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Ptk -7-AR-1,6- R (3.2, 1] 3k -6- 24 ] A BRER g -

[0060]  7F 55— St /7 Z2H , AR BHI R UL AR TE X AFERAR #5 20 (D B9 [ (2S,5R) -2- 2 H
Ptk -7-AR-1,6- R IR [3.2. 1] 3kt -6- 2 ] A BRER g -

[0061]  7E 55— SLhti /7 e, AR AW R UL i AR T XA ERAR ¥ 20 (D B9 [ (2S,5R) -2-2 H
Pt -7-A-1,6- & 3R [3.2. 1] 3kt -6- 2 ] A BRER g -

[0062]  FE—ARIE SN TT S, AR WP AR PR (D 1 [ (2S,5R) -2- & 2k - 7- AR 1,
6- RT3, 2. 1] L-6- L) EMMR R fm B OB R EAE T4 HEA0.15419nm
BRI Cu-Ka, AR5 IR, HAT A5 48 N IR 2- 0 A1 (10 S 1R AR X - R AT A4 1 9 -
[0063]  (9.6+0.2)°.(11.1£0.2) A1 (17.4%+0.2) °, 8% (9.6+0.2) °, (11.1+0.2) °.
(16.4+0.2) °F1(17.4£0.2) °, 8 (9.6+£0.2)°. (11.1+0.2) °. (16.4+0.2) °. (17.4+
0.2) °f1(19.2+0.2) °,5#& (9.6+0.2) °.(11.1£0.2) °. (16.4+0.2) °. (17.4%+0.2) °.
(19.240.2) °F1(22.1£0.2) °,8# (9.6+£0.2)°. (11.1+0.2) °. (16.4+0.2) °. (17.4+
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0.2)°.(19.2+0.2) °.(22.1£0.2) °F1(24.2+0.2) °, 5% (9.6+0.2) °. (11.1+0.2) °.
(16.44+0.2) °.(16.7+0.2) °. (17.4+0.2) °. (19.2£0.2) °. (22.1£0.2) °f1 (24.2=*
0.2)°.

[0064]  JBFE 5 —SLili /7 R, AR AP B AR (D 1 [(2S,5R) -2-Z HF &L -7- 4R 1,
6- A4k IR [3.2. 1] ki -6- 3 ] SR ERER Y f T B L REEAE T4 HEA0.15419nm
B A Cu-Ka st PR, A 5 AR B B e 7 7 P 5 A AR TR] 0o AR X - S 26 A4 5
W,

[0065]  7F 55— ik St 77 Ze v, AR B KR =R (D (19 [ (2S,5R) -2- & kL - 7- AR
1,6- /A& [3.2. 1] Fk-6- L IAMBREEN BT OER2)  FEAETYHESR
0.15419nm¥E K ¥ Cu-Ka, FRGHELR , BA G5 75 iR 2- 0 F Y SR AR AR X - S5 2R AT &
it

[0066]  (9.3+0.2)°.(10.1£0.2) A1 (16.7+0.2) °, 8% (9.3£0.2) °, (10.1+0.2) °.
(16.7£0.2) °F1(18.8+0.2) °,5# (9.3£0.2) °. (10.1+0.2) °. (16.3+0.2) °. (16.7+
0.2)°f1(18.8+0.2) °,m#& (9.3£0.2) °. (10.1%£0.2) °. (16.3+0.2) °. (16.7+0.2) °
(18.8+0.2) °F1(24.4+0.2) °, 8% (9.3£0.2) °. (10.1+0.2) °. (16.3+0.2) °. (16.7+
0.2)°.(18.8%£0.2) °. (19.5+£0.2) °F1(24.4+0.2) °, 8% (9.3+0.2) °. (10.1+0.2) °.
(16.3£0.2) °. (16.7£0.2) °. (18.8£0.2) °. (19.5£0.2) °. (23.0£0.2) “FI (24. 4+
0.2)°.

[0067]  JBFE 5 —SLili /7 R, AR AP B AR (D 1 [(2S,5R) -2-Z H &L -7- 4K 1,
6- A4 A3, 2. 1] k-6 ] SR ER BRI i T B 3R2) L REEAE T4 HEA0.15419nm
BRI Cu-Ka Amst PR, A 5 AR B B 6 v 7 7as P 1 5 A AR TR] 0o AR X - S 26 A4 5
W

[0068] 7 57— s 7 Erh , AR B KR BE (D) (9 [ (2S,5R) -2- & LS -7- 4% -1,6-
TR TIR[3.2. 1] k- 6- R ) S BR BRI T OER1) S REAEE T 24 H A NI ATR I I 2
), FLE L 7R SR I A 1) W (P A ST I AR S 2T A1 33

[0069]  (3391+2) cm ' (1820=+2) cm 'F1 (1688 +2) cm ', B (3391 £2) cm ' (3274 £2)
em ' (1820+2) em I (1688 +£2) em ', B (3391 +2) em ' (3274+£2) em 'L (1820£2) em '
(1688 +2) cm 'F1 (1619+2) em ', 80 (3391+2) em ' (3274+2) em ™'\ (3214+2) em ™', (1820
+2)cm 'L (1688+2) em "M (1619+2) em ', B (3391 +2) em ' (3274+2) cm '\ (3214+2)
em ' (1820+2) em ™', (1688+2) em '\ (1619+2) em A1 (1304+2) cm ™, 803 (3391 +2) cm '
(33262) em ' (3274%+2) cm ' (3214+2) cm 'L (1820+£2) em ™. (1688£2) cm ™'\ (1619+2)
em 'R (1304=2) em ', BE#E (33912) em ' (3326 =2) em ' (3274+£2) em 'L (3214 +2) em '
(1820+2) cm '\ (1688=2) cm '\ (1619%+2) em '\ (1304 +2) em 'F1 (1241 +2) em ', 5k %

