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EARGEE £ 5°C, UL+ 2°C.

(00921 pACSCHIT Y, 25 XA SR by AR S AR “ A AR SR B8 RS R 7 LRI
S HIARN SR AR . B, 2- The ta (20) {E AU IIUKE REAE 20 25 3 (H 0. 2 (VB I N, B
ST AE20F PG E (1 £ 0. 1 HVEREI N« PRI, 10, AERRIESRAT B IR BT |,
T HIAE206. 9 AL R AT HHEILAE206. 7° 57 . 1° 2 [, B I #4206 . 8° 57.0° 2
[A]o SEAI , AU EAN SR AR R, AR RGBS s se e TR A e MR A B R T2 et
LI A ] 26 AR SGUSARN P18 KA H AP 2 SRR S 1, I HY S A
FETERE

[0093]  pASCRIT S B ISR B 2l AL PGIHA] (DSC) 2k (BTam, W AR e
SR 19—l 2N B R K E 2 T AN, BRAE A B , 73 00 i B (R P
yERSEE E£5°C, I = 2°C.,

[o094]  ZhE P A AE I

[0095]  fE—ANJT I, A TS (D ARSI 0, Rl e 487 LA M ROARLE : ATV RS
PRk B R IR AR CHYE SR ok (EAY ' LhIR i ALl el BAY i B CHRYE Bk DAY
W SRR E2RL 30 Bl F 2R B G IRy Bt AZR SR R &6 L BAY ER Rk L AT FRBSRIRR &6 B2 H Rl
FRER AZURERRER AL - I AR ERANATY L Rk« Judh , AR Bt T 5% (D e B IE
X R BT E NS E I & SIRER A E T B iR 0L o e g it 7 T il & gl bt P ek
TEIEARTT 2, AR EEE A E R A 2 51 .

[0096] {1 (1) s LI 3T Dyl s iR 25 FHIR A A2 510 « Bl s s SRR e 2R 5
EY R EARR T ER I B ER A AW (D S R AT D 25 TR Bl B ik
(00971 pASCRT FH, R “E i s AR R e & G ER BRI AT AAANFIRY
A RHERAHE S 48 bt R et A 254 , FL A B FURARIR] A Te 2= L AR S P Nl 2 A A
[FIFRIX S AT EAL ZEAM 0 A 3 B AT AT AR D' A S R P s PR i
JE o ELE LA iR AR AR A N R P e S B M ER A U AL e S
Wikt f 2 i B Al S AE AN S T St Rl 25 o

[0098]  pASCRIT FH, R “ 2 RE A 5“2 I U™ AEASUL I 5 00 b P SCHoE fia gl bt Al
TEIIE A SIEFME I RUR G I 2 45 AR Sl B A AR R 53 - HESIRI/ ik
FICEI PP 0 128, A BAT AT O s - I (e St
AR R R R E I S AL AU 25 A 2 AP A A FRERD 2 50
(00991 pASCRT FH, RTE “2 547 AR A R — b rhai o i 15 /AR s T BRI i/
AR 2 R P Rt B 25 PSR 1A B R, HL P — b1 O sV 25 Ry
(APT) o FEAUASIY b N ST APTHT LB &1 (D) o

[0100]  pACSCRT FH, AR “ Iy Se SR A A — i i A A A s 4 S e
e B8 22 AN R 53T A R Sl A R Herh— o 19 APT

[0101]  pASCRT FH, KT “# 2 i th A IR A BT 5 PR A LU il 1 B A 1)
M5 2R AL SR I E—

[0102] QARSI T, KT “FR A R faH R AP TR E e (Bl 2 7R AR) £ T
— il AR R AR R A S SR D R

[0103]  pACSCRIT HY, AR “25 ™ Fon W el 41 & 5 A 2 M v o et e o0 0/l
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PAIAST 2 i A AN/ s s P AR

[0104] AT T, ARGE “25 L™ RTLLUA &5 25 TR S IR 2RIR o Aoadedt , APk i1
245 HER B S B AH AR TR R  HH AT BRI FR i SO IR A L 2 o 18 M IR
M B 2 5] 2 WAF Q. P H. Stah1 F1C.G . Wermuth%s,Handbook of Pharmaceutical

Salts:Properties,Selection and Use,Weinheim/Ztirich:Wiley-VCH/VHCA,2002,

[01051  FRIAESSA UL, &3 I @A PR “25 37 G iB R BE 45 E A SV i BT
AW T B PR A= sl LU EAt 5 A rT B 26 - 58 201 245 3 I A iR EA TR
TEAEL OBGEh = USRS 2 T ER A HL R i MR T e « M SRR il 28 Tt
B S ERE R TANRH L A A= BN SR ARt E 2438 ik o AR PR R A T
A B AR AR R DA RNt A B e v e AR e FH B vk B 2590 «

[0106] 245 T Eh ] 4RI DA Eh , W NS A IR L . S ERIR Eh i IR Eh L ok 46
WAL R SEAIRER \ CIREL P IIRER (LR SR LA TREE IR EE - CTAIRER AR ER |
W FHORIFR £h IR AL S LR Eh A4S e R 2R I IR EE £ o e b , AT IR 19 25 I ER 1=
VRSB 0 AE SRR £  FHRRIR h BETR 8 AR L i IR EAC IR ER ARy #h T .
A290.5: 1E293: 1 A Z)0.5: 1£292.5: 1 HMAMZ 1 122491, 5: 118/ TREE/REL -
B, AR R T HE250.5:1.490.6:1.290.7:1.290.8:1.2490.9: 1. 491: 1. 491 . 1: 1,
£91.2:1.2491.3: 1. 491.4: 1. 291.5:1.291.6: 1. 491 . 7: 1. 2J1.8:1.291.9:1.£92: 1. £92. 1:
1.£492.2:1.4)2.3:1.292.4: 1F1£)2 . 5: LIOBR/BREE SR I

[0107] 245 2R W i Y TR 1 WER TR LSRR IR « IR 2l SR « LR AT AT VL
R AR PN R  FRRETR « SRR  ORAR 4 FR 2R ER EA U FL 8 FE IR « i IR A e
FRARAT o oadidt, , 5 Y I RR IV Ik S5 T Cu FE SRR  FRTRR IR WS TR Vi IR L
M.

[0108] 24 1] &k Pl MR IER AR B 25 o AN, AR S P B e s i T A id i
T G a2 A 1 M BRI K I IRl /K - B R0, SRl o 2 AT TRK 0 B AL L, MR E
SRR, B 350 25 SR vl e AR50k v R AEAT S 1 1 7 1 (ian, e sk A
HIURR AL PRI B AR il o

[01091 NV M BRfR , A STk i & it sl Ao e TEA & M R VAR I E A slas e e A7
15, I HACR W B A s A i 2P .

[0110] AT T, ARGE TR A Ay e Atz sk ke HR IR
MTAEFN AN BIE A — 2o S B 78 G B A iR B 8 EE 2R EE IR 1153 -, Aif
TEBIAF IR BN, an RIS A 7K, MTE B A K & 5 an R 71 o i, )
TEBIEE T B s AR 7 R , W B iR 7 o PR IR T o /K S P2
H— k7K S — 0 G TE R, PR G H 43 - HRASH, 0 JE B 71
A I S U FEAEASR T 7K PR « O FRES PR R W DMSO R £ IR RN
i

01111 GuAST T T, ARGE R A G A SRR AN H AR SR I 5 el s
NI HLIA ], AR SR QO AE AR S A E TR S M 5 AR I IE AT s U0 & A 5%
B LIS, 255 B AL AR AR S5 R 1 —1557, 15 AT SR IR B £ [B A S A i S |- sk
W B AR [ AR S5 A BT X o U b, JEIE I IE A S A 2L T 25 S P A E R 1 2. 0
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Tt o6 S AR 1 OTEHE vo HUSUI R AR 0. 5Tt o6 (AT LA AT LA it ]
M A7 (TGA) JEAE AT A 0K /mi i M4 25°C 3 0 T s
FEIPY I T AR Sk AT R

[0112] Rt A5 I, ASCHRE T — ek FASHIR AR A (1) U4k

F
~ 0 N
Z N =
0 HN BTN

‘s D,

(01141 Hrh b IO 28 S 25 IR 2 51 ~ 5l B

[0115]  fE ey s firh, &S sl Ehs o A I s BRI 0 o

[0116]  fRlse5jfilrh , 5 WAk sk al Eh AL .

[0117]  fER e pih, G EAA 23 1 k20,5 122925 1 AR A1 15
291.5: 1I0FR /BB /R LE

[0118] R ues hE iy, 25 Rk 1 A LA N AR 4 - $5FR  FRRAIRR  BEIR TS TR
LA R

[0119]  FERBeshEfi , 25 1R N = SR .

[0120] AT ELfRER

[0121]  FEResTjEirh  ASCHR ML T & (D IgE e, FEONARY & SRR EL , FURFIEAE
T RS20 (£0.2°) 6.9F111 . BRI XS Lok AR AT SHAL sl by FREAE T2/ 08
BAE20 (£0.2°)5.8.6.9.11.5.12. UFIL7. TR I XERF 200 RATT S 12 B AU 3l R i
T & /DA TE20 (£0.2°)5.8.6.9.11.5.12.1.17.7.20. 87F124 . ORL I X B 20 AT 4
] SR AR T R D 25520 (£0.2°)5.8.6.9.11.5.12.1.17.7.18.9.20.8,
23.1.23.7.24.0FN28. 8ALIIIEE X ST Lk A AT B 5 L 2 B B b AR T 5 1 36 1
ARIFIRI XS b AR AT ST o AE LS ST R, AR B T & (D 1 gs e, HOBA S
ChREL , HAFIEAE T 29167 . 6°CHYZE /R4 e AV S BB AT AL

[0122]  BAUs HfREh

[0123]  FEREesTjErh  ASCHRME T A (D Igs e, FEONBAY & LR EL , HRFIEAE
T2DEETE6. 6FN11 . ARL I X S 200 AT G 1A 5 S RREAE T2 /D 5120 (&
0.2°)6.6.10.7.11.4.12.9.25. 1F128. 2Kb I O X S £ by AR AT S 5 B R b R AE(E T 5
DELEE20 (£0.2°)6.6.10.7.11.4.12.9.15.8.17.9.19.7.25. 1F128 . 2RI FIX £
ARATEI 5 L2 B D RRAEAE T S5 R 6 3 AT O X B 2l AR AT B R o 7E R 5 it 451
W ASCRR B T (D 194558, HONBAY E SR ER , HRFIEAE T- 2991 . 3°CH1£J166.3
°CIHZE 4 VU ARAR IR

[0124]  CHY&T EhJRER

[0125]  FERBEsTj@irh  ASCHRME T A (D IgE e, TN CRY B DR EL , HURFIEAE
TEDAEAE20 (£0.2°) 6. 8111 . 8L X ST Lk AR AT SHAL ; sl bh  FREAE T2/ 08
SE20 (£0.2°)6.8.11.2.11.8.13. 6118 . ARM I X S 203 AR 11T B 1A 5 VE R R AE A

[0113]
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T &/ D20 (£0.2°)6.8.11.2.11.8.13.6.15.1.16.0.17.2.18. 471124 . 5AL I X o
SRR AT A s 2 R REE AR T SR LOBEAS FAHFI XS 2k AR AT A

[0126] BV LhfREh

[0127]  YEREesjafh , ASCER Mt V&9 (D 1gs e 2, HONERY E SR eh , HURFEAE
TEDAEE20 (£0.2°)6.7.11. 67128 . AL XEF LB R ATH ] 5 ST FFAEAE T2
DAEAE20 (£0.2°)6.7.10.9.11.6.16.9.25. 2128 . SALIUAFIX T ZR M5 AR AT BT 5 B i 7Y
b, BFEE T2 DA 54520 (£0.2°)6.7.10.9.11.6.12.9.15.3.16.9.19.9.25. 241128 . 54
(I PP X S 2ok R AT B R 5 B Rl R iE A 2 /D 5 /5260 (£0.2°) 5.5.6.7.10.9.11.6.
12.9.15.3.16.9.18.1.19.9.25.2.27 . 51128 . SAL I X S 28405 A HT S 5 % B AR
FHIEAE T S TR FARRI XSG 200 AR AT S B o A SR S i rp , AR T &9 (D
FIgk e, HONRAY E SR Eh , HURRARAE T-4134 . 5°CHIZ)166 . 0°C IR 2 d- il it SR
AR

[0128] BT Eih

[0129]  YERBesjfh , ASCER ML Tk & (D) 1k e 2%, HO BRI 2, HAFAEAE T
Z/DAAAE20 (£0.2°) 8. 0111 . SR XS b AR AT SHEL s R bb SR EAE T/ D 2
120 (£0.2°)8.0.11.5.16.0.17.2.18. 8F124 . AL FIX BT 2805y AR 1T S 5 B AL AR T | o
IR T2/ D520 (+£0.2°)8.0.11.5.16.0.17.2.18.2.18.8.20.3.21. 9F124 . 34L&
(RIX SR 250 AR AT ST 1A 5 B SR A A T % /D0 457820 (£0.2°)8.0.11.5.13.1.16.0.
17.2.18.2.18.8.20.3.21.2.21.9.24 . 3127 . TAL I I X S 28400 AT B 5 % B AR i
FHIEAE T S 148K FARRI XSG 200 AR AT S B o A2 SR S b, AR T 59 (D
Hogs T2, H OB R h, HRFEAE T 29169 . 4°CHY 2 g i VS UE A AN AT IR
[0130]  CHUFZ5ha

[0131]  FEREesjfh , ASCER ML Tk & (D) gk e 28, HOMCRYT B, HAFAEAE T
Z/DAAAE20 (£0.2°) 6. 68118 8L XS £ by AR AT SHE s R Hb SR AEAE T2/ D 2
1E20(£0.2°)6.6.12.7.18.8.20. 7TH124 . ARL I FIX B£8R AT 5 SH IR Y 5 E 4 T
ZOAEE20 (£0.2°)6.6.12.7.14.1.18.1.18.8.20.7.23.4.24 . 471126 . TALIIEE P X 5T 2%
Wy ARNTHTA; E U B T2/ 057020 (£0.2°)6.6.9.4.12.7.14.1.14.9.18. 1.
18.8.20.7.22.9.23.4.24 . 48126 . TACIIUEEII XS 2R b R AT U B 5 L2 BRI R EAE -5
BAT9SLA FARIR] X B 2Rk AT A o A2 FEEE ST, AR T & (D 1N S IE S,
OISR, TR IEAE T-2986 . 2°CRNZ) 114 . A°CI 2 R FA B PV A AR AR TR B

[0132]  DIUF s

[0133]  FEREesjfh , ASCE ML Tk & (D) 1k e 2%, HON DAYy 2, HARAEAE T
/DA E20 (£0.2°)5.7.5. 8H118. 8ALIEIX G £ b3 AR AT S ] 5 A Hb , FRAEAF T2 /D
A5AE20 (£0.2°)5.7.5.8.11.8.12.6.18.8.20. 65124 . AKX ST £ b3 AR AT AT 1A 5 B it
T AP T2 D 27620 (£0.2°)5.7.5.8.11.8.12.6.18.8.20.6.22.8.23.3F1124.3
AR TP R X G 847 ARATT S 5 4 2 B R Ml R iE A 1 55 B 23 A 1 AR AT X G 284 R AT 5
K.

