CN 103919720 A

(19) e AR EFNE ERFIR =G

*:‘P (12) R BRE | EHIF

(10) HIF %S CN 103919720 A
(43) HIF AT H 2014.07. 16

(21) HiES 201410162742. 4
(22) HiEH 2008.09. 19

(30) L FE A &R
60/974, 194 2007.09. 21 US

(62) 77 IR RIREUE
200880117449. 9 2008. 09. 19

(T1) RIEA Bl R G 30 A BR 2 7]
Mok F g R A HE

(T2) RBAA M. FERHT. Y. &

(74) EMREN FEEAMNRE (FB) GRA
" 72001

KEA XIE FRE
(51) Int. CI.

AGIK 9/08(2006.01)

AGTK 9/10(2006. 01)

A6TK 31,546 (2006. 01)

A61P 31,04 (2006.01)

M ZRA3TT BRI 4527 T

(54) % AR&FR

& B A 2 & SR AT E R T
pailfich
(57) H5%

AR K TIR9T A R R kAR &
PIR R . BTl R AR, SR DAt 8 O P VA A
FE, e nli& &0l i S o s 24



CN 103919720 A W F OE Kk P 1/3 7

1. — i & 49 223mg B4 2005mg ceftaroline fosamil FIFIAY, Forb Bk 7178 () B8 0K
F S B A AR P AUC, .. K T4 10, 650ng. hr/mL [ ceftaroline (AP MK .

2. MRARBORIESK 1 Brad (50080, A B i SR L iy IM SR B 4 2 2 it ceftaroline £
PSR % , FT I I % A 2

S G, /N T2 39, 500ng/mL, BL K

P AUC,. . oK T4 10, 650ng. hr/mL.

3. MRPEACRIEESK 1 Pk i5A) 8, e Bk 57 B 1R R ) B TM 2 2548 4H ceftaroline f&
P 2R %, Fr i i 2 % £, 2

S Gy /T4 39, 500ng/mL, BLA

S AUC, . KT 10, 650ng. hr/mL, PA K

P Ty 29 1 /NI ECLL |

4. AR BCRIE SR 1 Frif 78, AL 223mg ceftaroline fosamil, HiHH 55 8 (1)
IR B A s R AL 5 1 AUC, R T4 10, 650ng. hr/mL [¥] ceftaroline &Py Ifil
i,

5. MRYEACHIELSK 4 Prik i) 8L, Hor Brak 1) B 1) 51 050 B TM 25 25481 ceftaroline {4
P 2R %, P i % £ A

34 Coax N T4 4, 900ng/mL, LA

SEH AUC, . K T4 10, 650ng. hr/mL,

6. FRIEBCRE K 4 Pk (5020, Hoob Pradk 77 B ) SR 00 B IM 45 2538 4H ceftaroline f&
P 2R 1%, P i A 2

Py CL /DT 4, 900ng/mL, LA

S5 AUC,. . K T4 10, 650ng. hr/mL, BL &

S T 29 1 /NI L

7. MRAERURE SR 1 TR 58, A5 446mg ceftaroline fosamil, Hrp fTiA 7 A
IR B A s 2R AL AUC,. . K T4 21, 350ng. hr/mL ] ceftaroline {4 Py Ifil
A,

8. MRHRACH LK 7 Pk i5r 2L, Horb Pk 50 B ey BR R B TM 25 2484 ceftaroline f&
P2 %, P i 1% £ 2

Ty CL, /DT 9, 800ng/mL, LK

P35 AUC,. .. K T4 21, 350ng. hr/mL.

9. MRIRBCRE K 7 Pk (KR 2L, Hoob Pk 1) B SR ) B IM 45 25484 ceftaroline f&
P I 2R %, P i % £ 2

Ty CL, /DT 9, 800ng/mL, LA

S AUC, . K T4 21, 350ng. hr/mL, DA K

HE Towe 29 1 /N EREL E

10. FRIFBCRIER | Pk g5 2, AL & 557mg ceftaroline fosamil, Hrp Bk %Y
L IR GF B 1 Ah e 254 I 5 38 AUC,. .. K T4 25, 800ng. hr/mL [ ceftaroline fAN
1M1,

L1, FRAEBOHE K 10 Brads ()75 284, o BT i 551 24 () B R T 25 2321k ceftaroline

2
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PR L3RS, Pk if 2% 1% 4,55

P Coax DT 11, 100ng/mL, BLAZ

V34 AUC,. .. K T4 25, 800ng. hr/mL.

12, RPN R 10 Frik i) 84, 2 rb Bk 71 284 () SR 05 B IM 25 24 4)E ceftaroline
PR L3R, Pk if 2 1% A, 55

S G, /N T2 11, 100ng/mL, BL R,

S AUC, . K T4 25, 800ng. hr/mL, BL %

THE Towe 29 1 /NI ER LA L

13, MRIEAHFESR | iRk 72, AT & 668mg ceftaroline fosamil, H:A FriRs) Y
1R IR T B B AN A 2RI 13 AUC, .. K T4 28, 800ng. hr/mL [#] ceftaroline 1A
12,

14, MRPEARE SR 13 P i) 284, Horb Pk ) 20 1) SRR G i IM 25 2444 ceftaroline
PR L3RS, P if 3% 1% 60,5

) Gy /N T4 12, 000ng/mL, BLA

P14 AUC, . K T4 28, 800ng. hr/mL.

15, MRPEAFINEL R 13 P i) 284, Forb Pk ) 20 (1) SRR ) B IM 25 244 ceftaroline
R L3RS, P if 3% 1% 60,55

5 Cy DT 12,000ng/mL, B

S AUC,. o K T4 28, 800ng. hr/mL, PA

S Ty 29 1 /BT EREL

16. MRAEBCHER 1 Frik 5508, HoA) % 891mg ceftaroline fosamil, Horb ik A
() B YR ) T T A2 2R AL 5P 38 AUC,. . K T4 49, 000ng. hr/mL [¥] ceftaroline fAWN
I3

17, FRPEARNE SR 16 B i 7n) 284, JLrb Bk ) 20 () B R ) e I 25 24248t ceftaroline
PR L3RS, Pk if 3% 1% 40,5

Y Coax DT 17, 750ng/mL, BLJZ

S AUC, . K T4 49, 000ng. hr/mL,

18. MRPEAFNEL R 16 Frik i) 284, Forb Pk ) 204 1) SRR G R IM 25 254248 ceftaroline
PR L3RS, Pk if 3% 1% 60,5

SEyCL /DT 17, T50ng/mL, LA

S AUC, o K T4 49, 000ng. hr/mL, PA K

I T, 2 1 /N ER DL

19. WA ER 1 iR Ae, A& 1114mg ceftaroline fosamil, F: A7 iRy
R IR T B B A A 25 AL 13 AUC,. .. K T4 66, 000ng. hr/mL 1] ceftaroline fAN
M2,

20. FRABBCRIELK 19 Fra (1957080, Ho b B 51 20 i B R & T 45 2532 4Ik ceftaroline
PR L3RS, Pk if 2% 1% 60,55

P Coax DT 22, 500ng/mL, BL A

V-3 AUC,. .. K T4 66, 000ng. hr/mL.
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21 ARPEACPELK 19 Prid i5n) 2, Horp Prak 1) B ) SR 00 B IM 45 2542 it ceftaroline
PR L3RS, Pk if 9% 1% 40,55

