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L. &M (D) s B9 IR & T SRR 55 A,

(1

FRFEAE T, A FCu—KamE, A 20 F 5 3R 7R I X5 2t R A7 i I 78 DL 47 B B A R Ak
IE:4.340.2°.14.950.2°,17.8+0.2°.,18.90.2°,19.4+0.2° Ff122.8+£0.2°,

2 RIEBUREE R FTIR IR VU YT - SRR Sh 0 S A, HARFIEAE T, LA 26 A1 JE SRR I X5
AR ATETEAE L N A7 B B AR :4.340.2°,14.9450.2° ,17.1£0.2°,17.8+0.2°,
18.940.2°,19.440.2°.22.0%0.2°.22.4+0.2°.22.8+0.2°.,24.4+0.2°.25.4+0.2°
MI29.7+20.2°,

3 MR HERUREE R 2T IR VR VU T - ER R h 1) i A, HARFIEAE T, LA 26 A JE ORI X
2k AR AT B AE DL AL B B A R IR U B HCAE X

K5 A 20 AR 3% K %
4.3+0.2° 25.6
14.9+0.2° 23.3
16.8+0.2° 11.2
17.1£0.2° 17.6
17.8+0.2° 100.0
18.9+0.2° 225
19.4+0.2° 49.5
22.0+0.2° 24.5
22.440.2° 16.7
22.8+0.2° 31.8
24.440.2° 17.7
25.440.2° 15.6
25.9+0.2° 10.1
27 8+0.2° 11.8
28.6+0.2° 11.1
29.0+0.2° 10.3
29.740.2° 24.0
31.3+0.2° 12.9,

4 FRHE BURE SR 1P IR IR 8 O] - SRR Eh 1 A4, AR A2 T, il A 1) 48 B b 21
AT AR P N 3171.2952.2916.,2828.,2808.2733.1580,1474.1439.1146.1053.924.861
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A735em " 4b B A FRAEIE

5. PR E SR 1~ Arh A — TR R 2 00T > S B R 1 8 Ak 1) 1) 4% 7 325, LA BA
IR 4 I RGR A VT RIS IR B AE VA R R IR B Herp B v % H G~ CaliE L Ca
~Cs i Ca~ Ca BB FIR A0 PN T ZR b VR T YT R IR BRI BB /R EE M 10 1~2:1, VR
AT TEIAE BT R IEBERE , 7E-10~50°C AT i 5 R BT 1 ~ 48/, 3R S5 22
TEF), 43 B BrR IR B 0T AR R EL T Ak

6 . AR 4 AR B R 5 BT IR TR A% P T P SR ER SR AR 1 1] £ 07 vk, JRR AR T, BRIk &
VYT AE Frd v 5500w R B A el B2 T L AE B v 7 R S A RS 0. 1~ 1A%

7 AR HE DR EL R 6 BT iR IR & PO YT - EIR B Eh I SR AR 0 il & 7 vk HORR AR T, BRIk &
PUYT7E TR VA A B A M SRR R N e B VA 77 vh T R 100 . 5~ 165

8. MR HE BRI EE R 5 BT iR TR & P YT P IR R Eh I S AR 1 il & 7 v, HUFR AR T, FriA IR
BRAE BT 75 790 P 0 P b e L RS R LAE TR Vs R VA AR FE 10 . 5~ 145

9 AR AR ZE K5 BT IR TR VAT P SR R Eh ) AR 1 1] 26 77 7, FLRREAE T, BTk v 77l
WH R L LR AR 5 Brid ik 2 o8 7T AR BRI BEAREL A 1 ~2: 15 Brid by
Ar L S s BT I () 2~ 47N

10. —FZGWe &4, B0 I7 R/ BTG A AR 10 1% HAURIEL R 1~ 491 BRIk % 7
TIPSR IR R H S A, DL B 5 /b — R 2 L ml B2 (i

11 AREARNZE R 10T R A A, HEHE/E T, Frid 29 A Gk A G &N 42
PRy 700 s 8 1) SRS 1) ) LR R AR B AR B A R R R T A T B AN A 2 K
PEERAE KPR () 5 VA VR B AL

12 AR BRI E R L LR A &0, AR EAE T, Frid A 5k HiE A LN %4
(9 70 B R i e 7o

13 MR HE AR ER (2R 29 M4l A, BT g 3 A 8 11 45 25 10 7R B30 28 7 3o 4 425 o
B L2 o

14 AR R L~ 4 T — T IR VR8s 70 7T 2 IR R £k ) A 7E 1) 4% 7 A/ BT 3
[ 5 S A L I E o B R L SR AEUAE VR L MG R RS R ek MR RS, 5
PARIBIBE BT R PR I R O 7 AR AR R A S (A IS IE 17 A5 3% B DR ISR , 18 ek
BT RS R AL AT L e T R A R 25 P RS B A P R
2y b ) &
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ARETTREERE ENNSH &5 AYASYIHE

AR G

[0001] AR B B LA 24 ¥R G T 1) o S e e AR B Y, 3 b B ik £ K L it AR B
Ry 1l 26 T i S L 2L S ) e A 2606 T R SIVHISAE S0 0 1) 25 vh 1) AT LA SRy
P HIARAE SR I T i

BEFA
[0002]  yR# G772 HH il H #1245 A 7 (Takeda) FiT R Jb 2 & (Lundbeck ) & [ #F 5 1 — Fb
BRI HUHIAR 2 , T 3 S HIAEDIE VR « i 20 A N Bk P A E AL R A R AR - 52
A4V PR R T A AR ELAI ] (reuptake inhibition) &AM, IR PUTT &5-HT3HI5-
HT 752 AR FE 4075 5-HT L BAZAK S 43 B 5 75 5-HT LASZ A 38 50 7] 533 0 e 35 85 19 (SERT) 4
il o 4 A SE I PRAFE AR B, TR VO VT B3 o Ky 8 X o i i —— g &= 2R E b
NRE 2B BRI K R B T T 2 B AE A JE % (mul timodal activity
profile), 4 B A IR LLAT FIIN AT 254 K Be 70 o 4 1l (1) 2 P2 FIAISE 28 35 5 SR e PR as AL
AT 201349 HIRSEE FDARLE b 1id , 7 & ABrintel Lix, H A FI8 RS iUVT A IR R £h
VE RG> A S 45 5mg  10mg + 1 5mg H120mg
[0003]  JRZ 7T A RIR A2 BN 1-[2-(2,4- ~H FERFE IR e I ) 25 5 TR IR S IR
fig £k, 44 MVortioxetine hydrobromideB%LU AA21004, 53+ 2 A CigHa2NaS « HBr, 73+
#379.36, (SN N R -

H

N

[0004] ] I
s " HBr

[0005] &R SCRAW02003/029232A 1 AFF 1 IR B VO VT BBk S Lt 24 T ¥4, i I TR B
VEYTHE RN e fa il LR 245 Rl 452 1 3 DL TV 7 1% BB G 1 &  (HR A 2 %
HIEFINH) A AR AR 25 b mT 4252 1) 2k 1) 1] £ 7 VA B H R AR 2R

[0006] | CHAW02007/144005A1 FIW02008,/113359A2 4 1 2 S AR A A IR 5 P8 VT 1K)
SURBREL ERIREL IR ER S — K AW IR L E SR L ok ER £ I YH B A R 2h L L
(H) AR LR D-(-) A B EL IR &h R IR £ PR #h DL S e AT il & TT VA FRAE « B A
H1,W02007/144005A1 5L i fill da~41 AFF T 2 Pt AR TE &S IR E 17T AR R &, 4 Had
& Bem g v i g KAV B8R O BRI R o RIS 2% 2 RISCHERTE HE ok 2 FF 1) o 4
R VYT SRR EhBem AR s e e , B S RAIG v A P AN (R 1 () R IRV 1, 5 o FH
Tl & Al

[0007] AU BH N B8 R BN, W02007 /144005A 1 A [ 22 P b JE A B VR B VU VT SR BR 21
FEAE T B
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[0008]  JRE PUIVT SRR EL N aff R A TR E , fE IR AR AT T AP R B

[0009] YR VYT SR ER LI Bt A4, I Ao PE e 4 SR IO ABR4EFF L A M &S i B4 .
[0010]  JRFFVUITEIRERERNT v s AR AT E , 5 IR AR IO R IRIZEN2.0% o

[0011] YR VUV IR LI K EWATEE » AR , il T K .

[0012] R PUVT EIR L Sh ) LR BRI A AT , Sl T s 71, Rl R % A8 N
IKEWD.

[0013] & F|SCHAW02009/062517TA1 FIW02012/0251 23A LA FF 1 VR & U VT SR BR Sh 16 TT 1%
S5 RE G I HTAAE £ JREE DA R YR T I i B AT S 1) A , L FRW02012/025123A 108
TIRE VT SR B TR IT KRR T B AR M & R (ONS) Rl I 7 1

(00141 [RILtk, 2y 1 3if 2 24400 [ A 1) 700 T PR A SO A5 1 T2 A 225K, 7 K il R A BT it
R EEERS , RS B R F IR = 08T 1 8 S L i AR B i 2

ZPAR

[0015] AL —EH RN EHRGA L, R —F R HTRZFREEAR
TP AR IR M YR VG 7T 2 S R 6 B L L DL S e AT 26 7V

[0016] A HANIEE — H (24t — Rl H A o & 20 5 10 IR 70 7T SR IR £k 7 TR B VA 7k
W T F A UL BB AT il 4 TV

[0017]  AREHHIE = B 2R MASH LIRRE rayT AR & sl = ik ok FR ik i
VTR R 3h S A B VS A s L AR M 29 A &9 -

[0018] AR EARIEEIY H 1) 2R 4 Bk vk & P77 1 SR R £ B H AR Bl R VR 08T &
TR IR £ S TR B VA A B L A I i 25 P&

[0019] AR EHREE T B 1) 2R A Bk vk 8 T 7T 1 S IR R £ B H A4 Bl R VR 08T &
IR Eh S TR VA I B L AR B IR 2 A & F T BT I i

[0020] AR B E (12 Bt a0 N BRI RSB -

[0021]  —FpyR B FUVT L EIRIR £, Ik vk A% PO VT SR L SR /2 VR B P VT A AL & DA BE /R
o2 DB &4, Ha 2= (1) s

]
f0022} /Ejﬁj s ©

(1)

[0023]  HPLCRAE &ow, KRB V7T AL A PABE IR L 2 L SRR 3

[0024]  ChildsZE A (J.Am.Chem.Soc.,2004,126,13335-13342)k1& 7 #4550 /77T L
Z AR S AN ORI IR E SR ) AL f Ak, 55 45 o, RS AR 45 1
W, S F R PR AN 3 (— A 2 R M — A HLER ) T2 B, DRI I A 0 7 A & BH VR
BT EIRER S IR S ol B 7 K E P NR B T 4 5

[0025] kb, A R A TR TR VU TT SR IR Eh 1 il & 7 2%, FoAFE DL P8R i e
GRS U YT A SR PR AE IS 7 VR TRAR R, PN T RS 2 b VR 0 VT AN SR IR ) E R EE Oy

5
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10:1~2: 1,18 E P MNERAK RIE BB O RE , 28 )5 R e T FR B9850, 13 B Frid Ik
BT EIR R .

[0026]  fRiGh, Bk ¥ 5lik B iR B E R 54

[0027]  BEALIEHE , iRV Ik B LB £ 1R S T BEE AT B«

[0028]  fLifetth , Bk e T2 I M 10°C~60C.

[0029]  fLifhh , By il TRk B VG VT 75 BT 8 771 R 3k B o 2 0L T G AE BTk v 71 Hh Vs A P 1Y)
0. 1~16%, ik 0.5~ 165 s ik SR PR AE P v 77 o 1 By =i LA BT i V5 57 Hh
EPEII0.5~11%.

[0030] et , BT il T Bk B DO VT AE I 50 v BE IR R B J7 1208 « 5 Bl ¥ 00 N IR B
VOYT HR B RS PETT NN B i 57w, PTIR H R AT 300 1 0/ B30 5 T/ R L o

[0031] {3t , BTk & s SR BRAE 1A 57 VA WAR R T715 R M SR IR S Fr ik 15 7718
A5, PR R BEAT Bk 0/ B0k 75 AL IR 2.

[0032] P aR T RiGR B U 7T VA VR A A0 FH IR I8 551 55 B o T2 1l S VR B s TR 22 A0 FH ) 9 771
A] LAAHIA BAN A, PLade {8 FHAH R 3 77

[0033]  f— b Hh, A BHFR (PR IR IR VO VT~ SRR Eh i A (BL R AR “EE IR R &L
b A" ) A FHCu—Kaf@ 5t , PIradk R 85 TU VT~ SR IR #h A A4 L 20 # B2 3 /R [ X5 Bk AR AT 5 B
VLT A B B iFIE :4.340.2°.14.9£0.2°,17.840.2°,18.9£0.2° .19.4+0.2° fll
22.84+0.2°,

[0034]  EELfh , Bl iR B vh 7] 1 EIR IR £h it A4 LA 20 £ i R IR I X5 Seofy AR AT 5 1L 78 LA
A E B AR 4.34£0.2°,14.940.2°,17.1%0.2°,17.8£0.2°.18.940.2°,19.4+
0.2°.22.040.2°.22.440.2°.,22.840.2°.24.44+0.2°.25.4+0.2° f129.7+0.2°,

[0035]  — D fiLafe b , Pradh vk 4% PETT - S IR IR £6 i 1A DL 20 A 3R 7R IR X5 2ok AR Ay 4 P
FELL A7 BB AT AR G S AR5

#14t A 20 Aaati% E %
[0036] 4.3+0.2° 25.6
14.9+0.2° 23.3
16.8+0.2° 112
17.120.2° 17.6
17.8+0.2° 100.0
18.9+0.2° 22.5
19.4+0.2° 49.5
22.0+0.2° 24.5
22 .4+0.2° 16.7
22.8+0.2° 31.8
[0037] 24.4+0.2° 17.7
25.40.2° 15.6
25.9+0.2° 10.1
27.8+0.2° 11.8
28.6+0.2° 11.1
29.0+0.2° 10.3
29.7+0.2° 24.0
31.3+0.2° 12.9

(00381 =L A, 2 T 5 VT 4 05 M 8 s 0 — A B2 52 9 LA B 2
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XRPDP 3,

[0039] ik vk PG VT P IR IR #h i A N T K d A, LA 40 213°C , iR I 40 216
C.

[0040] Pl PR % VO VT 1 S0 IR IR Sk A4 1) 5 B 20 0 03 A2 2 N 3171.,2952,2916
2828.2808.2733,1580.1474.1439.1146.,1053.924.861 F1735cm "&b FLAG HR{iF I o

[0041] A BRI PETT 1 SRR #h o H dm AR H AT DL N A a3k

[0042]  (Dixk A2 E Pk 7 4 L IE XL , LRI SCHRW02007 /144005A 1 HiR 38 1) B A 1) i 4 (IR
B VT SRR R B AL ) 7R K B B (1) 8 K, SRR YR FR JFUA I 45 B AS , I AR 5L A8 AN R
AH ) SR R R R A, Ul B A R BH ) - SR R R AR AR e K B 2 B R A TR AT R TR X
— PR AT A AR R I s VR I o A I A ] A o ) ) S 9 R T 2B s ) R R
FIZY, TEZ3W) 3 A1/ B AT S R RR AR R FR e

[0043] Q)i it W it PR S 306 bl AR B () - S0 IR R 3k A bL L N IR 2 10 VT SR IR #6B
fm AT P /0N o 8 B A R B I 1 R R Eh i AR A 2 MR, B 8 B b o) 0 245470 3 A/ B
AP R B R IR S AR R R B S R I S 2 A 51 DA S 2l PR AR S 1) i, SE AR T
A i 75 1] 2% T T A S URIR S I S B AT, AR 7 IR AT, I PR HR S PR
B ARIE SR T S N SRR 280 o U A A AU

[0044] 5T AINIIRE FUTT EIRER ELAHLL , AR B RIR B vE VT AR ER £ 50 . 5 MR AL
A1 AR H A R o & & T R, A6 70 R 22 4 B R, T E T
HAWIWIE R .