[0134]  EXUjiE BT

[0135]  frALsbsmfirh , AR Bt TS (D 4R AP, HOYERYHE B, LA AEAE
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2/ DETE20 (£0.2°) 7.2, 18. 27122 . 3AC I X £y AT S 1A 5 AU RRiEAE T2 /D
AAAE20 (£0.2°)7.2.18.2.19.2.22.3.23. 0F124 . OKL I (KX 2 K5 AT B 1A 5 B L7t
o, HFEAE T2 DA 5520 (£0.2°) 7.2.14.9.16.7.18.2.19.2.22.3.23.0.24.. 041126 . 84
(PJUEE [ X S £ K AR AT G 1] 5 BE R D R A T 2 DB S 7520 (£0.2°) 7.2.12.6.14.9,
16.7.18.2.19.2.19.7.20.5.22.3.23.0.24. 071126 . SA I X S 2R by AR AT IR IR s S 2 s
T, FEEAE T 511 2438 P AR XS0y RAT 1

[0136]  FAYHT B

[0137]  FEResj i, ASCHRME T4 & (D 10gs e, FHONFRYEE e, HR AT
/A5 20 (£0.2°) 6.2, 11. 6112 6XL IS XS Zbn AR AT S A s Uil FpEAE -2 /D
520 (£0.2°)6.2.11.6.12.6.14.8.16. 55124 . 440 R R X SR My A AT ET 1K 5 B8 gy
o, HFEAE T2 DA 54520 (£0.2°)6.2.11.6.12.6.14.8.16.5.17.6.19.3.24. 441126 . 04
(I PP X S 20k R AT B R 5 B Rl R iE A 2 /D05 /5260 (£0.2°) 6.2.9.3.11.6.12.6.
14.8.16.5.17.6.18.7.19.3.24. 475126 . OAb AU PRI X B 200y AR AT ST 1A 5 2 B U B AR A1
FE T 5 E25 A AR IR XS 2k AT S A o AE B St , ACSCHR L T 10 & (D 1945
ETER, HONF RGBSR, FERFAE T 255 . 4°CHIZI109 . 5oC {1 2 = F 3 PUSUBAE AR AT 1R
o

[0138] G Eih

[0139] R Resj i, ASCHRME T4 & (D 1085 TE R, H DGR e, HR AT
F/DAEAE20 (£0.2°) 5. 7.5 9F12. TREAIE X S 280 RAT SHAL s A B b de T 2D
57020 (£0.2°)5.7.5.9.11.9.12. 714 . 551126 . 240 A T X G 28 b5 AT S 1 5 B A
FHIEAE T 2/ DB 120 (£0.2°)5.7.5.9.11.9.12.7.14.5.17.6.19.7.22. 9F126 . 24 [{Ii&
(X S £ AR AT B 1 5 B AR R E A T 2 /DA 4F20 (£0.2°) 5.7.5.9.11.9.12.7,
14.5.17.2.17.6.19.7.20.6.22.9.24 . 8H126 . 24 [ [FIX G 28005 AR ATET 1A 5 L7 5 R
FHIEAE T SR 285 FAHFI XS 20 AR AT S B o A LB S i vp , AR T 59 (D
M ak e, HONGRUE B i, HUEREAE T-2932.9°C . 2159, 2°CHIZ)110 . 2°CIY 2= <A 2 A
(U EARIR L .

[0140]  ATRUING 230k

[0141]  FEResj i ASCHRIE T & (D 108s e, HONARYE e, HR AT
F/OAEE20 (£0.2°) 7.0.9. 0F123 . 3R XSG E M5 R AT 5 b RREAE T2/ 0
AAE20 (£0.2°)7.0.9.0.11.6.13.6.15.4.18.1.19. 65123 . AU X S 280y AT 4 5 B
SR FFAEAE T 5 B3 1A | AR AT X G 2k AR S 1A o A RS St o, AR 118
S (D pags e, HOyARE 2, HRFIEAE T-2971 . 3°CHYI 22 s e PV S (A L
o

[0142]  AZUERFRER

[0143]  fEREEsTj@rh , ASCHRIE T & (D Igs R TE R, HONARIER R L , R IEAE T
Z/DAIE 20 (£0.2°) 18 1AL XS £ A3 AR AT U 5 U AR/ T S5 I3 R EEAS |
ARIFIPX S b AR AT S I o A2 FE LB ST (B, AR T A (D 4=, HouaRgiEh
FRER  HAFEAET-29110. 0°CIY 2 R AR AV UIE A AR AR IR

[0144]  BARUELAEREL

22



N 119317625 A W OB P 11/48 T

[0145]  YERLESjfh  ASCERME Tk & (D) s e 2, HONBRYER R 2, AR IEAE T
Z/DAIE 120 (£0.2°) 6.9.12. 4125 ORL I XS Z b AR AT S A s Uil R AE -2 /D
20 (+0.2°)6.9.11.9.12.4.17.0.25. 0129 . 1RLFRIIE R X 2% 05 AR AT S 1A 5 B0 L7k
o, B EAE T & /DA 44120 (£0.2°)6.9.9.6.11.9.12.4.17.0.21.2.22.7.25. 04129 . 140
(RN X S R b AR AT S 5 B LA b R AE 2 DU 57620 (320.2°) 6.9.9.6.11.9.12. 4,
17.0.19.9.21.2.22.7.25.0.25.9.27. 2F129 . LA X S 2840 A HT S 5 % B AR i |
FHIEAE T S5 EI38 LA FAHFI XS 200 AR AT I B o A SRSt S i rh , AR T 59 (D
g5 TR, HOOBRIEER 2 , HURFEAE T 20241 . 7°CHY 2 R & S UB AR AR IR
[0146]  AMQFPTHPRER

[0147]  YEREesjEfh  ASCER L V&9 (D 1gs e, HOWAR SR 2 , FURFEAE
T2 D20 (£0.2°) 6.5.19. 68121 . OALIPIEE XS 200y AR AT O 5 U RREAE T2 /D
A5 7020 (£0.2°)5.3.6.5.7.8.13.1.15.7.19. 68121 . ORLIIIE [FIX ST £8 05 AT 5 5 B sy
o, FEIEAE T S AL AT A 1 AR A X G 2k AR S 1A o A RS STt AR 118
E (D s EIE R, HODAR IR £ , FURFIEAE 172965 . 1 °CIY 25 m A i AU E AR AL
WL

[0148]  BAU IR ER

[0149]  (RREEesTyafirh , ASCHRME TG (D 185 RE R, HOABR IR L , FURHIEAE
TE D20 (£0.2°) 6.0 16. 3FN18. 3ALIPIEE XS 2oy AR AT O 5 MU RREAE T2 /D
AEAE20 (£0.2°)6.0.7.2.12.4.16.3.18.3.21 . 55126 . SR KIX ST £ b3 AR AT 4 5 B sy
i, FEIEAE T S EI44 FT 7 A 1 AR A X G 2k AR S 1A o A RS STt , AR 118
E (D e, OB ARG £ , FURFIEAE T- 2063 . 4°CIY 25 m A = AU E AR AL
T

[0150]  AZQUREFRER

[0151]  AEREEesTyEf , AR Tk &9 (D 45 EIE R, HODARRRG £, HARFIEAE T
Z/DAEAE20 (£0.2°) 6.4 14. 0122 OXL I XU E b AR AT I s b FREAE T/ DA
SE20 (£0.2°)6.4.14.0.14.9.20.5.22. 95124 . SR X S s AR ATHT 3 B LA b | 4
I T2/ DAE 720 (+0.2°)6.4.14.0.14.9.16.3.18.7.20.5.21.4.22. 9F124 . 5Ab[HIE
(XS 2Ry RT3 5 2 2 B MUR b AR T S5 AT R A AR XS 264 AR AT S 1A o A
Sl AR TS (D s RIEC, HOARBERG £, HURHIEAE 779 1°CHIZY
194 . 8°CIH & A IV AR IR

[0152]  AMPIL- AR ER

[0153] (R REEesyafir , AR Tk &9 (D 185 IE R, HODAZL - AR EL  HFHIE
T EDAEA20 (0.2 6.5.12. THI18. S [KIX ST My AR AT 5T 3 B bb Rl T &
DAEAE20 (£0.2°)6.5.9.4.12.7.18.8.20.7.22.7.24. 47126 . SRS K X £ K5 AR AT
S5 BESRHD  RHIEAE T S B0 R E A FAHFI XS Ebn AR AT I B o A L S 5 b, A
PR T A (D 1gs e, HONAL - A TREL , FURHIEAE T-77.6°CHI1ZY164 . T°CHY % 71
i E PR E AR S .

[0154] AP JRER

[0155]  YEREesjafih , ASCER It &9 (D 1ugs e, HOWARI . —iREh , HURFEAE
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TE D20 (£0.2°) 7.4.10. 8F125 . TAL I XS 200y R AT 0 5 MU RREAE T2 /D
B 020 (+£0.2°) 7.4.10.8.16.0.17.7.19. TH125 . TALIRIIE PRI XET 28005 AR AT 5 5 B Bl AR 4l |
FIEAE T 2 /DA 57020 (£0.2°) 7.4.10.8.12.6.16.0.17.7.19.7.20.9.23. 6125 T4b1
UEE (X Bt 2R RS R AT 5 5 B SR b RS AE A T 2 /D5 7E20 (£0.2°) 7.4.8.5.10.8.12.6.
14.9.15.5.16.0.16.9.17.7.19.0.19.7.20.9.23.6.25. TH132.. 3L [P [P X B Wy AN T 5T
L B U FRIEAE T 5 B 53R R AR AR R O X S 2k AR AT S B o A SR S g, K
SRR TS (D 45 5IE A, HOMAR " FRER  HURHIEAE T-29106. 7°C Y 2 R~ = 44
(U EARLIR L .

[0156] 3 — 5T, ASCHetE T —F i LA M a3 mm e 5 (D ice B e

F
iy 0 N
= N=
"0 HN SN

'S D,

(01581 FEr e T o b 26 Pk sk 25
(01591 Jose e it

[0160] ¢ RAE ST I , ASCHR AL T 24 () ITEE TR, FO To T ot DRk dh , 31
WAL T 5 PIB6 5LAR - AR X ) AT S o A SR S I  ASTAR AL T 4627 (D
TEETEER N T T TR , U A T SIRI58 AR FAFIR I 2 7 I B3
R 2%

01611 i Tl Bl

(01621 ¢ REE ST, ACSCHREE T2 (O ITEE TR, U T T Bt S0
AEAET 5 ERBOREAS. FAFIR XA AR B 0 A S S TR, AR T 4L 24 (D) 1
TRTEIBR, HONTEE T B, S AEAE T 5 6 137 1 AR RO 2 R At A
k.

(01631 ¢ERBE ST, AR LS4 (D) ARG TEE TR R AT ADAEA |
SEROTE AR LA, (A (1) RIS RIE R, F LR 48 JPA R ROTIRES ATy ThAGEE B
BT LG | CHY T ChIeh EARY B T h ARk BRI Bk RO B DA B
R 8 F PR B GO0 B2 AT b 4D B B 2 AR PV 20 B T 25 AT
WA AL - AR FIATE Okt , AR A (D FOTER TGS, B B4 e
¥ 2 O AR T B BRI e | W DA DUSEA b 4t A7 1

(01641 HASCF I, RIE B - 4010” 246 2 B R sk T AR R T i N T
£15% FIZLIT (EOFE LM 2R IBR) o AERRE S, SR 4 % ST R sl T T
PRHIER T RN T 4010% FIZ4R (55 U 2R IBR) o £ LS, SR |40
1146 0 P 3k T TP R e T it o/ N T 205 % 12 B (045 EL i B %) e 3
SSRGS |- A0 R TE R TE R TR R N T201 % HO29 0T (45
M2 TR ARSI, FeA - 412 T R s T TR G AR R (045
Hofth 2 ) .
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[0165] A% BHIE dE R ZARC R) -N- (4- ([1,2,4] =MIF[1,5-c Mg - 7- 5 2) -
3- FHELIRID) -5- ((3,3- 5 1- FHELIRIE -4~ J5) S 2L) -6- FH AR ARk - 4- iz (b 579 (1)
ME L XM ERIE A, BRI (B 52 F,— el 2 R AT R o sl ot
EHCRE T H AR S R B A R s e SO R A U TR AR R Y S
Hh ) A7 2R ) S A B SRR TR A2 2% L 23 B0 P PHL P e PN o B0 . A
PIT AR IO AL R [R5z 2/ sl A - (R A ] 57 25 ) 20t B e 7R e W R P o AR
K A FE [ 7 E AR S, I B N PRI 67 R G’ B o) froBes,
T25W R/ sk R A I L A Al (BICH) Fna- 14 (BPYO) R =L D E
115 Tl &R BE—2 | R E A A i ansm (B0, °H) U T LR A i T Aamfae ik
B (A, AP~ TR DN sl ) St R D BOR) Ty SR SELE IR 7 03, DRI T T — 205
SETEDL N o AR AR A7 AR Eh i 3 7] e PhATWO 2020/05751 1AL HI AT IR 7 kAl
&, ol A il 25 R A SR A3 0 IR 67 ZZ AR e A AR IR 67 Z= PR ic i, sl an
RAFEL AL R I P A TR 7 AR IO BRIR -