3 C, /N T2 22, 500ng/mL, LR

S5 AUC,. . K T4 66, 000ng. hr/mL, BL &

S T 29 1 /NI L

22. MRPEAUH)E SR 1 ik 5584, HAUE 1337mg ceftaroline fosamil, H A A5 7Y
[ R YR ) B B AN A 2R AL B3 AUC,. .. K T4 79, 500ng. hr/mL [f] ceftaroline 7AW
I3

23. ARPEACFEL K 22 PriR a2, Forb Pk 57 B R SR ) B IM 45 2542 it ceftaroline
PR L3RS, Pk if 3% 1% 60,5

Y Chax DT 26, 500ng/mL, BL A

S AUC, . KT 79, 500ng. hr/mL,

24. ARPEAUPELK 22 PriR 50 2L, Horp ek 51 B R SR ) B I 45 2542 it ceftaroline
PR L3RS, P if 3% 1% 40,5

) Gy /N T4 26, 500ng/mL, BLA

S AUC,. . K T4 79, 500ng. hr/mL, PA K

S T 29 1 /NI L

25. MRPERHE SR 1 iR 5584, HALE 2005mg ceftaroline fosamil, H: A i)Y
BRI 5 A2 25 A5~ 3 AUC, .. K T4 126, 000ng. hr/mL [#) ceftaroline f& N
IMIRE

26. ARPEAHFELK 25 Prid iy5n) 2L, Horb Prak 1) B4 ) SR 00 B I &5 2542 it ceftaroline
PR L3R, Pk if 2% 1% F, 55

S G, /N T2 39, 500ng/mL, BL K

P34 AUC,. .. K T2 126, 000ng. hr/mL.

27. MRPEACFELSK 25 PriR i5a) 2L, Forb Pk ) B ) SRR ) B IM 45 254241t ceftaroline
PR L3RS, Pk if 3% 1% 60,5

By CL /DT 39, 500ng/mL, PAR

S AUC, . K T4 126, 000ng. hr/mL, EL K

HE Towe 29 1 /BT EREL E
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EE B IMATER B & KT TTE MM AT AR B

[0001]  AHIIESE 2008 4F 9 H 19 HEEATHIEN “ 16 W B AN A 25 A& Sk G HT A
AT 1 S Sk 200880117449, 9 (PCT/US2008/076920) 11 A& BH & F| H1 155 1] 7 &
HiE .

[0002]  AHITEE SR 2007 4F 9 H 21 HEEATHISE E LRI HiE 60/974, 194 R, 4
Jﬂlj‘jﬂ/’:\r\'l_lié‘lﬂ%/nm UZQKIEP

% R4
[0003] A BB K H 1A T7 40 B B 1 Sk A AL S s AL . BT ) A ge e, R I
SRV AR, JER AE A9 W i B AR 2

BREAK

[0004] £ [E LR 6,417, 175 2 FF T 651163624 [ 1 03622 1 I 40 7 ELAS 108 5 9
P BRSSO AT A AL A H AR

[0005]
\\r—/————k ’,,,-i K'J—‘vl’i‘—- %
’»;’ /‘“"s R e 4 S

5y

B

RNz

00
[0006] A R'-R'\ Qv X\ Y Fln B APE So — R B EM R 7B -[2(2) - LT
L -2-(5- BEEE AR 2 3L 1,2, 4- W W3- 3 ) A WEa FE 1-3-[4-(1- FT 36 —4- ke
& (pyridinio))—2- & e FE A 5L (thiazolythio) ]-3- ki —4- R R #h. £ EH & H|
6,417, 175 A T %AW T2 (S0, 1 sE i) 1.2.5 F16) , RG22 7

BRI o
[0007]  ZE[EEH] 6,906,055 AH T iR MLEY) -
[0008]
ICHS
(HO),PONH 7 \*

N. —N
(:f = S
CH,CH, co,

8
\E \lN
N CON g

X .nH0
[o009]  H:rp X 24 CH,COOH. CH,CH,COOH B CH,CN, H.n & 0-5. — k&4 (Hd X Kk
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CH,COOH H.n 4 1) A—7K (6R, 7TR) -7-[[2 (Z2) - LA FE W2 3, - [6- (Jpelhdh e gt ) -1, 2, 4-
e -3- 5L ] SWEEE ] 2 13-4 (1- S - mbRESS (pyridinium) —4- 3 ) BEME —2— JL ]
Wikt 1-8— 40 -5 W —1- A% 3F [4.2.0] 9F 2- 4 2- RIR b — 2R £, HowFk Ayntt
WE S5, 4-[2-[[ (6R, TR) -2- 3k —7-[[2(2) - LRI W HE —[5- (Mt AE = Ik ) -1, 2, 4- W
T -3 FE ] AW ] AR 18- AR 5 WE - AU TR [4.2.0] 92— 44 -3- AR ) A
% —4- %nﬂé% ]_1_ Eﬁ% T W%a ﬁztﬂﬁéi%:li: _‘7J</5\% ( ﬁ’?ﬁ C22H21N808PS4- C2H402- Hzo’ ﬁj\?
B 762.75) o« ZALA W USAN ZF5 K ceftaroline fosamil,

[0010]  INN(WHO Drug Information,Vol.21,No2,2007) $#£4 1] ceftaroline fosamil %
RN A 4-[2-[[(6R, TR) —2- 3k -7-[[2 (2) - L E WA - [65- (B REZEE ) -1,
2,4-WE— M —3-FL ] LB ] B 8- A -5 WE -1- A T 4. 2. 0] F 22— Jf& -3- 2 ]
T —4- WEMEEL 1-1- 3L —, gk, INN &K ceftaroline fosamil ZRIFHT S T/K TS
ML KT ceftaroline fosamil ( 70 T2 Cyoly NOGPS,, » 77 T2 684. 68) .

foo11] 4l i iy B A 2y (B an 3@ i i bk UL A BROBZ R 45 25 ) I, R Ak 25 4,
M7B-[2)- &AW & -2-G- Bl 2 & & -1,2,4- 1 — M -3-3L) LB
5 1-3-[4-(1- 3L —4- mbie 3k ) —2- MEMEBEAR At 1-3- Shfludf —4- IR M ceftaroline
fosamil (USAN A INN) I8 i A VE # AL A vE BT i 7 ceftaroline (431 20 CooHooNg0sS, 5 43
S5 604.71) .