[0045] (D5 ANAIIRFE VU 7T SRR ERAH LL , AR R B IR VR 25 0 7T - S0 R B 5 o 0 5 11 i 2%
T 11 551 o

[0046]  H— Db, AR EHFR AL BT IR TR PV T P SR IR £ di A 1) il 46 7 2%, B HR 0 T 2P 3R
43 TN GRS VAT A SIR BRAE I 77 P VAU 2R, e Hh BT ¥ 77103% 1 Cr~ CaliE L Ca~Cs i L Cs
~CaFRB IR A , PRANE AR R IR B 0 VT AR BRI BB RLE 10 1~2: 1, IR A TANA
WA BRI BRI , 7E-10~50 CRIAT iR T i im 1 ~ 48/, SR R 95 771, 13 2
B IR vaT A IR R Eh A A

[0047]  fLidth, Fridh A 57lik H 2. B% 7 TR RE « 1R 2 BREK T B

[0048]  flideth, AT i iR PaTT FIEUUR IRV BE/REL M4 1~2:1,

[0049]  fLidetthy, B b i il 2 D 2L s A i) (] A 2~ 471N

[0050]  fILsdetth , Fr sk PR B U0 VT 76 B ik ¥ 55 v B3 B2 9 i il T HEAE Il v 71 Vs A 2
(110, 1~ 165, Lk 0 . 5~ 165 s Bk IR BRAE Ik v 77 o 1 B2 i s 1R 2 T HAE P IR s
FIH Vs B R0 5~ 145

[0051]  BHEARIGHE , 4 Fr ik i& ) CEERE, I IR & VT AR =8 T AR S B Bk B2 N T~
67mg/mL , L% ~54~67Tmg/mL .

[0052]  fJLdetty , BT o T Rk B DO VT AE I 50 v BRE AR B B0 79500 < 8 SR IN N IR B ayT
WK RS BUYT INNVE A, ] e AT Sk A0/ 308 75 Ab BR R VA A 2

[0053]  fLdeth , BT IR B il VR IR 75 V4 71 P IV VAR R 516 R B IR IR 5 1A R A 38
53, I MR AT Bt R0/ BORE 7R AL FE T A TR R

[0054]  Fpidk JB Rk 45 VG VT ¥ VA4 2258 FH I V& 551 5 BT 3R T2 1l VR B VA AL A A58 P (1) 9 57

i
=
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A AAR R BAN ], fLad (5 A AR IR A ¥4 7 o
(00551 R HEA S WIE B 0, AR 5 B 4R 10— bk 4% o T IR IR &k 7 T B ¥ P HLAk oy
TIRE YT AR IR b BT S A5 — 01 AR, Hai i (1) s -

H
N

[ Nj )
[0056] s . HBr . Hac\l/c”a
b

(1),
[0057]  #4HE 43H7 (TGA) IS 27 « BT iR IR P T SRR #h 7= TN BV R L 7E 150 C T 2R
HLI13.6% , A AR FIRG VT SRR &8 7 B S AW & — 5 F R B
[0058] [k Ab, A BRI Bk vk 4% 8 VT S0 IR R 2k 57 TR BV TR A 1 bl 4% T 32, LB DA
NP ER o T RCIR B R T AR R ARV R R VAU &R o PR VA RIE B R TR R E S
PR (KU TRV TR R P IR B0V T AR BRI /R EE R 1 2 1~ 2 H R TR B A 1Y) R
IREA/NTIRE TN RS IR G NE AR R ETE BRI EE B 2535 71, 2 21 prid
IRE VUTT SRR £ 7 B I o
[0059]  flLidtth, BT ik S PO B () /KA H S T B K AR AR EL 950 1~2:1.
[0060] it , K A T5RR 2594 7], HLFT AR e TR A10°C~50C.
[0061]  fLideth , B IR & B VT 7R3 57 H BV WA JR IR R 28 N JLAE BT IR ¥ 77 v V5 A
FERI0. 1~ 165, 1% R0 5~11%.
[0062] I3t , Fr ik IR R A0 I 77 A R A VAR R 1) 3k B2 D9 =53 T L AE I ad v 71 Hh Ve
[£10.5~ 1%,
[0063]  fLife s , B ik 2 VR 5 VG T 709 70 P VA AR BRI 51508 G Fr i i R VIR B
PEYT A B RS TE YT IO AR VA, AT e s AT SRR A/ B0 75 AL B A VA RUA &R
[0064] Lz , BT IR T A VR BR 75 ¥ 71 P IV VAR R I 5 16 R B EIR BR 5 vk v 71
B8], Al e BT BCRR A/ B 7R AL BRI A A R
[0065]  j3E— Dh, Ak B IR AL —Fh Bk TR B 0T S L Sk 5 T BV SR AL M ) A, £
Cu—Kafg 5 , P IR B V0 VT S0 IR BR #h 7 TR B VA SR A0 1D o A DL 20 £ 2 3 TR [ X5 M R AT
SHEIZE DL T A B B A iFI:6.5+0.2° .10.4£0.2°,12.64+0.2°,17.8+0.2°,19.0 £
0.2°F119.4+0.2°,
[0066] T AR HE , PR IR 25 vh VT S G £k 7 TR B VA S 0 ) A DL 20 £ B TR [ X5 28
W AR AT AR UL T A7 B A - iFI :6.520.2°.8.1£0.2°.10.4£0.2° ,12.6+0.2° ,17.8
+0.2°,19.0+0.2°.19.4+0.2°.20.3+0.2°.,20.8+0.2°.23.7+0.2°.24.3+0.2° f
28.0+0.2°,
[0067]  Ht— D HLie b, BT ik VR & vET SR IR £h 7 TR B VA LI i 1A DL 20 F P SRR X -
S AR AT ST EIAE DL A7 B LA R S AR T 5 5
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B4/ 20 48312 E %
6.5+0.2° 55.7
8.1+0.2° 19.6
10.4+0.2° 31.9
12.6+0.2° 27.6
17.10.2° 14.3
17.8+0.2° 29.5
[0068]  19.0+0.2° 100.0
19.4+0.2° 57.5
20.3£0.2° 21.3
20.8+0.2° 30.2
23.0+£0.2° 21.6
23.7£0.2° 47.1
24.3+0.2° 26.4
25.7+0.2° 26.9
26.4+0.2° 22.0
[0069]  28.0+0.2° 35.3
28.6+0.2° 19.9
[0070]  HEFR HlPEHE , Frid ik B T A wﬁﬂ £ S PRV SR AR 1) — A LR s B A
K] ST~ I XRPDIE| 3

[0071] Bk vk %5 0 VT S0IR R #h 7 T I v 70 Ak 470 ot A 0 A8 R I 20 A0 6 0 A1 U £ 3295

2067.2813.2716.2520.1615.1473.1378.1229.1126.1045.948.832.7621 F1730cm ‘4t B4

RFAE UG o

[0072]  HE— D, A W SR AL BT ik R 5 v VT S0 R 6 S T I VA R A o A 1) 1 46 Y%

K H R IR il 24 v AT R

[0073]  1)7E40~T70°CF , 4 BT IR B 04 7T FIA B ER 775 b VA AR R, o prid

FI%E S TR e B S TR B2 P 7KV Y T VAR 3R R VRS DB T T RIS IR BRI BE AR i1~ 112

H S B IR BE /R AN TR B0V T B R /R & A RN WU R R 10~ 309 B T B

%/%ﬁs“z IR 5 i 2 R PR AT b L~ 48N B B AR 15 B PR IR B 10T A IR R £ R A B
AR A

[0074] i b , BT IR & vayT AR BRI BE /R L 1~1:1.5.

[0075]  flLidtth, Brid S OB (/K VA W S T B K AR AR EE 950 1~2:1,

[0076]  flLidetth, BT il #r df B[] A1 ~ 10/

[0077]  flLadetth , Bk IR B4 YT 7R V4 FIH B AR RETIREH40~T70°C N AL & 7+

VEARPERI0. 1~ 165, BEARIE 0. 5~ 115,

[0078]  fLidetth , Bk S IR B A0V 77 VA VAR R 40 ~T0°C T HAE Firid v 551 Hh

FEEFEI0.5~11%,

[0079] ety , B i T Rk B DO VT AE IS 59 v BRE TR B B0 79508 < 08 RN IR B iy T

HBCREHR B DG YT INNE SRR, A st AT iR R/ B 75 Ab 3 T VA AR R

[0080]  fLiZeHh , BT IR B il VR IR /5 V4 1) P IV VAR R 515 B SR IR 5 1A R A 38

53, I MR AT B R0/ BORE 7R AL 3R T A TR R

[0081]  Fir sk JB RciR B U 7T VA v A 22400 FH AT I 591 45 B o T2 1 S VR B v VA 22450 FH ) 9 771

AT DAAH R BCAS R Ao g A3 A R 7 751
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[0082]  2)W iR VG VT IR IR S5 A e TR I B TR B2 P 7K VT P T G R BV, Fe v S TR R Y
JE IR EAN/INT IR POV SRR £h 1 BE /R &, B FEAIr it » B 2508 7], 43 B ek YR 5 1 VT SR PR
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FEmR R A TG B K R R £ BRANAE s BTN, B0 e i — S A RE ST s S W G, o1
25 Fob 3] () PR RIS R T+ 8 T8O P 45 ), e T R T 4E 2R I P BE AT RS
FEAFYEER LA MR AT R R SE TR TR B 4% L Pk 2525 ] A2 (1 A
TS A, BARRLAEARANR T < PR A7) B S8 RIS A A0 BT K AR 28 R/ T R i
SRRV VL H BRI VAR R U B SR L 2B TR L HI A AR T DUE AR 2 R
TN R AR AT ORI PR PR HL A 2 2 B TR SZ I A CL A (RS IR T AR SR R
770 YRR SR Rl PR 700 B3 B A USRS B A RS o B PR L AU TR
), Be S L7 9 oAt gy s T B T B8 o

(01451 Pk 252 & Wy ml LA FIERAT BOAR i AU N 5328 W) TR il 26 o A1 2
By SIS AR B IR DAY R A A B AR L i B N YIS TR
—PHERE P2 T B (B AA AT R — R 0 Y AR TR 1 AR o o [ A A
FAAT LA o) B HER RS T 2R M 4, VA 50 T LA R VR B VA A S T 20K %
[ot46]  t5 Jil b2 S () 52 1 IO , 7 | e 9 ] LI L 203 P jle 3 5 — R &2 Pl
IREZG % AT AR G 5 B A K TS TR A e M L P AR ) 6 7 ) ke
NIEHETE T 1 P B o P 38 A1) S A9 A4 < TR KBRS  PVP W PYP-VASL IR W) i £ 4
BRI SRR A TORTE R H R SRS T A BT RBR L T FLE A
IR 2 ppet Mnbu Y S RO N TR Y G CR Rl NE - A C R I SRR TN 7 S TN E Pl R

[OT47T 1 S B % 9 e ] ot 700 0 25 A DRSE 125, DA SRRV DR Ay 81, 6 T 2502 - 3K
6T [ A CZ e R e 7 SRR R B 7RI 588 ) 5 PR 709 S K B e (9 2 ) S, O
AR PR 5] A ot PR SR BSORURL1) » 4k 520 v K, L3 BRAT T BRI B4 SRR, B I 18
ZRIURL =1 o SR, 77 5 BY DAL P A A e B B R YT R B i AR B TR L oK
VER RIL SR YR B 55 KR A, ORI J i 5 6 T L R0 5 36 B 0 s A s, O 1088, e
P43 B T BRRURL 5 0t SF 4k 22 SCIDOR AR 2 3 B RN B IR PR BRI 7, S8 U i o T b
AT DA P R B T KT AT SRR I S A T A 5 W 0 SV DR, K 2 ORE -5 i £F
YUz L CBRTER B RIBE R BRBRIR 1 SR s Ay o W] e, T LA FTC KBRS T K
oy P 5 2 T S T A B A 4 DR HDRE » A2 UKL 5 ol 2T 4 3R 0 L RV o B AT
BEIIR R BRI & » SR s o SLER YRR PVP-VASL S B RS VR 4 B B I AL o it 4 4
RACTAPRIE R T AR & (1208 o YIWHI 2 A S AR 4 3R (K K T 75 BURTRLCIR ATk
SRIG A A B RURL 5 (0 2T 4E 20 Ik L BRUE R B RVBE IR R BRIR 7, SR I s o T bt o
Fir 70 P 24 () BAKARHA, B eRE & G AP R B T BB A5 1 7

(01481 1k il B B K9 1 Mg 0, XA 2y 2 T2 G — I e S T DA AS 0 R [ s 7
2, TS TG PR i 4 2 ] e AT R E R 24 N LB BT s RO A3 7 1) 82 o 8T T
SR 2 P R B AR 2 B A T SR R R AR G0 » 81 A A P R B4 T
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FUAL B e i AR B i 2R AE 1 IR B TRV 7K K MR A B3 2 s A v AT £ o L i A ey [ 4
TR ARGUHELARN 722 F) 2, TR0 B HAt 28 40 mT A 38 2 i) 2 10 3% MR 77D S Rl
JEE R 75 S B JE 700 e Aa AR 5 ) S TR R PR T S 2 ) 4

[0149] 54 A () R A K IR 1OV T P SR IR £ S G, T R AL R #1558
SE T 5 4R S A2 R KA 2 B ) AR M 5 DRI T B3 SR BBV HDRE T 2 R [ A o] 770 38 )t 11 Il
LRGN AL FE 25 A RN/ B il SR R R A RE AR R AR T

[0150]  @E— D, AU BH AR AL T Bl R 2 PO T 1) S8 I8 1AL P B ot A B L ot 2B 7 ol %
YE TN /BT e 15 IR A BB AR RORE T A FEORE SR IERE L RMRERORE  AMA S RS
PR TR REAG , 50\ FNBRRE L BA] JR Pk e BRI 2 s N £ FEE AH OC B 4IAISRE L 5 A % B3 IR 40
AIOAE , 12 PR  BE R B AT IR 2R AL VN 8 T T B AKAL S O 250 FH IR ECEE
e T PR 90 B 25 P 1) P

01511  gt— D, AR A I —Pyfy 7 A0/ BT 1 B 1% B BRAG L 3 B HIAR P o A A
FENE BRAEAE S RMRTIRIE L A% Ja DR AP S IR MR RIS, 5 U RN BT 2R R R L e R AR S
SEAH I ) FAICAE 17 A 5 B RE IR K RIS RE , 1% 12 5T a3 B P A IR 2R L NV Jé T T B
WR7KA A VD RO 25 P03 P RS BRSO B s B 7% IR T AR 45 775 0 i
YT /BT A AR E R e B AR B VT I £ A B R AR B R Y EGE ARR
BRI 25 5 1 o Ho b Birad 5638 8048 AN AE N R0 FLBENAD o« T (R 1, A R BH IR 08 VT | 3
T P B A A B i B DL A SRS 25 24, i SR 7 ) & B A TR YT SRR SR
Fobm A IR DO 7T SR IR 6 e TR A R A P B A IR 0 YT O R B R B TR
VOV AT AR IR R BH Y C YR VU T DR B R SR Bl HL it 2B S VR U0 7T 0 R R ARt 1R 2k B o
RIT IR VU7 0 R e 6 B i B Ch YR D8 7T 20 7R 32k B0 HG it ZBYE VYR P8 7T a1
TR ER B NG IR UYT 1, 55 PR Sh B BN IR B P VT 2- 25T R Fh B 2BNa
IR VUVT 32 3225 R Sh B i AU H IR B VA VT 1 -3 -2 25 FF IR Eh Bl i M Hy IR T
1T R LB G B0 (BAYF S Bt ) I = 201 ~50mg » B H ) & 18 5 1 ~20mg , bb n£y1~
10mg , £]5~10mg , ] 10~20mg B £] 10~ 15mg , 45 Il H S (1 7& H 77 & H2 . 5mg . 5mg « 10mg . 1 5mg
5.20mg .

