5 AT — L i 77 R AW &4, H RO & B THPLC-AYVE U 52
Hor QI A W0 A 5 20 b A P A A B KT 100, 61 2K 133, 41 1K T 200 , 451 401

13
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K250, 40K T-333, 440K 1400,

[0124]  FRAEA K B 55 =77 AT — SE 7T R 29 A1 , H R AR & B [THPLC-AYVZ: Ml /2
Hrp T S0 A - 0 b & 406 AR 1 B 2100 ~50000, 41 0154133 ~50000, 41 14
200~50000, %1 214250 ~50000 , %1 4114333 ~50000 , %1 4174400 ~50000.

[0125] AR AR B 88 = 5 AT —SC it 77 R 29264 , Fovb Bir i (1) 24 P R EL R %
DI FLAE  H EE B | (L ANEE RS

[0126]  ARYE AR B 88 = 5 AT — Lt 77 R A4D , Fo 2 2 R 77 BCZE 57 Bk 71
.

[0127]  WRAEA K S =J7 AL 7 R 2 MA &, Ho2 2 A= K A1 RE
o FE AT S, Bk 245 W il 590 ) A B A 77 & A s 1 ~1000mg () T4k 547, 4
AFEL0~T750mg I X LA, B 404520 ~500mg () T4 54 o

[0128] ARG A A B8 = J5 A —SE Tt 7 RN ZAAH S, Hoad B 7 s R =,
R I AT 37 AL 24 2 R RRORE TR (91 (AN PR T 4 S LT AR M 6t TR A Ve K 2
RUER , Tlim A 4E R 5E) AR (1 (AN IR A IBC SR 4 B 2 TP S S R AR S WA AR (il
{HANFR T-PVP HPMCEE) ViV 77/ Bl 5 (B A B AR T TR PR 8 I A 45) 55

[0129]  ARYE A B 88 = 5 AT — SE it 7 R 2 54, HAEA0 CAAF 33 LK
5N H L IE FH EAE MR N AR B S H a8 B T-0 HIS i & & 38 e 4 20, Hod
HE [HPLC-AYIE , 24 it la & 2 3G 10 H 3 2% T-200 % , B KT 150 % , %1 Ik -T-100 % , 51
K T75% , WA T-50% o 1058 7 V2 /E A K B R fRT Bk 40°C -5 H B %2,

[0130] AR EHESEPUJy R ft v h lafb &4

a;Noc
./'\ 1\3\ WN\ (})l“wN\,

[0131] | t’\j’ N aﬁ%
\w ~ Pi\/ '// OK

{a
[0132]  FEfilee T I LL R =0 1AL B9 3 PR 4 1 28 H kL2
Na
NaQ~p=(y
—.NOC PN -
[0133] 9

o Y N\, Lo ”
1‘"':] ;:s;vg Qf\ok

[0134] &%U@ﬁmL\%ﬁ& P R 3 1 BT (B 4 EH 2% 25 F DL 24 1 ) 294 &)
(147 % L o ) 12 FH
[0135]  AR¥E A& B B VU T AT — St 75 2 1 B2 AT, o B ok of B8 B LHPLC-AT I E , 5K
Tafb B WIR G 41 2 K T-95% , Bl K T-96 % , Bl 1K T-97 % , il 71K T-98 % .
[0136]  AR¥E AR BH 45 VY 75 [ AT — St 77 S S F , T 1 I i 3k 25 P k) 245 B 245 )40
AWML R Z] R S A AP R R Ta b S0 & B TR &Y m s /N T
2%, BN 1.75% , B /NT1.5% , Bli/NT 1. 25% , Bl /T 1. 0%, /N T0.75% .
[0137]  ARPEAS K BH 55 DY 5 T AT — St 77 S K 1B A, 30 FH T 1 U i 3 25 ok} 25 B 25 ) 4.

14
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AUV IR %2 FER A A G RN Tatb S S 2 T XSS N
0.002~2% ,f5l4150.002~1.75% , il 11>50.002~1.5% , I 71°50.002~1.25% , Bl Ay
0.002~1.0% , % #1°40.002~0.75% .

[0138] R4 A% BH 58 VU 77 AT — SR 7 22 1 82 FH » HE FH T 1 I i ok 245 FH DUk} 245 B 25 2
E VAR Z] FHEOR 25 B2 A S P AR W THPLC-ANVE I g , Herh s Tafb A U i AR
H5RIMEEWE RN T2%, Blin/NT1.75% , Bltn/hT1.5%, Bltn/hF1.25% , i
/INT1.0% , BT /NT0.75%

[0139] R4 A BH 58 VU 75 THAE— SR 7 22 i 82 FH , HE FH T 1 0 i ok 245 FH DR} 25 B 25 2
G VAR Z] FHEOR 25 B2 AL S P AR W THPLC-ANVE I g , Herh s Tafb A U i AR
R MLA AR 80.002~2% , 8141780 002~1.75% , B W1°50.002~1.5% , #1401
50.002~1.25% , %5l 71°50.002~1.0% , 1 71°50.002~0.75% .

[0140] R4 A% BH 58 VU 75 THAE— SR 7 2 1 82 HH » HE FH T 1 00 i ok 245 FH DR} 25 B 25 2
E AR %20 R R 25 B W) 240 A1) B8 A8 % B THPLC-ALVE M i , Horp S TAL & W0 i AR
5 Tatb &Yy i AR oK T-50, 81 a0 K157, #1140 K T-67, 41 1K T80, 451 41K T-100 , 4
WRT 133,

[0141]  FRAE A B 58 VU 75 T AE— SR 7 22 1 8 HH » JHE FH T 1 00 i ok 24 FH DR} 25 B 25 2
EW AR %20 R R 25 B W) 240 A1) B AR % B LHPLC-ALVE M i , Herp s TAL & W0 1 AR
5 Tatb &40 i AR 1 50 ~50000, 41 402957 ~50000 , 41 21467 ~50000 , %1 12480 ~
50000, 51 114100 ~50000 , %1 21241 33~50000

[0142] AR T mdett 7~ XIvfth &4

O
s T3
5 ~,
o143 o R Ao {?}VY
{\f;’\r\fg, ; g s L >(
Pr
i
[0144] 75 148 TR LA R 2 LA A Y0 At P PRS0 25 TR 2
Na
H, »mc MO
[0145] z ]\ e ﬁi\;{{
i \J/ -~ \“" i ‘NH
\L” O by o’\c}/

[0146] &%u&ﬁﬂ%‘%ﬁiﬁ PR R4 i R FET (F8) 201 EH 224 FH DR 285 i i 1) 25904 54
(147 % L o ) 2 FH

[0147]  ARYE A B 55 T 77 AT — S 75 8 1 B2 AT, o B ad of B B [HPLC-AT I E , 5K
Ibtb B 2l K T95% , 1K T96 % , Bl i KTF97% , Bl 4K T98% .

[0148]  ARPEAS B 5 o 5 AT — St 77 S B2 A, 3o FH T IR 0 B 3k 25 ek} 25 B 25 W) 4.
AWML R Z] R S A A R I G0 & B TR &Y m s /N T
1%, Bla/NTF0.75% , B an/NT0.5% , Bl /TF0. 4% , Blan/hTF0. 3% , Bl /N F0.25% .
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[0149] AR A B 88 1105 AT — S 77 S B2 A, 30 FH T 8 U Bl i 25 k) 245 B 24 )4
G WA R 1% 20 H R 2B A A& R b G & =2 A0 TRk & mi 5 4
0.002~1% ,181°H0.002~0.75% , 1 T1°450.002~0.5% , HT1°40.002~0.4% , Bl Tk
0.002~0.3% , % 1°50.002~0.25% .

[0150] AR A BH 8 1105 AT — S 77 S B2 A, 3 FH T 8 U Bl i 25 k) 245 B 25 1) 4.
G VAR FHEOR 25 B2 A S P AR W THPLC-ANVE U 52 , He b SR Ib Ak A U i AR
SR HE RN T 1%, B/ F0.75% , Blan/hF0.5% , Bilan/N 0.4 % , 640
/NT0.3% , BT /NT0.25%

[0151] AR A B 5 1005 AT — S 77 S B2 A, 0 FH T U Bl i 25 k) 245 B 25 1) 4.
G VAR FHEOR 25 B2 A S P AR W THPLC-ALVE I g , He b SR IbAk A U i AR
R LA AL 80.002~1% , FlW1°80.002~0.75% , 1 4150.002~0.5% , i Q1
50.002~0.4% , 5l11°50.002~0.3% , #7150 .002~0.25% .