[0070]  (3391+2)cm ', (3326=2) cm s (3274+2) em '\ (3214+2) em ' (1820=2) em '
(1688+2) cm '\ (1619=2) em ' (1304+2) em ™, (1241 2) em 'F1 (1054+2) em '

[0071]  {E—sjii Jr Rrf, AR B ZARPE (1) ([ (2S,5R) -2-F FfEL -7-410-1,6-—
B IR[3.2. 1] ki -6- 3L ] EMBRERH A E OB R AELE T 24 F &N ATR It U =
HLA 5 A 0A B 270 7 71 P 3 i A R ) () 4R 3 AR e 21 61

[0072]  7F 57— s 7 Erb , AR B KR BE (D (1 [ (2S,5R) -2- & LS -7- 548 -1,6-
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TR TIA[3.2. 1] b -6- ) AR BT s T OER2)  REIEAE T 24 FH 4 NI A ATR b il &
), FLE AL 7R SR I A 1) W (P (ST I AR S 2T A1 33

[0073]  (3403+2) cm ' (1825+2) cm 'F1 (1686 +£2) cm ', B (3403 +=2) cm ' (3277 £2)
em ' (1825+2) cm I (1686 £2) em ', BL# (3403 +=2) em 'L (3277 £2) em 'L (1825+2) em '
(1686 +2) cm 'F1 (1616 +=2) em ', 80 (3403+2) em ' (32772 em ™'\ (3214+2) em ™', (1825
+2)cm 'L (1686+£2) em M (1616 +2) cm ', Bi 2 (3403 +2) em ', (3277+2) cm '\ (3214+2)
em ' (1825+2) em ™', (1686+2) em '\ (1616=2) em A1 (1297 +2) em ™, 803 (3403 +2) cm '
(33262) em 'L (3277+2) em ' (3214+2) cm ', (1825+2) cm ™. (16862) cm ™'\ (1616+2)
em 'R (1297 +2) em ', BE#H (3403+2) em ' (3326 =2) em 'L (3277 £2) em 'L (3214 +2) em '
(1825+2) cm '\ (1686=2) cm '\ (1616+2) cm ' (1297 +2) cm 'F1 (1251 +2) cm ', 5k %

[0074]  (3403+2)cm '\ (3326=2) cm '\ (32772 em 'L (3214+2) em ' (1825+=2) em '
(1686=2) cm ' (1616+£2) cm ' (1297+2) em ' (1251 2) em ' H1 (1053 +2) em '

[0075]  FE—sijir SoH , AR B SR #E = (D) B9 [ (2S,5R) -2-Z B 2 -7-A-1,6-
BAR I3, 2. 1] i -6- ) AR BT dn T2 OBaR2) , RRELE T 24 & WA ATRIB I =
HAG HEA G AR B B 7 rR BT P A 1] 0 8 57 A8 e 21 o it

[0076]  7E 7 —SKiE 5y BH, ARV SR HE X (D 19 [ (2S,5R) -2- & H B2 -7- 24K 1,6-
TR TIA[3.2. 1] b -6- 2 A GRIR I N B Y FRAEAE T AR R L4256~ 130°CHRE T, IF
PLRZI10K/minf i %6, FH A 50 Hr AT M, 28 TR 4 40 R B i, B K
270. 58 7 % B B /D ARk K20, 48 5 % B R /D BEARIE K Z90. 3 1 %6 By BE /D 1) B A 4
Kok, BT [ (2S,5R) -2- B -7-AM-1,6- &2 IR [3.2. 1] ¥ hi-6-F ] &
R IE I i T A2 e IR 4 LI fR T 1.

[0077] #0437 2% B AR 2 WA F0 AT 24 £ L 3 188 IR Ko P B O AR W R E I Bl E R B &
DIRZI130°C (S I B IEI3) IR E TR ik & 2 2/ KR Z5160°CHIR L T, e fitik s 2
F /R ZI200°CHIHREE N 5 AR 2 BH AR BT 24 B2 28 5% 5 PR 7 78 22 1 A il 28 b R BRI
BEAN, Y HIRE T ER (S K4 &2 R 130 CHRIEE R, A K B IR 2 B 35 B 7R A
R0 3E B % (1) E B P, 2 B A B 1 ] 2 B 2 i 55 R A2 Bl 4 B2 3H 1) T /K HLAR I 7L
TE o b AR, A e B 1R 0] 24 B2 3 3 B9 BRI X 1 SR JE 5 F20E o BT IR R ORI e A7 i As e
(1) 7= i Jo 2 5 (R A A HERR A7 B ] 1 S Ak

[0078] [ 1 & Xob it B8 ARHIR UBE SRR S 1 5 AR i B 1% T 24 E2 3H e 25 TR 3 LA A R 1) AR M Jola
HFAIE o AR 48 S0 B Sa 7 B A3 4 FE 1 S8 BB AT L, A D B 1R T 4 B2 1 i 2 IR 2 Pl AR
ST dt AR A B, B R 3 SIWRE B A, 7 A B R R HE 5 B R R 4 R SRR IR TR E B
TR BN A o X T 1) 245 3o R 0 355 1) 2 258 451 Gan 28] /N G B — BA7 /NS R R 3B 78 I R L T b
AT TE TR