P 1 15t BR

[0152] &) 1 & M4 4 ) SCHRWO2007 /144005A1 S 4124 11148 VR 8% TG YT FOXRPDI
[0158] ] 2,2 A% K R B T 2 SU IR R £ 11 % A XRPDIET 1%

[0154] &1 A ) 5 YT - SIS R 0 % AR DS IR

[0156] (&1 A W) 5 YT - S5 R ) A TGAP

[0156] [l Ak R A2 01T~ LI M £ 0 A1 SR B el R0

(01571 [EI6HE Ak R 25 B 7T SLIR B £h 1 % A TRIED i

[0158] &I 7 /2 il 2 12 1 26 O IR PO TT iR BR L ) Bt (A KT XRPDI 3

[0159] I8 & AR I BH VR A U T AR IR o S PRI VA TR 0 AR RO XRPD 1

[0160] |9 TR MG VT IR R h A B Y SR AL A0 RO TG AT

(01611 ] 10,2 TR HE P TT IR R S P VA 7R AL 0 AR FD £ TRIEE

[0162] P11 /& A VR B 0U T~ SR R Fh 1) i 4 (@) IR B 08 7T AR IR ER B A ()
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18720 % AR VR B8 DT LU0 0 5 P 0 B T LI B0 (A 034 1 5
it

BALHEA

[0163] I8k Tk S o4 A3 B T3k — 2D BR MR AR R B, AHE AN T PR il 4% % B BT idk S it
9V 4 408 AR R B TR VT 6 VA A B G A 1R i 24 T R RE F o X AR ST R AR
ST S DL A2 55T RE RN 7 2 38 1 VT 20 50 A8 R 7 A 8 8 AR 2 B 9 A () 17 400 I S e o
[0164]  SRAZELHE B FHRIAX 2R J 5 «

[0165]  XEFZH RATST (XRPD) FrAd FH ¥ 2% ~NBruker D8 Advance Diffractometer,fC
B 020 1L Mo A . Lynxeye R M 2s « A A &Diffrac Plus XRPD Commander.
AR TE A F AT FACES B 7 AR AR (— A N ) RS AE o K DU 2% A0 A = 2047138 S Ve T 3 ~
40°, 240,027, 38 JF0 . 280/ A M I B < R AR AR 3K 1. 54nm K KaX -5 25 , /E40k VA
A0mARIEEVEZC AR T, BE AR IR A T IS, 408 75 ZERG UG BE S 1 P S AR [ o B
R UL IR, 5 i AR DU RT R AT

[0166]  ZH A H7 (DSC)FHEFE T'TA Instruments Q200 MDSC,{X #8345 8 /& Thermal
Advantage , T4 feUniversal Analysis. il B~ 10mg K FE 5 BCE T4 i zs (5 AR 4
AL BRI A A, LA10°C /43 B i FHIELE [ AE40mL/ 43 BTN AR 97 T AR i MO C H
£250°C, [F I TAR AR 10 SR S AEFHR I R () R AR AL AE AR FR i L 08 R R UG %
e 1 o

[0167] HE M (TCGA)ELHE K H TTA Instruments Q500 TGA, [N 254 Hl 8 A & Thermal
AdVantage , D #r 8 F /& Universal Analysis.ifyE5~ 1omg M CE T A S HIRN , K
FH 43 B a3 R I 7 2, BALOC /43 B K R IR 52 7E40mL /73 B T RN AR 7 T 15 B
FIFF R 350°C, [F I TABAF IO S A e R P O R A

[0168] BN BR 43 #1 (DVS) B K H T TA Instruments Q5000 TGA, {254 Hl HF
fE=Thermal Advantage, M8 Universal Analysis.iBys B 1~ 10mgfIFESL CE T A
S HHR I, TABE T S A 8 A 2 A 20 %6 F1180 % F1 20 % A8 Ak ik T v [ 5 B A8 Ak, , 22 il
SEE T R A ot 28 o AR AR ot 1) AR 0t S AR i SR FEAS () P R B R e e B 2 B

[0169]  £L 4Pt 73 #fr (IR) Ea#E R H T BrukerTensor 27,4 &5 4% Hill BAF FEHRE 75 #fr B AF
AL OPUS , 38 55 R FHATRI %, 7E600-4000cm i [ Y SRAZLL ARSI 18 5t oR1 2 (125 3R 10
PR R 5 81680 A3 4 s Fydem

[0170] R ILHRAE ("HNMR) 304 5% 19 T-Bruker Avance TT DMX 400M HZRZREIL4RE
A R E1-Bmg e it » FHO . 5mLITAR — M AKIA A, L i 2—10mg /mL IV ¥R

[0171]  HAHLICE 754 (CLHNLOLS) Ea R4 T CE-400, % 7K P BEFE A e , v A il 25
FESARRL 1 ~52 50, 3 BB 18] « 94 C N, ZF52 B, JEH - 100ppm3] 100 % .

[0172] & 2GR AH S B (HPLC) B¥E K 4 TWaters2487/2695 . 5% FHIC8 At K, 250mm X
4 .6mm, FE¥E35°C , WK 230nm, Y8 1. 5mL/ 4> B , HEAL B 80uL, I AT INFA) 43 o 22 MV N8 . Tg
() ke LR ER AN A3 . 3mL I B BV VA T LL/K L )5 FINaOH R pHZE 2. 5, Vi AHA 48 %
2 JE 52 % 2 PR, VR BN AEBT0 % [ 205 F1130 96 [ 28 ik , B P n e 1
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T iE) (44F ) wEhAa A (%) WHHAAB (%)
0 95 5
5 80 20
[0173] *1 HPLCEEER 33 30 70
35 30 70
36 95 5
40 95 5

(01741 BRARSFBRIED], SEHEHI L B N HRAE.

(01751 sgifads v BT A & bl AR e e ) i B 380 A i A5 T 3

[0176]  BRARSFBRIED], SLHEH] IR GV IR 4H 2 L R AR

(01771 St 8] o st 75 45 SR I 40Khz Dy 28 e A5 573 it

[o178]  fl & i1

[0179]  ZHE LI SCHRW02007 /144005A1 SEJE 24 1 1 4 J7 1A BOIR B 00T « By - B
R4 R 1A1500mLPY B AR K I 200mL R 28,40 . 76 g U T BE44.0. 33gPd (dba)2[ —(—3F
CHEEPIER) AR 1M10.68g rac-BINAP(2,2" XU ( % [) 1,17 —BcZE) , FF SO HE . HImA
19.54g2, 4~ FRHEZEBRE , 7 th (B ET0E , INNA2. 00g2— IR BRI , FHIE I I 25/, ¥4
HB I LDE, B B AEY BRI H500mL Y B , I 42. 20g 07K IR 140 . T6 gL
TEE44.0.33gPd(dba)2 10 .68g rac—BINAP, [EI3 SN 27N, [N 58 B o

[0180] Y& A FIZ IR, ANAL00mLK ZEHT , A HLAHIL I8 , BEW I3 X 8OmL Y A& £h /K ek,
HUAEINFARIT0C, 16 50mL48 %6 (1) IR (145. 9mmo 1) A8 3mL7K , FiH:30 7 B, 1 H 2
R, TRIR 2N, 13, FRORE I, il DEDFAER0C TN S R 10/, 435140 18K A 4
[l i 1-[2-(2,4- RGBT AL ) IR0 DR Wk SR PR &6, BIVR B 00 7T SR IR &L, BE /R Wi
75% o H:'H-NMR : (400MHz , DMSO~d6) 8 (ppm) : 2. 24 (s ,3H) ,2.33(s,3H),3.18(m,4H) ,3.26(m,
4H),6.41(d,1H,J=7.6Hz),6.95-6.99(m, 1H),7.04-7.10(m,3H),7.25-7.35(m, 1H) ,8.72
(s,2H),

[0181] Mg [ D FTf3 1140 . 18giR & FUyT A IR IR #5 ¥ T 200mL7K H , I A 200mL 5L F 4t , FH
15 % H S A AN A B 7 pHO ~ 10 , LRI 30708, i B 0 = 7K T 100mL — 58 FR e A HL—
A IFAHIAE, 100mLK Be i , AL 2 5 IS To K BRI S T4 , i 0, BBk 4 1+
AR BN A AR AR L -[2-(2,4- F B IR BRI AL ) DR IR EE 29 . T, BIUR B H VT, BE/R WG
94.0% .

[o182]  PrdsHiR & v ] A b I X AR Bk A AT B AT 1, 55W02007 14400571 B A1) i
5P 0 X 2o AR A7 5 1L 4% R AR AH 7] 5 L 'H-NMR (300MHz , DMS0-d6)2.10-2.30(m, 1H) ,
2.34(s,3H),2.38(s,3H),3.11(m,8H),6.52-6.54(m,1H) ,6.87-6.90(m, 1H) ,7.04-7.10(m,
3H),7.17(s, 1H),7.28(m, 1H) , BIR MK FEIT .

[o183] il % f5i]2

[0184]  HY5.00g(16.8mmol )IREILYT, AN 125mL 2 1R ZER Jm » FHE B T0°CIE S (4EFriR
T0°C, Bifk 2N 1 3. 4g B IR IR R N40% FE &L, 16 8mmo 1 ) ST IN IR B TN Z,
PR L BEVE R Y, T NI o A A AP 5 S8 SR ARDIR 5 BRI\ 25mL I £ 12 B8 VAT IR
B, BB A AN S ST, 40 CHE A TR 24/ 15 BITRE 1577 F R IR # 1 B
AL 778 N2.00g(5.3mmol) , 77 Z31.5% .
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[0185]  XRPDI|#E Wil 7H 7R o i 7~ 5 W02007144005A L4 L H VR B 10T S IR IR Sh Baw AR 1) X
S by R AT H L — 2

[o186]  SEjifs1

[0187]  EX8.00g(26.8mmol )7k VG 7] B T 250mL K (& JiE B i o , N 122mL 2. B Jim i 7 v
fift s B 2. 7085 IS (R N40% &L, 13, 3mmol ) , I 16mL 2, T Ji5 368 75 VA A s P bk 2% 2k
N WG SRR O BEVE TSNS W N2 IR 08T T 1 B iR, i onad R e A [ 44 Afr 5 40°C
JE T 2595 710, 40 C 28 T 24/, 15 518,91 (13 Immo 1) I F [E AR IR & PG VT - SR IR
#h,FE%98.5% .,

[0188]  HPLCZRAE 7w , % (At [l 44 ik & va VT AR LA BE IR EE R 2 LR R IR S YT
A IRER E AR 77750  BUHIAS 0 i 4 R SR e , LIRS PEYT % B, FHHPLC
EIE 3B FTIA B A P IR BT B SR, B A AR R S R RS T R
BERCER R, A, A AR AS RS T 5 R E R BEREE N2 1.

[0189] U xfiZ (A o [E AR BEAT o 2 A AT L , &% A e AR TR e WA N :63.53%C,
6.59%N,8. 42 % H(IRE PUIT AR AL LABE/REE 22 1R AR 184 : 63.68%C, 6. 63 %N,
8.25%H) , M\ iz A A TR B IU T AR AL S DL BE /R EE N 2 U ORIV S VYT A IR IR
Eh

[0190]  SEjifiif5i]2

[0191]  ER14.24g(47.7mmol )¥REF FGYT , INN 148mL 2, & 57 7 T Jio B 75 VA i 5 BX2 . 40g EUIR
W (W FE A0 % &L, 11.9mmol) , I\ 16mL 2. iR S TR B o 8 7 VA At s TR 46 1 F L B AR
R 1Y) £, TR 5 TR B8 VA TR 2 1230 N 22 YR 5 VA YT 1 B8 S TR BR VA R, 1 Ik 7 b oA [ i
LOCHETEr £V, B IMA60m] 1 7 A B, 3 FE 10938, 1 98, 2 B8 TR 24/ i), 43 3]
7.95g(11.7mmol ) [ o[BI AR PEYT - SRR L , 77 2£98.9% o

[0192]  HPLCRAE Eow , IR 7T FIBAL DA B IR LE A2 LRl IR IR 36

[0193]  JEZEAHT:63.74%C,6.44%N, 8. 32% HOIR 5 PUYT FIRAL S DA JREG 2 LRI
TR AE :63.68%C,6.63%N,8.25%H) .

[0194]  SEjiffs3

[0195]  ER47.80g(160.2mmo 1)K FGYT , NN 122mL P B i 8 75 VA A B3 . 23 g IR IR (I
JEH40% H &L, 16.0mmol ) , NN 16mL A B J 68 75 VA AR s R 2R AF T, o S0 IR R 1) T V8 T
N N A VR VT R TR ERYE R, B sk R R A T A AT Y, 50°C R TR VAR BN
70m1 AR , BEFE 10438, i 38, 40°C B A 24/, 15 211059 (15. 6mmo 1) [ F[i A4 IR &
PEYT PR EREL , 72 %97.8% o

[0196]  HPLCRAE &ow, KRB V7T ARALE PABE IRLE N2 L SR IR 3L

[0197] ST EH7:63.28%C,6.44%N,8.38% HOIRE v 7T AL A A BE /R EL A2 1 Eh (K
TR H :63.68%C,6.63%N,8.25%H) .

[0198]  SEji 54

[0199]  EX5.00g(16.8mmol )yR ¥ PGYT , NN 75mL 2. B i 8 A VA il (IR B 1 YT 1) BT VLY
WRPE AT dilE N =R T HAE SR IE R LR L) s AL TOg EIR IR (WK 40 % & L,
8.4mmo1) , NN 10mL £, % Ji5 88 75 VA i (IR IR ) L BRI W IR FE e A e il o = 0 HAE
CTEFERETER LR ) s i FE 4 AF D SRR E S B IS S N 2 IR 00 VT 1 BV W
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N T AR AR A AT IR S SRR 2N S YRR E , 40°CE A T 24/ 12 BIAR
REIREVOTT - EIR R R 1 fn A o 77 845 31 (7. 8mmo 1) , 77 2£93.2% .

[0200]  XRPDE 1 i B 217 o

[0201]  DSCHEEHIEI 3 7R o B « FE21 3°CHFUB I b 2 ik

[0202]  TGAEITEWIEI AT 7N o S : FE150°C 2 I 3L A TR H , AT KM, 5 IR TE 2 M 216
C.

[0203] %2y W B il 28 I B0 I 5 T 7% o S 7% = 20 % ~ 80 % AH X I S5 0 3 H B AR AL
0.28%,

[0204] TR anE6FT

[0205]  HPLCRAE Tow , IR 07T FIEAL A DA BR R LG A2 LGRS YT - SR R £h

[0206]  SEjiif5i5

[0207]  HY10.04g(33.6mmol )YR#EPGYT , NI 150mL 2. 1% i 75 Y fift IR B 19 VT 1 2 VA R
(RIS BT dfiiR FE50°C T HAE L BE R IR FE IR 165 )  BUL . 70g E IR IR R 40 % &L,
8.4mmo 1) , M 20mL 2, B )i i 75 ¥ i (ZLIRBR ) £ B VA W )3k B R BT iR B 50°C T AR 2
B PSR BE 0 . 665 ) s TR AE T IS SRR T 4 B TGS T N2 IR U8V T 1 & B W
IR A BT L 50°CHHE L5 /NN i, YR T U8, 40°C 2 T 24/ i), 15 B AR K
YR PEYT P SR R Eh 1 A . 72 294, 97g (7. 3mmo 1) , = %687 .2% .

[0208]  SEjifii 156

[0209]  HY27.2g(91. lmmol)yR#EPHYT , NN 408mL 2, B% Ji5 68 75 Vs fift IR 85 w8 YT 1) 2 B W
(R A2 A e IR O S D HAE S P R S LA ) AL . 8hg E IR IR (MK N40 % &
EE 9. tmmol) , NN 1 ImL LB i 8 7 V5 i (LR BRI LV R VA P R i e D B D 0 T
TECBEFVE IR BRI LAS ) s IR SR AR I SR BRI L B VA VR G212 0 N 22 VR B 09T 1) BV
R AL AR A E AR Y = R AN L RE I 8, 40°C B A T 24/, 45 )
AR IR POV T AR BR R 1 dh A o 72 8529 (7. 8mmo 1) , 72 2£85.3% .

[0210]  SEjiafs7

[0211]  HY5.02g(16.8mmol ) VR PGYT , NN 750mL 2. B% Ji 8 75 VA fift IR B W8 VT 1 2 BV W
(R B2 BT dRiR - 10°C R HAE L BE VAR FER0. 165 ) s BUL . 68g HIRIR (WK M40 % T &
EE 8. 3mmo 1) , AN 13mL 2, B Ji 8 75 VA i (IR BR 1) 2 BE VA W BT dfiR E -10°C R
TECBERE R L0 865 ) s AR T AR BR B 2 BEVE T 12 N A IR B P8 VT /Y 2
VR WIS AR A BT, 10 CH A8/ ST, IR L U, 40°C H 25 TR 24/ i), 15
BIAR IR T AR R SR B S . 77 283, 78g (5. 6mmol ) , 77 2E67.1% .