[0166] ¥ EWIHIE K

[0167] AR STl el DA N 5 s £k 5 ak, 125 B 2R B4 CReRIE % T AR
PIT R0 AR) AL P07 AU O T A IR 3 7 o R AR AT AN Rl A0S 1 gma -
Aldrich(St.Louis,MO) \Alfa Aesar (Ward Hill,MA) 8{TCI (Portland,OR) 3515, 8k 2 1-f&
AR AR B3I R0 7 ik Sk il &8 (91, 1ok DA T 1 3 ik 19 5 ik gk A7 1) 25
Louis F.FieserflMary Fieser,Reagents for Organic Synthesis,#1-23%%,New York:
Wiley 1967-20064% GA R[22 HWiley InterScience® M i55k4F) ;5kBeilsteins Handbuch

der organischen Chemie,4,Aufl.%iSpringer-Verlag,Berlin, U] GA Al £
BeilsteinfFZAUIRESAT)) o

[0168]  — i, A& (D) AT LA RF4-50-5- ((3,3- - 1 - FHELIRIE -4 - J%) S13) -
6- H AR BEmE sk 54 - ([1,2,4] ZMIF[1,5-c Mg - 7- FL A FL) -3~ FHEL IR BB ) 2% o 1
AT BI e va9) (BN, 9 -2- 1) AR 100°C A FHIRRSIRTSOH » H0M M (Y N3EAT , Fifi i il ik
TG FUAR A a7k (SFC) 43 BRINHIEr“MIm A A 4 o T3 H 1, A SOSN8
(R BEFEAIIAR P2 IO 2020/057511 AL, Hamad 51 A BRI NASC A
SUHERN GRR ], AT EAL & SOk Sk S b &4,

[0169] 2S5 E o BPRHUE 2 AT, Hadb— PR T A LB o

[o170] 25 Pl 25

01711 fF—ANJ7 i, ASCHR A T —F T Hles b &9 (D &R0 0 ik, ik s
i

[0172]  fr &5 I8 i B S 25 IR S S Is o0 |,

[0173]  a) ¥ 59 (D AR LN A, LA K

[01741  b) DUEPAS RS SR TTE IR AN R 2EA T AL 5

[0175]  {E2h s B il B ts ol b,

[0176] &) ¥LEW (D) IINE A A

[01771  b) DR PAS R B DiE I B TR A T A

[0178] (R ECSThE A, BRk H i DA T B4l iy 4 £hER IR IR I AR i SR
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1 [

[0179]  (EREsesyafih, 720 8a) Wi AR 45 e SOl S 25 IR = S nats ol b,
Bie A (D AR PAEZ0.5: 153 : 1 et £)0.5: 12292, 5: 1 E e 21 : 1541 .5:1
TEFBIN IR /B EE /R EE INIS A o B0, AR R R £ P R AT £90.5:1.£90.6:1.2J0.7: 1+
270.8:1.290.9:1.291:1.291.1:1.291.2:1.291.3: 1. 291 .4: 1. 291 .5: 1. 24J1.6:1.2491.7:
1.21.8:1.491.9:1.292:1.492.1:1.2)2.2:1.2492.3: 1. 492.4: 1F12)2 .5 1[ER /B EE /K
Lt

[0180]  fp Heusitpsrh , A7 H FH DA N D4l pkc4H - H,0 . EtOH\EtOAc \ 1F B bt - FH R LT -
P PR S NS FHEE S T 8 DO SV - RSN FR T ki M A 55

[0181] 1 KLe Syt rh , A SRR (1) 5 ik 2k — 22 B B A 7 T A ST (1) 45 i T X
LN

[0182] - HEE5 i, 20 BEb) i £95°C 5 50°C.

[0183] WL e, 20 5b) H INTRI N 292/ N 227 . 57N

[0184] /R REEEsTlm i, ASCHRME T —Fh Tl e ASCAT iR 1L &4 (D AR = ShigEh
S IEA T ik T

[0185] &) Kb G5 () (35 BRI AR i e Fh DA B S A A 5

— =

[0186]  b) R i EHIRIA A T ELOHFR LUE I RR A 5
[0187]  c) LEREHEIIRIIN KSR IO T I B iR 5

[0188]  d) I KL s SRIG A M TR S L &9 (D) AR = ShREh 45 5 P Xk
s

[0189] ) £E0°CZ10°CHiH1 12/ NN 2224/ N 5 DA K

[0190]  £) i I BB, SRS R B A/ E40°C R 60°C HL 25 Tk

[0191] /R RS SThE A, gt H i TR OHR - R O BE R FH B T T 7 A i 4 sl 1)
.,

[0192] DSBS irh, BN LIRS -

[0193]  AERLEES i rh, B 1 iy TS Sl IE NS AR AL 4L

(01941 AERLECS R, B2 N LI

(01951 fERELsjin i, bkt B i IECUb s IE BT IESEbe LR S N4

[o196]  (ERLSBSrh, ke b Pek.

(01971 AEREES I , ASCHE Bt 1 —FiHI T s AR e &9 (D) FUBAY i E R ER
SREIE N5k 205 A

[0198] &) Rt 5 W (D) AR i B IRRER &5 D AU I 1,075

[01991  b) AEZy =R A ZI1000r pmf i BERZ 45 FE 21T DA

[0200]  ¢) £y g o S B A ELRAZ S AR BT S RSO A7 204K

[0201]  AERREes il , AR it 1 — R HIT il s AR A &9 (D) FCHY i B R ER
SREIE N5k 205 T A

[0202] &) Rife 59 (D) AR i S IRRER S5 AU - T 1,005

[0203]  b) £E 2y =R A £ 1000 pm i BERZ 5 299K 5 LA

[0204]  ¢) Sy el Ak .
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[0205] /R ey, ASCHRAE T —Fh T Hl e ASCRT iR B &4 (D FEAYS Shig
ST Y SN SSRGS BRI

[0206] &) K59 (D) s SR b A 2k WP A TR O s

[0207]  b) £ 24 &2 A IR i s

[0208] ) /3 B[k

[0209]  FRREEESTEB  ASCER M T —Fh T Hl e AR R e & (D) AT B E5
a2

[0210] &) L& W (D) (NIJCETEHT B E T T HAA 291 - AR EL I PR / 1 B e v 71
i

[0211]  b) £ 29 E00 VA 21000 pmf ) FE R S FE293 K5 DA

[0212]  ¢) iUy B AT FURZIEAR IR S5 N T2 TR

[0213] AR REEEsTgE B  ASCER M T —Fh Tl e ASC AT R e &4 (D) 1IBAYET B S5
a2

[0214] o) ¥ebE ¥ (D WICE TN ST T HA 21 AR LL i R 7 T 5/ A
FRE-SaaR

[0215]  b) £££95°CLAZ) 1000 pmf i BERE T4 HE 297 K5 LA K

[0216] ) Z8FH 00 I A

[0217]  (EREEESThEG  ASCER M T —Fh Tl e AR R e & (D 1CAYHT BimEh
mIE i 2

[0218] &) ¥k &9 (D) IJCE TN E iR 17 T 2 A 291 - 4 ARFREL 1 VY PR /1,09 7
ek

[0219]  b) £££95°CLAZ) 1000 pmf i BERE T4 HE 297 K5 LA K

[0220]  ¢) 28 EG.00 IS A

[0221] AR REEe s  ASCER M T —Fh Tl e AR R e & (D DAY B E5
a2

[0222] &) ¥k &9 (D) ICE TN iR 17 T 5 A 291 - 4 ARFAEE R VY PR /1,09 7
i

[0223]  b) £££95°CLAZ) 1000 pmf )i BERE T30 293K 5 LA K

[0224]  ¢) L2 E O B TE AT FURRZ A IR A B TR 292/

[0225] (R REEesTafir , ASCER M T —Fh T Hil e AR R e & (D BEAYT B S5
a2

[0226] &) ¥k 59 (D) JCE TENT iR 7 T 5 A 291 - 4 ARFREE R Y PR /1,09 7
i

[0227]  b) £££95°CLAZ) 1000 pmf i BERE T4 HE 204K 5

[0228]  ¢) & .Uy B MR FURHZIEARE IR 54 N TR 202/ N5 DA

02291  d) 7£2£930°C N IR FIIE HhZ)20min.

[0230]  FRREEEsTEf  ASCER M T —Fh T Hl e AR R e & (D IR AT B s
a2

[0231] &) Kb 59 (D) NICEHE IR T L/ 1 BEEia A

BE [
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[0232]  b) f1 2=l A2 1000 pmf ¥ BE% 1A 292K 5

[0233]  ¢) 43 s [ElAR

[0234]  {EREECsa i, ASCERAE 17— M Rl e ATk A S (D) BIGEY s B s
EERITT Tk 2 TT IR

[0235]  a) it 5% (1) BJCE T B A A T ELOHM 5

[0236]  b) JIAH,0, H HIRFFETFIR 5

[0237]  ¢) MiZa 7oy B

[0238]  {ERLeOsm i, AR T — M T2 AR A S (D) IIAZEEE G 3R 1)
J7i: 2T

[0239] &) ¥t & (D) TCE T B 5 Mk ERR A 292 - 1THUIR /T EE /R LB NN R A 291 2 2
A FREE BB L0AC/ 1IE Rk A ;

[02401  b) £1- 2=l A2 1000r pmf ¥ BEA% T 14 293 % LA K

[0241] o) 22t ES Oy B BT FRMZ BRI S N THRZ LK.

[0242]  {ERLeOsm i, AR 17— M Tl 2 AR A S (D (IBZY SRR Eh 1)
J7i: 2T

[0243] o) {5 (D) BIJCE TR B A A T EtOACH LATE Bl B ARIAIR 5

[0244]  b) FEELOHFH AR SRR IIE tOACTA R LUE R TA I 5

[0245] o) (FuE K 5 (D) IBALERFRER I A RN S s i b, Horizif i e 4
Vit s

(02461 d) 71 LAZ1000rpmf R BB H- (1A [ I 2817 NP 5

[0247] ) h— AT S BHELI8/ NN, RIS A 2)5°CHHEZI 13/ NI 5

[0248] ) L2 Fad Y1857 B AR, SR K Firadk [ (A £ il L s Tt 445

[0249]  FCrhig /it EE/REE h 221 1,

[0250]  fEREeesmm i, AR 1 — M e AR A S (D) AR FRREG £h
IOPSRFRNE YIRF Ik iF

(02511 a) itk & (D FIJCE TN BN IR LA 292 - TR /BB /R EE 7 T A 401
AR ARFREG B R / 1 et il

[0252]  b) £ 2=l A2 1000 pmf ¥ BEA% T 14 293 % 5 LA K

[0253] ¢ 22 B Uy B AT HRZ BRI S N TR AR

[0254]  {ERLeOsm i, AR T — M2 AR A & (D B FHRR £h
IOPSRFRNE YIRF Ik LF

[0255]  a) it &4 (D) [JCE T BN IR LA 292 - 1M ER / IRV EE /R L A7 T AT
)1 AP RTREL I S A eI

[0256]  b) #1- 2=l A 21000 pmf ¥ BEA% T 14 293 % 5 LA K

[0257]  ¢) 22 thEg Uy B AT HORAZ BRI S N TR AR

[0258]  {ERLebsijmm i, AR T — M T2 AR A S (D) IIAZERERG 2R (1)
J7i: 2T

[0259]  a) b5 (1) IJCE S S ARAIRH,PO, A2 L TR /A EE R Ll BT T AT 2491
AR ARFREG R R / 1 et s b
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[0260] ) 1t 2= A2 1000 pm P FERE T4 HE 203K 5 LA K

[0261] ) 2 B0 B EATT FRZ AR BRI S5 N TR AR

[0262]  Fp FRue s filh , ASCHEME T —Fh I T-Hl & AT A A (D BIATUL - I A TR
R 2T A

[0263] &) ¥ AW (1) BITCETEHFSBAIL - WA FRVAZI1 : 1THORR /DR /R EL i T A 4
1: 209 IE 0/ 1F Bk

[0264]  b) £+ £ 2 A2 1000 pm P BERE T4 HE 23K 5 DA K

[0265] ) 2 B0 B EATT FRZE AR BRI A5 N TR AR

[0266]  rFEuesTjfirh , ASCHRAE T —Fh Tl e AR i & (D AT C gk
7715 2 P

[0267] &) ¥4 A9 (D BIJCEHT BT —FRLAZ L 1IIIR /B EE /R BT T HAA 21
21 AT FEL0AC/ T BHGL IR I 5

[0268]  b) £t )% A2 1000 pm P BERE T4 HE 23K 5 DA K

[0269] ) 2 B0 B EATT FRZ AR BRI S5 N TR AT

[0270] kAN, 7255 —J5 1A, ASCEREE TR TRl & AR e &9 (D e B IE
(7715 2 P

[0271] &) AW (D) EAR TR DA

[0272]  b) LBRIZIA

[0273]  YEREEEs a7k 1 E DA N 4L 4 - H,0 .\ MeOH EtOH . EtOAc . DCM 1F ¥
B~ R S8 AR IR CURE S PSP S5 T K PO S0Pk g U1 RS T i fk e L4

pas
= o

[0274] B fil i, ASCHR L T — Tl s A SR i &9 (D I EE TP &
FRER I 510 12 T 1B

[0275] &) Kb 59 (D) IAZRYS SRR ER AR TMeOHH ; DL K

[0276]  b) £F£J60°CiH 13 HEH: 7% & LFaMeOH

[0277] B fil v, ASCHR L T — i T2 A SR A &9 (D) e E TR
BRI 5, 2 A

[0278]  a) Kb G54 (1) BRI BRI AR T-DOMAR 5 DA M

[0279]  b) #F£940°Cil i ek 7% & LBRDCM.

[0280]  GrASCRT I, ARGE “Be i sl “ DN GBI & Fa R &5 AR I N ISR s iR A b LA |
KA S

[0281]  Hli&

[0282]  ASCRATIRRIM G (D &S EIE SANJC e TETE 2 AT FR0 HH v IR T2 57 AR 2 R
VT (R R EHER2) HOFHITEME .