[0152] AR A B 5 10 05 THAT— S 77 S B2 A, 0 FH T M U Bl 3 25 k) 245 B 245 1) 4.
E AR %2 R R 25 B W) 240 G 1) B8 AR % B THPLC-ALVE M i , Horp S TAL & 10 1 AR
5 Tbib & P i AL B KT 100, 41 01K T 133, 41 01 K T-200, 41 1K T-250 , 41 01 KT
333, Bl KF400.,

[0153] AR A% BH & 1005 THAT— S 77 S B2 A, 3 FH T M U i 3 25 F k) 245 B 245 1) 4.
E AR %20 R R 25 B W) 20 G0 B8 AR % B LHPLC-ALVE M i , Herp S TAL & W0 i AR
5 Ib AW i 2 5 B 9 100~50000, 41404 133~50000, 4141 55200~50000 , 451 41K
250~50000, %1 11°4333~50000 , %1 11 °5400~50000

[0154]  gE—2Dth, AR B SN J7 AR AL T 45 il 25 s W 50k, Bk i 25 2 AR Tk &
VoA T i a3 () 24 FH R 2 B FH % 24 FH ERE 24 ) & RO 29 MDA 6 0 . 7 1 B FE T 2
i PR 2% B T b A S D5 RAE — e YA T N, DA 24 ot 72 RS gk i 7 v 2% i X Ta b 54
SIURH G

[0155] AR A BH B 75 T AT — St 77 SR 7532, Serp Bk 2 (B 24 R 25 8 254
HEYD AN TR EWT S, X IbHAET &&=/ T 1%, B/~ T0.75% , Bl an/h T
0.5%, Blt/hNF0.4% , Bl/NF0.3% , B0/ T0.25% o

[0156]  HR¥E A BH 85 75 J7 HI AT — S it 77 S8 7532, Ferp Brak 2 i p A0 TR 14 A P
=, R Ib AR &8 80.002~1% , 111750.002~0.75% , 4l 1750, 002~0.5% , Bl 11K
0.002~0.4% , % t1°50.002~0.3% , % f11°50.002~0.25% .

[0157]  ARYEA KR B S 7N T7 AT — L 7 G210 751, AR ik 245 ot A O BH THPLC-ATYZ:
5E , H A I b A A i AR5 R A g AR LE /N T-1 %, Bl /N T-0. 75 % , 49l /N T
0.5% , Bla/NF0.4% , Bl /hF0.3% , Bli/hF0.25%.

[0158]  ARYEA K BHEE 7N T7 AT — L 7 G210 751, AR ik 245 it A O BH THPLC-ATY
5E , Herp U I b A 4 i AR S SR T A 0 AR T B 0. 002~1% , 41 701250, 002~0.75% ,
B 41°50.002~0.5% , 5 W1°H0.002~0.4% , 4 81°50.002~0.3% , B W1°80.002~0.25% .
[0159]  ARYEA K B HE 75 T7 AT — L 7 G210 757, e Fh ik 245 ot AR O BH THPLC-ATYZ
5E » o LA Wi i AR5 S T A 0 i B R) b KT 100, 481 40K T+ 133, 451 ik -T-200
40K T-250 , 4140 K 1333, 491 1K 1400

16



CN 105669749 B w Bg B 14/30 T

[0160]  FRAEA K BH SN T7 AT — L 77 210 T4, Horp ik 24 i R Ak B THPLC-AYE M
5E , H ST A g 1 AR 5 ST A A g A R L 2100 ~50000 , %1 014133 ~50000 , 4
WH200~50000, B 414250 ~50000, %1171 49333~50000, 41 41245400 ~50000

[0161]  FRAE A K BH S 7S T7 AT — SEE 7 R J7 %, Ho A Bk 25 W 7240 °C 640 B % B L
HCHESN H, WE i B AR RAF N A B S H G FE 4% B0 HINH 5 & 388 1 402
Horp BETHPLC-AYINE , 2= i Ta & = 38 0 23 01K -T-200 % , 51 I T- 150 % , 4511 A T-100 % ,
BAMET75% , B F50% .

[0162]  FRAEA K BH SN T7 AT — L 77 210 7512 B A 24 i AE RS et R v 2 i
N Tatb &9 2 AR 2 18 Ik 25 i AE40°C 548 F 23 8 s E S H, Mg JF R AE
AT 2B S H G FE R B A T-0 HINF & 238 10 2 250, Hop B THPLC-AYIISE , 44
laZr EMINE S FKT200% , 5 10K T 150 % , Il T 100 % , Bl T-75% , il i T
50% .

[0163]  gt—Dh, AR -7 R AL 1 Hl 8 A8 R W 58— 5 04T — S8t 5 R Pridk 25 FH &
B T2 ST AR P IR

[0164] (1) [AIN-FEMKBE R LR ) & 21 3- e A -3-[ (2S,3S) —2—F8 53— OR B F A
Bide) -4 T AR ] R R R T R ORI =R = (R R RS SRR TR S R
=32 B 2R I =M (1) J 7K FR 5 FR I e () 0 P A P AN N- e T R 4 i, 8 2 0 R P
R RLTEAS, R N T8 B RG RS FF FHZK L 2 %6 T IR VB 5 %6 ik I L A A0 A AN LA 7K
TR & oK BRI BT, I Z8 RIS ), FRE A (3 DL £ 1R & R R 20, 13 BI3-5: TR
H-3-[(2S,3S) -2 HE-3— (N-IEMREL I - LR 1) A& B k) 2 k-4 08 T 2 ] AR R AT
fis (I Tatb &9)

I .
[0166]  (2) ZE =R BRI IR AL BRAL "% 3-S5 A R -3- (28, 39) —2-F2 k-3-
(N-PEE MR B~ LR ] 2 B k) -4 L T Ak ] I AR R AT I (D STk 54 W TEAKAE
TR R AETC K ML IE TR 15 5 AE.60 °C HEHE SONL IR Il s 28 AT, DARRIR K I AL B, T
I N LN, 58 e, LUK Bedk , LR SRR IR AL JEMR A LIpH L. 55 LA TR L BR A
SRS, AT WL TE K BRIR BRI /K, P 7RI 2, 19 B3-S I 2 -3- [ (28, 3S) 2~ IR AR A
Hh—3— (NI MR 2 LR ) & ) S -4 -8 3 T 2k ] b2k AR T I (RN Tb i &)
H
BP0

HzN{}{:\.\ i /
9
[0167] F&TWNTE?*MK/%W}“:{NH
;E\V,'»""’i’\:ﬁ:‘ R é /; /3\. A
6 o0 ;
(01681 (3) #1357 33~ (25, 3S) ~2- VR B S -3~ (N-IE MBKIBE -1~ K [ ] & B 2) 4
-~ BT D R P R T I (RO R IbAk A ) £E7N R RERG B R R T 120 %5
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C AR RLTR A Ve B3 AL B I (= Rk e ) Rl S AL, 6 7 IR IR T 9
PN s BRSPS AR R0 A, AEARET RRWETRE D RS ARET, &
B T0. IMBRBR K IERT , TSR A VLR ER R IR £ Z9pHL . 5, 2 FALINVE AT, DL 2R
LERRERL . B IR AR oK B R B K, 28 K 2 T, 19 B3-S A 2R -3-[ (25, 39) —2- [ %
A3 (NP B 2 LR [T A B dd) AL 4R Tk ] k2 AR AR T B

OH

HO-p=0

HaNQC

! P
[0169] j\/i«ﬁ ? \T
A N & P

N © oy g'?’ko%_

[0170]  (4) FE = N R3-SR A HE-3-[(2S, 3S) —2- PR Sk -3 (N-IEMR B AL -1 R ] A Bt
H) @A -A-TRIE T A A AR IR AT R N AR IR AR R, BERE HL R TR T s In St
P, SRS, 2L 08 ; I3 U8 VRAEH5-60 C 25 Th 2RI L BRI 77  SEMD RS J12225-35°C,
NI, THIE 5255-60°C , B2 28 WRER VA, T4, DA [l 44 HY = N B vt i, FAET0-75°C
M EC2 D 2k 2 T, AR s s A S0y 3— R A 3E-3-1 (25, 39) —2- R S k-3~
(N-PEEBR I —L— R [T A B ) ik —4 Rk T Jfk i PR R A0 T lis — 4