[0012]
Sty
HN 7 N+
X oo ~
R EL
N\O 0/ - 8 s .
éHzcma co,

[0013]  Fiw b &Y rlld 2 Fiidtnss 25, WHSIE Ll B Ak, a0, dadwfk (Tv) #E7E. 1V
S AUERE LA (M) FEST . 29 s TR A Al M AT . L R4S 25 I i L
AN A SR, T E A 100% YT M o E, T8I LA 25 24 (0 24 0 20— T
LA RIE A G . 7 BT i B A A A AR R A el AT CED 2 T ARTR]
(AUC)) o fELIE, LV AT IM S5 254K Jy 22l vl BEAN TR, 1ty ELULIA S 25 Ja A 5 AR B (R
Yyul MR CEDAUC) o Biltn, =53@ i LIS 2, e (R SC AN I ) 225 M/ 1
(B BRI, Wi mT s e . I HL, IM 45 24 )5 25 R W SOmT e R KR i s
BRI ER M AR SR B o 3 B, TV 500 ) 2 i 200 A 8 PR At P AAE B/ BT PR 1 D
NENESR A BT R AL TR IR E . AR T IM 4 25 IR T A R 2 v ARG
SERRE, (EIELEREOL T, BT SO S AN B b, R AT R, IM 25 252 A R
[0014] 4, W T3 HRME A0 254, el TV A 20185 SEZY M A RS PRETE .
FESEIAF DL T A RE 5 AR TV S e A . (H2, i AR VG i B b b R 8 0T 55 TV
P (Bl 0. 9 %6 SUAL B IR ER 5 %6 AR ) AR o [ALE, 3B 75 0T A AT Y mim s ik B 1) 5 2
HH T REAE A K AR A 210 TV 24525, Bl st B2 )L JLERIZ NI 1V 4524,

6
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[0015]  [RI, ACSMIRATIAR 75 B PR Aie A & Sk A g db & ) B ) 28, L g5 25 i, ) i it i B
G AR SE , RV A, R 5 18 B 2B ) = 2 8

[oo16]  HUIH AN CIF & A S L AUG AW AN ceftaroline fosamil 5, H B A Y
DRI IR RE , 185G B AMIIan TV A IM 25 24 o a5 2R 2 25 1), 491 i ok AL oY) sl o ik
i FROE FF R I AL S I 254K3h 2 240

RZIPAAE

[0017]  AJ B S Sk A0 G s ) B, G A v M50 B S S R R o I a5 2Ry
MG A B A (B aFKEILA ) 45245,

[0018]  {E—i sl /7 Sy, #5R T I8, HAL 5 ceftaroline, BRIL 2% En[ 4552 ¥ Eh Al
/ B FUCAA / BCRT R 2590, FUEGVE ), o rp BT I B8 50 Bk ) 28 PR AR s R R Z R
FERT250. 1M,

[0019]  7E ARSI Ty S, fah TR 8, JoA 5 ceftaroline, B 2% AT H2 121
A/ BRI/ BT A 254, FLr s PR KRS A R R T4 40mg/mL

[0020]  {EHELESLET7 S, Irid HIB AL ceftaroline MIATAAZ M, 19140 ceftaroline
fosamil,

[0021]  7ES AN S 7T &b, FIAAE & 2 223 31|29 2005mg ceftaroline fosamil, HAp T
IR TR ) B YRR B i T A5 28R L) ceftaroline {4 N I 323840, & 2 1 AUC,_ . K T4
10650ng. hr/mL.

[0022]  TESAMAISEHE T =rb, #iR T 54 223 2|2 2005mg ceftaroline fosamil 5
A, orp Tl ) B B R B IM 25 24 it ceftaroline AN I I 3%, JTid I 3% 540 25 3
14 AUC,. o K T4 10650ng. hr/mL, BA K C, /T2 39500ng/mL.

[0023]  FEFAMRISEE 7 Zrh, iR T 54 223 F%) 2005mg ceftaroline fosamil (5]
T, Horp BT RS RS [ B R i IM 25 2548 ceftaroline fAWN ML3% 3%, AT I 2% 340, 25~ 1Y
-85 AUC, .. K T4 10650ng. hr/mL, LK P . /N T24 39500ng/mL, LAAEI3 T, 29 1 /)
e L E

[0024] A BHIEHGIA T A% H BTl rIVE B VG 7 0 7

[0025] 4 1 B

[0026] AU BHWE K Sk BG-GB, HAS e , SR H 3 o RS B, FF id 6191
W E A (Il IV IM) 4525

[0027]  ceftaroline s A T-IAY5 T i o =2 G BH PR 22 G BA PR A vl 03 PEDT R AL &
Y. (B4, ceftaroline FIZKBEMHAR (~ 2-3mg/mL) , RlH, HAKAK M AN BEAF ceftaroline
HHH T8 A5 B, a7\ 100mL 221 TV 3 e 251 ceftarol ine H RFEAYL
H#) 200-300mg ..

[0028] ceftaroline [{IETIAZ Y Ceftaroline fosamil HAT 5 & /KA (£ 36mg/mL) »
BARIZATIR ) IS i B LUV TR 4 Ceftaroline K, Ceftaroline fosamil FJZK¥ETEIL
AR LUMTE Ceftaroline fosamil HFEH T IM 252y, Hrh s 25125 & 10 A BT 5ml 8L
S/b o flhn, WS omL IR LAIZ5 25 1) Ceftaroline fosamil s K5 EACA B
174 180mg.



CN 103919720 A OB B 4/27 5

[0029]  HHiE AN &I AT 2483 Sk ks A & 4% an Ceftaroline fosamil 1y n] %1457
A, R PTR PRI AT T B A (VR IM) 2825, 35048 S /N VAol A5 e 25 2 o0 v
F ARy o PRI AL 5 ShAIA AL A 4, 19 il ceftaroline BRILZy 2% ER 52 (1) #h
1/ BRI / BEETAR 25 AE R it M), LA R — B s om) , G v P ik B 5510 1 B R R
A5 BT IRV PR R R T o 00, 5 AN BT GV TR RS0 R 50 Y AH L, a3 A 7)) s f
FEF &L

[0030]  FE— U5, AR W R ALE ceftaroline B 2%% T #52 IEh A / B FIML
YR/ SETIRZ34) (BN Ceftaroline fosamil) RAR—Fdfas s 2, Hod Bk 39 v 57
1) R IR R T44 0. 1Mo

[0031]  7E 55 SISt 77 G2, ok BE W 70 1R B R MR B K T4 0. 2M, K T4 0. 3M, K T4
0. 4M, KF25 0. 5M, K T2 0. 6M, K T2 0. 7™M, K T2 0. 8M, KT 0. 9M, K T4 1. OM, KT
2010 IM, KF4) 12M, K T4 1.3M, K T4 1AM, K45 1. 5M, K T4 1. 75M, K T4 2. 0M,
KF29 2. 3MBK T4 2. 5M.

[0032]  7E S HMRISEETT S0, BTk BRI R AR BE 20 0. BM, 2924 0. 6M, £1°4 0. 7™, 2
49 0. 8M, 2574 0. OM, 2424 1. OM, 2524 1. IM, 2924 1. 2M, 424 L. 3M, 254 1. AM, 2924 1. 5M, 41 K
1.6M, 294 1. TM, 294 1. 8M, 294 1. OM, 294 2. OM, 214 2. SM 849 4 2. 5M. 152, ik v
A IR MR FE Lk 0. 5M, 2945 1. OM, 294 1. 5M, £ 2. OM 5RZ5 K 2. 3M,

[0033] A [ HG VA AL HS, (HANBR T, IR, W R IR R R . B4, Pk B 550 mT 1k B g
IR TR AR R IR T 8 R 5 B AR IR R IR — R IR . o - BEIR V&R UL & Bk
F A

[0034]  m]Ad FH ()R s SR HE (AR T, FIR . SR IV IR T IR VIR C IR PR
B2 TR ZEIR . HEERR I IRIR  NIA IR  — 1+ W NG IR « — Tk TG IR A R 2K FP IR
IK TR B IR R TN IR SRR R HIIR R R R T IR FLIR N &R K
IR VR TAWEE R T2 M2 R B 2 B G H 2R A 2R v 5 2 PR e 24 R it
AR PR A NAR AR 2 AR AR C R B2 IR AR LA bk 45 1
A (CRFEIHERRT / s BT AR A AR/ BT AR AR A ) o

[0035]  FEMELLST T A, FriA G HIE B QMR Eh R A S (BnsiR / LR )
FrEmR L R A A (&R / A IRe ), DL K AR L- BaRMA AR, f£—
RSt T 22790, BTk S5 HS 500 DL- RS2 BR o 75— P Sl Ty S8, ik v o8 L- RS2 R . 76
— PSR T B, TR O /) SRR FE— PP &b, I B A AT R IR /
Fr i R4 .