[0283] QAT T, ARGE X T A2 PRI S BB T A TS PR S Fr P E A &4 (D) (145
i E RS TCE TR 2 A AR 1 B Bl PRI B 25, TR A2 A Sl R B (1 3 PR AR T AN A
EEY (D g RIE B CETEIE RS 00 N IO T2 57 T S BRI 5 M BTG I 2
I PER AR AT R T & (D 15 IE R L e B I 20 TR A7 PRI S FR TR 1) B ¢
MELER, 3 T E (D 18R IE ST E BT S 4k sg e T 52 PR S BRI 1)

29



N 119317625 A W OB P 18/48 T

T PRI — Ak 2 BRI AH TR D, AR R e &9 (D 4B sk e e E
AT B4 2 TR 2 PR SR 1 5 e (B M40 S — A B T 2R 57 4k
SRR TS VR Bk 2 . (B ek A1) I DA A T A sl A=A b ) TR 2 ARk R IR
(1 SR PR AR TR 2 A S R T R 1 T 12

[0284] T~ I DI TAY A2 RIS S B M Al Ve e &0 (D 1085 E S RCE B g L
AT i B 60T 2 /D8 o0 R — Pk 20 P L2 (K S BRI 5 1 sk =
FIE (BRI o

[0285]  JUIASCHT T, ARGE “SEesie” i FE ok AT FL s bl i DA sl s s il gn i A=
FMRFIE I A BRI o T 1 7~ 91 B4 (RSB T IR EEL SR8 BT 9R8 PR AT F I bk
CURE A JHRE o bt 2 i O B 22 R S B BB DR A e (912, - sz ek At des) sz
CEAE/ N e A E N e iiges (NSCLC™) ) i isea A e i e  FrF4m i s B e (1
T R ie) R SR T B At RE B A0 < O SR P (Tiver cancer) < JBEs AT
Ji5 (hepatoma) FLIRSE G5 BELWIE 85 BV  Jodes 5 PN e ol 1 e P R R0
B WEEk ' i (kidney or renal cancer) &I IRSEE AN R BRI 5 (hepatic
carcinoma) JL| 1 FAZSIE B Dis (G046 B 0, 22980) DA NGRS S | I S Jea e (0
FUIRES B i s 45 B s s  IHides WNSCLC  JH RIS S S350 O S s A5 98« 4
ARCHTH, RIE e B 76 R s I EFE R i AE AN E R M AE N 5 o AR b SO IR TRE
U0 S P IR AR SR RS PR TR T

[0286]  JASCHT I, ARIE T FLsh” AR A AR 5 sl Al T & R A ST (15
S AU Fh R 2 , I FLAFEEANER TR R Il KRR /N & BRI R K 2R 2 ()
AR .

(02871 QAR T, ARGE “Fr k™ 5 A0 B AT i i 1 2 3, FOALEREN DS 58 2 0B o0 2%
R EAE PR AR A — 5000 Bk 0, ik A IE s kMR AR AR EE Y, AT SR 7 Bl 2R A
IRPREE S T AR IR H I, A 5 ek B I R 45 SR A 35 AR T AT A sl AN AT A
RE TR ZE i s B B AR B IR AR e (BIRBAY) s o R AU ZE IR 5 , i IR AS
MIBGE B R DA MR R TG R TR iA 2 30) « 7R iR I RE R E s S ARSI T ik
PRI AR AT PIT B o 75 B0 7 A I MR LA O 22 B A e sl B AR K &) T BB A
I I S AR SRR T e e RB PR MR o BRI AR S B B AR S s, 73 ARG “Fr k™
IR EE T o« ARTE “VEIT I YT 1™ B 24 DA R R 7 2R R

[0288] YA, AR “Tiifl” 5 A0 F AT i i 102 3, I HAAAERG 1550 & F 2k
T3, VAR AR FHR i L 22 A I HAETIN SR A PRI B o T b sl i sl ok e i
IR A TR ) — 2715 -

[0289]  JRGE “VAIT” 15 “F7 ik [F) S o 2R, RGE “VR I IR h “B gy k7, Ho
STIE QAR T E X o

[0290] eyl , AL B &Y A Duan i SRRV S 12 R F e I T
PRS2 AT S BRI A TG P o LA b, OUIAS A WA 5 AT 1R 7 R T2 52 A S Rty
BB NS BB R AE , BZ A S P m] BT A 401 170 2 A e R Do e
B A IO BB E o AE— B S 5, i SR B H TR E TR IR T B 8530 Bl
E N T 57 (R S U SR M e, O FEAEANRR T FURe Jiles « &5 s « B B 0 il
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AN s B 1D TRV e AT O e , sl A A BB PR G AR i)

[02911 A, 75— U710, ASCHRAE T AS R e & (D g P Nk e e B IE
FAE T i i ] o A — 2SR, AR T AR &8 (D 185 TE A0
EIRIEA, B AWEL A — 285 b, AL IRt T Ak e & (D g5 IE
MITCETCIE A, BRI ST F T2 S (AR S BRI B A k503 90 A s sl i P 6 11 o
1E 25, AR IR HEASC A e &4 (D Mg e e e, TG
7 ESCE L FERFE Mo (SR gseaiie , S R N Er bB2RH R S i) FhE

[0292]  fE 55— 51, AR TASCHrR Itk &4 (D s e goee B e, T
7 illid 7697 TALSZ RIS S BRSNSl . (R Se i Er bB2AH I B E) 125
Pl o AF — 2 S0 , AR AL T AR e &9 (D g IE e e IBIEA,
LA il 967 sl o ok B MG MR (MR i, 50 LR 3 S Er bB2BH 149
i) 2l .

[0293]  ZyWnel &/ 7

[0294]  ASCHrR A (D B85 IERACE TP IE ATl & & T RRa TR e AR
TR R g it iE IR B A (AR VUL Bk N < BIIK N B2
BN AIRE SN 175 52« B« 08 Jr s CRu i B T AT ) WHIRSES < B RPN < il PN
Mo

[0295]  ASCRTIRRIME G (D &5 EE AL e BT 2] LA 5 R 1 i FE Ui ]
Ian, 700 K53 750 RS A5 AR < 23RO TR 77 W ) I 35 70 A 791 B JRe 771 L
FIE o SIS AT DLEL 2 25 R Fh i R 2855, 9040, AR50 S 2« pHA 75 791 VIR
SEFE A A G P B, QR 55 22 B AN, AR S s o o H o 14
BT IR IR ST IR IE

[0296] AR Sl A AR R & (D N8 IE S MCE TR IE U S 25112
PRI AR SR R 25 11 o

[02971 QAT T, ARE “25 AR SIBIE A B8 v T 25 2520 S P ARk sl it e
A, FHl A e TR AR A AR AS S HA T AN B2, O H A s,
TR T DA R N 28 250 i T 252 1R AR sl U 551 o QA it P 5 AR 2R b e FH
“Ug AR IR Q0 AF —MORn—Fh UL 0 e S sl 571 o i il FH R R 2 U 711 28
PR BRI R AL B R SR TR 5 =R 1 o 52 () A AR T 751 Dy A el
RGP R, 7 HAEPI40Ansel ,Howard C%: A ,Ansel’s Pharmaceutical Dosage

Forms and Drug Delivery Systems.Philadelphia:Lippincott,Williams&Wilkins,
2004 ;Gennaro,Alfonso R.% A ,Remington:The Science and Practice of

Pharmacy.Philadelphia:Lippincott,Williams&Wilkins,2000; VL M Rowe,Raymond
C.Handbook of Pharmaceutical Excipients.Chicago,Pharmaceutical Press,2005H74
TEANF AR o VI IA T R0 47— il 25 P ) G 7 S TR V771 S JER 741 < drE e 7 FLA
U= RE S 1IN D 5 N 7= 511N e & g N =13 Vi1 3 N 2 21N L S ) 1 5 1 PSS
AR R P D07, DR S 254 (B, ASCRnAR i &4 (D 4R E L
s SCE TP B 25 &) Feoralioa BT 29%a (B, 25%) 1l .

[0298] Kl , #5— U7 I, ASCER B T — B2y & W 2 29 S S AR STk 1A,
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“9 (D MNEE RIS E T A TE R ARSI AR, T —Fh 24
G AN SRS ARSI A S (D 19gs e R e e B IE AL M 25 sk
WL o

[02991 RS 2R S W mT O B B0 2T T A U AR TR I gh i B e I
Ak W S I

[0300] AT I, ARGE YRy A 380R” A F8IR YT G sl U AT S S s sl i , 5
P AT G Ty SR E FH I 259 257000 it o %A B RTiad AN &0 2 A AT A I E Ty
FERAGIN o 5235 PR AT S0 R BTS2 U35 (R A AR M RRER O SR O ST AT A
J 5 Tt PH R 222 s B 110t 76 T A sk Va7 R4 5 5 A RAR T BRI D e « AT 26 0E
TGRS A0 AT 1 1 I RIS BE AR AT Wi 0 L PR R 5 A0 S0 SR A E

[0301]  fE—2L5gitthlrhr, 25 H 5P ml ) A5 AR e FH 1) 5420 . 001 £500mg/ kg {Ak
H/K (BI4n,0.01mg/ kg {4 H /K2 400mg/ kA H /K0, 01mg/ kg R B /K 22300mg/ kg (A H /
K0, 1mg/kglhEE /K E200mg/ kg{AH /K .0. Img/kgfik 8/ K % 150mg/kg{kHE/K.0. Img/kg
PREE/ K% 100mg/ kg R HE /K. 0. 5mg/ kg A H/ K% 100mg/kg A H /K 0. 5mg/ kg A H / K%
80mg/ kg H/ K. 0. 5mg/ kg H/ K 5 60mg/ kg H /K. 0. 5mg/kg {4 Hi / K % 50mg/ kg Pk Hi /
K mg/kg PR H /K 5 50mg/ kg H /K Img/ kg A HL/ K 52 40mg/ kg (A HL/ K) 2 [MIIASC ik
It a9 (D W IE B ETPIE A A 28500 N AT ARYEE R N PR A 7K A]
AR %, IAE S O T, AT LR FH R 59 i AN 5 RATAT A S5 &N E ), mide St
JEC S FE ORI 1 S oy il T/ N AT 4 K o A STt i e 4G 247 S iadk—
F11E B, % WComprehensive Medicinal Chemistry (Corwin Hanschj;Chairman of
Editorial Board) ,Pergamon Press 1990285452 7525.3, Hulo 5] H BAKH T A,
[0302] J&IT i1k

[0303] 7 Sj—J5 i, AR 17— FhiG Ty skl A I R 22 321035 1R ) BB s 1Y
Tk 20y R RR R S T AT A SR AR S B R s e e e, H
TA RIS W) TALSZ (AR SRR USRI T A 2 5 R 7T

[0304] RSO L, RTE “F I BRI S by S T2 AR SR SR D 2l
E (BN, FeiE) 1320, BRI T SR A T B A B NI A e B T2 7 ks S RS A o
TR IR SR o AERE IS O 1, A7 5 Z S22 AT R AL AT R ADAE « R0 “32 i
BIFE AT B  AE—LE S, e S N FL B o A —EE S ET B A
[0305] R RLuesmfiry , o BE S M I o

[0306]  {ERLEO SR e Ay ErbB2BHYE N o

[0307] - HEue s fflrh, esieadt A DA N ITAL a2 - U0 B e I s 5 B
IS « I WNSCLC BRI « S S003513 e « B SRR A 5 e

[0308]  fEALuosmiry, 20 & FH A DU R I — Mk Z B 5 AN S o

[0309] &7k

[0310] AR IEE IE N e TEIE UM Z3 4l &4 Rl R Bk 5 S AN a7 714
G HTIRIT A N SSMNE T A R AR T HUME A, 1 A DR 5 N
G 2o SRRk A 2577 S0 NYTR T A B SRS R I S B A
T, AR AT SN R P AR AN R 520 o IH 2850 -1 S DO U H A 2 st 41 5 A7
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{Eo

(0311 QAT , AR “4L 5 S R RIS B AR it T o AE — B8 S il , “41 57 02
FRIFII T T o 72— 22 S I, “d 57 e A A2 — 2 s, “467 2 FB i
FH o R sk it PR, 28— 4o I AER AN N T80 B G A 2 80k

[0312] A5 FR e I S T gk 5 LA B 20

[0313] (1) Hedhs/ B/ 25 M 41, W AnTK T DNAKEAL 7 s o Aast 254 s o b2k
35 DU 2255 24570 R D S AL 771 s DNAE AT A CHKB ) 4761 751) s DA £
IR A 711 5 5 (ADP-AZ20) 8-S il 1) (PARPHIRAR F¥1) 5 DA S Hsp 9Ol 7], 151 4rikE
JiEH 2 (tanespimycin) Fifnftha % (retaspimycin) , ATRERERIAPEF ; LLRWEE 130G
515

[0314]  (i1) 40N AERAMEIF, w5 Aol 22 s RS S2 A IR 15 7 DrAEig 3% ; LHRHAS
P Sk LHRHIE SN 5 2258 2% 5 05 A ABRHM I 5 - 185 ERH 30 751 5 A S p 38471 5

[0315]  (iii) Milies a2 2551;

[0316]  (iv) AR -F-IhEEIOAMHIA, v A IR - Hupk E R R ARk ik 2528
Er T TE FE L LT FO 1 77 T e TR At 0 A1 )R 22 U - 7 e B T AT 1) 741 5 I/ AR T A=
AR -SRI A7) 5 A e A A R - SR (a3l 771 5 LA S MERIRRIFI AL S, 1 5
FE % )25 J12004/0116 7100 2N T L

(03171 (v) Bruim /e AR Bl anamp el I PN B A AR PR~ O BREE i A fEASFR T4t
I A B 4R A KR TPk DUARER BT VEGR 52 AT S BRI I 7 s (b v i Wb &
FIHEW0 97/22596.W0 97/30035.W0 97/32856FW0 98/13354 1\ T HS%e ; DA K 35 L
ML E A, B AT A= e 32 M2 AR (Tie- LAITie-2) [R5 PLGEIY) 4 741 |
SFERCAAR (DLL-4) [P 5

[0318]  (vi) M it 7;

[0319]  (vii) B STk

[0320]  (viii) JEPRT I3, gl annGVAX ™ R AR S5 B R % 0 S5 5 p5 3 S B BRCA 1 5,
BRCA2[1)J5 % \GDEPT GR& PR E A1 25577 72) J7 1A R I B e 57 TR s 7 T 1 i
SVE Tk GENZ 5T 253 7T