BEawel ™
R TS N e
ol f YT R T 5 )
N R gagepso
! o5

(01721 (5) 4lift . D 4R (4) FrAs = inE Peke : LR LBR=10: 2~5[1R S VA5 , 70~
T5°CRPEFE1=3/, % A R =R, i tH A Hr 4, F Pedie 20m1 73 20kt 5% , BEAE60C 1S
PARKETER, AAS EL b RE R EZEEADEG) .
[0173] AWM — T W B AT — T 1A — S 5 SR P B A — BOREFE A A5 H
HoetE—Se it r RECL eAE— T e — L &, REENASMHET &, BRAHE
Z )T FH 5 2 R AL X A R RFAE A3 248 o I 10 AR i B ) 45 A 75 T AR s ARt —
BAIEL P
(01741 AS B P 5138 9 AT SCHR , EATIR A A A 8 L 51 A9 AT, I Hoan R 5
WRPT RIS AR AN, AACKR B (R 23 Dt o e A , AR WA P 10 4% R v A
v B AT AU BN 53 22 FRIK — ey S0, BME st , Ak W 75 98 A BB AR IS X e R 1 Al
VA SR A U L RIEORE , i 2 I ARV AT RE VS WA 5 2 08 UAS— 500, AA R B
A SN
[0175] "R AR W (254N J7 ARt — 2B ik
[0176] AR W] — a5l 77 AR ALK & LA AL S W i Ve o (K 24 R, 120 T4 &
P&t A Tatl B W2 T R AL S BT R B IR B » B el Tb Ak 54, ST b A & 40 B T I
RS AL St — IR AN, R B B ) AR s R, 2% B SN ANl G 1
Btk i Tatb 5 BRI S YR BE & TR RA T S0 03 PR 73 1) BB 24 vh B
2 GBI Z R 24 i e 25 il 7 e
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[0177] ik sTa.sRIb/EAZR RGBT &P, X0 T4 R T &1 28 k)
UL SR S s A A R n 25 W R A TR S T R

[0178] RS FAAE Gl % NI A PN 2 %5 770 O 5 AR A0 5 28 BT 25 6, H 2 7E4R
EF BRG] RIVIFOLT , S 1 4002 M DA B S (1), 17 243X B & A% A0 A 4% (L4
VBN EORZS I S AT AT 4 AR EAT T BRI 7R 2 mT 4 50 SRS TN, AR 24 S 4k s
AR SR T ARSI AR, A NSRRI 2, D& R I, fE R TIL A W 4B v 2 i =i Th ik
GWE T2 ER ER %, DLRR TS W1 o i 1 1 40 10 JEURL 25 W0 78 5 F 1 57 4
LR ) A2 S L R S AH O A 0 i B ) 25 M & W 0 n 25 SR L BB S I TR I HERS 22
HAEWH I Tatb 512 B 213K, Tz Tatl A4 A 490 7 11 B an LI A 74 o
FEARES NILSZH PRI, 7E LA ST B MR i P il o ) S Rk 24 W e 38 A HL i i ) 24 P .
A2 Rz 2R B Ib A R GRS T FIRBR B DA T o AR .

[0179]  H RG22 Im RS 32 N BIHIVES A B4 V02 I8 (saquinavir) (el
(indinavir) FHFEIFTH ritonavir) & IAEHTF (nelfinavir) 22 TS (amprenavir) A%
LI (lopinavir) ,atazanavirflifosamprenavir. P2 IB4E (Saquinavir) f&—Fhom
f e PRI B B A ) B AR IR AT A A, AT AR B EGEEH, B E
W2 13 « 2h, IS ML B L > 90, 4 S P HT V-1 RIHTV-2340745 /6 A, LA 35 88 A B AT
i PEI T JE It X 5 N BT IR B R A& 2 WA 1 L AR A SEBS R R IX 2 — P 4 1k
B UL B ) e SR KT TUH T VIS 55 25 0 AR (il B T 52 PRI, A3 IS S SR R IK & LG e, I
ARG . R 2 I8 (ritonavir) x&— PP A8 A BEAIHI 7, 32 03 ~56h, 5 &YFE K, 7]
GRS 32 VE, AN RO, SO N &, BIVE LV IRTE R =, S G0l , & IR E .
Amprenavirifid fHIREE  HAS0 & 8, 3 E A E gag Migag-pol ToRe , AL UIRE I 75 ,
TN THIV-1AHIV-2J85% , £5 FTo6 HATRART sl Bl R b3 Bl 3, BFE FE L %0, JBTS
NERK , 22 . el (Indinair) &3 Emeck 2 7 A1 S —Phom 2808 A B F 057 A 2L
XPHTHIV=1, F IR AR RELT , AT AT R FHPAK 9% 08 B B B A 5Rva T R HI VI gL
A it NS 28 K8 AR IR 8 BAN FH I Mz 1 2 25 1) e B 1 b ok 22 5 i 1) 3 e R P AR AR T
#oAtazanavir (ATV) J& B B ME— )RR R 7 Ml— 0 2 5 B AR, 0 T TTTH I R
IR B, He A0 R AE T 5 R B PR BRSO, AT i 24 L1, DA KO i D7 A 52 i A
/N,

[0180]  H Aillw R AR AR A B VG T HIVIK 7 R o A R R AL NI S & — P R
IPTHIVZG Y, HBAT R AF R IR AR F RS 3 AT HIVIB SR (036 97 I HXTHIV-1HfTHIV-2
I AE - LS 7 A8 AT A ek i 8 1) H 2577 & 950 ~500mg , 41 @150 ~250mg
50 ~200mg

[0181] 5 Hth , AR B 1 DA 3K L0 G400 i 1 B 40 1 245 FH D) 225 B pR G o) 2515 BRI 254
HEWMRARRE FPER.

BN

[0182] el "I I PR SE i 51 T A KA B BEAT Bk — 21 (R tiadk , SR, A BT ) 90 B O AN PR
TR IRSEHE B o AU LN SRS IR AR, £ A AR B ARG RIS BRI AT R w] A
XA S B HEAT 25 AR AL AR Ui o A% S BH 0 038 b i A B R4 B S a6 T vk #EAT — bk
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/B EAR B R o AR N ST AR R B B 1) B A8 B 2 A4 BRI E T 1 AR JN
{HAE AR AT R LA E R T RE AR IA .

[0183] A Ak & Wil 2 SEHE 1 4

[0184]  SEJafo1 - il #& 3— 7 N - [ (2R, 3S) -2k —3— CRAE I A A e ) S B4R AR T
] MR IR BT B

[0185]  JDURA: il £ 3 AR A B AU T I

[0186]  Frifk &M AliEEDuttaZE N (J.C:S.Perkin/1975,1712-1720) B 7 VEEL R iR Ty
R AEZI T L4 13.2g (0. Imo 1) ML FF BR AU T EEMI6g (0.103mol) IEH [k 12.5¢
(0. 1mol) FE/KER R BRI 100m] — S F f (KR S FE L1 27N, AT D8RR 25 150 5 DB AE
WIE FERET, B OS5, 5316, 9g (98 % ) AN A i, HAE SH104-105°C .
THRE AR, H2.04g (0.094mo 1) FHEALEE R 100m1 Jo 7K VY S BRI 1) 29 I
12m1 (0.094mo1) = HEG&HELE, 307351 5 , 7/E = T IMA13.45g (0.078mol) i, F-4k 42
FEFE2/NB AR T, /N O HE NN B0m] BB , HERHZ IR S ARk & T 28 K 21 B R W AE £ Tk
(150m1) F17K (50m1) Z I8 73 Fe , A HUAHE LK BB B T 38, T S S i ot H
T PERR T B G A, B — 30 B B L TRk, TERAE 2 (10. 5g) b @ik A P11 SR 1R
£hodE I 7E T T (150m1) FH120 %6 S AU B A I8 Y 7] 1) 43 oo He 2 A SRy o B e 2045 2]
8.3g (61%) ¥,