[0036] 753 HMRISE T S, BTG P SR Ik 1) B A (R B K T2 40mg/mL, 1 41K
T2 50mg/mL, K T-#J 75mg/mL, K T2 100mg/mL, K T-4J 125mg/mL, K T2y 150mg/mL, KT
21 175mg/mL, KF%7 200mg/mL B K T2 250mg/mL, ] WILE 25°C/KHll & .

[0037] 7 53 MR SETt 7 Z2 T, Bk o 14 500 A8 B 1) 2 mh (R A B2 AAZ 100 312 250mg/
mL, MZ] 150 F|2 250mg/mL, MZ] 180 F ] 200mg/mL B2 200 F|2 250mg/mL, 1 WITE 25°C
KA

[0038] {EH-ibsifffy b, FriRk FALE & ceftaroline HIRTAAZG Y, 5] i1 ceftaroline
fosamil. AT FIZREIAER 1-4 42t

8
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[0039] & 1 A% L- K= BRH5)7Y
[0040]

B4 EE | e E | w1 AR 2E* 4] 3ren
(mg) | (mg) (mg) (mg) (mg) |

Ceftaroline | 100- | 200- 1400 66 668 668
fosamil* 2200

L-#5 8Bk 26 50 - 800 400 348 174
-1350

[0041] % 2.3ML— K5 ; % % 2. OML- K52 BR ; % % % 1. OML- F5 &%
[0042] * %] 668mg ceftaroline fosamil (USAN) & A4H>4 T4 530mg ceftaroline 5f|&
[0043] & 2 A5 DL- WA 17 A

[0044]
BRA BB | KEEE | w415 TR 2k TR Frsk
(mg) | (mg) | (mg) | (mg (mg)
Ceftaroline | 100- | 200 - 1400 668 668 668
fosamil® 2200
DL-# &8 | 26~ 50- 800 400 348 174
1350

[0045] % 2.3M DL— ¥EZIR ; % * 2. OM DL- A5E 2 s * * * 1. OM DL- }5& %
[0046] *#)668mg ceftaroline fosamil (USAN) F&EAHY T4 530mg ceftaroline 5fl|&
[0047] K 388 LR/ LEREIIFIAY

B SH | RARE | wel1r | R 20 |
(mg) (mg) (mg) (mg)
(048] Ceftaroline | 100- | 200-1400 668 668
fosamil ® 2200
LB/ 10-550 24-300 164 82
L4

[0040] % 2.0M &R / LR ;% % 1.OM 4 / LIR#ER
[0050] * %) 668mg ceftaroline fosamil (USAN) FIEAHY T4 530mg ceftaroline 5fl|&E
[0051] &4 SR / AT RN 7 5

B BB | KEEE | wmE1r | T 25

(mg) (mg) (mg) (mng)

00521 Ceftaroline | 100- | 200-1400 668 668
fosamil * 2200

FeiERs | 40-550 | 80-1200 588 294

AR
[0053] > 2. OM APERER / AR IR AR 5 % % 1. OMATHRIR / Fr iR &k

9
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[0054] %) 668mg ceftaroline fosamil (USAN) F|=AH* T4 530mg ceftaroline &=
[0055]  Frik | B4 m] il 4, 49 anadh ok 75 TG R A T AEBERE A A RS Bl i PR AT A 25 )
(40 ceftaroline fosamil) FMPTIRNEHEFH (440 DL K528\ L- K52 IR FT IR TR / AT iR TR
WO/ STREN ) BRIAFE—IREW . A5 ] Gl B i Ik 6w RS ) 78 TIUK
W2 AR5 T B T R S W) T AE25 2501 S HNR G, Bl ok #h7K 29 5-10% 1)
B (ol an i 28 G BeRE ) W\ UL IR S I G . HAh, FriR S AE I — P b R AT
VR AR

[0056] ik 4w 7 ] LA A sl v e XA o 22 DA A TR 2 ASE FH 1) ok 38 v 1) F T ik
T TE R BRI 254 (B ceftaroline fosamil) RI 4N b FTIRIRE S, SR G 1E 7 B SME 25 BT
IO o 2 LU R A8 FH IS, B vl M e AT AR 254 (440 ceftaroline fosamil)
A TEN B A E 251 5 PR S R SRR

[0057] 7RIS S, Bk B a5 40 177 $2 2005mg  ceftaroline, BiH 24
e ERTREZ IR/ BRI ) BT AR 254, 51 a2y 17Tmg 214 1337mg ceftaroline,
B H 22 bR B 2 ) B M/ BSOS R AL ) N/ BT 1A 25 ), ) G 24 353 31 25 891mg
ceftaroline, B{H 2577 PRI EZ LA / BOERILA / BUHT R 254, XA 104 353mg 2|
2] 668mg ceftaroline, B{H 2% A2 EA / SOAFIMLR / BRRTIA 24

[0058]  FEIE— D HISLl 7 =, BTl 540 & 2 223 2| Z) 2005mg  ceftaroline fosamil,
5 in %y 223mg 2| 2 1337mg ceftaroline fosamil, % 4% 446 % %) 891mg ceftaroline
fosamil, M I 1 %y 446mg 3| % 668mg ceftaroline fosamil. 4 %l ceftaroline
Fosami 1 (USAN) ( 53 T3, Cooly NeOPS,.. CH,0,. H,0, 43 T-iit 762. 75)

[0059]  7E—SEHi T &, FTiR T B A5 4 223mg ceftaroline fosamil. 7E— 5Ll 75
W, TR A & 2 446mg ceftaroline fosamil.fE—SEjl &, IR A & £ 557mg
ceftaroline fosamil. fE—5Ljil /7 &=, k5B A5 4] 668mg ceftaroline fosamil.
E—SEHE T P, TR F) A & 4) 891mg  ceftaroline fosamil. fF—3Efli 5 &, ik
FIRIAL A 27 1114mg ceftaroline fosamil. fF—SZjiE 7 &, BTl 55 70 40 4 45 1337mg
ceftaroline fosamil. fE—SCjiE /7 Z=p, Bk B AL 52 2005mg ceftaroline fosamil.
il ceftaroline fosamil (USAN) ( 4T3 CoHyNeOPS,. CH,0, H,0, 43 -5 762. 75) o
[0060]  7F—SCjfi 5 &=, iR AL 4 45 200mg ceftaroline fosamil. E—SCjE 74
W, BT ) A & 40 400mg ceftaroline fosamil.7E—SEjl /7 &H, ATl T AL 5 2 500mg
ceftaroline fosamil. 7F—5Ljji 5 &, BTk B AL & 2] 600mg ceftaroline fosamils,
E 5Ll 77 &, Prid | R4u & 2) 800mg ceftaroline fosamil. fE—3Zjli 7 &7, Prik
FI AL 5 27 1000mg ceftaroline fosamil. 1FE—SZjli 7 =, IR 5 25 4 1200mg
ceftaroline fosamil. fE—SLjiE 7 Z=h, PR B AL-5 2] 1800mg ceftaroline fosamil,
fl4n ceftaroline fosamil (INN) (#T5 TEKTE LBRIE, 7 F 3R Colly NOsPS,, 7 F 2
684. 68) .