[0321]  (ix) T %;

[0322]  (x) Gofef7 7205 1k, A EANPR T304 I 2 Mg 4 1) G S B 1k P 2 AR A A PN
T2 AT AR e BB Bl A 15 MR TN BRI J5 1 5 B TN g I 510 5 1 s o TG AL 1)
T REANIMBI 5 12 5 0 P AN IR 26 e Peg 4 28 170 5 3 A PN IRg AR P I g B
5 1 VA S RE AN I R Po R s (o PO R AR 1 75 72 5 8o I AR R A5 4 i D e 1Y)
J5 ik AR PR - B B A 0 1 s I 5 25 5 Tol LFESZ AR Tk To 1 LAESZ AR sl 715
[0323]  (xi) ARG MERGSR A, 15 WL o

[0324]  HH T Y, 2457 R R SE 4RI S8 T 2 W0 2020/057511A1, Hof i
S HPAF AT N

[0325] /R Esesyafi, S A B ) LA DR r AN &) 158 F R TKT G
QORI JE SR IBE JEABEAE JE) “HTHER2 25 71 (540, B v BB Gl Z 2k 5T, ADCi
QIT-DM1.T-DXd) M A &AL 4 /15— E i, S A ) 4h R B i VB
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HER2$7044 \ T-DXd AT -DML o /£ —SL STt , A4 —Fh Dy ANV DTSRG 1l o A2 — L8 S I, 47
LEPII S SN IEE ) o £ — 28 ST FI A, £ A — ok 3E 2 A 53 SN JHEE 71

[0326] Ry PEAl

[0327] (i Fb& ¥ (D) (0 TCE T B bl BRI B iR E e da ik, 4 A Rl g ak e
BIAE AN A A 2R Fp g AT 3R 008 92 S HO L FRAE R AN FE R 8 DA 2 Mook b 1B 70
o HAF-LANEE SR  AZUERFR SR B R ERER L AT TR EG £  BI IR RG £ AT AR £h L AZIUL -
WIATRER A R ERANAZ L Rk « IbA, ARt i S 2 — Fhh e 2 ik, BV AZR0E
A

[0328] S RN 5T

(03291 {5 FHJC & % 5 BRI B ARG T s i S A &5 9 (1) ROl ST 22 s T )
T gE RS AR} o (0 T B4R AR T 218 2 A VIS A1 AL S [ - 283 B TR - 221
P BSOS IS DI 7 1233 20t R s 10 S o A1 5 22 R 9] o 2 T T AR5 2810 2 ok
(RISl IR, B E Ay B e B L CAL DAY VB F AR RGBS i . A 22 B0 Xl it
XRPD .\ TGADSCHI'H NMRIEA T AL o S 45 5K o, BRRURNERR s Btk g Jo/K W, O DY F 2R
MG B /K G, AR SRk N RTA ) o

[0330]  PRATHRL e 4 9206, DA 5T BELIT BB 5 CHLIs 2 b AN EL A o< &R - g5 R 3%
HH, fE24°C £ 3°CHT, fERA20.4.0. 6810 . 811 /KIE FF (Aw) [IAFIA R HE A0 5 3R 1B ALl
B 18 LA 29 1 7KTE B O H, O R 2R A R RS CIUHT 25k , 72 IHBAY 15 CIUHY 2t TR] il S
IKIEEAEO . 8ZE LIYEBIN o AERTAEAS RIS B N 2B BRI /Ks 2508 S5 C/F/GIUK A
Y2 TR LR 2 3R o BAINE B RRIT) VR YA TR 22 FH BRI S A AH R IS AR R FRAER TR
P BERAFI o FB+CHE+GILINE BB TR 5 P N BIL s B Bk AR N AR A DA il I
Mo AERT I, LAT50r pmi 3 B4 VU K , WS IR AEZE A TXRPD o /EE tOHFNIE t OH/H,0 (aw=
0.2,0.4,0.6,0.8) &R FHNZLRIBALINF ESHR, 11/ 2EH, 004 SR HZRAF AT 25 ko

[0331] 5245

[0332]  HT-UiHH H I, CREPL N 9240 AR S, N Y ERAR , X e S BN PR AR B e e
FE WA BN 7 7 o« ARGUSRHER N GURAAIR R, Frik (b2 SO AT LA 2 A T 4
NI E ZN v  T N E EetY 5= WIE) o Wy 77 5 W L = D | < - 111 = WS W 7 = W S = X Wi
TENNAEA A B RITE R N o B0, 18 5 6 AT RN 5381 2 IS, 914, i 1) ]
B T iR A AN AR Gk 2 AR At 52 R R/ sl i 6 s 7 2 A0 AT S M, R
A DI T A AT AR R 5 B Ak e e TG AU il 65 o AR, ASCRT 23T 1 sl AR &l
A At SN R s T 25 A SRR [ 5 2l G e TETE 2 AR Db
WA, b 255 E SR e UL AT LA ) B A TR DL 2 Hoftb 45 B R Ae e I B
X, I T 85 B A E I B RO AL B TE N -

[0333]  fEan FRTIRI S BRIE S A I , 5 0 A e Y DA B B B A7 o 3R
RV AR 7 WSigma-Aldrich Alfa AesarskTCT,  HERAE R A I, & A sdt—E 4l
TEHPBE A

[0334] {5 (D) M RIE S TCE B IE Al ol XS 2Rk AR AT 5% (XRPD) AV 534 (TGA)
R R iR (DSC) B TRAL o 68 FH MU L IR (' NMR) B e b £ 385 12 (HPLC)
SRS B (10) e b i &
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[0335] éﬁ_;%'
(03361 il FA KI5 1 T 1
(0337 K14

EH A NS
w5 24
MeOH =F
EtOH N3
[0338] ~ —

ACN LA
DCM =R T
DME P RATK
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" BB B

[0339]

24/48 T
EtOAc L% TS
IPA A BE
MIBK 7R T AR
THF B &
MeOAc L 82 F By
MTBE A AT Bk
Me L3
Et %3
BE
DSC E T ERE
mDSC WHEFRME R
DVS HNER AN
HPLC # kAR &% ik
KF FREEKAZ &
NMR A B 2 IR
XRPD X A &by K AT S5
TGA WE AT
PLM 1 K BBt
AUC W& T @R
PK B[R F
FaSSIF R AB NG R
FeSSIF ARSI iR
SGF WL Y ik
Aw KiERE
FWHM H Mg A5,
Rel.Int. A8t 3% B
TG WEF ok
¥
¢ ER
A )i 4
eq. 4
g x
h NI
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K TR
E F
mg TR
mL =5t
min o4F
mA TE
kV TR
[0340] RH AR B
RT iR
sec 7
vol. s
viv AR L
W R 4%
wt. wRE
wt% TEFHLL

[0341] S A s5At:

[0342]  XSLRIRRATHT (XRPD)

[0343]  {§if{lPANalytical EmpyreanikX Pert3 XEHFZEHK RNTHHNIEITXRPDA M o 36241 HH
T ERTRAPEAL LUK 2 it B T P R SR XRPD 2 40

[0344]  FL2HLIIXRPDSEY

% XRPD
X 4 4 Cu, Ka
Kal (A) 1.54060
Ko2 (A) 1.54443
[0345] Ka2/Kal 3% &1t 0.50
L3 45kV
ER 40mA
123475 E (20/°) 3-40

[0346] P/ AT RN g i A (TGAFTIDSC)

(03471 AEER e FIVEAE DA M 2 it 78 rh , B PR I TA InstrumentsfJTA Q500 TA
Q050008kDiscovery 5500 TGAZFITTGA.fH 2K TA Instruments[HTA Q200/Q20005k
Discovery 2500DSCiHF{TDSCERmDSC . LA S E A T3 3F 154,

[0348] 3T EhimuE AIITAL LA K 2 i i 5 I TGARTIDS CIl ) 2 48

e TGA DSC
[0349] A A iR & 10°C/min 10°C/min
=R RN N2 N2
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[0350] R4 FHFEROFIEFIPHAL LR 2 bt T o i mDS CI A 248

A3 mDSC
A # #L mDSC
HE Ak 1.0 °C
[0351] A H 60 s
fimik & 3.0 °C/min
PEERRCN N2
[0352] AR AMEBES (DVS)

[0353] £ HISMS (Surface Measurement Systems)DVS IntrinsicilliEDVS.25°CHIAHN T
FEIEARYELICL Mg (NO,)  FHKCT it s 2E A TR o FH T DVST A SL R S A8 265
[0354] 35/ TDVSIR IS4

5% DVS
=94 e e
ARAe iR N2, 200 mL/min
dm/dt 0.002%/min
R AL Dm/dt 425 44 0 1] 10 min
[0355] 3K F-f B 1] 180 min
0% RH £ 95% RH £ 0% RH (3T LK) ;
RH € H ERREZE95%RH £ 0%RH £ 95%RH (3T K4
)

10% RH (0% RH £ 90% RH XA % 90% RH £ 0% RH)

RH ¥ Kk
5% RH (90% RH £ 95% RH ¥A % 95% RH £ 90% RH)

[0356]  'H- R EHRIEE (‘H-NVR)

[0357] i FHDMSO-d, /F 5 7FBruker 400M NVRJE Y | SR4E HATRNVR .

[0358] Rt inids (PLM)

[0359]  PLM&{% i HCarl Zeiss Axio Scope.Al'R s ZERTHAHET o

[0360] e o itk (HPLO)

[0361]  Fi|JT]Agilent 1260 HPLCX g, H F -4l B AN MR 0 A i e A i S5 4141 1
xer,

[0362] L6k FIS L
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CN 119317625 A 27/48 T
HPLC Agilent 1260 &3] %
Ax Waters Xbridge C18, 150 x 4.6 mm, 5 pm
. A: 0.03% NH3-H20 £ H20 ¥ 89 %%
AN AR -
B: 0.03% NH3-H20 /& ACN * #5i%i&
& 18] (min) %B
0.0 10
WA 13.0 e
16.0 95
16.01 10
[0363] 20.0 10
B AT B 1A 20.0 min
JG AT B 9] 0.0 min
ik 1.0 mL/min
TEHARAR 5ul
o 1) 3% UV, 4 214nm. 254 nm 4
R 25°C
HHRRA RT
i F CHE/H20 = 1:1 (viv)
[0364] s ARy FR Tk O ZSCR BY -2 14nm R UV
[0365]  E§ [ A (Y (IC)
[0366]  FHThermo Fisher ICS-1100, 7 HifgiaE3 377,
[0367]  RTESF A LM NS AL
IC Thermo Fisher ICS-1100
A IonPac AS18 %#74% (4 x 250 mm)
[0368] A A 25 mM NaOH
EATARAR 25 gL
ik 1.0 mL/min
ML 3550
A im 35
[0369] #, i 80 mA
3% AT B 1] 12.0 min (3 F PO+*), 6.0 min (3+F CD), 8 min (3+F SO+*)
[0370] 51
[0371] v &W) (D AR ShfREh
[0372]1 k& (D MM B SRR ERARYE VA N 5 g b 7 &5
[0373] &) Ki500mg ¥ &4 (D) [ ESiIE A T-2910mL EtOAcHH LA s B s
[0374]  b) ¥5158.6mgs SR CIIARIEE/RELL.5: 1, R/ ESHR) VA T-£95mL EtOHH PATE RE
PRV 5
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[0375] o) AEds P RN FR ARG T I NI S A 5

[0376]  d) B DI 29 13mLAE BEbT s SR e KR S A S (D AR 5 EH ISR 25

B

[0377] o) fEZY5°CHEFE£I16/ N 5 DA K

[0378]  £) St I BB, SRS H 2 B A £950°C L 2s T

[0379] {5 (1) AR B SHIR kA Jo /K W AT A SR G B A AR IR i A (22 FRPLMIE 7

1), A 291 .5: lﬁﬁﬁx/ﬁm{%%l+gﬁtb,/ﬁzLﬁXRpD TGADSCHI1'H NMRE4TFE4F - XRPD
BEAIEE > B AN LRI Sl 7R o R AN SR TGA /DSCES S i s, £F =ik 150°CH , B 45

N1.9% ,FF HAE167.6°CREA7AE S M AR o 4 (1 T H NMREE SR i 7 / R B 21 EE

1.5:1,

[0380]  F8{. & (D) ALY & Lh G 2k IXRPDEcH

{28 [°20] ®A [cts] ZM FWHM [°20] d-iA] SE [A] At Int. [%]

5.78 747.66 0.0768 15.28 14.70
6.92 2413.36 0.1023 12.78 47.45
11.53 5085.81 0.1023 7.67 100.00

[0381]

12.14 1527.04 0.1023 7.29 30.03
12.54 113.68 0.0768 7.06 2.24
12.98 184.78 0.0768 6.82 3.63
14.20 34.22 0.1535 6.24 0.67
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12 [°20]  &A [ets]  ZM FWHM [°20] d-H1 38 [A] AastInt. [%]

14.96 110.09 0.0768 5.92 2.16
15.22 169.36 0.1023 5.82 3.33
16.28 242.45 0.0768 5.44 4.77
16.55 226.02 0.0768 5.36 4.44
1733 1183.03 0.1279 5.00 23.26
18.92 329.05 0.1023 4.69 6.47
1311 121.55 0.0768 4.64 2.39
19.39 48.28 0.1279 4.58 0.95
19.76 96.80 0.1023 449 1.90
20.77 441.19 0.1023 4.28 8.67
2141 241.17 0.1023 4.15 4.74
21.81 68.03 0.1023 4.08 1.34
22.42 75.24 0.1023 3.97 1.48
2290 11557 0.0768 3.88 223
23.12 284.68 0.0768 3.85 5.60
[0382] 23.67 277.14 0.1023 3.76 5.45
24.01 25509 0.1279 3.71 5.02
24.36 137,23 0.1023 3.65 2.70
25.32 104.25 0.1535 3.52 2.05
25.71 89.13 0.1535 3.47 1.75
27.40 110.84 0.1791 .43 2.18
2793 161.33 0.1023 3.19 3.17
28.20 131.97 0.1023 3.16 .59
28.83 358.38 0.1279 3.10 7.05
29.27 58.13 0.0768 3.05 1.14
30.27 38.63 0.1535 155 0.76
31.27 70.46 0.1023 2.86 1.39
32,14 29,79 0.2047 2.78 0.59
32.81 56.25 0.1535 FA 1.11
34.97 74.29 0.0768 2T 1.46
35.88 49.94 0.1535 2.50 0.98
38.00 42.11 0.1535 237 0.83