[0187]  JDIEB. i £ 3- R A K- [ (2R, 3S) —2—-Fp Jk—-3— CRIL I A S k) s Fh 4R LT ]
JIFEIE B B AT B

[0188]  FE=IR T, AE /K R B ZH 0. 15g (0. 41mmo1) N-CBZ-L—2R JE A 2 R 5
B 5 R AT L 1 R A VR FRT VEE B A 1670 o 1) LR N0 074 (0. 47mmo 1) 3— 57 A
R R SR T S, B E N0 . 095g (1. 13mmol) FRERE4N . 78 I8 T he k6 /N J5 , A
0.051g (1.3mmol) B ALEAN I 4k BediHt: 73 413070 B o LA H 4 L Ba A B 2230m1 , JF H
2 %% T R PRV VR AK AL A AL AN AT TR I, IR 5 2 Jo 7K B B B T o £E U B 28K
VAR, I P i (e b/ LR 220 :5) AR 247 , 3 BIbr itk &1, Hog s R
118-119.5°C, It HN49% ;R (A) =0.11;R B) =0.47;

[0189]  NMR (CDCl3) 1.0 (m,6H, FPJECHs) ;1.44 (S, 9H, $UT FECHs) ;2.62 (m, 2H, T F&CHo-
1) 32.75-3.2 (m,3H, ] 3£CH-3,CHe—4) ;3.47 (m, 1H, A FECH) 53.89 (m, 1H, ] FECH-2) ;4.44
(%£S,1H,0H) ;4.6 (%Em, 1H,NH) ;5.03 (S, 2H, F 25 CHa) 55.3 (5ES, LH, 2L FF BRIEENH) 5 7. 23
(m, 10H, 75H) »

[0190]  sEZjffs]2: il £ 3-SR 3E-3-[ (2R, 3S) —2- 833~ (NI Bk G 2 - L4 S B k) ‘L0 -
A-REE TR R IR T IR

(01911 D URA .« il & NI IR 9 2 - 1451 = IR

[0192] FE=WE T, B/ Il oKL, 4- B RI0.62g (3.6mmol) FEMKER F10.61g
(3.76mmo1) 1,17 —FheHE WK K VR S P4+ 30 73 8o 1) Ho N0 . 43¢ (3. Tmmo 1) L4 2 12
H10.155g (3. 7mmo1) L AMEL Y Iml K VAR, B4R IR A1) T =300 T I ZU R 294/ M) o 7R
E KRR RE AR 10m] , ¥ E) (WKAKIR) 98 5 FTINSR ER IR 1k 22 pHZ 3, A4 °C T AG i E 2/
I o PO VB RR 25 T8 R di A4, 1 2L I Bm L8 7K ek 3IR FFAE Ry 125 T & T AL i 11545 3
0. 757" W) I E=76% ; 15 £ N134-136°C
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[0193]  NMR (DMSO-de) 1.03 (d,6H,Val CH3) ;2.3 (m,1H,Val CH-B) ;3.35 (&S, 1H,0H) ;4.49
(q,1H,Val CH-a) ;7.5-8.3 (m,5H, 3%H) :8.5-8.76 (m, 2H, %51, NH) .

[0194]  DERB. i %3-S N K -3-[ (2R, 3S) -2 k-3 ORI A A e ) Sl 4R AR T
HE] MR IR BT B

[0195]  7EZAZ T, 1A10. 113g (0. 24mmo 1) St 451 11 7= P () 2m 1 FF B2 1) ¥4 A0V I
0. 1gMI10 %48 /VEPER , B TN . LgBEALEN A8 S B R 2 FE IR LV 2R 5
JEBR ZEALT , I FH— 8840 B B B BE I - & R R UEVR A 1m0 . INZER R 7K ¥ VLA 28 5 E 98
JEFERZET SRRV ASmL 0 INSAMHA IR, 1279 F30m ] Tk gt A HLAH R AT
AN AKIE TR % , B TCKBRBR BE TR IR IR R 28 K A3 210. 0797 (99 % i ) S IRB™ W), 1%
WIHERA P IRAEOLS T T — P

[0196]  PIRC. fil| & 3- R A HE-3-[ (2R, 3S) —2—F4 J—3— (N-Mampk o L LGl s i ) ‘-4
ORFETT ] L R R AT B

[0197] |4 7£0.5ml FE7K — FF B I EE e (170, 0643g (0. 24mmo1) Sk [ BEANIEE .0.0797g
(0.236mmo1) >k A 2L BB F10. 032¢ (0. 24mmo 1) 1-F K =M IR-5 ) INA0.071g
(0.24mmo1) 1- (3 FEZ L) —3- 24 b WP I P ey T | T de— %5, 18
G TR CBERRRE A 30m 1, IR FH 7K 5 %6 ik IR S AN 7K VA VAL~ 2 %6 T B S B 7K VA R RN v F R
AN TG, TR To /K IR BR B T8 o YR 28 RV 57, AR (3l (AR, O/ IR G BE3 : 2)
AR R, 15510.091g (65 % N ZR) brdilfb 54, HoA i 8186-189°C:Rf (B) =0.19;Rf (O)
=0.83;NMR (CDC13) 1.0 (m, 12H, Val F1 7 A FECH3) 51.71 (S, 9H, T F#ECHs) 52.3 (m, 1H,Val
CH-B) :2.5-3.27 (m,3H, ] %CH-3,CHy) ;3.5 (m, IH, 578 %ECH) ;4.31 (m,2H,Val CH-2,0H) ;
5.43 (35S, 1H, JFEHE R EREENH) ;6. 22 (%8d, 1H, T ZENH) ;6.7-8.73 (m, 12H, 35H,NH) .

[0198]  SEJaf53 « il % 3— 7 P A —3—[ (2R, 3S) —2-F2 Jk—3— (N-Ma R i e —L— R ] & B L) 24
Fe—4-OR T ] AL R IR ALUT BE

(01991 JDIRA: il 2 N-EIPRBE S -1 —K [T & &

[0200] 4 AR T4 A BRAES S 9 2040 20 BRA R B L -4 BRI , FHAH [R] (1) 77 A 15 B bR 4L
AW, HHE 5 N200-203°C U N85 % .

[0201]  NMR (DMSO—ds) 3.0 (m,2H,aSn CHs) ;5.0 (m,1H,aSn CH-2) ;6.3 (%S, 1H,0H) ;6.55
(%52, 1H,NHo) ;7,3 (%ES, 1H,NHz) ;7.55-8.6 (m,6H, 75H) ;9.22(d, 1H,NH) .

[0202] B EEB. il 83— A 33— (2R, 3s) —2— %4 Jh—3— (N-WE Wbk e S —L— R [ ) A4 B 3i) 2 J -
A=A T R R IR T IR

[0203] [ B BRAM =4 (0. 111g;0.386mmol) 5L 51| 245 BB~ 4 (0. 13022¢0. 386mmol) .
RIF =M -1 - = (R ) SRR #E (0.205¢50. 46mmo 1) AT1-#0 5 8 JF =
(0.052g;0.384mmo 1) [ 1m 15 7K = FF 36t FF I e 1) 40 4 3 V0 NN, N= 2 5 TR S 2 ik
(0.24m1,1.38mmol) « T T HiF: 12/ I, [ B FH 2188 2 B A B, 22 30m 1, JF 7K 2%
T B LB 5 9 Tk TR S A AR R S BN A VA VR B 35% » 22 e /K B R B 1 o D s 28 RV 591, FAE
3t (RIS, 2,18 B8 32 4R A 15310 . 152g (65 % YR Z) AR~ 4, Hogs A9109-114°C
Rf (C) =0.36;5Rf (D) =0.37;

[0204]  NMR (CDC13) 1.0 (m,6H,Val, A ECHs) 51.42 (S, 9H, HU T H:CHs) :2.5-3.1 (m, 7H,
aSn CHe, ] J#CHa~1,-4,CH-3) 53.44 (m, [H, R A HECH) 54.21 (m, 1H, T 3£CH-2) ;4.55 (S, 1H,
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OH) 54,94 (m, 1H,aSn CH-2) ;5.4-6.2 (m, 3H, Btf&) ;6.7-8.4 (m, 11H, 75H) ;9.25 (m, LH,NH) .
[0205]  SEjffl4: 42 R,S) -3 (S) -1, 2-F5A -3 e A A R e SR -4 3L T It