[0061]  FEIF— I SEH /7 S, Bkl B & 20 177 3% 1589mg  ceftaroline, 44
177mg #%) 1060mg ceftaroline, %] 353 %) 706mg ceftaroline, XM U1%) 353mg 2
#1618mg ceftaroline, X W% 353mg $|Z) 530mg ceftaroline. fEH " SEE &, Frid
FIMIALE 2] 1TTmg ceftaroline, 2] 353mg ceftaroline, 4] 442mg ceftaroline, %] 530mg
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ceftaroline, ZJ 618mg ceftaroline, ZJ 706mg ceftaroline, %) 883mg ceftaroline, &
1060mg ceftaroline Y% 1589mg ceftaroline. %l ceftaroline, 7T CyolyoNg0sS,, 43
S5 604. 71,

[0062]  {E—=LZjii 7 Zrh, PR B4 & 2 668mg ceftaroline fosamil (USAN) . 78— 5Lji
T &, BT N4 & 4 600mg ceftaroline fosamil (INN),

[0063]  E—SLjiE /7 &, FriRFR AL 2 2 446mg ceftaroline fosamil (USAN) o £F—SC i
77 &=, TR FN A5 4] 400mg ceftaroline fosamil (INN) .

[0064]  {F—=Cjii Jy Z=rh, piRsH) B 405 2 530mg ceftarolines

[0065] {151 AN ST 22, BTk R LA 4 353mg ceftarolines

[0066]  {EFHLEEYL 25 W Il PRAE 5 o, 50 B 6 B R B 7 SRR 9T I TR) .5 LR PR G 254
/ S A 2505 ARBN e 2 . 2 DL I “Developing Antimicrobial
Drugs—General Considerations for Clinical Trials,”U.S.Department of Health
and Human Services, Food and Drug Administration, Draft Guidance for Industry,
July1998.,

[0067] 254 AT AEDUR SR N B 5 PRSI AL R . 25880 % / 25380¢
(PK/PD) HIZH & VPl B G 259 ML 28 W BT 5 HARISAED AR S Sy IR AN/ sl R &5 AR 5
Beo S, 9N S R ENIREE (MIC) AH3C. Y4k, 254k B — I TR)3 m S5 4 Ay 32
fik () B B R (g 4n it 2 AR (AUC) B8ar T A Rk B2 IS TR) (T > MIC) , FF 51D
PR/ B IR G ROCI, LA E S BT 58 iU AR B (0 AUC/MIC. WEAR I Sk &2
(Cyap) /MICL T > MIC) [RIEFEICER TR EHIN LA o

[0068]  AUC AL Y SIGH R e &2 . MG AERRENPUERRE ST
MIC FRIHSF TR) A DA A A2 Ui 2 I 2 A3 ) 2 PR ot o 3K A AT 2% 1R e AR R LS R B2 — IsF 1) ity
Ze N HEAR (AUC) Fam. IR BZ AUC KR4

[0069]  XF Ti&&fizE Ah (1 IM) 25 25 B i 2590 B ) BT il sm| B I 25 24 i WL ¢
FIKy AUC RN 55 P 57 284 38 ok 7 ik & 245 I WL 42 380 K0 259 AUC {EAHARL . 1 HL, A ZBIA 31538
(K] MIC 25 DME BT 25 TM 45 2547 28

[0070]  MiE i B ANE 25, AR SCHTIR R TR AL T A0 253 1 24 240

[0071] MBI 25, MBI A ceftaroline (3G M7 ) 15 KM WK B I [R])
(Toay) 2924 L /NIFEREL (B2 1.5 AN E L F ) o 72 55 AN SETf 7 S50, WS 31 A
ceftaroline (VHPEHRS; ) I T, EFHIFEL 1 2L 4 /NN, BIUIFELY 1 2125 3 /NP, 44
WILELY 1.5 BI2) 2 /NI o AEHE ST T S, BRI N ceftaroline fosamil ( HT{AZ)
Y1) 1) Toax 2928 0. 05 /NI BLEL Fo f KA RE I ARV N 58 5 S BT £

[0072]  (a) #F — J7 0, & K B W K & 4 223mg F| 4 2005mg ceftaroline
fosamil (USAN) FRIFRIZY, JHG o fiv ok 7 B F B 50 6 i 8 4 28 254 (i 25 P 33 AUC,. . K T4
10650ng. hr/mL [¥] ceftarol ine 1Py 3K

[0073]  (b) 7 — 3K i /7 &, BT & 7 &4 & 240 223mg B 4 2005mg ceftaroline
fosami 1 (USAN) , Herb IR 7 2 ) 8GR B M 25 2 5 i 3513 €, /D T2 39500ng/mLL ()
ceftaroline &AW I K1,

[0074]  (c) 1 Jy — S& i 77 %, ik 7] B A & 25 223mg 3 29 2005mg  ceftaroline
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fosamil (USAN) , A Birads 5710 284 () B 5] s TM 45 25441k ceftaroline PR N MR TE, Frdk K
AL S AUC, . K T4 10650ng. hr/mL UL C,., /N T4 39500ng/mL.

[0075]  (d) FERE— D RIS Ty S, Pk sn B4 & 25 223mg 34 2005mg  ceftaroline
fosamil (USAN) , H:H B 1) B4 f¥) B vk 7 5 IM 25 254241t ceftaroline /A Y ML 2Z 1%, Frik i 2%
WAL A S35 AUC,. . K T4 10650ng. hr/mL, *F-3) C,., /> T4 39500ng/mL UL &34 T, 29 1
/NI EREL

[0076]  (e) FY%— 1, AKHE KEEY) 223mg ceftaroline fosamil (USAN) (5]
Y, o BT 50 B B G0 £ i B Ah s 25 BRI B P 1 AUC,. K T4 10650ng. hr/mL (1)
ceftaroline /AW ML,

(00771 () fE—5Cji 5 &b, PR B A5 2] 223mg ceftaroline fosamil (USAN) , Hir
P sn) L i) R U0 I 45 25 52 (LR 5P 38 G, /N T4 4900ng/mL ) ceftaroline 1A P IfiL
itk

[0078]  (g) 7E 7 —3Kili /7 B, FRIRFITL AL 5 %) 223mg ceftaroline fosamil (USAN),
ob BT IR TR 2L 1 BRI B IM 25 2542t ceftarol ine MR MR, BT ifn 2 3560 25~ 1) AUC,. ..
KT#) 10650ng. hr/mL UL F3 C,., /D T°47 4900ng/mL,

[0079]  (h) 7E #E — B By SE Bl 77 & b, B ik F A A & 4 223mg ceftaroline
fosamil (USAN) , Hr Firads 571 284 () B 5] s TM 25 2548 41E ceftaroline RN MR GE, Frdk MK
A1 AUC, .. K T4 10650ng. hr/mL, *F C,. /N T4 4900ng/mL LR SFE3I T, 2 1 /)
e e b