{2 ¥ [°20] & A [cts] Z4 FWHM [°20] d-8] 2E [A] #8 2t Int. [%]
38.63 26.82 0.1535 2.33 0.53

[0383]
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[0384] 524512
[0385] (k&4 (D BB S LhfREh
[0386]  Kr2y15mg b &4 (D) AR LR Eh B 7 T-HPLC/NMRHIO0. 5mL H 0 o 4 B 777
FERTEAZ)1000rpm B S 3 HE 11K o 28 FH B Oy B I FURF AR PRER 5 i Kk
TFAR, ARG (D IBAY & R &R « XRPDES SRAT 6 AN 9 7R H - TGARIDSCAS AL 7
FE8H 7R  TGARR 2R 7, A8 1Rk 160°CHY , i 4512 4 . 9% o DSCHIZR W /R 191 . 3°CAb A7
F FE IR RIS | 2 A P R F T R BRKaliaf S [RE 1, T HAE166 . 3°CAM AR Bl MK
Pe PRI H NMREE W R s SO /e B BRI BE AR EL L L B &5 (1) HOBZY s h ik 2k
IR 140°CH HS HI 2 =il i, SRS e &9 (D AYE SiRsh Rtk tb 59 (D BAYE
SRR R KE Y, Fal ok A48 KR A o oK.
[0387]  FRIEAW (D IIBAY s LERER I XRPDE

42 E [°20] FHA [cts] Z 4 FWHM [°20] d- 1] 3E [A] #astInt. [%]

6.58 280.25 0.0768 13.43 100.00
10.73 87.49 0.1535 8.25 31.22
[0388] 11.40 190.27 0.0768 7.77 67.89
12.91 95.03 0.1535 6.86 33.91
25.11 110.67 0.1023 3.55 39.49
28.24 75.24 0.1535 3.16 26.85

(03891 54313

[0390] {5 (D) FUCHY 'S ShiiREh

[0391]  Kr2y15meg b &4 (D) AR SR ER & 7F THPLC/NMEHO0. 5mL H 0 o K4 777
FERTPAZI1000r pmit 8 BERZ S 13 HEO R o0 B el 4, AR 2l &4 (D) IHCHYE SR ER G
WREA) o« AEPRSEASIE N A ATR], R BME &4 (D 1OCHY S SRk SBIAYE SR £k 2 TRl
JTEAEAL, NI A Tt — P FAE A& (D O SRk B 1 : LINRR /Bl - 1
Et o« XRPDIE A I 43 I A LOFNZ L0/

[0392]  FR10fb&4 (D HICHY = SR ER U XRPDE SR
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12 ¥ [°20] &AE [cts] Z A% FWHM [°20] d-1d 3B [A] #astint. [%]

6.78 1150.22 0.1535 13.04 100.00
7.56 132.31 0.2047 11.70 11.50
11.18 325.28 0.1791 7.91 28.28
11.83 416.92 0.1535 7.48 36.25
12.79 174.89 0.2047 6.92 15,21
13.56 282.12 0.1535 6.53 24.53
15.06 195.70 0.1535 5.88 17.01
16.03 216.09 0.2047 .03 18.79
16.40 171.68 0.1535 5.40 14.93
[0393] 17.20 170.28 0.1023 5.16 14.80
18.40 258.42 0.1023 4.82 22.47
19.62 42.81 0.4093 4.52 372
20.97 92.64 0.2047 4.24 8.05
2153 113.77 0.2047 4.13 9.89
2197 102.86 0.1535 4.05 8.94
22.63 98.51 0.2558 3.93 8.56
24.49 245.23 0.1279 568 21.32
27.06 128.48 0.1535 3.29 11.17
28.28 167.84 0.2047 3.16 14.59
30.32 46.20 0.3070 2.95 4.02

[0394] =514
[0395] (& (D RUEAY S LhiREh
[0396]  Kt2530mg it &4 (D) HIARE H IR R A T B8 N 19 ImL IR C R KA TR
ORI A T8, IS 2 &9 (D BB SR EL - XRPDIE AN s 43 B aniEd 1 TR 11
Jir o 1 2RI L 3FR ) TGARIDSCAE AR /R, 7F s 150°CINy, TR RN 9. 4% , JF H AT 134.5
°CHN166 . 0°CAMFAAEM A  HHR < i S Ak BE ZR LB L .5 1
[0397]  FR11v&EW) (D) ERYE SERER IXRPDE s

12 E [°20] @A [cts] Z A% FWHM [°20] d- 1] 3 [A] #8533 1Int. [%]
[0398] 5.48 367.11 0.0768 16.13 29.81

6.68 1231.48 0.0768 13.24 100.00
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{2 E [°20] #HAE [cts] A FWHM [°20] d-1 38 [A) A8t Int. [%]

7.64 271.12 0.0768 11.58 22.02
10.94 957.43 0.1023 8.09 77.75
11.59 1176.34 0.0768 7.64 D552
12.93 556.94 0.1023 6.85 45.23
13.34 138.91 0.0768 6.64 11.28
15.29 483.18 0.1023 5.80 39.24
15.62 257.76 0.1535 5.67 20.93
16.25 286.37 0.1023 5.46 23.25
16.86 845.67 0.1279 5.26 68.67
18.13 418.70 0.1023 4.89 34.00
10399 19.91 550.25 0.1023 4.46 44.68
20.62 104.12 0.3070 431 8.46
22.30 26157 0.1023 399 21.24
23.00 485.96 0.1023 3.87 39.46
23.43 269.40 0.2047 3.80 21.88
25.16 653,13 0.1023 3.54 53.04
25.53 192.52 0.1279 3.49 15.63
27.47 460.42 0.1279 3.25 37.39
28.45 365.71 0.2558 3.14 29.70
28.82 273.91 0.1535 3.10 22.24
30.81 76.68 0.1535 2.90 6.23

[0400] ;1&]]5

[04011  {h& W () FBHYHY B0

[0402] K Z15melb 5 (D) HIJCE TR B 7 THPLC/INHT A0 . 5mL. MIBK/EACU T (1:
4,v/v) H B TFIRAES °C LA ZI 1000 pmffJ 5k B 1 1R TR - 2 R ES O S A, DAFS 2L
W (1) BRI B XRPDE A 43 A1) anE 14 A= 1 2P0 7 B 1 5 AT 16 FR I TGARIDS C4h
SRR, AR 150°CHT , RN 3.5% , FH HAE169. 4°C (BAE) AATFAERB IR HAulée o
L7 NMRES S S, 5k B VAR e /i BB BE ZREE 0. 12 1 G R0, 2% Y TGA R
IO < E18HIPLME R, tb A (D) BB B i ok, H B B RO Rk T
PEAHI 0k o

[0403]  F12(b5H (D) BB BRI XRPD A
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{2 ¥ [°20] B A [cts] ZM FWHM [°20] d-] 3B [A] A#astint. [%]

7.95 1663.66 0.1023 11.12 100.00
9.30 119.65 0.1535 0] 719
10.89 141.29 0.1535 8.12 8.49
11.47 1277.05 0.1023 7.71 76.76
12.26 308.52 0.1023 7.22 18.54
13.09 378.21 0.1023 6.76 22.73
13.43 164.38 0.1023 6.59 9.88
13.98 244.07 0.0768 6.34 14.67
14.70 185.36 0.1023 6.02 11.14
15.96 1164.64 0.1023 DD 70.00
16.35 172.87 0.1023 5.42 10.39
17.22 663.22 0.1279 = b 39.86
18.21 417.37 0.1279 4.87 25.09
L0404] 18.79 673.71 0.2047 4.72 40.50
20.25 440.39 0.2047 4.39 26.47
21.19 264.03 0.1023 4.19 15.87
21.92 439.89 0.1535 4.05 26.44
22.61 350.04 0.1279 3.93 21.04
2340 156.84 0.1023 3.80 9.43
23.68 117.14 0.1535 3.76 7.04
24.28 837.15 0.1279 3.67 50.32
25.03 292,19 0.1791 3.56 17.56
25.49 200.28 0.1279 3.49 12.04
26.66 184.47 0.1279 3.34 11.09
27.68 23120 0,1535 322 19.91
28.65 179.58 0.1023 3.12 10.79
30.10 25,79 0.6140 297 1.61

[0405]  5:f5)6

[0406] L 59) (1) [ICTLIN B9

[0407] 429 15mefb 5 (1) FIJCE TEHT B Ad A 17T HPLC/ M 0. 5mL. THE/H,0 (1:4, v/
v) B B IRIAES °C LA £ 1000r pmf R R LI JI B0 RE TR 22 R B L4 B L DA BK A
(D) FICTY N7 BSH . XRPDEE AL FI 191K 13 FH 7R HY o TGAFIDSCES SRAE I 2012 1R H o 7E
TGA/DSCH£% L2, 7 =k 150°CHY, TR i 1. 5% , I HAE86. 2°CHI114 . 4°C (IF(H)
REAFAE PR AR 3 o[22 1 H NMRSE SR ZE B ARAS I S PR I THE . 5546 A (1) (DL B bk
FIZRAELE SR (S L SBIT) 2565 L &9 (1) FOCTL BSh 7K 510 -
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[0408] L 13{k A (1) HICHLT BRI XRPDE s
{2 ¥ [°20] & A [cts] ZM FWHM [°20] d-E] 3B [A] #a3tInt. [%]

5.42 179.01 0.2047 16.32 18.80
6.05 335.53 0.1023 14.61 35.24
6.55 952.18 0.1279 13.50 100.00
9.36 226.87 0.2558 9.45 23.83
10.77 98.41 0.2047 8.22 10.33
11.96 348.89 0.1535 7.40 36.64
12.23 376.40 0.1279 7.23 39.53
12.65 590.48 0.2814 7.00 62.01
14.10 283.39 0.1023 6.28 29.76
14.86 243.74 0.1023 5.96 25.60
[0409] 15.42 135.63 0.1535 5.75 14.24
16.14 129.75 0.1535 5.49 13.63
16.44 160.90 0.1535 5.39 16.90
18.14 263.71 0.1791 4.89 27.70
18.81 758.86 0.1791 472 79.70
20.29 226.43 0.1535 4.38 23.78
20.69 401.41 0.1791 429 42.16
22.87 217.22 0.1791 3.89 22.81
2337 367.60 0.1791 3.81 38.61
24.41 501.98 0.1535 3.65 52.72
26.67 250.40 0.1791 3.34 26.30
28.33 120.06 0.1535 3.15 12.61

12 ¥ [°20] &A [cts] Z/M FWHM [°20] d-A] 2E [A] A3t Int. [%]
2977 102.50 0.2047 3.00 10.76

[0410]

[0411] 5417

[0412] {5 (D) AUDALIHE ESHR

[0413]  RZJ60meft & (D) [N E eI B i 77 T HPLC/ N HR ) 2ml. THE/H,0 (1:4,v/v)
R B PRIRAES °C L 21000 pmi I3 BERS 345 FE3 K o 43 BSIEIA I ELZEFRBES AR R T 1202
/NI, PAAS 2 A (D) [RDA 2. XRPDZS RAT 23 MK 14 s H A0 &9 (D IDALINFES
K&, I BTl K &8 (D CARFF S E TR R oRakAT

[0414]  SR14165% (I) FIDZYLE B3I XRPDEH
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{2 ¥ [°20] & A [cts]  EM FWHM [°20] d-E) B [A] #a3t1Int. [%]

5.68 792.36 0.0768 15.56 100.00
5.83 762.93 0.0768 15.16 96.29
11.84 357.29 0.0768 7.47 45.09
12.64 422.36 0.1023 7.00 53.30
14.79 180.99 0.1023 5.99 22.84
16.22 51.86 0.4093 5.47 6.55
18.09 164.35 0.1023 4.90 20.74
[0415] 18.75 611.21 0.1023 4.73 77.14
20.23 128.90 0.1535 4.39 16.27
20.62 297.92 0.0768 431 37.60
2297 98.98 0.2047 3.90 12.49
23,31 246.12 0.1023 3.82 31.06
2433 294.69 0.1023 3.66 37.19
26.61 186.89 0.1279 338 23.59
28.24 96.43 0.1535 3.16 12.17
29.71 43.25 0.3070 3.01 5.46

[0416] 521518

[0417]  {b & (D) AIEZRL I B

[0418]  K52y60mett 5% (1) BJCE AT Bt 77 FHPLC/ MU ) 2ml. THE/H,0 (1:4,v/v)
H o K B IR S °C LA 2 1000 pmff st FERE 143 PR 28 00y IS LA LAE R 51 T
TR 22/ N o 7E30°C FAN WA 44 20minf5 « JRAF A0 E4 (1) FOERY T 2585 . XRPD I FIXRPD K
PRAERI24 RN 15 R Y o HEDB AR B RICA Tk, HAE 58 T ERBE 4 E30min 5 #a b ik
) (1) OCHLE B -

[04191  ZL15(LAW (D) AL B hRAXRPDE S
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42 E [°20] FHAE [cts] Z A FWHM [°20] d- 1] 3E [A] #a2tInt. [%]

7.15 3056.24 0.1506 12.36 49.09
9.00 239.01 0.5353 9.83 3.84
10.21 320.60 0.2007 8.67 5.15
10.66 426.37 0.2007 8.30 6.85
11.44 872.10 0.1673 7.74 14.01
11.88 1254.83 0.1004 7.45 20.15
12.13 1485.86 0.1004 7.30 23.86
12.61 2002.58 0.0836 7.02 32.16
13.26 1599.15 0.1338 6.68 25.68
14.24 852.55 0.1673 6.22 13.69
14.89 2101.74 0.1673 395 33.76
15.75 1103.14 0.1673 5.63 17.72
16.72 2055.28 0.1338 5.30 33.01
[0420] 16.97 1559.56 0.1338 523 25.05
17.51 1624.85 0.0669 5.07 26.10
18.22 6226.26 0.1338 4.87 100.00
19.23 2754.51 0.2007 4.62 4424
19.69 1912.85 0.2007 4.51 30.72
20.53 1753.97 0.2676 4.33 28.17
21.12 1497.95 0.2007 4.21 24.06
22.32 3223.61 0.1338 3.98 5177
22.96 2928.85 0.2342 3.87 47.04
23.98 2313.82 0.1171 £yl 37.16
24.49 922.49 0.3011 3.64 14.82
25.82 893.64 0.4015 8.52 14.35
26.79 2219.59 0.1171 3.33 35.65
27.59 1639.47 0.2007 3.24 26.33
30.12 444.37 0.2676 2,97 7.14