[0206]  [A]6g (18mmo1) N-CBZ—-L—28 Kk A 2 I L B 1) 30m 1 50 %6 HR B (1) DY S R IR (1) VA R
IO . 68g AL AN , T 2R T #HE 3070 B fa , R A /1N Lo b T INER R 18 A0 7 ek R T 28
RET SRR SR BB 2250m1 , 7K AR S BN K IS MR B3, FF & oK 8+
B 28K 43516.02g (100%) 112 (R, S) =3 (S) —1 - -2 F—3- IR B i A B e B ol -4 R Ok
e, Hoh B A 44 R A T-50ml Fe A B, 9F T 208 T INANOm] 2N AL AR B B A
o T2 T HFE LN I 98U B 258 71, BR AR WI7E50m] £, 12 £, T A1 20m1 7K 2 7] 43 Fic « A #L
FH RN STAL BN KV R 5%, & oK R B TR JF & K 2 1, IEQ0 B 78 -NCH (3. 74ppm;
72%) FIF5-NCH (4. 2528 %) BIAH X R 73 WU 5 1 T34, 43 2105 3g (99 %6 WSt ZR) LA 2 (S) AR 44
G SEREEy I e P

[0207]  NMR (CDCls) 2.42-3.17 (m,5H, T %ECHo—1,-4,CH-2) ;3.74 (m,0.72H, T kECH-3) ;4.2
(m,0.28H, T 4ECH-3) ;4.73 (%&m, LH,NH) ;5.08 (S, 2H, R4 JECHy) 7.3 (m, 10H, 75H) »

[0208]  SEJafdI5 - il 8 3— 7 A A -3 [ (28, 3S) —2-F2 ik —3— OR B U R i dh) R -4 R 0k
T PR RRAUT B

[0209]  ERA: ]2 2 (R) =3 (S) -1, 2-FF% -3 B A Al A e A B4R B T e

[0210]  ZEZ A, [716.02g (40mmo 1) MLALENAI50m ] TE7K 2 JE I S HvA 0H I 2 . 6m1
(22mmo1) = H AL G kLT . i FE 1073 8 5, T 6g (20. Immol) FE AR RAER2 R, S) -3
(S) -1, 2-FF%A -3 R FE R A R AL U e 4O L T e (Sl fai4) , b i bk 5340 L/ o 1) 1%
BEYP N N4g (61.2mmol) 8685, BEE I 6m] Z 1R . IR AW T = I F BIZURRE 295/
IF I ik YR o 25 [ A4 1 o SERAE B 28 K 2T, R R W) H SRR R 2 75m1 , 7K FIBNTRAR
R B AW 7K VBRI 2 To KR B B 118 o AR L8 28 R OIF R IR (3 (Cbe/ LR B4 - 1)
P4, 1325, 1g (90 %) 1) (S) —2- R EE A e k) 2 -1 - 2R B T -3 M :RE (A) = 0.5 1 5
=87-88°C (T %%) »

[0211]  NMR (CDC13) 2.87 (d, 2H, buteneCHo—1) ;4.77 (m,2H, J % CH2—4) :5.0 (m, LH,NCH) ;
5.06 (s, 2H, FI 4 JECHy) 55,18 (%8d, 1H,NH) ;5.55-6 (m, 1H, T #CH-3) ;7.19,7.27 (m,s,5H,
5H, 75H) .

[0212]  iZ¥) R (2.23g:7.93mmol) V& T 26ml /K — & F 4, IFAE+4C R MA4.5¢g
(22.1mmo1) 85% 3-SR F IR - TR G W/E LRI I HidE2 R, S8 5 O Tkt e &2
50m1 , 4k FHOC 10 %6 V. Tk BB 7 J VAL i A e I S A 7K s B AN i A S AL BN K VA MR 05 FF
LM T5  A R IE R G = O bt/ AR RIR S ME &, 5312, 1g 9% )
FEN T AROARN G PRI A s 1 S =83-847C 5

[0213]  NMR (CDC13) 2.47 (m,5H, ] J#CH2-1,4,CH-2) ;3.74 (m,0.15H,NCH) ;4.2 (m,0.85H,
NCH) ;4.53 (%&d, IH,NH) ;5.03 (m, 2H, F 44 3ECH2) 57.3 (m, 10H, 75H) .

[0214]  JDIEB. il % 3-FAH-3-[ (2S,3S) —2- #2853 CRILF AL P k) R I 4K &L T
S L R R ARUT B

[0215]  fEZAH,2.03g (6.83mmol) A IRAR =4 A1 . 2g (7. 6mmo 1) 3— 7 A & ik ik FF iR
BT BER Sml S A BERVR AW T 70 £5°C T HE12/N0 o 7E B 2 28 R IE [ R
T bE B 45 0, 15 312 6g (80 % i ) ARilfb 54, 1 s N 114-115°C
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[0216]  Re(A) =0.2;Re (B) =0.61;NMR (CDC13) 0.95 (m, 6H, K JECHs) 5 1.42 (s, 9H, T %
CHs) 52.44 (m, 2H, T 3CHa-1) 52.94 (m, 3H, T H:CH—4,CH-3) 53.33-3.93 (m, 2H, R HECH, T
FCH-2) ;4.4 (%Em, 1H,0H) ;5.05 (s, 2H, B4 FCH2) 55.33 (5&m, 2H,NH) 57.18,7.27 (m,s,5H,
5H, 75H) .

[0217]  SEZJfaf5l6 « il % 37 P 3 -3-[ (25, 3S) —2-F8 i -3- (N-IE MR BE LK T & B ) &
DR ] R AT B GRLatk &)

HNOC. N
oy N 3\ }\}(§\?$;\r

> N"\
[0218] NN Y L

Iz
[0219] RS (1) bm A A P TR PR R 3-SR 2 -3- [ (28, 3S) —2—F8 J—3— (NI ph i L
RIVABERL) F 4R T ] A R U T BS .
[0220]  FH SE it 4] 5 1) 7= A SE Tt 91 3 3 FH IR 3— S R 2 -3- [ (2R, 3S) —2- 8 H-3- (A
FR AR R ) S -4 —oR R T R R AR IR T B (B AR R St 9] 3 v B A8 FH ¢ S it 911228 9B
(R 74 5 5 St A5 3AH [R] (4] 7 325 AT il 2843 BIAS SE 49 F b AL B4, W32 966 %6 1 il =
203-204°C (&4}) ; (HPLC-AY{A i 4l 598 . 1%
[0221]  R¢(C) =0.36;Re (D) =0.37;NMR (5%CD3sOD in CDCl3) ;1.0 (m,6H, A %ECHs) ;1.4
(s,9H, KT #£CHs) ;2.53 (d,2H, T 3CHo-1) ;2.87 (m,4H,asn CHz, J &CHo-4) ;3.13 (s,6H,
CDsOH) 53.42 (m,2H, 574 %:CH, T 3:CH-3) ;4.0 (m, 1H, T J£CH-2) :4.89 (m, 1H,asn CH-a) ;
7.11 (n,5H, 23E) ;7.41-8.47 (m, 6H, FEMR g B L) |
[0222]  SEJafe)7 - il &3-S P 23— (25, 3S) —2— IR B AR 2l A -3~ (N-MaE R B L —R ) & ik
) s F AR T AR R IR BT R GRIbf &4

H
H-P=0
HNOG. é .
[0223] 1 H
(TN\’ w«‘\}{,N \\»,VI\W«*N\,.NH .
whe? oo S A

ib

[0224]  FEZIR VR BiFE AR IN0. 2850 (1. 422 BE/R) IR b W RE £ 50. 47
(0.67Z&BEIR) 3- N HE-3-[ (25, 3S) —2-F2 -3 (N-IEMR G I - LR 1] & B ) & 4R
TR T R PR Tafk &) 50,1250 (1. 472 FER) K W IR SR . 5%
FIEKIERE H o T-60 CHEFE2/INS JT , I8 28 R A, L2810 . Im LAk FR A BN /K I Wi AL 3
T = B LN 98 R UTVEY) , LUK R, LK SRR IR AL 38 2 pH~1.5. L 4R
HE (3x5022F) ZEHUR 1), AN A T K BRBRBEMR K V& FIZE R, 7420 . 4238 (#£95%)
FrE =) o 20 [ 44 RE (B) =0.62; [HPLC-AY {2 3t 41198, 2%