(00791 [or] 2f B2 +H 40 1 T B 2 7~ B A AN [RDRE B FIARCIR S AR (Z W SC R E5b) o e e AT IESK
WO 2011/042560 Al HEAEAIFRIA : /KD H AR H N S AR K 5% (LB 5e) o ik K
S 2 g i e AR 2R 1, I R AN A% 245 oin 1

[0080] A, AR BHEE FARFE R (1) [ (2S,5R) -2-Z F L -7- 4% -1,6- ~ & 4 3%
[3.2.1] 3¢kt -6- 3 ) SRR ER B 1) ) 4% 7 v, FL 04

[0081]  (a) fARFEN (1) P 5—Fh el 2 FhpKa<- 1IN ER I N

10
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M@
O@
\ O
0P\

[0082] O—N NH,

)+

o] (o]

A (ID)

[0083] HM® & N®@RR R'R” ,R.R R”HR” & [ Jh 7 ik S A B A 1-6D T
[y e 5k ; A0

[0084]  (b) fEEHISY B 25— BRI (1) BIL S
(00851 7 4% % W i, do e 2 4 1 L 46 3 1 e A B F S T o s e e T T DL R
BB S HE R

[0086]  HL5 1- 6B 5L T 1 T il s e S [ T LA R (~CHL) L 28 (- CH,CH,) L A 3% (-
(CH,) ,CH,) T3 (- (CH,) ,CH,) \J&3E (- (CH,) ,CH,) ICL3E (- (CH,) .CH) EA K BIrh , BA53-6
AR T 10 B 55 1 T LR 0 8% < TE” 4 T P 6 OF T 36 L IE R IE L 3 R
[0087] 3¢ il f k4 1114 7% 49 /2 57 PR 35 (~CHL(CH,) ) 5 T4 (-CH,CH (CH,) ,) AU T % (-cH
(CH,) ) 5 I%FE (- (CH,) ,CH (CH,) ) I L% (- (CH,) ,CH (CH,) ,)

[0088]  7E—fRIEILHITT ZE RR R IR 5% 1 AR i S FE ] A PR B ) JERWR R
IR 4 14 2 B oe S T, B 106 AL I F) B o S T 7 — R S B B O S 77 e RAR
R*FIRY” % 19 42 1E T 3 o R bk 45 5 f ik i 2 M@ 2 (Bu)y N @

[0089]  FEA IR (a) b, AR HEN (ID) MG 5K (8 <- LI ER [ 3L o pK (B 8] , B R 5 o pK
B <- LI ER AT B AL 5 IR o

[0090]  Fri&pKa<- 11— Fiak 2 Fhig fi e i B 5 B R IR 0 R ORI G — /K &4 W0 —
- 2-TEIR KA AT N SRR TR R 2, 4, 6- = I L DR IR A% - 10- TR\ LA T %e-1-
TR PP e R L 2 e Rt TR  2- F2 01k 2 Je TR « I A e R L 1E T B R L 1E O Be e R TR e
TR — 3 FR e A R A R R R VR IR VIR IR , S L — il 2 P VR 5 400 R AR
T [ TR 36 [ ) PR B R %o R R R — /K 5 4 R R AR o JC L AL 11 2 X R 2R R — K
G B IR A I (1) S o) FE R

[0091]  BER . =5 L R AH BR A3 FHAEIR -

[0092]  FE—ARadk STty AR HEN (T ISP FIEER L K291 :1~1:1. 8173 T L3 |
BAIERL1:1.01~1: 1.6/ TR  EEBERERLL:1.02~1:1. 48950 F 2R FR )
JERZ1:1.03~1:1. 15/ TEHE R R M.

[0093]  #E— i LTt 77 S b, I ARV R 3R AT , BT aR v 7Rk B B9 G0 £ B L IR T L SR
P TR 2 TR, A, A, TR 4T, O K IIR G k72 —
AHbE TR O RE . ST N Ol U HAL G BRI IE S A > T2 % w/w B
i > F 1% w/w KA D F0. 3% w/wit) 7K o 24T 78 FE AT /K I & I Lk i .

11
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[0094]  SEALIL I A S NEAE K ZT-10°C~35°C Lik-8°C~25°C  HE TR E-6'C~15C.
5 )% - 5°C ~5 C IR T R AT .

[0095]  J N RTARIEREAT K £)5-24075 ALk K 2910~ 18043 B BE AL e K£J15-904) 8 VKF
2R Z120-455) B ) — B [A]

[0096] b4, e REVR G ML HEAT B30 WUAE 3 A/ B i

[0097]  FEATERIPER (b) o, 0] 3 B 2 D3 iR =X (D &4

[0098] AR #E=N (1) (4L &9 4 B T AR 60 5 8 2P 3R (2) A5 B UTIE DI 98 H T
LG G 75 Sh 25 B L EL G O R BE AR IR SH 4 B R S8 R AN, T DA R 8 HE U E
Bk PLide FD R (a) J B AE o 58 BRI TR % » e 2 B &0 e B U BE e o e A1, T AR
HRAR IR (D) LS P T 8 TR AR IR 7E K 295 -200mbar 98 245 14 T 58 Bh Ak, T8
AIERZI10°C-35°CIIIRE N ke RA =] F T