[0212] K58

[0213]  HY7.44g(24.9mmol ) VR FHYT , INNO LmlL AP B B8 75 VA fidt (R 5 vV VT 1O PP I V0 AL K
FE M R IR N R IE N AR B AR FEI00. 865 ) s B . 68g EIRIR (WK N40% E &L,
8.3mmo 1) , M 20mL FF 5 8 7 Y it (S IR IR 1) PR B2V W D VR B e M i R R R AR
BE A MRTEIN0.665) s BEFE T IR B VYT 16 F B VA VR N2 0 N 2 SRR 1 F B VA W, 178
It AR A EAAT IR T RS /AN G R R, 40 CE 2 24/ N, 43 BIA R IR
BvayT SRR SR dn A . 77 & 4. 95g(7. 3mmol ) , 7 ZE87.9% o

[0214]  SEJii {519
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[0215]  ER7.25g(24.3mmol )yREPE YT, NN 220mL 2, Jim 8 75 VA it (IR 5 PR YT 1) 2 B VR W
R B2 A M i i B2 N =R T AR S B VA i L 0. 51 ) s B2 . 45 FIRIR R ENA0 % &
bt , 12, tmmol ), N 18mLZ, B Ji 68 75 Y At (LR BR 1Y) BV VR Bk B e e L B N = IR T
HAECBEH VAR IR0, 865 ) s iP5 AF T A IRR I L BEE R SE W I IR BTN &
BV W i R A T AR AT Y 2 R AR LN S R T DR, 40°C B A TR 24/
FRBIAR R IR B 0GTT - E IR R EL 10 A 7= 87 28 (10. Tmmo 1) , 77 2888.7% .

[0216]  SZffsi10

[0217]  EX5.03g(16.9mmol ) VK PHYT , NN 76mL 53 TR % o RE 75 VA i B L . T0g IR 1R IR J
40 % E &L, 8. 4mmol) , AN 10mL 57 PR B i Jo8 75 Vs i s TR AR A1 N L I EOR BRI 57 TR
RGNS TN 2R VUV T 1) 5 TR B VAV i i R A AT, SR R SR 2N S 9
JEIE 8, 40°C B 2 T 24 /0], 15 BUA R IR G 07T SR R 1 f k. 72 = 4. 95¢
(7.3mmol), = #£86.9% o

[0218]  SEjfifhi11

[0219]  EY5.11g(17. lmmol )¥R#EPHYT , INNT51ImL 2 BE 2. 6 J5 # A Vs i IR 0 YT 10 2188
CER VR R B A SR ES0°C N HAE BB L BR VA IR FE 0. 265 ) s BXUL . T3 IR IR (iR 1
NA0% EELE ,8.6mmol ) , IIA10mL 2R 2. 18 J5 8 75 V4 i (ZURBR T 2. FR O B VA W IR FE A
iR ES0°C N HAE 2R L ES H B MR S0 365 ) s IFR A1 R I SRR I 2 1R 2 BR VA W
SRS N A IR VG YT (0 2R 2 TRy, W ik 72 v A A BT, 50°CHEFEA/ N S Y&
P8, 40 CE A T 24/, 15 B AR K BIR B T L 2R R Wk . 77 = N3, 20g
(4.7mmol) , = #55.2% o

[0220]  SEjiiif5i12

[0221]  EX5.05g(16.9mmol )k % Ph YT , NN 408mL P Bl 5 1 i CER B 0 7T 1 74 TRV V)
WP SR E-10°C TR HAE IR A R L0 . 465 ) s BUL. T0g U IR IR (W JE N40 % =L,
8. 4mmo 1) , I 10mL ] J i 75 V75 At (S 8 1 T P YR Y ¢ P R b 1L P - 10°C T L AE TR
HVA R TEI0 . 365) s BEHE T K S0 IR BR 1) TR TR VA Y 2% 12 30 n 4 VR 8% G 9T 1) T B v 3
IERE AP RS , —10°CHEFE25 /N J5 5 Yk 1E 8, 40 C L2 g 24/ N, 19 31 A R IR 5
PEYT P SR FR R I i Ak . 77 &4 30g(6. 3mmo 1) , 7 #875.5% o

[0222]  SEjifsi13

[0223]  HY4.96g(16.6mmol )yK# PHYT , IIN94mL 2, B% & i s Y Mt (IR VR YT 1K) 2B VR VR
WL M SR ES0°C R HAE 2 B H VAR FEID0. 86%) s B . 6Tg R IR IR (WK B M40 % &L,
8.3mmo 1) , AN 20mL Z, B )i i 75 ¥ i (ZELIRBR 1) £ B VA W )3k B R HT iR B 50°C TR AR 2
B PSR B0 . 665 ) s TR SAE T IR TETT I O BV W 1S W I B SR BR 1) £ BV W
NI AR R A AT 50 CHEFEA/ DI T, Y T 3E , 40 C 2 124/ N B B AR K
AR DEYT P SR R Eh I A . 72 5094 . 568 (6. Tmmo 1) , 7= #681.5% .

[0224]  SEjifh14

[0225]  HY5.02g(16.8mmol ) K& PhIT , HINT75mL Z, [ b 7 v ide (VR 5 U T ) 2 B VAV AG ok
AT IR S RIE N A B RS 145) B . 69gFIR R (IR E NA0% HEL,
8.4mmo1) , A 10mL £, B8 5 VA A (LR BR 1 L BE VAR K I BE b S iR S = 3 AR
HVE IR LIRS ) s BEFESRAT T EIRIRIN L B VA TR NS N2 IR B 0G0 BV v,
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It AR R EAAT IR TSR NS S R R, 40 CE 2 24/ N, 43 BIA R BHIR
B vayT SRR SR fR A . 77 B 5. 19g(7. Tmmo 1) , 77 2891 .6 % o

[0226]  sKjiffh15

[0227]  HY5.00g(16.8mmol )R ¥ PETT , N T5mL 2, i J 8 75 VA il R 25 DE YT 1 2 B VAR
W RN E =R T AR GBS R LA ) s BUL. 69g SR (R 5 40 % E &L,
8.4mmol) , AN 20mL 2, % J 8 75 V4 fift (IR BRI 20 B VA W R FE R AT iR B =08 AR 2
B PSR 0. 665 ) s TR AF T I SRR I 4 BE VA TR NS T N 2 IR 08 7T 1 4 BV W
oh, I R b A [ AT Y, S SRR AS /N L R I U, 40°C B A TR 24 /N 1R B A
REHIR B U7 AR R EL I A4 . 7= 5. 00g (7. dmmo 1) , 7= %888, 3%

[0228]  SLZjifif5]5~ 157 & A3 BRI RE MY , ZHPLCERAE WoR ik & Py T fs AL S A BE R L2 1
B ERIR 5 I HAEAA 5 ST 914 10 % it A R B AL XRPD ] 15 . DSCEE 18  TGARE 15 A TR
B (R HH ) 5 Ut B SR 19115~ 1 5114 it -5 SI 05104 110 AR A A D 10 it

[0229]  sLjifafh16

[0230]  HY14.24g(47.7Tmmol )YREF FUYT , NN 100mL 55 TA B% b 75 VA i s RO . 6g A IR IR (IR
[EN40% HEL ,47 . 4mmol) , I 16mL 5 A EE : 7K (50 1) (VR AV TR o b 75 VA s b 2% A
T W SR R I 5 TR B 1) 7KV VR A% R I 22 YR 5 0 7 T 1 S5 TR BV P 7 o R b o [
Hrth, 10°CHE T Fg 97, BN 60mL 7 A B, i HE 1058, 1k 38, = K25 T 24/ i), 157
F20. 0g A [ AR IR B P YT SR PR £h 7 TN B VA AL, 72 2296 .0 %

[0231]  H:'H-NMR: (400MH,DMSO-d6)8 (ppm) : 1.03(d,6H, J=6.0Hz),2.24(s,3H),2.33(s,
3H),3.18(m,4H),3.26(m,4H),3.76-3.79(m, 1H),6.41(d,H,J=7.6Hz),6.95-6.99 (m,
1H),7.04-7.10(m,3H) ,7.25-7.35(m, 1H) ,8.72(s,2H) .

[0232]  sCjtf17

[0233]  EX15.00g(50.4mmol )JK% F47T , I 125mL 55 P I o ibe 75 VA d 5 B 20 . 24 g SR IR
(WP R40% E &L, 100.00mmo 1) , AN FEEEE - 7K (2 1) I VR A Y J R 75 VA A s ek ok
T K SR BRI S TR B 1) 7K VA VR A% i N A2 YR % P 7T 1 S TR BV v P 37 o et o [
B, L0C e TRk 9 71, BN 60mL 7 T B, itk 1048, 1k 98, = B 25 T 24/, 15
F120. 91 g A AR IR 07T S B Eh 7 A B E A 7 2895 2% 6

[0234]  H'H-NMR5 St 5] 16 1) — 5 o

[0235]  sijifafsi18

[0236] HY5.01g(16.8mmol)yR#PHYT , I 18mL S I 5 , TOCHERE VAR GRE VE T I 7
PR BV TR R FE R TOC T L AE S TR B R VA R R B LA ) 5 B3 38 FIR IR (WK 40 %6 E =
b, 16. Tmmol) , M 2mL 5 TR B i » 70 CHEFRE VA A (R BRI 7 TR BE VA BEoRT0°C TR
1 A EE R E AR FE R LAS ) s BEFR A1 T S I SR BRIV 7 TR B VA ML 2 18 0 0 2R IR B v VT 1)
EEVEVRR , TN 5E S5 AR FHRJEAETOCIBERE 10 B BB R, 2 JE 5 2 IR B FE 1/
I, 38, PEF20°C R 2 TR L0/, 15 B4R R B VR B 10 VT S0IR IR 1 5 TR v R A )
1, P8 NT.03g, TR N5 .8% 6

[0237]  H'H-NMR5 S5 161 — 5K o

[0238]  XRPDP ¥ a1 FI 8T/ o

[0239]  TGAEITEWIEIOFT /R iR : 7E150°CZ IR E13.6% , A &5 5 FIRE 1T A IR R
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R EEE RS — o 7

[0240]  TREE AN 10T 7.

[0241]  SEH19

[0242]  EY5.00g(16.8mmol ) iRk PHyT, IIAN35mL S R EE 1 /K (50 1) VRS VAWUG , 60°CiEE
Vi CIR B PG T 1 7 TR B VA VL) P 26 0°C T L AE S TR B Hh VA A 10 . 845 ) s B4 . 058 5IR
M5 (R 940 % HE L ,20.0mmol) , M\ 3mL 5 TR % < 7K (4 1) (VRS VARG , 60°C 8 /5 VA iR
(FURBR 1 7 A B VA R R E 60°C TR HAE A EE /K (4 1) HE IR R0 . 865 ) s it Hi- 26 11F
W SR R S T B K VA MR S 1 0 N 2R TR YT 1) S TR B ARV R P 3 0 56 S ORI
TE60°CHIE PSP B TR, 2 Ja i & F IR RS /N, 1 38, JEHF30°C B 2= T8 1878
I, 15 B AR B IR PEYT SRR £k 7 A B VA AL R R Ad, 72 286 928, 77 38945 %
[0243] K520

[0244]  EY5.00g(16.8mmol)yK#PUYT , N SOmML S I 5 , 50°C iR A VA il R B 18 T 11
PR BEVE TR B2 50 C T HAE e TR B RV A FE IR 0. 565 ) s HXS . 06 g IR IR (WK BE M40 % L &
bt ,25.0mmol ), IIAN6mL S R EE : /K (20 1) KRS G » 50 C /5 ¥ filt (IR BRIV F TR BV
TR B 50°C T HAE R TABE 7K (20 1) AR 0. 665 ) s R4 T MG EIRER Y 74
B 7KV TR B2 A% 0 0 2R D U0 VT 1 e IR B, 5 N 58 Ja AR FRIEL BEAE B0 C IR H1 20 73 B T
FRRTI > 2 S B = E B 10/, 1k 98, JE R0 C B 25 124/ N, 43 B A R B IR &
PHYT EIR IR h = AV AL SR A, 7= 8 N6 . 478, 77 3 88, 3% o

[0245]  SEjiif521

[0246]  EX5.01g(16.8mmol)yRk# PGYT, I AS00mL 5 A B 5 , 40°C R s F Atk R 5 vh 7T 1
PR BEVE TR B2 9 40°C T HAE e PR B PRV A FE IR 0 16%) 5 BL6 . T6 g IR IR (WK 240 % H &
bt ,33.4mmol ) , I 18mL 5 A i, 40°C 8 75 i fifk (ZUIR PR 1Y) e TR B VA LIV R 2 40°C TR
FE 5 A BE PR AR FERG0 L 1A% ) s P HE SR A1 T R SRR 1) S A B VA TR N2 R N 22 VR 5 AT 1Y
FENBEE R TN 58 S5 AR BRI FEAE A0 CHEBEFE 30 73 1 T OB T ML, 2 i % 22 2 i P FE 48
/NEE 398 SR L0C B 25 548N, 45 B AR 2 BH (1) IR 5 PH VT IR IR #h 5 TR s A A
s, PP E N5, 68g, PR ERNTT . 4% .

[0247]  SEjiifs22

[0248]  FREL10.00g il #4151 1 fill & (¥R B PG VT S IR ER £ , AN N5 0mL 5 TR B T i VR i v (1% 6
VRS PR SEUIR IR Eh B S AT AR R T AR BT IR VA R I AR P 265 ) L g kTR B
FEZRPEFELO/NEE 3 38, 40°CT L0/, 45 B4R R B VR B 10 VT S0IR IR £k 57 TR BV AL
YIS, 7= B 11,02, P2 N95.1% .

[0249]  SEjiif5i23

[0250]  FREX15.00g #1111 & iR &5 v VT SR BR 2k, U8 IN50mL S I B - /K (50 1) IR &
VAT BT a2 TR TR B P IR P VT IR IR Eh 1 F = T diRL R AR BT il s 71 v Vs i
JEII365) 5 LIR B R AL IR HCRE 18/, 1 38, 30 CFJ 1 8 /N, 15 B R B (¥ IR B VG 7T
SRR R A EEVE A AR, 72 BN 16.32g, 7R3 R93.9% .

[0251]  SEjifh24

[0252]  FREX24.00g #1114 F R = P8 VT AR BR B8, W8 IN50mL S R B 0 /K (40 1) IR &
VA AT TR A TR TR B R P8 VT VR IR Eh 1 F = T a8 B il s 71 v s i
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FERI565) 45 MR B R AE40° CHEFE 24/, 198, 10°CTF 124 /N, 45 B A B (R IR & 59T
SRR R B VA A AR, 77 25 . 51g, PR N91.T % .

[0253]  SEjiif525

[0254]  FREXAL. 20g il 24 151 21l 24 P TR A5 VO VT S0 IR IR £6 1) B 44 , S IN50mL 7 AT < 7K (32 1)
1)TR Y AT BT A T (VB AR R RS BT IR IR 1 FH 2 b it T LA Ik 4 7))
VAR FEII8 6% ) , W5 TR BV AEAS CHERE 32/, 138, 50°C T 48/ N, 15 314 & W 1 7K
BT SRR A B VA LR d A, 72 5039 358, PR3 ON82.4% .

[0255]  SEjiif526

[0256]  FRELS0. 02g il #4151 21l & [ IR 5 P4 VT IR R £ 1) B A4, S N5 0mL 7 R < /K (20 1)
(R 7R T B 2 VR R TR BV O 70 7T SR IR Eh 1 F & A il N HAE Pk ¥ 77 R I
fiE FERI1065) B VR B AR50 CHEFEAS /N , 13k 38, 60°C 1232/ IN , £53 B A K B (1 IR 5 v
TTEIRIREE A AR SR, 7= 8 47 . 01g, P % N81 . 1% .