[0080] (i) 7% — 1, A K HW A5 %) 446mg ceftaroline fosamil (USAN) H 55
A9, b BTl 550 B ) SRR B A g 25 3R AL B P B AUC,. . K T4 21350ng. hr/mL ]
ceftaroline {AWN MK i,

[0081]  (j) fE—5Lji 7 &, FTiR 5 A4 & 4 446mg ceftaroline fosamil (USAN), H.ih
PSR AL 1 S OGR4 23 A 5P 3 /N T4 9800ng/mL ) ceftaroline fA Py Il
W

[0082] (k) fE% —SCjti /7 &=rb, BTk B 5 2 446mg ceftaroline fosamil (USAN),
rh BT TR L R BRI B IM 25 254t ceftarol ine PR PN MR, BT ifn 2 3560, 25~ 3 AUC,. ..
KTF4y 21350ng. hr/mL UL K34 C,. /N 45 9800ng/mL

[o083] (1) fE #f — & By SE Jli 77 &, B & #) & A & 2y 446mg ceftaroline
fosamil (USAN) , Hr Frad 570 284 () B ) s TM 25 254241 ceftaroline RN MR GE, Frdk M
A A1 AUC, . K T4 21350ng. hr/mL, *F3 C,., /N T4 9800ng/mL LUK FEHI T, 2 1 /)
el Fo

[0084] (m) £ — 1, &K H¥ A& %) 557mg ceftaroline fosamil (USAN) [K] 5]
20, o fr R 7 B B RN Bl B A s iR B P 38 AUC,. . K T4 25800ng. hr/mL 1Y
ceftaroline /AW ML,

[0085] (n) £E—SCjili jy &b, PR B A5 2] 55Tmg ceftaroline fosamil (USAN) , i
JITIR TR AL R B R TM 45 254 SR 508 € /D T2 11100ng/mL ] ceftaroline fRP I
it

[0086] (o) {fEW—5Ljti /7 Z&rp, TR FAIAL 5 2 557mg ceftaroline fosamil (USAN) , H
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o BT SR 2 1 BRI B IM 25 2542 {3t ceftaroline MR MR, BT i i 2% 3540, 25~ 1) AUC,. .
KT#y 25800ng. hr/mL BLE&F35 G, /N 1745 11100ng/mLo

[0087]  (p) 7E #E — & By S B 77 & b, v ik ) M A & 4 557Tmg ceftaroline
fosamil (USAN) , H:H B 1) B4 1) B vk 7 5 IM 25 254241t ceftaroline (A Y ML 2Z 1%, Frik i 2%
B4 A7 S35 AUC,. .. K T4 25800ng. hr/mL, *F-3) C,., /> T4 11100ng/mL UL & SFE34 T, 29 1
/NI EREL

[0088] (q) &% —1H, A K HW A5 %) 668mg ceftaroline fosamil (USAN) (15
Y, b BTl 5 B () B ORG24 25 FR AL P B AUC,. . K T4 28800ng. hr/mL [
ceftaroline /AW ML,

[0089]  (r) £E—SLjili jy Z=rh, Bk 5 2] 668mg ceftaroline fosamil (USAN) , Hir
BT R B S GR B IM 45 254 A 5~ 08 € /D T2 12000ng/mL [#] ceftaroline fR P I
itk

[0090] (s) fE5—SLjti fy &b, BTk B A5 2 668mg ceftaroline fosamil (USAN),
ob BT IR TR 2L 1 BRI B IM 25 2542t ceftarol ine MR MR, BT ifn 2 3560 25~ 1) AUC,. ..
KTy 28800ng. hr/mL UL K34 C,. /N F47 12000ng/mL.

[0091]  (t) fE & — 20 W s il 7 £ 9, Br @b 5 B & % 29 668mg ceftaroline
fosamil (USAN) , Hr Firads 571 284 () B 5] s TM 25 2548 41E ceftaroline RN MR GE, Frdk MK
A5 S AUC,. . K T4 28800ng. hr/mL, “F-34 C,. /D T°4) 12000ng/mL LL R34 T, £ 1
/NP EEA

[0092] (u) 2% — 1, AR HW LKA 52 891mg ceftaroline fosamil (USAN) H 55
A9, b BTl 550 B ) SRR B A 4 25 3R AL B P B AUC,. . K T4 49000ng. hr/mL ]
ceftaroline {AWN MK i,

[0093]  (v) {fE—5LjiE 7 &, FTiR A4 & 4] 891mg ceftaroline fosamil (USAN), H.h
JITIR T () B RGRI I 25 254 A 5P 3 Co D T4 17750ng/mL ) ceftaroline f Py IfiL
W

[00904]  (w) {fE5—5Lii 7 &, ITiRFNBI 2 4y 891mg ceftaroline fosamil (USAN), H
rh BT TR L R BRI B IM 25 254t ceftarol ine PR PN MR, BT ifn 2 3560, 25~ 3 AUC,. ..
KT#) 49000ng. hr/mL ELR& V35 C,., /N T4 17750ng/mLo

[0005]  (x) 7E #E — & By SE Jli 77 &, B ik F A A & 4 891mg ceftaroline
fosamil (USAN) , Hr Frad 57 284 () B ) i TM 25 254241 ceftaroline RPN MR GE, Frdk M
A, S 1 AUC,. . oK T4 49000ng. hr/mL, “E3 C,. /N T4 17750ng/mL UL T, 4 1
/NP EEL

[0096] (y) 78— i Hl, XKW ME5 4 1114mg ceftaroline fosamil (USAN) F55
20, L b Pk R B A B R R B i A e 2 ER A o1 38 AUC,. K T4 66000ng. hrr/mLL ]
ceftaroline /AW ML,

(00971  (z) fE—SCi 7 &b, iR F A5 25 1114mg ceftaroline fosamil (USAN) , it
JITIR R AL R B R TM 45 254 SR 5 08 € /D T2 22500ng/mL ] ceftaroline fRP I
it

[0098] (aa) fEA—SLjl T &, T FIMAEE 4 1114mg ceftaroline fosamil (USAN),
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LA P I ) B R B R B IM 4 25 R It ceftaroline M N UL 3 3, P ad i ¢ 5 40 5 O
AUC, .. KT#7 66000ng. hr/mL L} F-3 C,., /N T£7 22500ng/mL,

[00909] (bb) FEHE — D B Lt 77 =, B F & A5 4 1114mg ceftaroline
fosamil (USAN) , H:H B 1) B4 f¥) B vk 7 5 IM 25 254241t ceftaroline /A Y ML 2Z 1%, Frik i 2%
A 1) AUC,. . K T4 66000ng. hr/mL, “F¥J C,, /N T4 22500ng/mL LL RS T, 2 1
AN

[0100]  (cc) W — 1, RNKHW K A-52) 133Tmg ceftaroline fosamil (USAN) (5
20, L Pk 50 B A B kR B M A s 2 AR B P 38 AUC,. K T4 79500ng. hr/mL [
ceftaroline /AW ML,

[0101]  (dd) #F—3ZJE 7 &, IR A4 &4 133Tmg ceftaroline fosamil (USAN) , H:Ap BT
TRFATLRT S M 25 255 513 G, /D T4 26500ng/mL 1] ceftaroline fAP I 3E 3 .
[0102]  (ee) fEA—5Ljli 7 &, T4 4 4] 133Tmg ceftaroline fosamil (USAN),
o BT IR ) Y A SR ) IM 48 25 R L ceftaroline 1R P I %, BITIR I 22 3% £, 25 F 1y
AUC, .. K T2 79500ng. hr/mL LA} ~F-3 C,., /N T2 26500ng/mL

[0103]  (ff) {EE— PRI /7 &, ITiRHITIE &%) 133Tmg  ceftaroline fosamil (USAN),
HoAr T sn B S GRE IM 5 2542 HE ceftarol ine PR LIRS, TR L3R 1% 40,5135 AUC,_ o K
T4 79500ng. hr/mL, *F-35) C,.. /D T4 26500ng/mL UL T, 29 1 /PSFER L F.