[0099]  HH -k b R B b3k 5 v A 7 v 0 P PR T 4 L HE 7 S TR 49 4 1 LA 97 Y6 Al
(o oy o £ JEL Ui B IR, RV DY T A A R OB B R 24976 %6 1 Y2 35 SR AR 4l (82 LS
ISR .4)

[0100] [k, A& BRI S AT 2095 % MRk & /097 % EARIE Z D98 % , H ik &
199 9% 151l 41 %8 21>99 . 5 96 41100 % 1) ey 28 FEAR 8 20 (D) 1 [ (2S, 5R) -2- 2 HI M ik - 7- 284X - 1,6 -
TR TIRN[3.2. 1] i -6- BV AR IR . ik, BTIR [ (2S,5R) -2- B - 7- AR 1,
6- AR IA[3.2. 1] ¢t -6- BV AR EL TG 2 DA b SCE SR 4 B H ) 5 T2 LA AE o AT AR
SCH A T I s BT H- NMRA/ 350 MR B 3 AR N 3 A0 i o 280 60 JE Ak 2 A 79 B 2 s 285 R € 14
(HPLC) A5 (MS) B HATART2H 5 Wl 5 201

[0101] &y 4l FE 2 i& VR 25 W) I o3 ) A 2% Sk A DRUR BP0 AS B P i B 2 BE 1, F B
HIEH, BT Re R B R A M.

[0102]  [RIk, A B o — A 32 800 Ko b ST e S o] 4 2L 3E 0 25 1 FH DA 1) &6 25 0 40 S 9
(1 i

[0103] S —T5 i, AR BRI R AW &), Ho & A A 30/ BCRT & 1) b SCE SRR 4E
T SR — Pl 2 AR AN B, DA — sl 22 R B 711

[0104]  Jik —Fhak 2 Fha R AN 28 U0 8k B BRER BN (Na,CO,) IR IR Z 4 (NaHCO,)  Z RN -
FH R A AR 2% FP R » L P B R A AN R M A2 R A LI 11T, I EL BRI A2 B AL 11

[0105] g, Bk —FhER 2 Fh LR FEB- WA R, HEREERIS, HEmR,
LA, Sk RS, A SRR SR SR B R IR, 5 5 R I 0BT B PE AR L 0 P AR BT
7N =St 7 NN VR ey 7 N2 (T % NN e = Wil N ST N ST 7 N ST 7 NN RE VAT NS
PEAK DT ZE PaAK AR PE AR ER T PB4 (ciclacillin) EBKZ PAAK (talampicillin) JFaAhpE
R 2RI PR | UM P B XU AR S PE AR 25 R AR L DR PE R, Sk A A 22 549 dan Sk e
Wy .cephalorodine k{50 kR IE R L& 2 L MR (cefazol ine) SLATER .
LA E Sk A i S A B S ke SE e Skrfsk B Sk e v Sk flu 2 SR Ie B L Sk
HRE S FHIIEAR (ceftaroline) kMRS (ceftaroline fosamil) kAL Sk AIUT |
SRR Sk fame 2= LAttt g Sk AamE R | Sk s Sk At g | Sk Ak | Skl e e Skl
5 S AR L JB cefpodoxime axetil. kB VHIG I EHE (cefpodoxime
proxetil) kAR HT Il L fAM LN (cefetamet pivoxil) k<Ml (cefcapene

12
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pivoxil) kBFE VLR (cefditoren pivoxil) SkfEMRE Sk ¥ HE (cefuroxime
axetil) \loracarbacef fu %8 Sk, Tk 75 B 44 S A W0 i 3 e 36 05 g L L Pl 3% R i e 3%
T L P P e SR A5 T R AR SR, IR ek, B- PN IR G AR R0k H Sk A fhng
B anH T K-G0 X/ B Sk A AR R 5 an H B 2 R s — /K & e K.

[0106] b0 HIA K BRI 259 5 1038 vl B & — Fhal 2 Fh 2 2 L T 8252 (R IR TE 571
[0107] AU BH ) 25 W40 & W vl o i B2 S AN 1 B SCE U 254 &0 B4y 3 70 2l
5 ARG /NI B — B /N R T A

[0108]  FE—ARde Skt /7 b, b 30@E XA KB 25 H &) AT RS I T HE AR,
e 5 T — kMRS A /N o it 220 75 200 BB 3 2 R, mRER AR A5 o B G B 9 S
7KL 0.9% FALAN 5% £ ek 2.5% F lighE /0. 45 % FALINEE LR MRS IR (Lactated
Ringer ‘s) ¥y B4 , il Ji5 AT 32e B3 4 0 e s At — 2D Rk o

[0109]  S—T51HI, AR BRI e b0 25 &40, HRAEZY.