[0225]  H'NMR (CDC13) ;1.08 (m,6H, A FECHs) ;1.41 (s, 9H. £ T FECHs) 52.7-4.8 (m, 14H,
asn CHo, T JECHo—1,4;CH-2,3; 57 3£ CH; P-OHX 2H20) ;5.12 (m, 1H,asn CH) ;5.89 (s,0.5H,
PH) ;6.2-8.5 (m, 15.5H, % & £, B iNH, 0. 5PH) 39.02 (m, 1H,asn NH) ;p*'NMR (CDC13) 14.99
(J=636Hz) »
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[0226]  SZEI8 - il & R BR b & 3-S5 A k-3 [ (2S, 39) —2- PR S 2k -3 (N IR B 2k -
L=RITA B L) RAE 42K T ] i PR AL T B

oH
HO~P=0
HNOC. "\
[0227] L {i
Q\ /N\w, w”N\ ?H }((
I @ Pi'f/ oS

[0228]  {§i%0.45¢ (0.6 /K) A IbAW 22N F R ik fiebe 8l T120£5CF
P45 5 B o B R NTR A W 2 35 Ak R N0 . 32 R (Z kb L) ik S ) (PG E
#% (Cookson) Z£ N\, J.Organometal ,Chem. ,1975,99,C31) , #2557 FIRIEE T e L/
MIREMAHNRZRG, AT ARET RE T 202 A RIS, BEAR 2T, BT 12
ZEFH0. IMBREE S KIE T , IS IR A LR ER IR IR L B pH~ 1.5, & AENE AT, DL 21
B (3x502F) ZHL . & I A HIAHE TR IR B K, 28 K 21, 77420, 39 % (1296 %)
Fra i &V ol 44 s RE B) =0.07;
[0229]1  H'NMR(CDCl3) :1.2 (m,6H, A FECHs) ;1.4 (s,9H, £ 3£CHs) ;2.8-4.2 (n,8H,asn
CHz, T HECHo—1,4;CH=3; F:TAECH) ;4.2-6.4 (m,5H,asn CH] J£CH-2,NH,POH) :6.5-8.4 (m,
14H, 2% %5 % ,NH, 8. 78 (n, 2H,NH) ; p*"NMR (CDC13) 9.6 (s) .
[0230]  sgyafs9 . il & I &4 (CANED)

O g e

o "\\V}}%\v‘ 2 "’Mﬁ B v.(\\y&

[0231] L\w by & ?w:: &sﬁm}?}, {“ \I\’,j ‘
B ;~f<§~zs~<3 G Y e S S AP 5 mﬂg o’

M i Sue

[0232] #EAE.fEEIE BRI EAN2. 2g (26mmo ) £E Jx NI P AR T 22m] 5 FK 1, %
10g (14 5mmo 1) SEHE 587 4 il 25 L3k VAR, bk 2-3 /1Ny BL 28 VA VRV V75 5 i 5 T
100mL, 4 20-30min , k1« FFAEHIELAES5-60°C 114 AR IR 1« SLADRHA 1% 25-35
C, AN BES0m] , FHIE A 55-60°C , LA AR MRER A T, T4, B A5 ] 44 FHI 5% PR B 5 0m 1 6 9%
FHETO-T5 CIE T &K Z T, BRI AL &4, 3298 % . [HPLC-AY (4 i 41
JEO7.2%, & Fila E=0.82%, 2 Ib & E=0.68%.

[0233]  sEyfEfl9l . il s I AY (CANED

[0234] g SKiE9 M) 1g BT SR, IS InPEbe/ B8 < Bg (10/3,v/v) 20ml , 7£70-75°C
ARHES/NIY v A IR DB AR AT A, FPEbE20m] 73 20K B, FRAE60C LS TN AKX
T, B R TR SR A9 Y296 % o [HPLC-AY il 41199 . 3% , i Ta i B =
0.26% , & B1IbE=0.23% (h0.68% [%%20.23% , FEEE34%) »

[0235]  skjiffs]92: il s 1AL A4 (AR

[0236] A5 SCHEHI91 =) 1 g B T SR, AR Pese/ 2B 2. 16 (10/2,v/v) 20m1, £E70-75
CRHFEL/NES, ¥ 2 2 205, 98 AR Y, FPEGE20m] 20 20K e, FE7E60°CL B2 R 78
KA T, AR IFR AN S, I 95 % o [HPLC-AY (A3 46 599, 5% , & it lafr & =
0.09% , & FiIb & 8 =0.07% (FEAKE30%) .

[0237]  sjifsl93: il s I A4 CANED
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[0238] B sZiEH92/ = M) g B T A , N INBEBE/ 2. B2 .86 (10/5,v/v) 20m1 , 7E70-75
CRHEFE2/ NS, A0 2 =05, O B A AT tH Y, FHBEEE20m] 73 200 s, FRAE60°C L 8 T 4%
RAETEE, AR IR AN LAY, 2896 % . (HPLC-AYA 3 41 599. 6% , & Filafr & =
0.025%, 24 Ib&&=0.019% (FLE27%) »

[0239]  sjiEfs94: il % I A CAED

[0240] B SZiEB93 =M1 g B T A , N INBEBE/ 2B .86 (10/4,v/v) 20m1 , 7E70-75
CRHFE2. 5/NET, ¥ 2R 2, JEH AR B, FPESe20ml 73 20k e idk , FEAE60°C VT T
AR E T, BT A &, IR 94 % o [HPLC-AY A 15 41 /99 .8% , 2« Filafy &
=0.008% , 24 Ib&E=0.006% (FfLZE32%) »

[0241]  s2jiEfs]95 - il % I A (CANED

[0242] B SZiEB94 M) g B T A , N INBEbE/ 2.8 .86 (10/3,v/v) 20m1, 7E70-75
CRHEFE2/N, v 50 2 %00, 38 SR BT A s FHBEGE20m1 43 20 ek , FEAE60°C L A T 28
RAETHEE, AR IR AN LAY, 2896 % . (HPLC-AY{O i 41 99 8% , & filafr & =
0.002%, 24 Ib3&=0.002% (FLZE33%) »

[0243]  ARYELL B SETEB191~950 &5 ] W, { F Bebe/ £ 1R L Bax 7= P AT Ab BRI, AT LA
f1 2% R Ta 2% J5T T 35 5 K KFEAR, AR 38— IR P b2 2% B 43l B IR 22 4925 % ~ 35 %,
ETREAR T £965% ~75% .

[0244]  sCjafs]97 - il % I A Y (CAED)

[0245] WG SKHE B9 W1 g B T IR B, W I PE e 20ml , FE70-75°C T HiFE3 /), ¥4 212
S U AR BT A, FBESE20m1 43 20 ik , BEAE60°C L A R &K BT, BN R
AN A UERIT % o IHPLC-AYG it 4l 97 .5 % , e fila s & =0.74% , 2R Ib & &=
0.61% (PP B4 AIFEARLI10%)

[0246]  Jy 4, £E 5 BESETH B 97 (1) A 78 i 5 v, AT e/ £ R CBE=10/0. 5810/ L i
FIALFRIT , R Aok 51 o P29 ~11% o

[0247]  SZjfafs]98.: il & I & CANED)

[0248]  J&SLHE 9 M) g B T IR B , U N4 1R £ 5 20m1 , 7E70-75C R it FE2 /i, %
HE I, U BT Y, FHBEGE20mL 53 20K el , FAE60°C VA T AR 21, BRI
Fis SR A Y, Wi 2297 % o THPLC-AY A 3 41 597 .5 % , 8 i la B & =0.79% , & B 1b
5=0.64%.

(02491 534k, £ 2 ML 5] 9811 #h 7e i 38 vh T I PEdie / 2 <1 =10/50 B 10/ 20 47
FIALERI; , PR T 59 Sl PR AR 7 ~10%

[0250]  MRHELL b SEHEAI97 ~ 981 25 AT WL, 448 FH B ke B 3 LR R B {3 FH U
TFH HEZE R EORERAVE RIAL BRI, ASBe A 0 AT 2% BT Ta A1 2% BT T b & E15 21 B 5 %
%, FRALIE — R AN AT A S 2% PR AR 2910 %

[0251] s f5]99: il & I A (D

[0252] 4 St 51 8 7™ i 5 16 FH 224 B 1K1 0 . MBI S AN TR b B, s A R B2 () — 3k
FITA IRV R T 05 BT, 699 %  [HPLC-A A 4 /595 .6 % , 24 i laty B =2.68% , 2% /it
Ih&E=1.91%,

[0253]  sEjE 95T 1S I S VIR RAE «
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[0254]  ZIAMHEIN R R

[0255]