[0104]  (gg) R — 1, XKW K& %) 2006mg ceftaroline fosamil (USAN) 5]
A9, 3L P 55 2 1 B OGR4 2 A B P 2 AUC,. . K T4 126000ng. hr/mL (1]
ceftaroline {AWN MK i,

[0105]  (hh) 7E—5Ljl 7 &9, Tl FIRALE 4 2005mg ceftaroline fosamil (USAN) , H:
rh TR TR 2 R B GR E IM 25 2RI B 1 G, /D T2 39500ng/mL (] ceftaroline fAP
1M 3R

[o106]  (ii) 765 —SLjiE jy &=, Frik57) B 5 41 2005mg ceftaroline fosamil (USAN),
LA P I ) BY B B R B IM 45 2 Ik ceftaroline 4 N ML 3, fr il ifn 45 40 5o
AUC, .. KT %7 126000ng. hr/mL LR P2 C,., N T25 39500ng/mLo

[o107]  (§3) A& 1 — B B & 77 & P, By i R B AL 5 49 2005mg ceftaroline
fosamil (USAN) , A1 B il 1) 284 [ . k5 2 IM 45 25424 ceftaroline fR Py K3, Fridk ifn 2%
AL A S35 AUC,. . K T4 126000ng. hr/mL, “F3%) C,.. /D T4 39500ng/mL LR34 T, 49 1
/N EREL

[0108]  {E ARSIt Tr S, BRI TT 58 (W SEii 7 58 aa—j3) E—SL 77 =Tk
I o] A2 AH Y B 1) ceftaroline fosamil (INN) BY ceftaroline,

[0109] A Af1A[IA IR B 4] 223mg ceftaroline fosamil (USAN) ()71 & 4H 24 T %4 200mg
ceftaroline fosamil (INN) fJFIE, HAHX T4 17Tmg ceftaroline HIFI&E .

[0110] % 446mg ceftaroline fosamil (USAN) K 3 & 4H 24 T 4 400mg ceftaroline
fosamil (INN) FIFI&E, HAHY T4 353mg ceftaroline B & .

[0111]  #§ 557Tmg ceftaroline fosamil (USAN) [ 5 & 4H 24 T 24 500mg ceftaroline
fosamil (INN) FIFI&E, HAHY T4 442mg ceftaroline B &= .

[0112] %) 668mg ceftaroline fosamil (USAN) [ 5 & 4H 24 T 2 600mg ceftaroline
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fosamil (INN) HJ55)&E, HoAH T4 530mg ceftaroline KI5 &E .

[0113] %) 891mg ceftaroline fosamil (USAN) K 51 & 4H 24 T 2 800mg ceftaroline
fosamil (INN) HJ5f)&E, HoAHY T4 706mg ceftaroline KI5 &E .

[0114] %) 1114mg ceftaroline fosamil (USAN) K5 & AH 24 T4 1000mg ceftaroline
fosamil (INN) FIF&E, HAHS T4 883mg ceftaroline M5 & .

[0115] % 1337Tmg ceftaroline fosamil (USAN) FJ55&EAH 4 T4 1200mg ceftaroline
fosamil (INN) 555, FHoAH4 T4 1060mg ceftaroline 55 .

[0116] %) 2005mg ceftaroline fosamil (USAN) )5 & AH 4 T-4) 1800mg ceftaroline
fosamil (INN) HI55)&, FHoAH24 T4 1589mg ceftaroline M5 .

[o117]  FEFELOSE 77 b, i@ ok i B A gh 25 ) T ik ) B FR AR I e 25 KB ) 2 S
o AE— LM T7 S, I8 VLA 25 25N Pl R B R X Se KB A 2 8. RSk
77 ZE T, 218 I K Eh 2 ) R SR A 4R IR Se 2B ) S H. i, 2 L) 228mg
ceftaroline fosamil (INN) /mL [ B8 ik WL A 45 2 . 7E 55 — S0, 24 L4 165mg
ceftaroline fosamil (INN) /mL ¥R B It L IAIZ5 29I o 7E 55— S, {2y 1. 2 34
12mg ceftaroline fosamil (INN) /mL HO3 8 o 5 Kk 45 25 B+ o

[0118]  ZE—3Zjli 7 B, BT T AL ceftaroline fosamil Fl L- &R . 7E 5 — 3Lt
T3 &, rid R 2 ceftaroline fosamil M L- A2 R 4H . 7ERE— B IS TT 2,
FTIRF) A H ceftaroline fosamil FI L— k52 B 4H ik

[0119]  7E—=Cjii 5 &p, T FMALE ceftaroline fosamil Fl DL- ¥5 2R 76552
T ZEH, Prik | EE W ceftaroline fosamil M DL- K2 MRA . 1ERE— B LT
ZE, FTid B B ceftaroline fosamil Fl DL— k52 FRZH i

[0120]  fE—SEJE T &0, FridfI R ceftaroline fosamil ML / L&MW 1E5—
SEtE T =, FTIRRN I 3 ceftaroline fosamil MATR / LFRENA . (EUE— D H5K
7=, iR ceftaroline fosamil F1ZAMR / ZIRENZH .

[0121]  FE—3Ljili 5 &b, FridF B4 & ceftaroline fosamil FIFFAFER / KRN . 7F
Ty SEHE T S, TR IR - EH ceftaroline fosamil FIRTARIR / AR BRAN AL R, ok
— IS T, PRI H ceftaroline fosamil FATER / AT AR BRAMAL AL o

[0122]  FERCLES 7 A, BRI T8y o 78 5 M SEE 77 S b, Frid ) Bk — DAL &
BRI, Bk AEEEER 7K 2 5% RIZT 10 Y6 51 2600 B e BE R DL S IR S T 4 A o
[0123]  FEFELE S 77 v, iR 57 B4 & 4 668mg ceftaroline fosamil F1Z 400mg
L- K28, 4 668mg ceftaroline fosamil F1Z) 348mg L- ¥ K, 4 668mg ceftaroline
fosamil FIZ) 174mg L- K& L -

[0124]  EFELE S 77 2 v, iR 57 B4 & 4 668mg ceftaroline fosamil F1#ZJ 400mg
DL-F5 2 2, 41 668mg ceftaroline fosamil 1) 348mg DL- ¥ 2K, £ 668mg ceftaroline
fosamil FIZ] 174mg DL— K52 % .