[0110] AR BAMY Jy—J7 ik o 30 25264, FHT-1a 97 R0/ B Pis 40 B Bk 4
BRI T DL EH PR AR B - P I AT T A B 5 | T o T TR IR G T Ik R AR IR P B (e TAT) FAR 2%
WA PRIE G (cUTT) o

(01111 G L SC &3 B, SRR Lk 77 v il 45 i, A BF 1 BT 4 B2 45 9 29 1 DA v 4
1521, F H 138 T A R Hb AR AR 7 Al S 4 E BN ) A TR 4

[0112] BRI, 73— 51, AR K BRIE P J b 30 AR =X (D # [ (2S,5R) -2- % HH Bk - 7-
AAR-1,6- RS [3.2. 1] ke -6- 5 ] SR BR I8 1 FH g , 1 il w5 iy 4 e 3 26, ARl

& FH T ] 45 BT 4 B B
[0113] AR AR —J7 i AT H & il =X (1D (& 5%,
Vu®
=~ !
o)
\ A°
o \
[0114] 0—N NH,
)=
o o
K1)

[0115]  H A #E

01161 (1) fEARFEN (D) I [ (2S,5R) -2- & H AL - 7- A 4R-1,6- /A =3 [3.2. 1] k-
6- 2 ] AR AR 5 — Ml 2 PG 2- 8N S5 T I A HLER B AW 26 S 8 AT (11) A et 7
0 ARPE T1D A&,

(01171 &0 (D MR (2S,5R) -2-Z I BE I -7-540-1,6- Z & =3 [3.2. 1] ¥ k-
6- ik | SUBA R IR T AR b ST 3 (1) ] 448 U2 1 i 8 TR 1) 1] 8 77 4 17 1) % o

[0118]  7EMRHE=N (TTD) b & il 2 7 vk G oL, RIE “BHLER” 15 B R B LA 11
BHACAE YAV EYI TR T ik EAMESE 740, E 25 A =< AR &4
R FE A T T RO A A

13
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@)

[0119] R%

OH
[0120]  [RI Sk, FR IR & A L b i T Jd ok A XU i B 2 — AN EUR 7, 9F Bd@ it i — A
BOER R H— AR T (L RMEE ZEET) BIEEE] A VLER A nT g oy i R
TR IR S A AU R 7 1 U T A EAR P R R B ]
[0121]  FE— ARk ST 7 =, B 2- 8RR T I A HLER B 5 R S8R TR o
[0122]  HHLERATHA 2 T ANRRER , B0 2 A AR IR I ] a0 5 iR AR, ik n &
AHLBRALE S — MR — R R
[0123] A& —/NREREE B A 2-8AMNRIE T A HLER R 2 LB TR « T IR VRR IR
IR \CR . 2- LFEC IR AIE IR
[0124] Rk, AR B A 4- 8B 7 B %6 - 8N S 7.
[0125]  FE—HpAIARIE A St 77 7, A LR 2 O R - AH LR AR R PR AT LR
[0126] 7 5 — PR AR IE B SE it 77 B, A LR 2 2- LB OG- AH R M R R 2 - 2 J
O RN
[0127]  FE—fRiEsit 7y b AR (D ML &AL A 2- 84N S5 1 1 A HLER IR 4l 25 DA
KA1:1.3~1:2. 5. HRIERLAIL:1.4~1:2 4 EEFREKRLL:1.6~1:2.3 K02 KL
1:1.8~1:2. 20150 F L N o 1243 F LU 2 8 T LR 1) 3R R B 22 [ 1 0 2 i 5 1) o IR 1, 491
e R A E SR (D AT B, 5 B E AN REREE B A LR 1
CL RN SR AN SR AR LE , A HLRR (1) BB IR B2 ek K 19 o IR L, AR 4 =X (D b &5 2 R — 4l ik
() T RZ1:0.65~1:1.25  FEMMEKA1:0.7~1: 1.2 HEFMEKL1:0.8~1:
115 FF AR R A1:0.9~1:1.1,
[0128]  FE—ARIE S R, R BNAEA WU AT, Brid G WA AL EL . 013bar T
HAKL160~135°C I3 s A LA A LIS FI s G2 OB IE B 52 B L IE T I
ST 2- T W IREE 2-F R -2- Tl . AR ABE A5 IR B A LR 2 R A . 7
TEEA2- T 57 T R U HAIEN A I IE A SR T5 % w/w. AR EAR T3 % w/w 5l
MK T0. 5% w/witi 7K o 45 AR FEATC K I A2 S HARIE 1)
[0129]  IBARIEI & R NAE K ZI60°C -135°C ik KZI75°C-130°C A il & K Z185°C-125
"CHIIRE T #-AT AT, SN AT ZE K Z190°C - 115 CHINRE T 4T, U H R L 5 T a2 T i
PRI .
[0130]  Je BRI ALIE AT R £95-240 7 Bl AR IE R Z110- 18053 B . BEHLIZE K 2920~ 12047 %
5 1) K Z130-9043 b 1K) — B 18]
[0131] Jtt%,ﬁtiﬁ#%}ir“/mé%& iﬁiﬂ HUBRIH B AN/ B -
[0132]  FEATERIPER (1) A, nl 3 B 2 /D ER AR A =X (11D AL
[0133] A3 EBSAR ¥ (11D) EWcé‘%Tﬁmﬁ@ﬁ/\zﬂ% (1) MR MR A an 2 K 2-10
"C~23°C Mk KL -TC~15°C A= KA -5C~10CHIRE AE— Uikt 7 &, %
HIB IR (1) I MR APl Rk 7E Wﬂz%’zﬁmﬁui‘ﬁ#ﬁ&ﬁ
[0134]  FE—ARiESEHE T b RIED IR (1) rTPLE 6 & AP IR () 18 2 Ui sl
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AL _E P v R 5 i HHUTUUE o 18 R ITOUE RT A9 A St e H A 7 SR BRI AR A R = A B
SE WA, W] ARSI T e » PR HI2B B (1) S A L A 58 FCER) 8 771 R 5 R )
e F S TR e Ah AT AR 4 2 (TTT) A S 4% T4 T AR 72 K 295 - 200mbar
PRIV 2% AF T SE R B4, AR T FE R £910°C - 35 °C MR VRIEAE KL & i N kT .