B (em™) HE
3231 N-H

3063 77 RC-H
2978 JEHRC-H
1672 -0
1528 i 1158
1250 P-0
1165,1101 C-N
976,775 77 %

[0256]  NMR:500MHz,Varian Unity Inova ET-NMRAX,¥&759CD30D; IHFI13C NMRAL 247
FELLS (ppm) F, 4 SIAHRT T AR TMS (50.00) FICD30D (649.00) 115 ZECD30D 1H NMRH 5
LA A A4 5 s /30 CHIT0°C T £EDMSO-d6 H AR LH NMREHE , DLW A] A8 e Jog 1 3%
PR 5 FEAT gDQCOSY FgHSQCIR LS LA L2 TOCSY {36 5 A i FONMR U J& B/~ il T

]

.): 2 N
TR T T e g e L
[0257] % E\_M %\\ﬁz \‘\"t PR \,«gw, s:-*\? s

E 1\\& =
¥ & ot 33 &
2} N, A SN SR
Mg @ e
& $ RaS
I G
ROUSEEY
O
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SCONERTY 00 1 giMee

IS OB R RAn .
TIOAG L UR L onLEm -

% % » 3 HE R G

S xw{

545
P
ford
B
22
e
5
o
S

IV W S S (3 I R

TH O} o8I «

TN A e CH O OHE

8 IR R S S T €SI R ¥

% o s Lisres N %

a;{gs \
RE T

TR
3 38

[0258] #oiel o

GRS
O e By {388 R .
Q484 :
Rejas pom AR SUNEE 1
1 i‘m e LG
He o @ e | L0 3O .

QR

TR TN
n i s . “ FREE Y o} v {198 388
3R

\\3§ .“3%‘ a}f_; Ay ¥ :: 2:\; %’* %‘h IWRETS B3y PERTEE Ai;g"c Bl w
S T SR TR & T3 \\ﬁ S §"’i‘s TINTR R ; Na,\.i RIETRES:

EE 538 R DRESCRIAN
WO s L gt o .

: A
WML L ] W ORI D M| oo lomami -
........ L A80 5 ; v
Wlawl owm f@&ﬁ“}x f ST

3 - Ol b
Hy | 308 1 O 168 N
w1 . I e G

A

- - “ @ e - ~ AN

Mo s s e o
[0259] wne bowm | OB Tl oy

sieolaEl oL |oase It O | N,
Lo g DRLAIR Uaeaeel onn Toomiae .
03 H 1o RS {mi‘i\ §~im PRR D O8O

[0260] 3. 14547 B2 S 0 i) &5 44 =20 07 BEARVERT
[0261] HR-MSHIRfF FHWaters LCT premier XEAXHAT,HESH 5 T+ N
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C32H41N6Na209P, BIC32H41NGO9P * 2Na, TOFEIE W T % .

[0262]
e i i =7 (ppm) i-Fit R
(+ve) 687.2929 C32H44NsOgP 3.2 0.4 (Bg+H) *
(-ve) 685.2770 C32H12Ns09P 2.8 0.2 (Fil+H)

[0263] B8 HIEE 5

[0264] A58 {511 - 245 11 RIS B 2 56

[0265] 425 . LA SE 96 Fr 8 R Lafb & W A2 i 6191 43 R 14k &9 (A E) T 9t
7,

[0266]  ZN 420 Je 4525 s KB, AR EE 200~300g, 16 H , 145 AT (4 BT R Tadd) , 55
SR, ARG YR IR 45 25 778 38 950umo | / ke dk B . LLBFEE R 7 s AE 25 M 78 7 s VA iR 2 %
HPMC/K AR, LA IR A 25100 77 B B 45 Tl 240, 20 0 T-O/NBE (SR 249 /1) 45 24 J5 L/ 2/
I 47N L 8/NIF | 157N B8 3 ik AL

[0267] PR AE & 10 1) 4% < K FH RF 2R A o4 10 MLV AE 1 3000~ 50007 /mi n % 3 25 005~
30min /&, B 2 2 5 B 22 8 25 (AEPAE of s N PO AR 2K B BR VA MR (0. Img/m1) 1081, 2R J5 4%
I3 S5HTEERA (- i =3 208 AT B2 % ) A FILL N1 5YTie A, Yiient
[ 3min, WA HETR 2458 fa , /£56 CHEIE A T EL10000r /min B0 10min o 5 b JZBE R 25
FEPEH, T30~50°CE ST, R E Y 1000150 % 2 IE SR VAR , iR HEiR £130~60s
J& > AE0~10 CIE IR 2 F R LA 10000~ 120001 /min 5 £>5~15min , B 75 W ED Al fvav
73 150 % &5 W) 46 38 B IR B 1) 2 La b & WA HE VRN X T4k & Db 1 VA T o HE A R B
[HPLC-AY U 5E M2 T i R Tatb S AR AL S PR

[0268] MK A , BB 35 R Ae A I 25X Tatk & Pk WA 2R LA 9, B R AE
FRU ARG R Tatk 59, R b S22 T atk B9 T 5 H bR o 6 T 5541
WD, VAR AR AN R) s 0 I 24 R S 3EL, FF TSR AE0 ~ 157N 2 [) 49 M 2859 B il 28 i
FAAUC, LR it o Tatb & 02 I AHXTAUC:

[0269] = [x\Tafb &M AUCH — R ILAE WA AUCHH] X 100

[0270]  ZAHXTAUCHEEEZIT 100 %6 3 B I A AL S 9011 B Wi Wi i PE B Rk 2 00T, 4n SR A %
AUC/INTF100 % M 2R Tafb &40 59 R e Le 20 1A A 90 11 1B B W ke 22 , 0 SR % AP AUC K T
100% W Tafb A PR R b S IA P B BRI LT 45 SRR B, 75 R KR EAT I O
MR 25, 3 Tatk & W 4 I AT AUCTU A 13,6 % , e B =0 Ta b A i 1 R e e e (T30 T
WA AN TRRRIS H , DL S MBI (BN 45 25406 RENY) S8 IR J7 ikt A7 k5 , 45
R Tatk GWH IR AUCIUNY . 3% AERN R RIR  , ALUAR RAEM) (RN R 23 R
N S R IEAT RIS, 45 R Ta b A I FEXTAUCTUALL . 2%

(02711 AT WL, £E AT A0 A 90t M 1 4 1 245 P e} 225 B30 HL ) e i) il 50, RIS
A Tatb B T YERF 25 245 257 &= = AR

[0272]  RI&H12. R 2GR E I

[0273] B EUA R B il 24 (R A LR, B — s B R lafb B4 (SLifsle = 47) A/
B bt &9 SEE 7 7=4) 5 k&4 SEiE 61957 4) 1l 78 4 0 B VR A A e A3 211
ANTF] 2% S5 A 2 TR A B

28



CN 105669749 B w Bg B 26/30 T

[0274]  firix Bl IR % F , BAE40C 44 T 2% B R B S H , FHIHPLC-AT M
SE SR IF T LA RS AF T AR ES A H R R R FURDH -0 AR i & S 38 n v 732, B KGR
AP T 0 AR 53 1 0 B (RIPRE 5 AR s TAL S M0 & &= Br L0 AR ML 54

& EHARL100% FrF E 220 45 R

[0275]
40°C-5 HESB
No. | H oA Y AR e : - )
LHR% | lalEhi/% | Ib BE0/%

1| SEHEp 9 M 972%, 1a=082%, Ib=0.68% |976 33 31
2| SEHEsl 91 | L 993%, 1a=026%, 1b=0.23% | 98.1 35 25
3| sEHEf 92 YHAF 99 5%, 1a=0.09%, 1b=0.07% | 96.7 44 27
4 | SR 93 4 99.6%, 1a=0.025%, [b=0.019% | 974 37 41
5 | sl 94 # 99.8%, Ta=0.008%; [b=0.006% | 97.6 28 22
6 | FLHkl 95 4T 99.8%, 1a=0.002%. Tb=0.002% | 98.1 36 34
7| S 97 A 97.5%, 1a=0.74%, 1b=061% |97.7 41 29
8 | SChf] 98 2 97.5%, 1a=0.79%, Tb=064% | 964 43 41
9 | S 99 LT 95.6%, 1a=2.68%, Ib=191% |97.6 43 33
10 | I+a 2R A 99.8%, 1a=0.013%; 1b=0.002% | 98.3 34 36
11| I+Ha 21 A 99 8%, 1a=0.051%; Tb=0.002% | 97.2 35 34
12 | I+l #1f 4l 99.7%, 1a=0.15%, 16=0.002% |97.7 36 26
13 | I+1a 410 M 99.5%, 1a=033%, [b=0.002% | 96.4 29 33
14 | I+la 4AL 4 99.2%, 1a=1.23%. 1b=0.002% | 97.6 31 29
15 | I+Ha 45 HiRE 98.1%. 1a=2.47%. 1b=0.002% | 983 32 25
16 | I+la ZHEC 4 95.4%, Ta=531%, 1b=0.001% | 983 36 31
17 | I+Ib 41 A 99 8%, 1a=0,002%, 1b=0.015% |97.2 40 27
18 | I+Ib A1 4HE 99.8%, 1a=0.002%, 1b=0.065% | 96.6 36 34
19 | I+Ib 440 4 99.7%, 1a=0.002%, 1b=0.18% | 96.5 31 40
20 | I+b 4 AfE 99.3%, 1a=0002%, 1b=042% | 96.7 32 27
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[0276]