[0257] St 5119~ 26/ %45 2 B A% it B A -5 St 461 1 8 59 4% ot AH [R) BRAH AL XRPD L 3
TGAPE S AN TR (AR ), Tt B S it 41 1 9 ~ 26 1) R i 55 S T 491 1 S ) AR o5 S AT IR 4T i A
[0258]  SEjif5i27

[0259]  EX5.01g(16.8mmol)yR#F PHYT , INAN45mL 218 2. 1 Jo 68 75 VA fidt - B2 . 65 g A5 , TN
AN14mL 2 B8 2 T8 Jo BB P8 VB A s TR SR AT 5 ORI BRI 20 1R BRI WL 218 I 2B IR B v YT
() 218 2 BRI T, W Nk A b oA A B, 50°CHE T 2575, BN 20m1 .18 . B , 7t
FEL02 B, 198, | B A TR 24/ AT BUA KR I BRI VU7 AR IR L, 7 BT . 218,
[0260]  SEjifii {528

[0261]  HY10.02g(33.6mmol ) ¥R FGYT , N 60mL P i fo 8 75 VA il 5 BXS . 28g 5T iR , TN\
16mL AT Bl Ji 768 75 A s TRt SR IS 1 DR TG T AT R AR 1 T 2 R YT ) TR R
Hh S NI A A AR T LOCHE TR 253855, BN N 30m 1 AT , 6 3043 8, 1 98, 40°C
B TR 247N, 43 B AR B IR S UV T ORI R #6778 13.80g.

[0262]  SLjifif529

[0263]  EX5.02g(16.8mmol)yk & F4yT , NN\ 8OmL F % J5 68 75 VA Al s B2 . 65 g R IR , NN
1 2mL FPR 2 i 68 75 VA R s R 25 RIS W DR G 1 P B A 1 N 2 YR Y T ) R B A T
S I R P A AT, SR S BRSNS Y R BE , 40°CE A T 24N, 15 B A
REHIR S vETT R R R 1) 8 4B, 7= BN T . 598

[0264]  Z IR VYT KA R Eh 110 i Y BV XS 20k RATHT I AE20 )8 R7.9£0.2° 15,7+
0.2°.16.210.2°.17.7+0.2° .19.6+0.2° f123.6 0. 2° &b B A RRfE U4 .

[0265]  SEJiif530

[0266] HY5.00g(16.8mmol )R PETT , N\ 80mL FF B i 48 7= VA MR - B4 . 06 g 5B 188 , N
1 2mlL FPR 2 i 68 P VA A s TR 2R RIS 1 DR G 1 PP B A 1 N 2 YR Y T ) R A T
o, I FE R A AT L 40°CHEFRE LN S, TR I 8, 40 C B2 TR 24/ A3 BIA KR
AR DEYT ZRA R R (1) 6 2B, 7= BN T . 028

[0267]  SEjiif531

[0268]  HY5.41g(18. 1mmol )IREF FEV] , I A\350mLIE Bt i 8 75 Vs i« B . TOg TR , A
AN 14mLIE B8 I 68 75 W s TR 25 AF T 5 1 PR IR 1Y) 1F B e s VR 22 12 R N & IR B P T 1Y I
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BEBEE R, 8 I B A AR BT - 10°CHERE 10/ 5, 3R L 38, 40°C H 25 T8 24/
I, 45 21 A% % BH R DA YT 2RA R R (1) 6 2B, 7= B N6 . 12g.

[0269] <Lt 451 30 A1 3 1 il £ 45 2N (1 4 it 5 St 1] 29 [ A8 ot LA AH ) BROAHALA XRPD ] 3% o
[0270]  sEjifif532

[0271]  EX5.00g(16.8mmol ) K& FH7T , INA8OmL FF % Ji5 68 75 VAL fift s B3 . 22gFT AR IR , I\
1 4mL FR i 768 P VA A s TR SR AT AT A R T R eV VAL 1 T 2 VR Y T ) PR A TR
I R R A [ A AT L 50°CHE T FR 9855, BN 20m] FF B, $ e 1040 B, 1 98, =il
S TR 247N, 3 BIAR BV S VT AT IR 2k, P & N8 . 11 g

[0272]  SEjifif533

[0273]  HY5.01g(16.8mmol )IRFPEYT , NN 30mL A B i 48 75 VA i s B4 . 107 18 , I
SmlLL PR I Ji AR 5 VA A s TR SR AR T 5 AT AR R 1) TR B A 02 1 om 22 YR 3 D Y T ) TR B R
D R R A B AT S LOCHE TBR 957 BN 10m L R, e 10 738, 3 98, 40°C
S TR 247N, 3 BIAR BV S VT A B 26, 7= N8 . 12g.

[0274]  SEjifh34

[0275]  HY5.33g(17.8mmol )IRFPETT , I N9OmL 2, B i 48 5 VA M - B3 21 e AP B I8 L N
1 2mL £ % o B8 FE VA A s T FE SR AR AT R BRI L BV R G 12 N = DR VYT 1) B VA TR
I R P A AT, SR TS SR 3N S Y R B8, 40°C A T 24N, 15 B A
R PETT AT BR R 1 g 284, 7= & N8 . 22g.

[0276]  Z VKA VOYT AT IR £h 1 b B CHO XA 2ok RAT S I AE20 M5 5. 1£0.2° \13.7 £
0.2°.15.610.2°.16.4+0.2° . 17.6+0.2° f120.2+0. 2° &b B A ERfF U .

[0277]  SEJiif5135

[0278]  HY5.00g(16.8mmol)JR# PG , A 100mL 2, R 2. 1 Jio 68 7= VA i s BRS . Sg iR, in
AN12mL B8 <8 Ja B8 P8 VB s e SR A T AT AR BRI TR BRI 22 18 N 2= IR B va YT
() 2. 1R 2. Bava v b, i i AR v A RS S 30°C R4/ NS I, 980 i 1, 40°C E %5 124
/NI, AR BIAR IR B POV T AT AR IR EL K 21UC, 77 N7 . 968

[0279]  SEjifif536

[0280]  EX5.01g(16.8mmol)yR# PayT , i AN200mL ] i J 8 75 VA fid  BX6 . 4ehTBE IR B T, N
AN 1AmLTT B i R 75 VA A s e SR AN R AT R BRI T B VA MRS 2 R I A R B T Y T R v
b N AR A AR A - 10 CHERE L0/ ST, DR L 38 L 40°C B 25 TR 24 /N, 15 5
AR KRB VT AR R EL K i 1UC, 72 M6 208

[0281] S {51 35 136 il £ 45 21 1 4 i 5 S it 91 34 1 A s 2 A7 AH R BOAH AL XRPD ] 3
[0282]  SEJiif537

[0283]  HX5.02g(16.8mmol )Yk FaYT , NN 45mL HF 450 T FETk Jim 68 A VA fif s BN 2. 1 1g BRI
P&, NN OmL FR 50T R Tk i R PR VA A s R SR A T BRI R I R AT R VR 1
INA IR PV T RSB T A mE i, Wit 2 A A AT, 10°C e TR 3 7 B
50m1 B BT AWK, FiHE 304 B, ik B, IR S TR 24N, 15 BN R B VR B P VT 3R
fREL, =2 N6.81g.

[0284]  SEJiiif538

[0285]  HY5.02g(16.8mmol) K& IHYT , IIAN90mL 2, B i i s VA i s B3 . Og BRI R , I
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16mL % J 788 FE VA A s TR S8R S R BRH IR 1K) £ B VA MR G 123 TN A IR B 00V T 1 O BV WL
Hh I R A [ AT L 50 CRETRR LA BN 20m] Z B, Bkt 40938, 1 €, 40°C
B TR 247N, 43 B AR B VRS U T BRI £5 , 7 B N6 . 538

[0286]  sKjifi {539

[0287]  HY5.01g(16.8mmol ) ¥R % YT , I AN60mL 2, & 57 7 I i b 7= VA At s B3 . 21 g BR IR
TN 10mL 2, B8 7 A 15 i b 75 VA A s B 561 K BRI ER 1Y) £ 1R e TR BB VA T G 18 0 i 22 YK
BVOT B 0 e N BRI, g nad R d A AR AT 20 T B3/ i) 5, 9 i 3, 40°C
FLAS TR 24N L 158 B AR IR PU T BRIAIR EL 1 fn 2 S, 7= N6 T4g.

[0288]  1ZyRKA% VO VT R IR £h 1 i 28 SR XS 2k R ATH EIAE20 M1 JEH5.0£0.2° \11.4 %
0.2°.13.510.2°,18.2+0.2°.,20.7+0.2° f127.2+0.2° kb B A RRfE U4 .

[0289]  SEjiif540

[0290]  HY5.00g(16.8mmol )IRFPEYT , NN T75mL B B i 48 7= VA M - B 2. 30 BEIAMS , I
1 2mlL P B 88 PR VA A s TR SRR S R B IR 1) FR B A TR G 12 N A IR PRV T Y R BV W
NI R R A TE AR T L 50 CHERE LN IS g R B8, 40°C 3 S g 24/, 45 B A K
HYR S PEYT BRIAEE £R 1 8 2LS, 7= 5 N6 . 84g.

[0291]  SEjfiffi41

[0202]  HY5.01g(16.8mmol)JRAF PYTT , N AA00mL IE P A f B 75 ¥4 g 5 BX 2 . 8T g BR IR , T
A 14mLIE PEg Jo 88 P I A s TR 25 AF T 5 1 R EA R 1) 1F B e i VR 22 15 g I 22 IR 2 v T | I
BEBEIATR A, 5 D0k A g A AT Y, = N R L0/ JE i UE , 40°C 1S T 24/
INf, 43 B AR B IR VU YT BRI G £5 1 i LS, 7 & 6. 02,

[0203] S5 40 A4 1 il 4545 2N 1 4 it 5 S 5] 39 A A8 it L A AH [ BROAHALA XRPD ] 3% o
[0294]  sEjiffh42

[0295]  EX5.01g(16.8mmol )ykE FiyT , INA200mL T FR Ji5 68 75 VA fift s B2 . 94.g %] B ik 2 Tk
&, NN 16mL7] B J 68 75 VA A s Bib 2R T R o) B DR R 1 T VA MR G N R o & YRS v
TTH T BRVE W, st R e o AR Y, 10°CHE T 22 VA7, B 40m] T B, k104
B, I8, IR S TR 24N, 15 B AR R B VRS PR TN R ORISR L, P BN T L 5lg.
[0296]  SEjiif5i43

[0297]  HY5.02g(16.8mmol )yR ¥ PHYT , I N60mL 2. B8 2. Bis Ji 68 5 VA i 5 B3 . 8 tef FR 3k 2 ik
Bg, IO 10mLZ PR 0 B J o8 PR VA A s TR 26 AR T 0 FR ORI R 1Y) £ 1R L BBV VB2 120 TN
IR VUTT I R BRI W W i 7 b oA AT 1, 50 ClETBR £ 7], F A 40ml Z
BR L BG, B FE20 43 %f , 1L 38, 40°C H 25 T8 24/ N, 43 B A R W R VR TG 7T 6] FR S DR TR &
FEENT. 33,

[0298]  SEjifhi44

[0299]  HY5.03g(16.8mmol ) VK% PuYT , I N75mL B Jo b 75 VS Aid s B3 . 79g % R i R 8
DO 2mL R B o 68 P8 VA A s PR 2 AR o) FR R OR TR PR 1) P BV MR A 0 I & IR B T
1) R BV S W e A A A T AR T H S T RSN T, el R g, 40°C 1S 240
INf, 45 B AR BH IR P VT o6 B B OR R e b 1) G 84T, 7 &N T . 598

[0300] iR PH VT X FY il PR & o R0 T 1) X o3 2 K AR AVT 9 I AE20 A1 N800, 2° 1158
+0.2°.16.1+£0.2°.17.6%0.2°.20.0+0.2° F120.8+0.2° kb HL A H-fiFU .
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[0301]  SEjiif545

[0302]  HX5.00g(16.8mmol )yK % FHYT , I AN300mLIE ] B Ji5 68 75 VA fi B3 . 7 1g W) FR 3k Z e
P&, NN 12mLIE T B B PE VA s DOFR SR AT R0 AR R R PR ) 1T B VAR IS R I A R
B vyT i IR T VA I R A AT L 45 CH R LI S RIS 8, 40°C H A T
Fp 247N, 759 B AR B TR P VT R ORI #h K m U T, 77 M6 308

[0303]  sLjifif546

[0304]  EX5.01g(16.8mmol )yR#PYT , NN 350mL FF A T F Mk f b 7= VA i s BXG . 74g X
SRR 0N 1 8mL FF AU T B T0E S B8 PR VA M s TR SR AR K FR DR R ) R R AT
Tk V25 ¥ 5 12 30 I 22 YR 5 P YT )RR ST TRV R, I R R A AT - 10°C iR 10
AN S PO, 40 C S T 24/ N, 45 2 AR S BHIR R VA VTN R R R R ) g T,
EH6.02g.

[0305] S jie {545 FH46 il £ 45 2N 1 A i 5 St 91 44 1 A i B A AH R B AL XRPD ] 3
[0306]  SEjif5i47

[0307]  HY5.01g(16.8mmol ) IR FGYT , N 7omL R B J 8 75 VA B3 . 9T @ e SURTHTR , fl
N1 6mL FF B i B FE VA A s PR SR AT R SR IR 1) FR BV VR 2 12 i I 2 IR VL T |
BV, W Ik B g [ AR BT S, L0CRE T-BR 23 4], BN 40m] FEE , FiHE 104, 1
U8, I H TR 24/ AR B AR B IR RV T W SORTE R, 7 BN T .89

[0308]  SEjifiif5148

[0309]  HX5.02g(16.8mmol) ¥k FGYT , I 150mL 2 B% J 68 75 VA i 5 B4 . 00g % Sl IR i R
TN 10mL 2B o 8 75 VA s DA AR R T 5 0 SRR IR 1Y) 2 BV W A2 i N 22 IR B VT 1Y
LB, T AR A A AT L 50°CHETRR LA A, BN 40m L 2, B , Fi 20 58, it
U8, 40°CH A TR 247NN, 43 B AR B VRS UV T A SUORTE R £ , 77 247608

[0310]  sEjifif549

[0311]  EX5.03g(16.8mmol ) ¥R& WG] , NN 100mL A Bl J& i 75 VA A 5 RS . 22 % SR iR
TN L 2mL 7R i J 8 70 A A s DEFR 25 R T 5 0o SR T IR 1) T IV o N ¥ n 22 IR B 7T 1
PR B TR S T I R A AR BT, R SRS/ e ik 8, 40°C B A TR 240N
I, 45 B AR 2 B IR 5 08 7T 0 S R F ER 1) S 2R Ch, 72 EN7 . 01 g

[0312]  iZ KB VG VT 6 S AT IR £k 5 1 Ch ) X B 20 8 R AT ST I fE20 N 15.7£0.2°
16.240.2°.17.740.2°.,20.0£0.2°.22.7£0.2° F123.1£0.2° kb HL A E-fiFI%

[0313]  SEJiif550

[0314]  EX5.00g(16.8mmol ) VK PHTT, INAN450mLZ. 1R 2. B JobA 7S VA iR s BXG . 0 1 g W 5 2K T
BE, IO 10mLZ PR £ B J 8 PR VA A s TR 25 1F T R SURTRR (1) £ 12 BT R 2= 18 D 2
IRE VUV B CBR S BRI TR R W I R o [ A4 B H 5 30°CHeE: L/ 5, gk i 98, 40°C =
25 TR 24/ NI, A5 B A & B VR S PG 7T A S SRR R £ 1 S UCh, PR B N6 1l g,

[0315]  SEjifhi51

[0316]  HX5.01g(16.8mmol )JK#r FGYT , I NSOmL S TA B% o b 75 VA iR 5 X6 . 43g W & ORI R
TN 1 8mL 57 P % Ji5 768 7 Y e s B PE 26 A, W 0 G AT IR 110 S TR B2 VA VR G 12 0 I 22 YR 5
VTR ST B B INEL A2 Fh A [ AT - 10°CHeRE 10/ I, 98 38, 40°C B T
247N 45 BIAR VR P06 SRR R #h 1 i U Ch, 7 & 96 98¢
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[0317]  SLja 550 A5 1 il 4545 21 1 4 it 5 S 4 A 9O A8 ot L A AH [ B ALL XRPD I 3
[0318]  SEjifii {452

[0319]  EX5.01g(16.8mmol )yK#EPHyT , I 75mL 2 B o 8 s Vs fidt s B4 . 26g 20 TR, I\
16mL % Ji 768 75 VA s TR SRR 0 & IR 1) < BE VA TS W I 22 TR TRV T I S BV
TR sk AR A A T AR AT Y 10O TR 2538 71, NN 40m 2B, 104 81, ik v, =
R T4/ AF BA R B IR B VYT < TR L, 7 8N T . 90g.