[0135]  #R¥E L3k 5%, iR HE (1D A & mT BLRL T & Y L i A4 2B T8 -8 B R i 4
TR S 15 2], DUk H DL S 4O 045 2 24 U R TR 2045 200, AR5 (TTD) Mtk &4
DL LL SR A B EB S EC B TEDECHR S W) A7 A - B Uk , AR FE 3 (TTT) Ay AL &7 LA &

IARSELR
[0136]  fE—fLiksit &b, a0 (1D AL &0 £ 71k
Va®
o !
o)
\ A°
o \
[0137] O0—N NH,
)
0O (0]
A(I10)
[0138]  fud%

(01391 (i) 7E[RNA 2514 N , AR 4E 20 (D 8 [ (2S,5R) -2- & L - 7- M- 1,6- — R
3.2, 1] ke-6- 2 ) BB N 5 L3k BN TR S T I b bz, A (1) AR 7y 2 2
b F R R (TTD) M &9, 5 R it AR #E 3 (TTD) AL &4

[0140]  5EH, WP IR (1) FMEE DR (1) PR HA KA 5, ESCATR R R H

St 5

(01411 N Nk 7 A 7 iR NS 0= A2 AR BH A T 89 3 A7 088

[0142] ¥y RX- 5 AT i

[0143] P 3 & S LT 5 10 0 / O AR IC I AT AN L EA R BB Cu-Ka, JBEST (WK
0.15419nm) A& ZPIXcel ¥ I 2% (JPANalytical X Pert PROGTHMN , 58 ik A X- £ AT
U AEMEE AT, FHABKVAE L AI40mAE B UL, B FHO. 013°2- 0284, LL40s/25 (25538 1) ,
1E2°~40°2- 0 MY, 1 SRAT A o AR S IR W AT A o 2- O P B ARE A B 2 0. 2°
2- OV o DRI, (I G AE 17 . 4° 2- 0 H IR A O BH BT 448 T2 38 8 T IO AT ST IS PEARVIE 2R A T VR 22
KX - S RAT AN LA #E17.2~17.6°2-0 i B,

[0144] A7 AR HRLT ARG

[0145] FEA4cm ¥ LR Bruker Tensor 27FTIR4Y it FIMKII Golden Gate'
Single Reflection Diamond ATR G4 [ i) i , 58 A L AR 2T 4R S 1% (FTIR) o (£
IR ICOETE A T IARGIE K574 (spatula tip) BIFE A DUR AR TR 2t FH7E @ WA R
T AR 5 B RE i O = A R Al IR AR & RIA L, FRe skt v v e NUA I 61 HAE TS 50

o YR P S RS Tl B R AR K0 £ 2em Y R P o BT S H LR 1820em ) 7S 2 W ] 44 2L 4

15
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AR T £ AN LERRAE & T VR 2 BT A6 b AT B E 1818 ~1822¢m '

[0146]  /RZEFHERIE

[0147]  fEMettler Toledo Polymer DSC RAY % I, 58 Bian 2 4 & H0k B R
(1.27mg) 7E4HH T E K Hh 73 I 40microl F4m H LA 10K/minfJ s 2 25 C IIFE 160°C . B
(4% (purge) HEZE50mL,/min) FVEFAL K.

[0148]  FAEHE M HT

[0149]  fEMettler TGA/DSC L4X#% L, 5E L ARE /34T (TGA) o A% (6. 30mg) 7E FH 4R 76 %
H1100mi crolL A5 8n TNk BT UGS, 55 F H 3055 15 R AL 5 PL1OK/minf 3 2 M 25 °C il
ME200°C . BA (R ALIERS0mL /min) FVERAL S

[0150]  FHH T EABE i 7

[0151]  FHitachi TM3030Plus TabletopddftiH T &l 10 s i L 7 W 4o M -
FE b2 T hcd b, IR BB hnokVinid s ik A R IR R G KB T/ S U B T
(SE/BSE) #0052

[0152]  fxfg AR

[0153]  fEBruker 400MHzE#EAX b, SRS %W SLHRTE . Ak 222 2 6 LA 1 5 43 % (ppm) Ko
LG F 5 FNMRE , 222 . 50ppm (DMSO-Dy) Ak )5 B #5115 5, LA KR F13C NMRi , B %57
715539 52ppm (DMSO-Dy) o 1 5 H LAHZ K75 - TCNB (2, 3,5, 6 - VU SUAHEE ) I 52 B 1H-
NMR WU £ (1) A A7 o

[0154] "1 A S PR i) 1o St 481 X A 2 T A5 14 45107 1 B

[0155]  sLjiafsil: [ (2S,5R) -2- & L AL -7-5AA0-1,6- Z & =M [3.2. 1] ¢ Li-6-JE] &
i B i (] 24 2L 4H) 174 1) 2%

[0156] sl . 1

[0157] R 42 40 DY T 342 2 (255mg, 0. 50mmol , HEHEUS 8,969,566 B2 <L i fil4a Tt 24
TFI 7 & 10D R T2 . SnL L BEH , JEA EIE0-5°CIERLFE T INAKT H 2K R — K &
M1 (102mg,0.53mmol) , L 1 (A UTUE . £E0-5°C T, #iHE:30min i , it FE AW , F 2 B e 4%
HAERIE T ES T4, 3 390mg 22 5 B IE 20 1A B 4 22 48 35 55 1R (77 % : 68 % , B QNMR ) 4§
F:100%) »

[0158]  1H-NMR (400MHz ,DMSO-D,) ,8 [ppm] : 7.44 (bs, 1H,NHg,) ,7.29 (bs, 1H,NHg,) ,6.97
(bs,SO,H) ,3.98 (s, 1H,CH) ,3.69 (d,J=5.1Hz,1H,CH) ,3.03 (d,]J=10.5H0z, 1H,CH,) ,2.93
(d,J=11.4Hz,1H,CH,) ,2.13-1.98 (m, 1H,CH,) ,1.91-1.75 (m, 1H,CH,) ,1.72-1.54 (m, 2H,
CH,) .