21 | I+Ib 47 415 99.1%, 1a=0.002%. 1b=132% | 974 37 26

22| Hb 4 4l 98.3%, 1a=0.002%. Ib=2.56% | 98.5 34 33

23 | I+Ib e 4l 94.8%, 1a=0.001%, Ib=3563% | 98.5 37 31

24 | IHatlb 1/ | 407F 99.8%, 1a=0.013%, 1b=0.012% | 96.6 34 36

25 | IHatlb B | 41% 99.7%. 1a=0.043%, 1b=0.062% | 98.5 38 34

26 | I+latlb 2HAD | 200 99.2%, 1a=033%, Ib=043% | 972 41 40

27 | WHatlb 4B | 46 98.2%, la=105%, Ib=126% | 973 32 26

28 | IHlatlb 41EC | ZHF 95.1%, 1a=251%, Ib=266% | 968 28 34

29 | Itlatlb 4HEC | AHE 99.4%, 1a=0.73%, 1b=023% | 97.1 35 29

30 | I+latlb 4100 | A5 993%, 1a=0.97%, 1b=0.24% | 974 31 32
[0277] &+ wJUR 2 s FE PRk 0 A A THPLC-AY I 52 15 B HZ Ykl vh 25 Bk & 0 &

&, Lrpafi 2 I SR I AT — BRI 26 12, ST afbh & W& 2 5% B8 [HPLC-AY Il 52 /Y AH
TR IMEE 5=, NI b 59 & &2 B IHPLC-AYI & A T XL &0 E 2
&=,

[0278] M FRrh &5 R ] L, AR I 25 FH Rl 25 2 A e 1, BR A iR 22 A — B & 22 i
Tafl/B 28T Th,

[0279]  BlEe 4513 . J5URL 24 55 W I A S VR A E Tk
[0280] 73 JHF 136 1] 2 1) 30 A it B AL FC ) 55 2 B K B (L) S8 o WEBE 28 20, TR R 5

BG4 A RS £ 0 F B 86, BEAEA0 O R At B TE 54 H , HIDHPLC-
AXI5E 3% B I S S 26 PR AL LA IR A28 BAERT -0 I 0 95 ST 40, WL A%
2L A PIAIT0 I U5 T 4040 (Do 5 I ST 60 7 BEER BLO I = T4 2
W S BHTRIA100% A ET 540 580 T
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HEWE 40°C-5 AR
No. o Wb —
PR IR [8a% | la¥n/% | Ib X 0/%

1| s 9 1a=0.82%, Ib=0.68% 93.8 173 41

2 | kol Ta=0.26%, Tb=0.23% 97.6 44 29

3| SERER 92 1a=0.09%, Tb=0.07% 96.5 34 4

4 | st 93 1a=0.025%; 1b=0.019% 97.0 34 40

5 | SEMEp 94 1a=0.008%. Ib=0.006% 96.6 35 37
L0281] 6 | K 95 1a=0.002%, Tb=0.002% 96.7 26 35

7 | L 97 1a=0.74%, 1b=0.61% 92.7 154 59

8 | SEffe 98 1a=0.79%, 1b=0.64% 93.1 168 51

9 | sEifel 99 1a=2.68%: Tb=191% 87.6 312 63

10 | I+la #A2 1a=0.013%, 16=0.002% 97.2 41 33

11 | T+a 48 1a=0.051%, 1b=0.002% 97.0 36 42

12 | I+ A 1a=0.15%; 16=0.002% 96.4 33 26

13 | I+la 4R 1a=0.33%, 1b=0.002% 96.4 34 37

14 | T+Ha H1E la=1.23%., 1b=0.002% 96.0 28 39

15 | 1+a 4ife 1a=2 47%: Ib=0.002% 97.7 36 42

16 | I+1a 401 1a=5.31%, 16=0.001% 98.1 32 28

17 | b 4 12=0.002%., 1b=0.015% 96.5 29 42

18 | T+Ib 40RE 1a=0.002%, 1b=0.065% 97.2 34 38

19 | I+lb ZHfe 1a=0.002%, Tb=0.18% 96.7 34 40

20 | [+Ib 4R 1a=0.002%. Tb=0.42% 97.1 35 28

21 | I+Ib 4 e 1a=0.002%, 1b=1.32% 91.5 266 54
10262] 22 | I+Ib 41 12=0.002%, Tb=2.56% <83 >500 66

23 | I+1b 4 1a=0.001%, Tb=5.63% <85 >500 74

24 | IHatib 4L | 1a=0.013%; 1b=0.012% 96.6 38 33

25 | Hatlb 4HE | [a=0.043%; 1b=0.062% 98.4 35 35

26 | I+latb ZUfE | 1a=033%; 1b=045% 1 96.7 48 39

27 | Hlatb HEL | Ta=1.05%, Tb=126% 90.4 252 53

28 | [+latib 4HHE | 1a=2.51%; I[b=266% <83 >500 61

29 | Hlatb 2 | 1a=0.73%, Tb=0.23% 96.8 42 33

30 | Hatlb it | Ta=0.97%, Ib=0.24% 96.3 39 38
[0283] M BA b5 S AT WL, 8 AR IR SR S5 0 4 B AL A e 2 R T 2 B 52 5 B
HAEW 78 Bilaf) B LA ARG PR A I R B R 2 4 T & &0 . 5 Y% I, X i Uk} 580 B
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R A AEB K BB B BB 2 T A 5, Hoh (0 J i Ta s 2 25 356 0, OF HL3f infe g
5T1bg &2 1EMC, FIEEHE MR (R AR B S 70 2 M BB AR - SR 1 5E & VAR 2
TV SR R BT Tb & & 2K, HAR B 7R KA ik 2 v 2197 R 2R R Ta BT &2
NG

[0284] o, BEAERIRA 3 75 ¥ AN A 248 e b 9 7L R F = 2O R 201190 . 265 85020
£, INEHT RIS, 45 B SR A R 25 i i A AE “ThR R/ %67 “Taliiin/ %” . “Ib
Wahn/ %" =F T EHS FRES BRI 8 ARG MER 0. 2~ 20455 N B4
2 AL R,

[0285]  KIGMHI31: JERELZG SR A S e T

[0286] 2 REAZS 31K T7 325, AN IR R AR AR I L B o B 5 R s AR
TG 3AH [F] (1) 45 5, B Fe U ONo . 2L A THR Ax/ %6 SN91.8%  Taliin/ % ~273%  Ibif
/% 61 % s X AGAnEC i No . 228 &M THR 4/ % <85 %  Tadfi i/ % H>500% . IbIf
m/ % H63% .

[0287]  KI0M132: JEELZG 5 R4 & FaE T

[0288] 2 HEAE0 M5 31K T7 325, AN RN ARG AR I FLRE B o H R B A5 R R AR |
530 3 AH R 1 25 5L 9 A BC il (¥ No . 2V S TR AR/ %6 M9 . 1% Tadiiiin/ % H253% . Ib
HIm/ % 67 % s X B HIINo . 228 A THR AR/ %6 <85 %  Tal§fin/ % H>500 % - IbIH
m/ % ~65% .

[0289] 35045133 : JERL 20 S M AL S i A 1k

[0290] 2 REXE0 5] 31K 7325 , AN 1R AR AN I 1) L A o L B4 45 R R R AR |
53R 30 3 AH R 1 25 L, 9 A BC il (¥ No . 2V S TR AR/ %6 R91 .4 % Tadiifin/ % 271 %\ 1b
HIm/ % 863 % s X B HlINo . 228 AW THR AR/ %6 <85 %  Tal§fin/ % H>500 % - IbIH
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