[0320]  SEjiifsi53

[0321]  ER5.02g(16.8mmol ) YR& FEYT , I 150mLIE T B bl 7= VA filt  BL5 . 01g 2, —hifi iR
TN TOmLIE T % i 68 75 VA A s BEPE 24 R 0 2 IR IE T BV R 18 W N 2 R B vy T
() TE T By R, 8 03 B A A [ A4 L 50°C e TR £ 1A 71, B N40m] IF T B, $it $£:20
A3 h, 308, 40 CE A T 24/ A BIA K B IR B VYT £ iR sk, 7 B N7 . 658,

[0322]  SEjifhi54

[0323]  EX5.03g(16.8mmol) ¥k FGYT , INN90mL 2, B2 5 T4 6 i o8 7= A fidt s B4 . 00g 2, Tk
BB T, I 12mL £ 18 5 PR R I 88 PR VA A s e 26 AF T o & IR I £ 1R 7 TR BB IB W 22 12
TN Z IR PHYT (M 0 S A BT W, W o R p A7 [ AR AT, S8 Bk 3/ I, I8
P8, 40°CEH T TR 24/ N, 13 B AR IR B UYT £ iR R 10 R TUE , 7 BN . 238

[0324]  ZIRE VUVT & T PR £k af BUE B XS 2 RATHT I AE20 9 3.7+20.2° (4.4 £
0.2°.16.940.2°.18.7+0.2°,19.7+0.2° f120.4+0. 2° &b B A ERfFU .

[0325]  SEjiif4i55

[0326]  HY5.00g(16.8mmol )JKE Py, i\ 150mL B f e 7o VA A s B3 . 33g £ T 1% ,
N 10mL A i Ji 368 75 VA A s TR 2R A TR 5 1 0 TR IR 1 T ) Y VR 0% 12 3 TN A8 YR 8 U YT %) TR D
AW, NI R R A AT 40°CHERE LN IS 98 R 38, 40°C B 25 T8 24 /i), 73 3]
AR IR TGTT 2 TR PRER I S UE , 7= 2 N6, 79g

[0327]  sKJifif4]56

[0328]  HY5.01g(16.8mmol)YREPHYT , I N200mL ] i & #8 mo VA il s BX3 . 458 2 TR , Jin
N 15mL T J 6 7R VA A s RS TR S 1 2 RER 1K T B VA VR R M N A IR R YT 1 T R
TR W I R A AR AT L 20 CHEFELO/NI 5 5 980 38, 40°C 28 )24/ M), 45 3]
AR IIRE PUYT 2 i ER R 1) SR 2UE , 7= B N6 . 29g

[0320] S ji {655 A156 il £ 45 2N 1 A i 5 S it 491 54 A% i B A7 AH R B AL XRPD ] 3
[0330]  SEjifhi57

[0331]  EX5.01g(16.8mmol )JK#r #GyT , I 100mL B 45T FE Mk J b 7= VA i B2 . 67 ga—if
TR, RN 16mL R AT B0k f R PR VA A s PR A F T A o R ) R T B TR
VRGNS 0 R U0 VT I R T WAV I A A AR T Y 10°C R TBR £
U BN A0m ] B 50T 2ETE , B hE 1040 B, 198, B E 2 TR 24/, 15 B R B (IR &
PEYT a— —FREh , R RN T . 328,

[0332]  SEJiif4i58

[0333]  EX5.00g(16.8mmol )k HiyT , AN 380mLIE T B & 8 75 VA 5 B 2. 50ga—Hi % —
&, NN 1OmLIE T B i A5 VA s Dbk sf A1 5 Ma—BR e — BRI 1E T BEVE R 22 18 0 I Ik
PEYT IR T BV, R a2 v A A4 Bt 50°CRie TRk 9 7, B 40m 1 1E T FE , 3
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2048, 198, 40°CEH 2 T8 24 /0], 45 B AR B B9 IS 0 VT a— B 3 R Eh , 77 & A
6.89g.

[0334]  SEjii 459

[0335]  H5.03g(16.8mmol ) ¥k FayT , I AN60mLZ R 2. T Ji 8 75 VA iR s B3 . 34ga—H & —
&, IIN12m . BR . T Ji R 75 VA A s TR 264 T ol I PRI 418 . BRIE W ZANZ i i &2
IRE VT B IR S BV W ek R o A4 B HY S 22 0 N s /NN 5 0 3, 40°C
B TR 247N, 43 BIA R IR PO YT a3 PR ER 1 A UG, 7= B N6 T4g.

[0336]  1ZyR A% VO VT a— 3 — 1R #h i AU GI X i 2 ¥y R AT S P AE20 F B8 94 .4+20.2° (11,3
+0.2°.12.840.2°,16.5%0.2°.20.8+0.2° Fl121.4+0.2° kb ELA HE-fFU .

[0337]  SEjiif560

[0338]  HY5.00g(16.8mmol ) ¥kE PhYT , I\ 150mL A B Jim #8 75 V5 i B3 . 02ga—fi I — 2 ,
DN LOmL P ) J 8 P VA AR s 1 e 25 AT T 5 R R 3G — TR %) TR B R 2 12 o D 2 IR B VT 1
PIBRE A T LR A AR AT, 35°CHERE LN & 5 I 1 98 , 40 C B 25 1§ 24/ NF
BB A S B R B 97T o I — ER Eh B LG, PR N6 . 258

[0339]  SEjfiffi61

[0340]  HY5.01g(16.8mmol )JRKE FHYT, NN 380mL 1F B4 i A s VA i B4 . 87 ga il [k —
&, DO\ 15mLIE BEbE fo 8 A iA A s Pbk sf A1 5 M a—B I — BRI 1E B GeIE VR 22 12 I =ik B
P YT B 1E BEGEFE W, W Nk 7 b A AT H 10 CHEREA8/IN Ji5 » Tk R L 38, 40°C B 25 T
Bp24/Nmf 15 B A B IR YT oI IR R B A LG, R s N6 . g,

[0341]  SLja 560 A6 1 il 2515 2N 1 4 it 5 S 4] 59 B A8 ot L A AH [ B LA XRPD I 3
[0342]  SEjii 562

[0343]  HX5.01g(16.8mmol )yR P YT , I N75mL B o #E 7= Vi fidd s BR6 . 12g 1,525 TR,
BN 1 6mL FR B i 68 P VAR s B bR 4 T 08 1, 525 PRI FR VA VR 2 M8 I & YR & R T
) B B A R b, S Nt R v A [ AT HE S 10°CRE TR 25385, BN 20m 1 B %, 56 #E 1048,
T8, FIRE A TR 24/ A3 B R IR PEYT 1,528 R IRER , 2 & N11.01g.

[0344]  SEjiif563

[0345]  HY5.02g(16.8mmol )VRFPGYT , I\ 1 50mL 5 A B Ji 60 A VA i B4 . 18g1 , 525 ik
&, DO\ 1 5mL 5 PR B Ji 88 PE VA A s IFE SR A T 1 1, 528 AR ¢ N B VA VR 212 N 22 vk
B Uy S A EE VAR I AR R A [ AR 50°C e TR A R, BN 40m] R A B
iFE2045 80, 1L 38, 40°C 23 T 24/, 15 BUA R B IR B P9 YT 1, 528 TR 3k, 72 =E0h
10.55g.

[0346]  SLjiifh64

[0347]  HX5.01g(16.8mmol )YR#FPYT , MIAN60mL ] i f& #a 75 V5 fiF  BX5 . 57, 5-25 hifg
TN 2mL T B 5 8 P VA A s PR bR A tE T L 1, 5-25 BRI T BRVA M 18 N B IR B 77T
()T BRI S 3 ek A A A AR T H S T RS /NI T kR I U, 40°C 1S 240
I, BB AR BHIR B P YT 1,528 —REERER 1 S RN, P2 EM10. 49g

[0348]  ZIRE PEVT 1,525 TR h i UNIU X5 ot RAT W AR 20 f1 B R13.1£0.2°
14.44+0.2°.15.940.2°,18.0+0.2°.18.90.2° F123.4 0. 2° kb EL A ErfiF I

[0349]  SEJii 565
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[0350]  HY5.00g(16.8mmol )VRFPEYT , I ANA50mLZ. 8 2, B8 o #8 75 VA fidd B8 . 01g1 , 5h—25
TEAPR , NN 10mL 282 £ T8 Jo R FE VA AR s T PR A A1 R 1 1, 528 AR (1) £ 1R & BRIE IR BN 7
INZIREVRITT I LR SRR, W I B e A AT, 40°C R LN 5, 9803 38 , 40
CEZ T4/ 8 BIA R B RS 6T 1,528 AR R 10 S 70N, 7= 8 N9 . 87g.

[0351]  sKJifif566

[0352]  ER5.01g(16.8mmol )YR#EFGTT , I 380mLIE BEke Ji ith 75 VA A s B9 . 11g1, 528 Tl
B2, NN 8mLIE BEe J 8 75 VA i s 1R 2 A1 1 1, 528 IR () 1E BRGE IR VR 2 15 N 42 0k
B YT I I BEGE VA T I R A AT L 20°C R T /NI S ORI 98, 40°C E A F
P24/ NI 1S B A K TR PR YT 1, 525 HEme Eh i SR BN, 77 410 06g.

[0353] S 5165 F1166 fill 45 2 1 A5E &t 55 STt 49 64 10 A2 &t A AR BUARABAR XRPD I 3
[0354] st f467

[0355]  HY5.01g(16.8mmol)JR#UGyT , M 100mL A JE AT 5 Wk i b s Y it 5 B4 . 10g2-28
TR PR , NN L6mL FR B0 T Ik i 68 P VA A s TR FR SR AF T, A 2- 2R TR 1) FF BB T BTk v v 2%
1SN Z IR VT I R SR T S REE VR P, i Nt P g [ AR AT 10°CRE TR 27577, 7
IINAOm] B B8 RUT Rk, P10 %, ohiE , 0 B 2 124 /N, 15 BIA R I IR B v YT
2-ZRTHIR L, 7 2 N8 . 42g.

[0356]  sKjifi {568

[0357]  EX5.00g(16.8mmol) ¥k FGyT , I 150mL IE T 1 i B8 75 VA fift s BX6 . 1 3g2- 25 i R
TN 1OmLIE T B ) 68 75 VA s TR F 1 L 5 225 BRIV IE T B VA VR 218 0 I 2 YR % v YT
(K TE T By b, T 3 B b A [ A4 b L 50°C i TR 2 1A ), BN 30m1 IF T B, $i FE20
A8, 1 U8, 40°CE A TR 24/ N 45 BIAR B IR B 00T 2- 28T R £h , 77 2 48 30g.
[0358]  sKjifi {469

[0359]  HY5.03g(16.8mmol ) ¥R % YT , I AN60ML 2.2 £, 6 i i 75 Y il s B3 . 48g 225 T i
TN 12mZ, R 2. T8 J 8 75 Vs e s TR 26 AF 1 5 45 2 - 2R IR V) 20 1R 2. Bs Vi v N8 i I 22 YR % v
TR BV S R v A T A =38 T HEFE3 /N 5, DR 1 98, 40°C 2= F
B 24/ NI A5 B AR IR 16T 2- 28R IR £ 1) 78UNa, 77 B 8. 362

[0360]  1ZyRK 4% VG VT 2- 251k 1 £k it RUNa g X 280k AR AT I 72260 F1 /8 6.4 20,27 . 12.7 %
0.2°.18.610.2°.19.7+0.2°.,20.0+0.2° f124.4+0.2° kb B A RREUE .

[0361]  sLJfHi70

[0362]  HY5.00g(16.8mmol )IREr FYT, AN 150mL A A i 6 75 VAL 5 B4 . 18g 2— 2T R , A
N 10mL 7 B S 368 75 VA AR s SRS 1F N 08 225 R IR 1) T I Y 4 12 3 N 8 YR YT 1 T B
IR T R A AR 30°CHERE LN S, WU I U8, 40°C E 2 T 24/, 15 3]
AR WK UYT 2-ZE AR 2h (1) i ZNa, 7= B N8 . 01 g

[0363]  sLjifafs71

[0364] HX5.01g(16.8mmol )JK%E PHYT , I AN450mL 2 B2 2. 15 i b 75 VA MR s B4 01 g2 25 Tk
B2, INN15mLZ R B8 o 8 P VA e s TR SR AR T 45 2- 2R IR 1) 1R BBV TR R 12 I 22 0Kk
BT G BR CBRvE A, W o R o A ATt 10°CHe R 16/ i, Jk R 3t 98, 40°C &
2 TR 24N S BIA R VRS TG T 2- 28 PR 2R 1 i ZBINa, 77 BN T . 84

[0365] K {57017 1 il £ 43 2N 1 A &t -5 St 9 6 9 () A ot B A7 A R BUAHABARY XRPD ] 3%
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[0366]  SLjiffi {5172

[0367]  HX5.01g(16.8mmol )YRFFEYT , I NT5mL L B o #a 75 V5 fidd s B3 . 45g3-F4 3k —2- 25
&, TN 16mL 2 % I 68 F5 VA s T PR 26 10 T 1 3- R k-2 - ZE R IR 1Y) £ B VA T A8 I N 22 YK
B UUTT I CBEE R R I R A A A BT, 10°CRlg TR K377, B 40ml & B , Bt
10438, i 98, &R LA TR 24/ NN, 13 2R R B VRS 08T 3-F 22— R L, P BN
6.90g.

[0368]  SLjiffsi73

[0369]  EX5.02g(16.8mmol )yK# FYT , i 200mL FF JF ] F Ik i bt 75 v i BR6 . 0132
Fe-2-ZEHER , NN 10mL R 0T Bk i 88 PE VA A s iR SR AR B 3 Bk 2 IR ) R
BT SRR MR NS T N A R VT I B BT SRRV VR o R vh o A AT L 50°C
FETBR Z V7], BN A0m ] B B 50T LMk, Bt b 20381, 1 98, 40°C E 25 T 24/ i), 15 B A
R BIRE Y] 35— 2- KRR, /8 N6. Tlg.

[0370]  SEjifh74

[0371]  EX5.02g(16.8mmol ) iK% FH7T , I AN450mL 2, B8 5 A G o il 75 VA /R s B3 . 153 -2
H-2-ZEHER , NN 2mL 2, B8 57 TR TR o R 75 Vs s TR 2 AF 1 8 3R -2 -2 R IR I 1R 57
P BE VA T AR T N IR B P8V T 19 1R S TR RV v i A2 rp o AR BTt =08 P43
ANBS S PR I 8, A0 C B A TR 24/ N, A3 BIA R BIR B YT 3-8 -2 - ZE IR #h Y i 28
H, 7 & 6.29g.

[0372]  Z IR VU] 3-Fa k-2 25 FR G &b i U HI X5 Bk RAT S BRI AE20 11 .8 &
0.2°.15.2+0.2°.16.9%0.2°,17.81+0.2° ,18.5+0.2° f121.4+0.2° &b B HF1iFI4
[0373]  SEJif575

[0374]  HY5.00g(16.8mmol )yK# FUYT , N A8OmL A HR Ji5 ik 75 ¥4 il s BX5 . 00g3—Fadk —2-Z5
B8 , NN 10mLTA R J 768 P5 VA A s Pk 2 A0 T 5 1 3-8 Jik -2 25 FR R 1) TR ) VYR 2 18 3 Jim 22 YR
B UG yT I B S D0 R A A T A BT H S 30°CHERE LN & 5 9 R L€ , 40 C 25 T
24/ NI, A5 B R W VR B G YT 3-F8 -2 25 FE R £ 11 i 7RUH, 7 B 6 . 59g.