[01591  '°C-NMR (400MHz,DMSO-D,) , 8 [ppm] :171.5,165.8,59.6,57.5,47.0,20.5,18.1,
[0160] 3 BP0 5 ok AR X - S 2R A7 o B o F IR Lob, IR HOAH R ) s i A R R it T 3K 1
H,

16
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A AB 2t i% & A JE A AF 5% E
[+ 0.2 °2-0] [%] [+0.2 °2-0] [%0]
9.6 7 22.1 21
11.1 16 22.4 11
14.2 2 23.5 4
16.4 25 24.2 19
[0161] 16.7 8 24.8 2
17.4 100 25.6 1
19.2 15 26.2 4
19.7 3 26.8 3
20.2 6 27.7 3
20.8 3 28.3 8
21.8 3 29.1 5

[0162]  31:2.0~30.0°2- 03[l P 1 5o S FIAH B 1 AH X 5 B
[0163] 15 ¥ 5 (A8 32 H- AR B 2T A6 1% SR T2, 3 HAHR G 5 R4t Tk orh

D&Y D&Y V& D4
[+2cm’] [+2cm] [+2cm™] [+2cm™]

3391 1466 1143 867
3326 1447 1109 848
3274 1408 1074 810

[0164] 3214 1373 1054 787
3120 1304 1021 743
2966 1275 977 723
1820 1241 927 662
1688 1176 898 608
1619

[0165]  322:4000~600cm "3 [ PI FRIFTIRU o

[0166]  sizjifsll .2

[0167] R[4 4 PU T 4% 3 (250mg, 0. 49mmol , ARHEUS 8,969,566 B2 S jfiffldartt 2y
TR J7 V4% 1) v T & e (2.5mL) H, FRR A1 E0-5°C AESHE T, IIAHNO, (65% ,
33microl,0.51mmol) . #E0-5°C N, H£E30min i , i B (A i i, F & H ¢ (ImL) B
B HAEEI N BT, 15 20 79mg i &5 B % BT 4E B 3H (7= 26: 60 % , 2 QNMRI 46 i
100%) «

[0168]  sizjifsl. 3

[0169] W 4 2 4 PU T 4% 25 (250mg, 0. 49mmol , ARHEUS 8,969,566 B2 S jfifldartt 2y
FER R4 1) W fl T & e (2.5mL) /1, AR HIERO0-5°C AL HE T, IMAMKRHCT (37%
42microL,0.51mmol) . fE0-5C T, #FE30min /5 , & H A 3 (Bt » B & B¢ (ImL) ¥

17
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e, JFAE SR R LA T4, 14 37 5me i S BRTE A BT 4E B30 (72 28+ 55 % , ZQNMR [ 4 -
97%) .

[0170]  sfifsll .4 4fifk 1F H

[0171]  CKgp 4k IR P T 347 £h (2. 0g, ZQNMRA4E % : 76 % , 3. 00mmo ] , HRHEUS 8,969,566
B2 s it 51 4amh 22 JF A 5 45 1K) VR & B (20mL) o, JF e J1E0-5CAERERE T
HONX 2R A8 R — K540 (0.80g,4 . 15mmo 1) , JE R ELPTIE « 7E0-5°C R, Hi#4:30min 5 , JE
H [ A, SR e lisk , IR AE =R N S TR, 4580, 73g (P73 : 89 % , ZLQNMRIFJ 21 12 -
97%) .

[0172]  sEjfsl.5

[0173] ¥ 4 B 3E PU T 344 8 (251mg, 0. 49mmol , iRHEUS 8,969,566 B2 Sk it fil4ar 24
TF 0 77 2 )4 104) Vs T4 . OmL e T e, IRV H1220-5°C o AEBERE N, MK FE R R — 7K
£ (105mg,0.53mmo 1) , J R 1 4353 - E0-5°C F, BibE30min 5 , 3t [0 4400, P 5 T e
Ve, ARSI N A TR, 45 2 11 5mg 22 5 LT A2 (0 ] 4E T 45 3 B2 (7 %2 - 87 % , Z2QNMRFK
“ifE:92%) .

[0174]  1H-NMR (400MHz ,DMSO-D6) , 8 [ppm] : 7.45 (bs, 1H,NHg,,) ,7.26 (bs, 1H,NH,,) ,6.97
(bs,S0,H) ,3.98 (s, 1H,CH) ,3.70(d,J=5.1Hz,1H,CH) ,3.03 (d,]J=10.5Hz, 1H,CH,) ,2.93
(d,J=11.4Hz,1H,CH,) ,2.13-1.98 (m, 1H,CH,) ,1.91-1.75 (m, 1H,CH,) ,1.72-1.54 (m, 2H,
CH,) .