12X [°20]  HE [cts] Z AW FWHM [°20] d- 1 3B [A] #astInt. [%]
31.59 358.23 0.2007 2.83 5.75

[0421]

[0422] 52459

[0423]  f&H) (D) FOFALE B

[0424] K2y 15me b5 (1) I ACE TR BRI T HPLC/ NMIFR 0. 5mL. ACN/TEBEgE (1:
9,v/v) HH KB TFIRAERT VAL 1000 pm R BERZ A 20K o 28 1 28007 B Il 4k o PRI B
NIKE) - XRPDIE A A 251 1673 o K126 R TGARN 2% 7 , £E =y ik TOCHY, H 43
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JN5.T% 2 THRDSCHIZR 7R, 7155 . 4°CAN109 . 5 CAMFAE IR Al
[0425]  FR16{k5 (D) HOF AT B XRPD A
128 [°20] HAE [cts] A4 FWHM [°20] d- ] 28 [A] #astint. [%]

6.21 390.60 0.1023 14.22 100.00
9.28 #1231 0.2558 9.53 23.43
11.61 184.30 0.1279 7.62 47.18
12.60 285.87 0.1791 7.03 73.19
14.78 104.67 0.1535 6.00 26.80
[0426] 16.48 99.59 0.2047 5.38 25.50
17.63 93.91 0.2047 5.03 24.04
18.70 68.76 0.3070 4.74 17.60
1331 97.94 0.1535 4.60 25.07
24.40 104.28 0.1535 3.65 26.70
2508 95.68 0.3070 3.43 24.50

[0427] 5245110

[o428]  {k 5 ¥ (D) (MIGALIHE Sk

[04291 K2y 15me b5 ¥ (1) ITCE TR BSBRIA R T B/ IR ¥0 . 5mL. EOHHH - SR 5 K
H, O/ SR I EtOHIAR R , H HARAS BT 28 P B 003 B [ « G BS N /K £«
XRPDFELFI i 4Pl 28 FI22 1775 « 29 FR ) TGAHZR % , 75 135 T0CI | TR ALARR
7.3% o 30F[FIDSCHIZR /%, 7532.9°C. 59 . 2°CHI110 . 2°CAMFAEM AR .

[0430] 174k A (1) IOGHLE 51O XRPD A
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42 ¥ [°20] B AE [cts] Z A FWHM [°20] d-1A] 3E [A] #8324 Int. [%]

5.72 490.99 0.1023 15.46 100.00
5.88 419.00 0.0768 15.02 85.34
9.42 143.63 0.1279 9.38 29.25
11.90 377.30 0.1279 7.44 76.84
12.67 424,74 0.1279 6.99 86.51

13.38 59.99 0.1535 6.62 12,22
14.54 207.70 0.1023 6.09 42.30
15.01 138.61 0.1535 5.90 28.23
17.19 158.21 0.1023 5.16 32.22

[0431]

17.64 197.55 0.1279 5.03 40.24
18.19 146.33 0.2047 4.88 29.80
19.67 198.37 0.1023 4.51 40.40
20.57 197.20 0.1535 4.32 40.16
21.28 121.55 0.2047 4.17 24.76
22.49 145.94 0.1279 3.95 29.72
22.92 203.47 0.1535 3.88 41.44
24.83 183.67 0.1023 3.59 37.41

26.21 296.80 0.1279 3.40 60.45
29.11 20.59 0.8187 3.07 4.19

[0432] 5411

[0433] L& (D) AT 5k

[0434]  “RE2y15me b5 (1) BOJCE T B i T HPLC/NIUFR 0 . SmL A A/ 1B Bg (1
4,v:v) W R IRAERT LA 29 1000 pm o BRI J 145 3K o 28 H . Ovdr S [ A AR B
SR N TRRLR A G (1) FOATY N BRSNS , HL 22t JC e T S BRACE TR/ LE
BRbE (1:4) FAERTIRAY 3 KRR  XRPDIE RIES I 43 Bl AE KIS TRIZR 18 1o H o ¥ 32 FIAI 33 Hp
ITGAFIDSCHIZR o , #5 =ik 140°CH, i 461209 9% , H HAETL . 3°C (fE R B AL
P I3 R HNMRES S o1 , AT : 0 B BE /R L M0 . 72 1.(6. 9wt %)

[0435]  ZR18{L5H (D) AUARLIE B IR XRPD LS
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12X [°20]  FHAE [cts] Z AW FWHM [°20] d- 18] 3E [A] #83¢1Int. [%]
7.03 184.41 0.1023 12.57 58.97
9.02 312.73 0.1023 9.80 100.00
11.57 45.51 0.3070 7.65 14.55
[0436] 13.60 60.29 0.6140 6.51 19.28
15.35 56.80 0.3070 5.77 18.16
18.05 124.01 0.2047 4.92 39.65
19.59 74.78 0.4093 4.53 23.91
23.26 161.58 0.1279 3.82 51.67

[0437]  sifp12
[0438]  {L&59 (D FUARUERFRER
[0439] K 2y15mg bW (D FIJCE TR RAI4 . 6uLik #hFR CIRHEE/REE M2 1, R /15 S
fif) E7F THPLC/NIRHN0. 5mL EtOAc/IEBRLT (1:2, v:v) HH R AR T LA Z) 1000 pmiT
W IR RES R o« 22 B0y S AT HAE RS IR LR, DL EME &4 (D A%
ERFRER « XRPDIE R 43 AL 3517 19H 7 HH o I 36 I 37 TGARIDSCH 2% i s , 7615
K150°CH, FE R 8. 8% , FF HLAE110. 0°C (IEE{EiR ) AW A o SRR - 7 BB R /L Dy
2.5:1,
[0440] K195 (1) FIAZLERFRER U XRPD A

{2E [°20] HA [ets] A4 FWHM [°20] d- 18] 56 [A] AastInt. [%]

18.09 51.60 0.4992 4.90 100.00

[0441]

[0442] 5248113

[0443]  {¥ &Y (D B ERER SR

[0444] K Z)500mg b &4 (1) FIJCE T EIA R T 2910mL. EtOAcH o BF935uL R R 1
EtOAcTE IR (HITEHEEJREE 02 1, 12 /i 300 Mok 2 15mL. EOHH ATLe U 11 51 (D) B2
SRR R A A I B BRIV O ELE AR 5 A A SRS 7E AL 1000 rpffJ s BB B 1
[FI N 2280 NIV » TR S AT e R L AERTREFES /NI, SR IS AR5 °Catt— P Hid 113/
[N o 20 phy i 35 0 B VR I I 4k , F FLAERTELZS T4t 87, DA B 54 (D) fOBAL hke .«
XRPDIEI RS 43 AIAE IR 3817 20 7 HH o R3O RN 40 O TGARIDSCHI 2% i 7= , 7 1118 150°C
N, R N2. 3%, HAE241 . 7°C (EfE IR ) AR AR SRR - i B BE /R EL 2 . 21 1
[0445]  Fe20fv. 51 (1) FIBHRUERIRER FUXRPDES JI5

51



N 119317625 A W OB P 40/48 T

12 ¥ [°20] & A [cts] A FWHM [°20] d- 38 [A] #a3tInt. [%]
6.92 147.00 0.1535 12.77 67.72
9.62 81.60 0.2047 9.19 37.59
11.86 114.20 0.2047 7.46 52.61
12.35 160.57 0.1791 7.17 73.97
16.99 109.35 0.1535 5.22 50.37

[0446] 19.89 55.01 0.3070 4.46 25.34
21.16 67.34 0.4093 4,20 31.02
22.72 92.52 0.1535 3.91 42.62
24.96 217.08 0.1535 3.57 100.00
25.88 46.24 0.3070 3.44 21.30
27.20 56.91 0.3070 3.28 26.21
29.05 106.71 0.1535 3.07 49.16

[0447] 5245114
[0448] (L& (D FUA IR R
[0449] Kt 2515mg v &) (D) JCE I B hsAN5 . Smg IR ChiRHEE/REL A2 1, IR /5 IS
) B 1% FHPLC/INIR 0 . 5SmSR/ 1EBEbe (1:4,v:v) H B R ERTVA 271000 pmfT) 13
JE ISR « 2 O B A HLAERAER S R T LR, DA B & (D AR H
TR &R « XRPDIEI RS 43 AIAE R 41 A2 1 o H o R4 2N 43 TGARMIDSCHI£R S 7, 7 15
R 150°CH, I 10, 2% , H HAE65. 1°C (AR I BE) AN A 92 - s S i B /R B o
2.0:1,
[0450]  Fe21{b &) (1) AL FHEEIR R U XRPD S JI5

{2¥ [°20) &HAE [cts] LM FWHM [°20] d- A} 3E [A] A3t Int. [%]

5.26 81.87 0.2047 16.79 52.38
6.53 125.58 0.2558 13.53 80.34
[0451]
7.80 106.39 0.3070 11.33 68.06
13.09 104.87 0.3070 6.76 67.09
15.69 97.84 0.3070 5.65 62.59
12 % [°20] &HAE [cts] A4 FWHM [°20] d- 8] 3E [A] #a3t1Int. [%]
[0452] 19.64 156.31 0.2047 4.52 100.00

21.03 121.74 0.1535 422 77.88

[0453] 524115

[0454] {59 (D FOBRY AR SR

[0455] K¢ 2515mg bW (D) BIJCE BT EHRAI5 . Amg AR CIRHEE/REE 2 1, R /15 B
Bif) B FHPLC/INFAY0. 5mL TPA/ERC e (1:4,v:v) B B IRTERTLA 291000 pmif)
TIP3 R « 2 B Oy B BT BAEEREE S R TR LR, DU B & (D pBAL T
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TR £ - XRPD RIS B 40 B A Rl 44 k227 H - A5 AR 46 PR I TGAFIDSCHE £ 5 o , 75 150
IK150°CH, EE R IA T .6% , FF HAE63 . 4°C (RN ED) AEWR AN IR - i 2 BT BE 2R L
1.7:1,
[0456] 221k & (1) 1B FHREFR S I XRPDEY Hia

{2 ¥ [°20] BA [cts] Z AW FWHM [°20] d- 18] $E [A] #astint. [%]

6.03 227.18 0.1023 14.66 100.00
7.18 41.09 0.3070 12,31 18.09
12.42 29.20 0.6140 713 12.85
[0457]
16.30 7833 0.3070 5.44 35.01
18.32 99.47 0.4093 4.84 43.79
F AR 7 41.53 0.6140 4.13 18.28
2649 69.51 0.3070 3.36 30.60

[0458] i{ﬁljm

[0459] {59 (D FIAZUEFRER

[0460] K291 5mgfv &4 (1) TSR ESiANL . OuLifeH, PO, CHIEFEE/REL L« 1, IR /5 B
B B 7F THPLC/ N A0 . SmL N i/ 1EBEEE (1:4, viv) W BB IR AERT LA 2 1000 pmff)
FEW TSR « 2 S O B A EAE IR S R TR LR, LS B &4 (D 1OAR
PR Eh o XRPDEANE A 43 DAL 4 TR 23 Hh o H o 48R 49 HR [ TGARIDSCRE 28 il /s , 78 ik
150°CH, 9. 5% , H HLAET9. 1°CHI194. 8°C (BRI AE) AN o iR « 1 B A 1 E /R
Fboht1.1:1,

[0461]  F=23{b 59 (D) PIATURERER I XRPDE s

12 % [°20] &HAE [cts] A4 FWHM [°20] d- 8] 3E [A] #a3t1Int. [%]

6.38 271.85 0.1279 13.86 100.00
13.95 263.49 0.1023 6.35 96.92
14.93 119.88 0.1535 5.94 44.10
16.28 69.96 0.2047 545 25.73
L0462 18.65 51.33 0.3070 4,76 18.88
20.45 95.02 0.1535 4.34 35.28
21.40 7232 0.4093 4.15 26.60
22.90 159.58 0.1279 3.88 58.70
24.46 127.00 0.4093 3.64 46.72

[0463] i{ﬁljl?

[0464] (& (D) FUAUL - AR ER

[0465]  }4215mglb A (D FIJCETEWEEAN4 . 3mg L- AR CIIRHEE/REE AL : 1, 1R/
B 2T HPLC/NE A 0. 5ml. Et0Ac/ 1EBEkE (1:2,v:v) H o B RAERTIAZ)1000rpm
(IR B B R 3OR o 22 FH B Oviy S A HLAEIAER S8 T IR LR, DAS 2L &4 (D 1A
UL - WA TR 5 - XRPDIE IS i 40 AT 5015 24 HH 7R H o RI5 1 ATIE] 52 HH A TGAMIDSCH £8% .
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IR, AE R 150°CHY, AN 3. 7% , H HAETT.6°CHI164 . 7 CALAFAE R FAIEE o L - P AT -
T R EE /R EE 0.5 1
[0466]  Fe244k 5 (D) RIARIL - I A TR ER I XRPD A

12 E [°20] A [cts] Z M FWHM [°20] d-/ g8 [A] #a3tInt. [%]

6.51 205.26 0.1535 13.57 100.00
9.36 73.76 0.3070 9.44 35.94
12.71 182.52 0.2558 6.97 88.92
[0467] 18.81 15123 0.2303 4.72 73.68
20.66 113.31 0.2047 4.30 55.20
22.69 55.54 0.4093 392 27.06
24.35 91.10 0.3582 3.66 44.38
26.47 27.87 0.8187 3137 13.58

[0468] 9_”11§IJ18

[0469] (L&MW (D AR —FREh

[0470]  K52915mg & (D BJCEEHE 084 . 3mg R CIRHEE/REE ML 1, R/ ES
i) BT THPLC/ N 10. 5mL EtOAc/1EBEST (1:2, viv) H KB FFIRAERTEAZ1000r pmft)
R TIPSR o« 22 B0y S AT HAE RS 1R LR, DL EME &4 (D A%
O FRER - XRPDEANE A 43 ML 53R 25 HH 7~ H o 5 4RI 55 HH [ TGARMIDSCHE 2R {5 7 , 7E
Ik 150°CH, TR 3. 0%, HAE106. 7°C (& fE I D) ABIR A . ) 88 « 7 BB B8 /R
Fbh1.3:1.