[0375]  SEjiifs76

[0376]  HY5.01g(16.8mmol)¥R%E PHYT , I ANS00mL IE B4t J 8 75 VA i - BR6 . 28g3— ¥4 -2
ZEHER, I\ 16mL IE BEbT fo b8 A5 VA AR s B S A1 T, B 3 -2 IR ) 1E P S Vs TR 42 12
IR R VT B R PE ST AR i R e A AR AT L 5 CHERE L0/ S 980 U, 40
CEZ T4/ N 13BN A K VR B 05 7T 3-#2 3 —2- 25 g &b (1) 54 BUH, 72 B N6 . 21 g,

[0377] S5 75 076 il £ 45 2N 5 A i 5 St 9 74 1 A B A AH R B AL XRPD ] 3
[0378]  SEJifs77

[0379]  EX5.01g(16.8mmol )YR#FFGYT , TN T5ML L B Ji 68 75 VA fif s B3 . 45g | - #4225 Hf
&, TN 16mL 2 B I 68 75 VA s B FR 2610 1 B 1 -k -2 - ZE R IR 1Y) L B VA T A2 i N 2 iR
BT CBEVE R W R A T AT, 10°CRlgTRR 38 7, B 40mL 2 B , Bt
L0538, 3 3, IR H 8 TR 24/ NN AT B KR B IR 10T 1 -F2 B -2- L R &L, 77 &K
6.91g.

[0380]  SEJiiif578

[0381]  HY5.02g(16.8mmol )YR#FFEYT , I AN60mL ] M f #A 75 V5 fidd s B4 . 16g 1 -F1 3k —2-25

32



CN 104736526 B W OB B 30,/40 7

R, NN LOmL ] B Jis B S VA A s I RE 2R A T R LR -2 -ZE R I E T BRI B W N &
IR EUYT T BRVE b W i A v oA [ At 31°CHRHBR K950, B A 40mL ] R , 4
FE209 81, 1 38, 40 CEH T TR 24/ N AF BIUA R B HIRE B0YT 1 - B -2-Z IR L, 7 &0k
6.80g.

[0382]  sKJifif579

[0383]  HY5.03g(16.8mmol )yK&E FHY], I N450mL 2, R 5 TR B Jim 8 i VA i 5 B3 . 23g1-3%
He-2-ZEH IR, INN12mL £ B8 7 TR B J R 75 VA i s TR 26 AF T 8 1R 2 - R I TR S+
PIBEVE WSR2 0 I 2 TR B 0T I 1R e TR RV VR W nat R vh o AR AT H , 230 a4
/NI S PR I 8, 40 CH S TR 24/ NN L 15 BIAR R BHIR S PYT 1 - 2t 225 IR £h 11 ot Y
Hy, 7= & N6.52g.

[0384]  {Z IR VUV] 1 -F2 5L -2 2% HE IR &h i B Hy I XU 88y RAT YT I AE20 I E M6 1 £
0.2°.7.2£0.2°,11.240.2°,14.3%+0.2°,18.940.2° f122.440.2° &b B A $1iF 14,
[0385]  SEJiii {580

[0386]  HY5.00g(16.8mmol ) IRk FHYT , AN 250mL R FE AT FE Mk 8 5 VA i B4 . 01152
Fe-2-ZEHIR , NN 10mL R BT Bk o 88 P VA A s R SR A R L B 2 IR R
BT TRV VR 12 5 00 2 VR VAT I R BT BRI R R I B A T A AT, 40°C
P LN T PR U8, 40°C = S 824/ NN L 15 B A & VR VYT 1 - R —2- R IR Eh 1
i M Hy , 7= 546, 48g.

[0387]  SEjiif5181

[0388]  EY5.01g(16.8mmol)¥kE FHYT , N AS00mLIE Pkt J5 A 7= VA iR ; BX4 . 81g1-#E -2~
ZERER , NN 16mL IE BT Jo ke 7 VA AR s bk o A T B L R -2 R IR 1 PE e v TR 22 1%
I 2R VO YT (0 I BEBEIE VR W I R A AR AT L LOCHEHE36 /N i, 98 g
40°CHEHZ TR24/N , 15 BIA R IR B 6T 1R -2- 28 IR L 11 & M Hy , 7 & N6 . 39¢g.
[0389]  SE {580 FNS 1 fill £ 43 2| (1) A5 it 5 Sl 5] 7 O ) A4 it B A7 AH [R] SSCAH B XRPDIET 3
[0390]  SEjiif5i82

[0391]  EX5.01g(16.8mmol )JRE F4yT , INNT75mL 2 B% J 68 75 VA il s BR2 . 18g 2 R , I
16mL B J 388 F5 VA A s TR S8R 5 5 & IR I L BV TS 12 i IN A2 IR PR YT 1 O BV W
D R R A AT S LOCCHE T FR 29855, BN 40m] B, i FE 104 B, 1 98, =i
A4/ 15 B AR IR B VY] & £k, 7 & N6 .51,

[0392]  SEJiif583

[0393]  HY5.02g(16.8mmol )IR# FYT , I\ 150mL 5 7R B b P A < B L . 77 2 %,
N 10mL 7 TR 2 /5 88 P VA i s TR 25 1F T 5 48 & IR I S A BV VR B2 1 R T 28 IR B VL T 1) S
PIBEE R S T Ik R AR A A AT Y, 50°CRE 155 2533 77, B I N 40m 1 ¢ A B , #5255 Bt
I8, 40°CEH S TR 24/ N, 13 BIIAK IR 00T & R £h, 7 & 9639

[0394]  SEjif584

[0395]  HY5.03g(16.8mmol )JK & PHYT , I AN450mL 2, B2 57 74 B J b 75 V5 i s B2 . 36g 2 —
&, IO\ 12mL 20 PR S DA IR I B8 P VA A s B SR AT 1 & TR IV & TR S TR RV VR 2 12 o 2
IR VU] B S e TR BR AW R sk A o A7 [ 44t 38T 3R 3/ I, 8 i 5 40
CEZ T4/ AFBIAK IR VETT 4 R B 820, 7 & N6 338,
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[0396]  ZIRE VLVT & R Eh i U OB X5 b RAT i I AE20 1/ 93.6+0.2° ,10. 4+

0.2°.11.940.2°.14.740.2°,19.2+0.2° F120.7+0. 2° &b B A ERfF U .

[0397]  SEJiif5185

[0398]  HX5.00g(16.8mmol )YR&E FEYT , N 100mL 7 B b 75 VA i s BX L . 5lg 2 “FRE T,

TN LOmL P il J 6 7 A A s AR 26 1R T 5 1 20 R 140 TR s v 9 1 ¥ n 22 R 8% 0 7T 1 TR

TV NI R A AR BT 32°C R R LN S, 980 i U8, 40 CH 28 g 24 /N, 15 3]

AR IRB U] 2 B ER I 10, 72 546 . 31 g,

[0399]  SLjii {586

[0400]  EX5.01g(16.8mmol)JR#FGYT , I 200mL 50 T Mk fo b 7= VA fil s B2 . 20g 2, —

&, DO\ 1omL R B0 MK Fo b 75 VA s T FE A F T 0 4 IR R LT B RRVA TR S

TNA IR PUYT I AR BT SRRy v W o R vh A W A A L 8 C e 107N i, R 3

U8, 40°C H B TR 247N, A5 B AR BHUR G 18T 4 R ER M 6R 840, 77 & N6 . 21 8.

[0401] S {5185 FIIS6 fhill 45 2| (1 A5 it 15 St 49 84 140 A58 it B A7 AH R SCAHABA R XRPDIE 3

[0402]  SEJif587

Nmﬂ H S it 461 2 2 1) 4% A BH il 46 I IR B 99T SUR R 3L T T B VA A & M i ik 12. 5,70
24/ A RS A3 BIIR B PETT SR IR 2R 10. 88

[0404] S 461188

[0405]  Hf-5%f A BHIR A PO VT PR R Eh 10 d AR 5 O F1IR B 0T SRR SR W BAR A&, 1#E4T

FasE Ve v 4 SEIR MMV PR ) PR RELL 3¢, 45 SR L3R 2.

[0406]  FTidRa s M35 4 SEO0 A - 4 A AR 5 (250mg ) 1) St 514 il 4 1 AR R BHIR B v T 2

SRR SR 1 it A S ] 4 4 2 61 6 IR U TT SR R Eh B AR B AR i, 49 0 BT 3mL K £ BEEK

I T S BT, B AE S B BOK 3 TR VE I A B, ZE IR B 0 C 4k A T H R TR ) »

FTXRPDFRAE o

[0407]  Fr iR g VE bU #4230 3 DV ST W B il 2R M5RAT 5 B 20 %6 ~80 %6 AHRAF IR B Y [H 4

1) B &R

[0408] 2 HH A4 5 L SN e A4 ) P B bL e &5 1

[0409]

LTS REIMREFER RIR A PeAE
E 4ot AA BT .
EeEhi p & OEBT. pREFEALNARMSEHERAKY 0.60%

RERE, B RAHTARLA B

o \ @60°CTF, B iAo KR ML LEERAKT
AKRREEIT E4 A%, pRABEARLADE, 0.28%
FREBEMNIK '

[0410]  HiyR245 R ] - M I A€ PR 38 4+ SE 06, /£ BB 0 CAAF T, S AN IR 17T A
TR IR ER B AR AIA 5 W A TR 05T~ R R o it AR AE L BOK P 58 4 5, XRPDR B, EL 560
FROR A DU TT SR IR <t B 1 56 4 8 A% IO A TR 00 9T - VIR IR £ (0 i A, U B A ]
TR PGTT P 2R IR Fh 10 AR P R TR S 06T SRR £R.B R MR S € - 183 20 %6 ~80 %6 A XTHE
JE VSR A R R B3, AT DA HH AR D PR R A DA 7T~ SR R ik A P W T PR 2 R B i
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PRI BT TR /N

[0411]  SEJH5189

[0412] b A I AR PO VT SR IR £ 5 PR B VA AL« B AR & I R B 0 7T SR IR 6
SN BE VA A W5 A A5 BRI PO VT SR IR £ 5 O Fn iR & VO VT S IR R $hik AT HPLCAE
JERIEL 352

[0413] B {A#AEWT -

[0414]  Z:RRHIAAIL, & 1 O RIS PUYT SR B R PR HEAE &, B 2 5 1.2
[0415]  ZHASZHEH22, DL FORRE S L 228 JEORE, il & T AR IR 10 VT S0IR IR #h 57 TR
AR AR, PRRL = RE S R G5 R34

[0416]  Z:RESLHEMHI8T , 45 FIAFE S 3 AFAL IR B VHIT SR IR &L, IR MIRE M R 5
5h.6;

[0417] 43 S HRAE i1 ~62)5mg , BEATHPLCAE FE RGN, 45 S WL 3R3.

[0418] &3 HPLCZEJFEL B4 3

Bahs BRAERESE (%) FathE (%)
1 0.37 99.63
2 0.19 99.71
[0419] 3 Rtk 100.0
4 RAL 100.0
5 b 100.0
6 e o 100.0

[0420] PRy R 345 R Al - TR VRS DU VT SRR S A i 20 BEAR AR, B K 2% 3 BT 5 s
2 C R RR B DU 7T SR R ER A AL D AR S W R R G 9T VR IR S PR e Y 7R A 54
A AL TR PO YT SRR R 5 » R I R K 2R ARG AL AR B T 10096 , 3R 45 1 i
ST o U B < ST AR e B IR RO T T ST A I IR AL S R AR RES IR 5
AT PU 7T SRR FRAE P (1 B R B 2%, W AR e (M AR 2 1 AR BF RO AE

[o421]  sEZjf5190

[0422]  ffil & DAAS A B AR R 00 7T~ SR IR 6 AR 9 25 03 1R R 7 O S 791, AR B
FLE150mg , &5 11 3mg iR E PHTT - F IR B £ it Ak O 24 T 1 Omg IR B 14 7T) o BAKRC J7 R4
[0423]  RARCFEFIRCTT (10mgik 5 PhTT /HE)

BRA FEF (mg/ts)
AE WA RBRTGITELRER LK 113
[0424] 4B 68.7
2 A 66
R4 4

(04251 AZJ T (— JIRIRUE) () 1l 5 AL BRI T

[0426] 1) 5 BUERRK0T T50 % AR I 4L s Z B A b 46

[(0427) 246 F 3R IR UGYT 24 IR IR ot PARE 100 B 9 J- 5 FURE AN KSR IR 50 1 T 4
HRK 30 UM TR &1 Hh I8 , 3 20~ 40 B fifi ks, 4.

(04281 3)4 -1 Jr ok bt J 78 SR 2
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[0429]  SZjafsl91

(04301 ffll & DAAS 5 W PR TR G 7T~ SR IR il i AR N 25 0030 1 R 7 O S 77, AR N s
RLEE150mg , 522 . Tmg IR A5 PHTT - SR IR Hh it 1 O =4 T 20meg IR B 14 7T) o HARRC 7 WLARS5
[o431]  RSRZFEFIRCTT (20mgIREF 4TT /HL)

BRE AE (mg/)
AE ARSI ITF LB S Sk 22.7
[0432] FL4E 61.8
ERER 61.5
Roea 4

[0433] iZBEAIMHIELERUIT.

[0434]  iZHHEF (— JIROMUA) (1) il %4 S0 BRI F

[0435]  1)¥5 SR 4ERAK307A T 2 BE A h 4 H

[0436]  2)3% L3R iR s UG 7T SRR 2hiw ki 100 B i , 5 5 UM LK TE MR 41, 1 B 4k

FRK 30¥E W INNIR A4 v /il Bk, 3k 20~40 B 07 AL, 5

(04371 3)44T-Ji Jo ok BER s 7R IR 32

[0438]  sEjff§92-104

[0439]  ffil] & DA A BHIR 5 0 VT HoAth b B0 R 1Y) o B E R 2500 PR R 0 (1 R 71,

¥ N BERLE 150mg , 7 10mg B 20mg IR B Ph YT .

[0440]  FCT5 G017  RF S 190 ~ 91 Fh IR B B VT - S IR R £ i A4 4 o) 455 e A R B Al 4%

IR T T VIR R 6 A0 5 T T VA P 0 i A L LR D YT T PR 2 it LB L TR T T AR PR

LA C IR YT BRI TR £h i AU S YR B PO Y TON B R R PR £ o AR T LR 8 T N S R R

R A Ch IR PEYT & 1R #h d BUE IR B 0T T a3 IR Sk dn UG VIR VYT 1, 52k T

PR Eh AR RN YRS P YT 2- 251 R £6 i ZRUNa IR 5 YT 3R 2 —2-ZE R R A U H YR B YT 152
—2-ZEH R R R R Hy AR B 9 YT 20 R 3k 240, AT Al B v R B YT R R OR B E A

S 5190 ~9 LR B YT ¥ AR R S A ), A5 5 R S 78 A RN SE R 190 ~ 91 AT ,

[0441] B FEFIN il 4% 20 IR 5 5L 1190 ~ 9 L1y il & A0 IR AH ]

[0442] S f105

[0443] il & AA K B B IR s 0T 2 EUR IR 2k s A VB N 20 W0is M R0 1 1 37, RS s

H100mg, & 2. 8mgiK & FUVT A IR R EL dm AR (A Y T2 5mgiR & 87T ) « HAKFC 77 WL3R6 .