[0175] 45 2 W BT A AR X - 2 i i B B T &6, 3 HAHRI I S 5 31 R 3 it T 363
Hr.

A A% & Faxt iR &
[ +0.2 °2-0] [%] [+0.2 °2-0] [%]

9.3 30 21.8 4
10.1 36 23.0 15

o176 13.4 3 24.4 22
16.3 40 24.8 5
16.7 100 25.7 13
18.8 46 26.8 4
19.5 19 29.6 9
20.3 4

[0177]  2R3:2.0~30.0°2-05u [ PN 4 s S FIRH N o) AH G i
[0178] 153 SR ) ST AR e 2 A1 Bon T 70, 91 BAHN I 5 R R4 T R4

18
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L R EK B E K
[£2cm’] [£2cm] [£2cm’] [£2cm']

3403 1616 1184 846
3326 1464 1145 809

[0179] 3277 1413 1074 746
3214 1325 1053 718
2958 1297 979 663
1825 1276 927 611
1686 1251 868

[0180]  84:4000~600cm 7 [ P FRIFTIRU o

[0181] L sfitEfol1

[0182]  7E30°C ', JI&5/INEF, [m) 450 1 1) il 4 B2 3H DY T B8 2 (20. 0g , ZQNMR ) 44 & -
76% ,30.0mmol, iR4EUS 8,969,566 B2 SLjiffdar- A FF B 77 V%144 1)) B LB (126mL) 7%
WA IAN2- RN (13.12g,78.9mmol) I £ BEH W - 7E N2 - £ 28 OO BRI W 3 ]
V4V PR 4 2 3 48 22 5 TR 0B (RREEW0 2011/042560 ALAFF (77 V55145 (1)) S M 1K
TE30°C N KR B AR 12/ o 5, IR B RA 2 0°C , 2/, i €, H7E0-5°C
N O EE RS B AR AE25 C R IR TR 18 /N, 15 517 . 45 g Fi 4 B HH AN 2 L R AB (&
QNMRAZH B - 74 % , P2 .64 %) &

[0183] & sififyil

[0184] ¥ fl 4k 4A DY T 3843k (110mg, 0. 197mmol , KEHEUS 8,969,566 B2JH 5L i f5il4a 1
ANTFHI TR iR & F 5 (ImL) 1, FFAHIE0-5CERFE T, I =8 4R
(18microL,0.237mmol) o ¥& ¥R BE ANARVEM , W ICE AT .

[0185]  sEjiffsi2: [ (2S,5R) -2- G AL -7-5AA0-1,6- “ & & IR [3.2. 1] ¥kt -6- K] A
i R TG () B 6 (B 4 E2LAEL99) ) A R

®
\ &0 o)
: X \s 0
[0186] O—N NH, 07\
}\ 0—N NH,
N
o) 0 }\N
0o o}

[0187]  SLjifsi2. 1

[0188]  Rffu] 24 2 3H Iy 25 1R (100mg , 0. 377mmo l , HR4fE ST LR 1R Frik i) 7 vk 2 — il %
D) Y& T 7 T 2ol o KR B RERE NN E IR L, IR 2- 23T IR (126mg
0.754mmol) FI 7 T H% (2mL) VAL 2080 A TN o 4 S BETR & 0 IR 3 50min &, K5 TR S RAE UK
T EL I A B AR, OF S T IR 19 21 (84mg , 77 A TT %60) Bl 4k E TE A o A R X - B
AT SN IR A5 2] 4 2 H AT A C.

[0189]  SLjifsl2. 2

19
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[0190] 4] £k =L 411 ¢ B 12 (100mg , 0. 377mmo 1 , HR41 SCHp SLHE 51 1 F BTk i) 77 42— il %
(1) IR 2T 5 TEE 2mL) W ESEHE R ¥ AR R (63mg, 0. 377mmol) Y 7 T BE (2mL) VA
FE30min Py BN o K5 TR BRHOPE S 00 T B 0 (A2 16/) U5, 6t 1 €L 4y, 3 L T
BEYess, 433 (32mg, 7758 : 29%6) BT 24 2 3H A4 o Ky A X - St 2 A7 S A A 153 28] o] 48 2 3 AT XD
[0191]  sjEf2. 3

[0192] R[] 4 (2 3 3% B TR (100mg, 0. 37 7mmo L, AR & 3L o Ll 491 T Biridk 1) 7 v 2 — il %
{9) TS5 TR (2mL) A B (2mL) 598 4 T o K SRV E B T A iV IR FE £ 80
C) , I Hf2- 2 FC RN (126mg, 0. 754mmol) Y T B% (2mL) VERAE2040 A NN o K5 TR B LAE
80°C R LI K16/ 5 , U L FE UK v 10, 6 1 1 6 [ A0, 9 R 5% T e
5, 451 (65mg 1% £ 60%6) B 45 £ 3490 9 X~ 5 e 5 T 45 06T 4 2 HELEA S 0B

[0193] 25t ]2

[0194] 44y 4 % 3 357 B 2 (100mg, 0. 38mmo L , MR 4 SCHF L 1 1 T ik () 77 v 2 — il %
1) R T 5 TR (2nL) b oI B AR B TN R, R4 236 R (63mg,
0..38mmol) {1 5% T (2nL) A VRLZEGORD P BN 75 b oA TR 24 6 DR B 2/ /5 , L4 7
0, e A B A, BT 2 SRS 2 1 A=

20
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