[0471]  F25{b 59 (1) AT —FRERHIXRPDE S
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12 K [°20] B A [cts] Z AW FWHM [°20] d-ia $E [A] #a3tInt. [%]

7.44 396.51 0.1023 11.89 49.17
8.47 98.93 0.1535 10.44 12.27
10.81 806.41 0.2047 8.18 100.00
12.64 205.47 0.1279 7.01 25.48
14.92 130.14 0.3070 5.94 16.14
15.51 143.91 0.1535 5.71 17.85
16.01 391.31 0.1023 5.54 48.53
[0472] 16.87 102.66 0.3070 525 12,73
17.72 314.60 0.1279 5.01 39.01
18.99 154.58 0.1535 4.67 19.17
19.70 249.98 0.1535 4.51 31.00
20.90 188.93 0.1535 4.25 23.43
23.57 156.30 0.1023 3.77 19.38
25.73 538,73 0.1535 3.46 66.19
32.29 3599 0.3070 2IT 4.45

[0473]  SfA19

[0474] (v &M (D WL E SiREh

[0475] 34 2)3gib & W (D FIARL = SR ER AR T B35 /N £2950mL. MeOH M o RE VA RES
¥ E ekt 2 R anh, T HAR60°Culind et 7 & L brin A, IR &4 (D CE D & SR
£h  XRPDIE U561 71~ o BT HH I TGA R 28\ 7%, 7F ik 150°C I, TR FHIZR M3 .6 % o K581
ImDSCHE £ {7 , AR /A7 (T6) FH TRIR 79 . 9°CHIL07 . 5°C « HHER < I S MRl BE /R b Ay
1.5:1.

[0476]  SfH]20

[0477] (&% (D) NICE TN RS

[0478]  Kr2y2g ¥ & (1) BIU ESiaA i 1IR3/ NI I 2040mL. DOMH KA TRE RS &
Jre i 7 g ms i, T HAE40°Cl o Jig ¥ 7 & KPR, AR 2k &8 (D 100 E BT Bk
XRPDEANEI59 M 7~ o 160 HHH TGA 28 50 7, 78 5k 150°CIN, R 452 1. 9% o K61 HATH
mDSCHAZE s, TR/ (TG) RO AL M 58.7°C.

(04791 5521 JorE T B AR BRY o TH IR EL FIERY & SR Eh fFFaSS TFH AR L I L
[0480]  rFaSSIFH & JCE TG B i AIB/ B E TR Eh I ) ) i B DI AR VA LB
T VAR RS RIGATE A & Jy5mg /mL 28 10mg /mL) 7ENERE B 75 2 FAREEiest , 3 H.45 )
TE3TOCAE L/ NI 47N AT 24/ NI SRS o 250U W8k BT iiadE A THPLCAS I o

[o481] 45540 E T-3k26 b . SEA BRI AT WIIJCE T2 E i , BRI & S b FIER
& IR ERAEFaSSTF A /s HY BE i I TA IR

[0482] 26 FaSSIFHIZ) J22is il B vPAl 4 Rl
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EhE i i) K T4 % 3 Ak BAELEgE EAZTLES
I h 0.28 >0.39 >0.36
[0483] | FaSSIF P o7& ) 027 >0.39 >0.36
fi2 & (mg/mL)
24h 0.26 > 039 > 036
[0484]  S452270 8 TR S B ATIA/B/EXY S EH IR 3R A0 H, O IRA AR BT L%
[0485]  {1:37°C, fEH OFH P E JCE LT S A ANA / B/ ERY B L FRER V- iA I T o K £ 5mg &2

1Ome b B TH,0 LA B IR 4 A BT Wb 24/ N, BT B850 3 L, DASKAS -
MG THPLCA .

[0486) 45 U S T-F27V . AT HOR TR ML TE 2 T BSHATIEL , ATEL s TR B35
LG AEAY 3 SRR 7N, O s T B e

[0487] 3227 H,OH VA Ad i PR R 45 S

kA REMHER | ARELHKYE BRAELIHKE EATIHRHE
[0488] 7 Ha0 P 69513 &

i) 0.16 >5.0 = 5.2 >5.0
[0489]  S423 70 & T SR BRI BSHRAIA/B/ERY 55 ELER b 7rpH 4. 528 M i) va e i
iN]Retzn
[0490]  FE37°C, frpH 4.5 il P iFaE o T 2 BRI i AIA /B/EAY & B R ER 1)

TR ¥ 2 5mg 2 10mg MR B FTpH 4. 5 DA BITR AW - F BTt 24/
I, B 25 O Had i, DASRAG T gt THPLCAS:

[0491] S5 ET-R28 7 S BRI T LTS T B AT L , BALIIE Btk AT s
RER BT CHIR AR FNENY B EhERER AEpH 4. 528 MRH B s H B A AR

[0492]  3%28pH 4. 5% R H~F- M v 1 25 SRR
REHHE BRAHL| ADELE BAFLMK |ENFLH
EhE
. < & & &

[0493) 1 Has EA b

Y Gl 0.18 0.3 >8.4 23 1.3
[0494]  SARI24 TCE FEUE B HRATNB/EAY B S5 IR Eh7EpH 6. 828 M VAR EE I bE B
[0495]  #E37°C,fFpH 6.8%% Mk H & Jo e I I A/ EAY B B R ER 1~ A A T o Kt

#)5mg = 10mg [ S 7% FpH 6. 8Z% Ml LAS BITR G 1) - R B It FF 24/ NN Bl 1.0
HI &, VRS IS0 THPLCAS I .

[o496] U E T2 . SEAHORT AT W i BtARED , BAY & SR Eh AIEAY
H SIRER AP 6. 8L B R FHSCER TR R -

[0497]  5%29pH 6. 8% R H~F- AR v 1 25 SRR
EhE T % 7% 5% 3 2k, BRELM®E ERELRE
[0498] 7 pH 6.8 4 i ifg ¥ &Y
EM A (mg/ml) 0.15 0.90 0.92
[0499]  SCA5I25 i s AN 4 ik
[0500] i sk 4 i (m) A4 RE DI BmL & 5 H I Hid SRR (v ) SKafE YERR T o 1l
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SRR R BR AR TR RN ZAT (p,=m/v ) SRIRFFHER R N TR AL, SRS
W5 T R 2007 o SR T il R p B R AU i AR AT (p,=m/v ) R THEIR S .
RIRFEE= (p,-py) /P,

[0501] 1 HAT P4 [l R P I OR IE 51, DAAEJECEE R B — 2R R o /N DA B0
FARITIRY A A o 208 St IR S AR AR T v B () IR () T ELHRPL R i Fa=tan ' (h/
) AR IE foR i E AR f .

[0502]  JCaE i i AN 2 i« BAY & ShRR SR FIEAY i SRR RO ims s M AT AT F 4 12 45
T ER30F . — M1 & , FAT BN R ZRIEE IR AR o H B 10 ] R e AR sl ik o I
HEA /MR AR A Bos B ahi .

[0503] 5 SSRH, 500 TP AL , PR 2 BRI & ShRR SR B i SR ik o H
AERS B F A B AT ] a4k

[0504]  FE303 AFFELEIEL

R 8, 0.23 0.40 43.8% 39.9°
[0505] F A% 8 0.19 0.28 31.9% 35.8°
B E Lk 0.36 0.52 30.4% 26.6°
E&E D 0.30 0.51 41.7% 38.3°

[0506] 5451126 - 42 i Sy

(05071 Ji i W /K A it SR AT T A S T o RS TR R A5 SR s, P e ] ¢
TR AR TR - 5 O R R A AHLD , AZ R ShIRER ANBAY T LhIRER
I DN BN e it A, A AT i S IR ER ANBIY B EHIRRER M R FE A By O KT «

[0s08]  ZL31HEAMAMETRIEL

05091 [ g st B A7
JCE JE: B 37.2°
AU B 20.3°
B Hhgh 29.0°

[0510] 54527« ik > 1k

[0511]  {fi FHPLMWR £k G & T B i AIAZY & ShlG ER) ISRk IV 45 SRR, o e e
e S ARAE S F A B AT B S AU TE DRSS B« AT B EL R 36 8 BT BT AR 4
TRIURL « 5 0 E TR B AEEL , AR s L RRER R B I i Ak > ke, B d St 0T k.
[0512]  SfpI28 . IRk

[0513]  7E25°CREDVSTER LR, AT 70 pr e [ (AT A RS e VERE I FE T AR L o 85 SR ST
3o 5T E W B iRAR L , BRI B AT B ShiR L LB T LR AR FIEA I LR EL A
80% RH/25°C MMM E AR

[0514]  $532 DVSEELRIL M,
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' H it DVS #HZ &1 80%
kit R}U25°Cjﬁéﬁfi'i4b
R 5 A 4.2%
[0515] B B 7 A (2%
ARG Lig 0.8%
B 2§ LR 3 2.1%
EA&l'g Lk i 2.1%

[0516] 545129 : AUbES E Pk

(05171 it W T I (£95min) FHEE v (£9234Mpa) J& FIXRPDAE AR PPk [ AT 20
WU E P - XRPDEE SR /R, AERHRF R e, AR5 2B AL Bk« AL ' SRR ERANEARY o
RRERIIE A GR33) , HoAfiIABALE Bt A2 m LHRRERANEZY w LHRRERRINH R A IAT LB

[0518]  Fe33HUMRRLRE M4 SR

(5191 ey g B S XRPDIE A 1. I 4 J5 XRPDJE At
BRI B ik & R
N DGR & R
B ey hiGEh & R

[0520] 5245130« [i5] &Aa e 1k

(05211 S ifili T JE 3 CICE T B P33T 2 Ak AZR o TH FR R ATIBAY e Th IR £R) 11 [ 285
FENE  JFERAE40°C/T5% RH/ 5 R SAF MG H o 11 XRPDFRAFASE PEAE A DA 2
M EAIE XA, H HaE i HPLCRAERAS Ay 2l B AR fb o T A 45 SR A3 T334,

[0522]  Z55FGHH : (1) PR B AZ S Sh IR R ANB Y i SR ER i H R A OB AS E 1
AT 254 N B IE R ATIE IR 5 (2) S50 U BiRifE40°C/75% RHfEAE1S H
JE 4 AR (AR EL , PR 2508 AZR) B SRR &h FNBZIY &8 SO R +h e 0 HH SR 4 itk - Aae vk,
A HEAR A A .

[0523]  Fe34[H|ASAE PEVEAA 25 51

v B AdEAA,
A4 B AR RS X H it 9] 5 X E A # HPLC &
% 1t
[0524] TS TS 3 Ak & 99.2%
F A% 3 a8, 40°C, 75% | | A g & 100.3%
ARG HERH RH % 100.1%
BAE LR % 99.6%

[0525]  SRAEZER

[0526] (L& (D 1 SR EIEA I B iE 2R 45 i B A A 85 R B T 3435 %
X3TH,

[0527] 3357 LFRELIE AR AESS R
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. TGA £ ¥ H %k DSC & #* ). 311924 )
D (%, BE) (°C, “4f) (B/4k,) RS
ARELEELE 1.9 (£ 150°C) 167.6 1.5:1 x. K4k
[0528] BAELELE 49 (£ 150°C) 91.3, 166.3 14 KE4h
CARIE 5 H - - - -
EAEHEE 94 (£150°C) 1345, 166.0 1.5:1 T % 69 75 F] 4Lk
TR E HERE 3.6 (£150°C)  79.9%, 107.5* 1.5:1 -
[0529]  --. Pl 1B 5CHY s HRER 2 [MIRTE FE L, AN CAY R S IRER A TARAE AN Al o
[0530] s FAHT /AT IRy H TR BE
[0531]  3R3630F I 2R AE S,
) TGA TEH % DSC & # .
e (%, EA) (°C, i) A
A TG 3 A% 9.9 (£ 140°C) 71.3 7 B 2 7] 4L 4%
B i # 4% 3.5 (£ 150°C) 169.4 % K4
[0532] C A iF 3 o 1.5 (£ 150°C) 86.2, 1144 Ke
D A% 8 a% - - Ko
E AL 3 A% - = LK 4
F 755 & a% 5.7 (£ 70°C) 55.4, 109.5 Ko
G R 55 # 5% 7.3 (£70°C) 32,9, 59.2, 110.2 Ko
. TGA €EHi % DSC & #& .
[0533] sk (%, BAE) (°C, 4f) S
T T %5 B Ak 1.9 (£ 150°C) 58.7% -
[0534] - - f AR AT FR O HAEN, K G B AR BRI 25k, [N b AR 1 11 TGA/
DSCX DI B taiA TRAE  EAL I B bRlAt i T IR S R #eA D2, I H oK@ 3t TGA/DSC
BEATHAE
[0535] . Tg, i AIIGLFE .

[0536]

RITEE A ER AR R
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B X TGA £EH %k DSC & # %-’mh
(150°C, %) (°C, “4h) (B /35 % AR,)

A A E 8.8 110.0 2.5:1
B #1385 3 2.3 241.7 2.2:1
A B F &ER 3 10.2 65.1 2.0:1
B & W & ER 3 7.6 63.4 1.7:1
[0537] A B a8 9.5 79.1, 194.8 1.1:1
AR LB G 3.7 77.6, 164.7 0.5:1
ARG HRHE 1.9 167.6 1.5:1
B Al Bz 4.9 91.3, 166.3 1:1
CRE L 1.5 - -
E&R G Bk 9.4 134.5, 161.6 1.5:1
ART @A 3.0 106.7 1.3

[0538] i ] O B A A SR A A K B I ER WA o 9E—25 , TR 2 A8 ORI N T

ARGUHAN G111 5 R 10 2 WL, PAIEANA BERR AR WRRA D an -k o D) An
W RE I, FTRLA D A A BSOS [R5 SR v N H BT AR EOR PR E A Y

BRI
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