[0444] K64 FFIBCTT (2. 5mgIR B VYT / F)

R FE (mg/k)
AL RAATITF L E R 2.8
L% 48.6
F R 23.8
[0445] b A DR 3.4
7K 9.7
fkam 4R 18
RFEETRAEEN 2.7
A 0.7

(04461 32 7577 (— 3 RS 0 il & D R A0
[0447]  1)HF B3 PR v iT SR IR #h &k 443 100 B i , B8 15 R Be L 60 H G , HAx [ 4450 ke
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i

A B

o lbus

[0448]

[0449]
FEA 2 2N B AR ERBE VR A ) 50, DN s ok vh 32 2 1oy, B AR TR .
[0450]  SLjiEH1106
[0451]
FH100mg, 514, 2mgiR & 1U7T - EIR IR EL S AR (A2 T 12, omgiR & va7T ) o AR 7 WK 7.
[0452]  HT7EFIE A (12. 5mg/j’<*é?@ﬁ/)#)
B & (mg/k)
AE e AR T IT R B ik 14.2
L 38.2
EREs 23
[0453] B T Hibeg B 5 3.4
B 93
OB 17.8
KRR TR LEH 2.7
B R B4R 0.7
[0454] 1% 5 ) (— J3 #1420 BR AT
[0455]  1)# FiRiREILTTE AT
7 7k 80 H fifi o
[0456]  2)4& 3L i o (VR PR YT A

[0457]

S Y AN SR TR IR R VR A
SZiE 5107

il 5 LA AR R B I IR 0T SR IR h R AR 9 25 W03 T i o 1 7R R R
22 Tmg IR PUYT - EIR R Eh it Ak (A 24 T 20mg IR B v 7T ) « BARTL 77 W3R8,
FK8ERIE T (20mgIR & TEYT/ B

[0458]
[0459]

#H100mg,

[0460]

[0461]

[0462]
[0463]
[0464]

80 H i o

2) K 1 0 Ja IR 7T A

il 2 LAAS R B AR RS I 7T~ SR i it A A D 25 i PR 10 79 AR D B

SRR £ i A S FURE L RORVENT S T
W BERRAVAGAFINL /2 8 R AZ IR FR L 47 2 2 N fE IR &

SRR Eh AR 100 B i , il e R #5160 H

IR i i S FURRE L ORGE R S Tl
M KERR AL/ 2 8 i A IOR T S e R IR
3) MR RUREAEMEAR T TR Z K 2 AE3 % AR 13 T RIRE RO IN 540 L/ 2 B (K S IR
BT, P RURL T 25 e, B2 HL IR

LRV A

- ¥ FE (mg/h)
ALy RGEITE IR E KA 22.7
) 39.2
I 18.8
& T Hpetbefdx B8R 2.6
7 7.4
Mt E 13.7
RIEHE TR 540 2.4
ziﬁﬂ %fﬁ 0.6

ﬁ)# UH’J%’J%*@%%%ﬁﬁfﬁJlOSE’J%H%*@%ﬁH
S 51108
il 2 LAAS R B IR 0T SRR 3h AR A 9 25 W03 T R o 16 7R A B
H100mg, 722 . TmgIR & PHTT - EIR PR #h df A (A >4 T-20mg vk & 14V T ) « BARTC 77 K9
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A [ AR

HEAYER R LA
$9757 , F C AR R
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[0465] K9 FIFC 7 (20mgiR & vhyT/ F)

[0466]

[0467]
[0468]
[0469]

[0470]

[0471]

[0472]
[0473]
[0474]

[0475]

[0476]

[0477]
[0478]
[0479]

[0480]

B & (meglh)
AEPEERERITFELRE MK 22.7
HER 38.5
ERIEH 15
T 1ok eR 1R BR) 2.4
7.8 8.2
A 18.1
EX YL or 2.9
HGEL4E 04

2R R il 2 20 TR St 1] 1 06 1 1 4% 20 BRAHIFD

SE Tt 451109

1l 8% A R B R R YT~ SRR R i S AR A D 2 s PR (0 P ), RS N
H100mg, 7511 . 3mgiREF PHTT - FIR IR ER it A4 CHE 24 T 1 Omg IR B 47T o HAKBC 7 WK 10,
K107 FIFETT (10mgik #0477/ F)

B JAE (mg/k)
AZ R ASFITFAERY & 113
HEEE 43
ERES 19.6
¥ T ek b A 32
LB 8.4
PR 19.4
AT IR 3.1
AR R B4k 0.4

2 P 7RI %20 TR 55 SR 51 106K il 5 20 BRAHTA o

SEHEEI110

il 2 LAAS R B AR RS I 7T~ SR it A A 25 i PR 0 79 5 KA B
H100mg , &5 . Tmg IR B PU YT - IR BRER A4 CFH 2 T-Bmg IR B 07T ) o« BAKEC 7 AR 11,

R FIEC T (5mgiR & #8977/ )

B AE (mg/X )
AE ARG RS HITF EOE R & Sk 5.7
HE B 42.5
2R 25.8
B LA b e 3.2
7 83
mamigE 19.3
# P RRHA 3.1
AR NEBE4E 0.4

2R TR il 2 20 TR S 1 05 1) i 4% 25 BRAHIRD

SERHEH111

il % A R B R TR YT SRR IR ik i AR A DA 2 s PRl (0 1), RS N A
H100mg , 752 Smg IR & PU VT - IRkt Ak O =4 2. 5mg IR & 17T ) o« HARFC 7 WK 12,
RI2FAFIFTT (2. 5mgIR B 4YT/ 1)
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B FEE (mg/h)

AL P AREBITEE0RB B MK 2.8
HEEE 46.5

FORER 24

[0481] 5 LA 158 3.3
7K 52
g E 20.0

LA Y 3.0

NG BR4E 0.4

[0482] 3% F 7RI il 46 21 BRA5 SE T 51 1061 1l 4% 20 SRAHTH]

[o483]  SZjifsl112

[o484]  ffil & DA B AR R 00 7T ~F SR IR S AR AR N 25 03 T R 70 D e 770, KA 9 sk
H100mg , 754 . 5mg TR B PUTT - IR ERER A (HH S T Amg TR 07T ) o« BAREE 7 WK 13,

[0485] K135 FIECHT (AmgiR B VaTT /)

B FE (mg/¥)
ARPHESRTTFREERE A 45
[0486] T KB BE B 45 45.6
ERIEH 23.4
R4 3.1
[ 93
fRean i A 20.0
Lo487] BT A 30
IR R 4R 04

[0488] i F 7MY il 2% 20 B 55 STt 49 1 06 1) i) % 20 BRAHIF

[0489]  sCififsi113~125

[0490]  DAARJZ BHIR A5 0 VT HoAth 3hml v AL 1 i B AR R 2503 PR 231 77 2 BE S it
105~ 112077, FRA& N EE B 100mg, 4 75 2.5mg 12.5mg+ 20mg  20mg ~ 1 0mg < 5mg
2.5mgAmg KIIR B vEYT .

[0491]  TCJ5 IR K STt 5 105~ 1 1270 (VRS U T SR IR 6 o 44 73 Tl 45 450y A 2 B A
BT R B VO T IR TR Sh 1) 5 TR BV AR 70 it A TR VG 7T 2R T IR 6 B YR T VT AT TR
Ehem BRI C YRS P YT BRHTES Sk 7S YR P VT 0 B L DR R R AR A AU T VYRR G VT UK R R
R ALCh R TETT 2 A ER #h b BUE IR PEYT a— B — R R R UG IR B YT 1, 525 T
PR 6 i N YRS PO TT 2-Z5 T IR £h i AHNa IR B VT 3R A —2-Z R UH IR B VT 152
-0 2R HR R £ i R Uy AR B 67T 20 R Eh R 70, 50 7 FR TR PG YT I BE R s S it 1]
105~ 1129 7R 8 B9 YT B BE R & S AR, S EC 7+ B9 78 RIS 491105~ 1 129 (1) AHTA]
[0492] % B Z 511 il £ 20 B85 S 4611 05~ 11 21 il 2 2D BRAH I

[0493]  SEjiif5i126

(04941 il & DAAS W R0 IR 455 D VT - S IR Sk i A4 A R 2503 M R 23 1) 11 BRIV 8 711), JA:
NEFS0mL , 11 3mg IR PUYT P AR R £k &t A4 (A4 T-100mg iR & F9YT )

[0495]  [RIBEFIFIFC T WIF -

[0496] A IR B PUIT - SRR #h i 4 : 2. 2g (AH S T-2g IR B 4YT)

39



CN 104736526 B W OB B 37/40 B

[0497]  FHMH:8g

[0498]  HMyMxIR—%M:2¢g

[0499]  JEyH4&HEE:1.4g

[0500]  FffEH : 150mL

[0501] B K : ImL

[0502] 7K. fil7K £ 1000mL

[0503] 11 VR A2 50 il 2% S5 SRR

(05041 K AR A B KD IR 5 G 7T 2 S SRR £ it M - 5 FER B S MO IR — 4 JE v 4 P I SR 0
K FETREIR A TI7K 2 1000mLEI 15505

[0505]  SLjifhi127 ~139

(05061 il & DA A i W YR 25 16 T HoAth R0 5 2R 4 S 2 49 P i 4 140 10 ARV 80591 AR o e
JE50mL , 75 AH4 T 100mg IR & FUYT

[0507] P77 40F « S BRI 1 26 (9 TC J7 » 1 S 461 1 26 FH AR TR % P8 VT - S IR IR £h A 4 5
T i R AR R B )& R OR S T S IR R 1Y) S TR BV AR A A TR P VT DR T R S
BIRE VOVTAT IR IR £h i B C IR B DO VT BRI PR 36 it 28 S TR B U 7T 0 Y R OR e 1 56 2B T L IR
B Va7 A SRR £h R L Ch IR UETT 4 AR R R U E IR B 0 VT o R R ER UG IR
BT 1,528 R Eh SR TN IR B T VT 2- 25 IR o i TRUNa IR T 3R A2 H R
TUHIRB V7T 1 -F 5 -2- 25 R h B Hy YR 1Y T 2 R SR 210, B FL 5 iR & v T 1)
JEE IR 8 FISE it 5] 1 26 R B UG T 1140 16 R /R 2 A IH) , 250 7 R (138 78 751 RN S e 9] 1 26 0 (1)
FHIA] o

[0508] % [1 i vEd 2 71T il & 20 B 5 S it 191 1 26 1) i) % 20 BRAH I

[0509]  sEjifif51140

[0510]  HW AR i BH ] £ B VR U T~ S0 IR IR 6 1 i A4 ol 191 2 1) 2 (1) DR B VB VT S IR R £5.8
i MG 20 % AR 2 BHIR B U VT P SR 2R R AR I VR 5 0 VT S0 I IR Eh B A, 42 B S e 491
V05 T iERT I A S8 e AT i T R PRI L 32

[0511] S5 [ 25 ) 20 1O H “ DUWATR 77 B VA HH 2% AR a3EAT ¥ HE B I i 5 SR FH 2325, DA
900m1 (1) 7K AE R A 5L, IR JE3T°C, Pk 2 5T 505 /4B, 43 70 T 243 h L 10438 . 2043
B 4055 60 2 BT BXURESm L, BERERRE S FHZK AN A2 , HPLCI 5 85 (170 55 A R0 94 2, 22 1
A .

[0512]  ARAGUREARN R H, LAY B R AN AL TR, AR UE 5 — i B e M2
AR E Y o B AR LARNE L 7R HE B AE DGV HE B s A il 28 mT DU H < VR (015720 %6 AR
REHIR B POV T PR L h i R IR P VT LR R R B 44 ) 15 4 1) i B (A i B YR T
N SRR ER 1 AR TR VG VT AR R S B M) AL VA R AR T R, ST R E
ANFESE o AR HE SZHEBISS T A, LA IR B 10 VT IR IR Eh B A 7E L B BUK AR T, &
SE AL AR BOR AR R IR DAY T AR R R AR A DR 0L, B LRI U0 T R R £h B A
1 M JER i & S SRR AZ I, DA 20 BE SR A7 A8 T R AR S T A0, AT 7 i L E A Fa
5E o 1M AR B il 24 (R IR PR T - SR R o A WU B e A e L 75 ISR AR AN 2 B B S5 A
TR A LA DR I, A R W AT UR A VG 9T 2 S TR IR it A 3 A ] A i 751 (10 S 925 11
For T2 a1 AR TR 2

40



CN 104736526 B W OB B 38,/40 7

[0513]  SR14¥% th L ¢

[0514]
FEARARETIAREE | oo o | oA AR T EARGE
g .3k FEBTRRBED R | g o i B m 2 p Ak
MGt | R | ReEmaa | RE | RREREIE | oo T Raskaas
(mg/ml) (%) (mg/ml) (%%) (%)
2 0.00227 8.2 0.01312 40.1 0.00758 24.6
10 0.00432 15.5 0.02805 85.8 0.01726 56.1
20 0.00772 277 0.03002 91.8 0.02565 R34
40 0.01133 52.4 0.03166 96.8 0.02697 87.7
60 0.02786 100.0 0.03342 100.0 0.02786 100.0

[0515]  =ZjEf141

(05161 il & LA AR & BH () TR UG VT - S IR IR h it A A S 25 T TR 43 O G 8 1 7R o Ay
BT 100mg, 152 Smg IR VG VT P ER IR #6514 (FH 25 T2 omg iR B 9V T) o AR5 Wk

15,
[0517]  RI16ZER: A A7 (2. 5mgIRA& uyT/ F)
AR & (mg/h)
ALK ARG ITH e S Rk 2.8
£ 48.6
BATLHEE 33.5
Lo518] T Ttk dr B8 34
mah R 18
RBEETFEAETN 2.7
&ﬂé"&iéﬁ‘é 0.7

[0519]  ZZERE v 7RI (— 3 v ASE ) 1) il & A0 Bt h

[0520]  1)4% Lo yR % 07T 2P SRR £ AR L 100 E 57 , i g R Bk 60 H 77 , H A [ A4k
43 7380 H fifi

[0521]  2)¥& 3 f (IR POV T P AR R Eh i R VAL RN R A4 R U A 4R R &
A7 TLE I e B Al I P B RN A IO R B A 4 2 AN AR VR A WL IR B 35 50 IR A 35 50, D e Jok o
FHS TR E, KA.

[0522]  sEjiEfs142

[0523] il £ LAAS & BH IR B PO VT - SR IR #h v AR R N 29 W M B o0 R 2208 1) A% A
B E100mg, F11. 3mg IR B VT P 2R EL #h A (A4 T 10mg iR & VYT ) « BAR P 7 W&
16,

[0524] R 16228 A IEL /7 (10mgiR & vayT/ )

B RE (mg/h)
AEPGESET TR AB L&A 11.3
H AR 43
EARTHEE 28
[0525] % 2 A 32
e r 19.4
T A4 3.1
A IR B4R 0.4
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[0526]  iZZRBE A 7T fhill 4 20 R 5 S 5] 1 A1 1) il & 20 SR AHI]

[0527]  sLjffs143

[0528] il & LAAS A BH B YR B U0 VT 2P S IR IR #h e AR A 9 25 s VR R 3 I 2R 7 71 B A
4 100mg, 7722 Tmg iR B P4 VT 2 AU IR R 4k it 44 R T 20mg iR 5 YT ) o« AR 5 WL
17,

[0529]  R1742% A fIlC 77 (20mgiR B VYT / )

R RE (mg/h)
AE ARG ITF 088 8 bk 22.7
ER 39.2
ERFHEE 26.2
0530] B L Hoieh R B 2.6
B gEE 13.7
REETARHHEH 2.4
BERR4E 0.6

[0531] %R F I il 4% S IR 5 St 1) 1 41 1) 1l 4% 20 BB AHTAD

[0532]  sijiffsi144

[0533] R v M H P L 3556

(05341 HAR % B 1] 2% T SR 5 D VT 2 S R R 1 it A4 1] 4549 271 4 TR0 VR 5 VT LR IR 2B
i, F RSB 141 TR IEAT IR A SR S ATV R IO LR 3

[0535]  DA/K A H A BT, 3 ORI S 505 BN 3T°C L i HE 2 5638 5058 / 43 %
5 B0 57N TN 27N L6 /NI 128 BURE3m L, B R BURE S5 A ZK AR , HPLCI 5 45 1]
SRR SRR

[0536] 25 R anR 18, Al LE AN K IR B 07T 1 S IR IR $h 1) b AR 22 8 A 7AE L/INI) 3 H
14.3% , 6/ H58.5% , 1R B 0 VT S IR IR #h Bk A4 1 FAIAE0 . 5/NI ¥4 HH1850.0% , A B
BHIRBILG R, 5K 07T IR IR ShB AR ML , AR & BH IR P YT 2 SRR £h ) 1A
TS A AR, A BRSO

[0537] K187 HEHELL &L

ALK ii%”‘&:TiFé“miy%ﬁé‘:}n‘iéﬁ AT AR B A
FAT ol
" K (mg/ml) %ﬁiif%' B (me/ml) ﬁﬁ%ﬁf%m
[0538] 0.5 0.00225 8.1 0.01637 50.0
I 0.00398 14.3 0.02971 90.9
2 0.00765 274 0.03081 94.2
6 0.01264 58.5 0.03156 96.5
12 0.02633 94.5 0.03342 100.0

(05391 DA _EJirid , SOAA R W AR SL it 7 3, (HAC R W ARG IF AN R IR T 3, A i1
AN BAEARK I R HR A 75 R0 r AN G P 57 2088 21 A AL B e, #K B
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R i AE AN U ORIV B 2 P o DAL, AR R B R 97 S R i A SR 25K A IR 2 0 AR 97V T
.
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