[0125]  FEFELE S 7 2, iR 57 B4 & 2 668mg ceftaroline fosamil F1Z) 164mg
LB/ TR, 4 668mg ceftaroline fosamil F1 %5 120mg & R / 2. R 4N, %) 668mg
ceftaroline fosamil F1Z] 82mg L8 / LFREN

[0126]  fEF-LbsjE 5 &b, Pk B a5 2] 668mg ceftaroline fosamil 1% 558mg ¥7
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B2 / AT TREN, 2] 668mg ceftaroline fosamil F1Z) 440mg FTHEIR / Frix RN, £ 668mg
ceftaroline fosamil F1Z 294mg FT4F L / FTHF RSN o

[0127]  FERELESZl 7 b, Frid ) 840 & £ 446mg ceftaroline fosamil 1% 267mg
L- ¥ 2%, 4y 446mg ceftaroline fosamil F1%y 230mg L- ¥ 2%, 4 446mg ceftaroline
fosamil FNZ) 116mg L- K52 K -

[0128]  fFRELEsZl 7 b, BTk ) B4 & 4 446mg ceftaroline fosamil %) 267mg
DL- K52 R, 24 446mg ceftaroline fosamil F1Z) 230mg DL-¥5 28, £ 446mg ceftaroline
fosamil F1Z) 116mg DL— ¥ 2 FR o

[0129]  fEFEgbsj fyZ=rh, BTk B A & 4 446mg ceftaroline fosamil F1Z 110mg 2,
12/ B85, 2] 446mg ceftaroline fosamil F1Z)82mg 218/ Z.IR4EH, £ 446mg ceftaroline
fosamil 1] 55mg L8 / LFEEN .

[0130]  fEFEgbsj jyZ=rh, Bk B AL 5 4 446mg ceftaroline fosamil FHZ) 374mg ¥y
BRI / FriEREN, 4 446mg ceftaroline fosamil F1ZY 293mg FFAFIR / FFAEIREN, 4 446mg
ceftaroline fosamil F1Z) 197mg FT#EE / FTHE RN o

[0181]  FERLLESE &, BT 254 (ceftaroline) B FTAZ Y (141 ceftaroline
fosamil) VARIGHHIAE A (AT ) X B e &, rid 259 s 259
PA R IGHS A I e AERE— B ST =T, ik 259 (ceftaroline) s F{AZ54))
(B0 ceftaroline fosamil) DA HEVEF M2 i .

[0132] {5 K46 S 75 S b, ik B S0 O A TE . FE W Ah 48 25 0T BT ik 259
(ceftaroline) BUILHTIAZGY) (B4 ceftaroline fosamil) W] 55 Pk M AR HE7VR & (N
ANBA A BEEHHF ) o

[0133] Z‘ﬁj‘ [ E Z‘i

[0134] ceftaroline fosamil (USAN, 43 T 2K CuH, NeOgPS,. C,H,0,. H,0) il ceftaroline
fosamil (INN, &K, LR ER, 43 T3 C,oHy NyOGPS,, 4 T 684. 68) 4y ceftaroline (43
2 CoalloNg05S,) 19 N- LI AT R 254 ceftaroline FHL HHURT AANRELY IR A= 2 R
PEFO A 22 (B R4 R 1) IS Bihi B R . BARSR UL, ceftaroline X 2 Fhit 254 %3k W R
A, AREPLR AR T HE RN GO BRE (MSRA) 7 7 75 2 P RV 52 16 4 58
R AERE (VISA) HUT &R NG O AR (VSRA) LA ST PR AT H R a0 %
25 o B AT 57 P vk [ P ) P 3T 5 3K B (MR—CoNS BY VI-CoNS) o HiAA ST B 1 0 450 K I
W R B B PR IR PR R e A, A an sk (RS AEDL TR 7 R W I R BEEK BT [PRSPD) (Bt
2N R R UG MAT B ARS8 70 95 sl S A B LA R o0 IR AR B e 4107
LA BN 90 % BRI BRI B IR E (MIC90) 1HF < 2mg/mL. K, A & BIF) 8w H
TRIT NI G R I, 18] L A T TR g R PR TR

[0135]  7E 55— 7 [Hl, AR ¥ S G T 40 B IR UL 1) 07 V5 1% 07 V518 1 vl A ok 75 2 1K A\ it
FIRRYE Fak — Rl 2 R St 77 25008 R o0, e e Sty S, i sn) B i
1Y 8 A1 (i i e bk B IL A ) 2528, i ) 28 A v v s ) R R 9 K L AR B
ERIK L) 5% B2y 10 %8 (190 e 26 80 A e dtl ) v LA & B & I A5

[0136] EX

[0137]  BRIAETIAE S, H T ASCH I SORFIRM S AR TG H 5 A B B 8 e i 5 i 4
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AN T BRAR I 2 SCHH ] o
[0138]  RIE “2y” 8k “ KL H T ASCI B8 75 A AN 531 58 IR e (A i mT 42
2R ZE A P L3040 B e T2 B o ) s o, RIS R A 1 R R, AR A
SRR, A7 WRCAE L 8K T L RRMERZEE N . B0, “407 ] BN R e BUE R ik
20% , L Erik 10 %35 .
[0139]  RiE “AEWRIH A" FFai sy 8Os M 7 2= R s O+ h 4> 5 R
(RIFEE
[0140]  RIE“H R B MWFTRFA &, M4 TEE (P Ilsiy ) LR RR
T, 0157 R A (09 T 2 LSBT 98 (R0 97 > ANTTTIS BIAS R B B Ao A R0 IR AL &
Y S EL T R TR ST AR AR G AR R I S5 S5 i AR
[0141]  ASCHTIARIZ3RB) ) 2= S50 G MR IR — IR 26 R AR (AUC,, FITAUC, )
AR (C,.) AR KU IE R EI E]) (T, o BT FRERIERFZLY (T,.) . &K
I FESIA) T, 6078 AT R Coy RN R) o T 281 5t i T 3 P8 B 0 P 0 2 P — W IR) 2
T (AUC,.,) 18 i ZE AR 7 A8 R MR T v 0 o 5

%
[0142]  Adiig.s = ;,;ﬁ%‘ﬁ G+ G )~ g3

[0143]  JiFE 1
[0144] oA C; AR XS N RAE RS TR) 550 ¢, A ISR T n by T 2 5 J ml o i R P2 T e ) 2
&, ISR e B .
[o145) £ 5] (T,,) AEFTT A1 RS -
_0.693
As
[0147]  JiFE 2
[0148]  rP N, O £ 0 i 4 0 40
[0149] W[ O BITETT KM MR SE — i) fh 26T R E T 5 5 R -

[0150] AUCps=AUCa,+ (;‘:“"

[0146] Tiz

[0151]  5#E3

[o152]  Hidr C\. Ky fa ml N2 AL

[01583]  Rif “¥a97” RIE TPk 2

[0154]  (a) ZEff IR IR BB RE ) 22/ — oIk, AL 45, 9] i sl S, 491) G 1 iy
F1 COPD ;

[0155]  (b) SRfif B e A 3 2 52 TR ik R ) ) R P R e S N ), L FRAHAN PR T, X
SE R (s AR ARIESESE ) RV RRAE

[0156]  (c) PHLitk AEGRIRAE A A CRIBAE Il AEAR - 1IN SU1 ) R/ s B AR I A Fre B
AL AR o

[0157] 25 25509 B AE IR AT A T 7 SRR T AL G DI S s B ULkt o A (Hn] 0y
FEAT B4, A Al AR B B30 32 B 1 S B A 58 Hh i) S 3 s ) o DAL, AR U AR S m] 2%
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Ty BRI 2 » AR W 7 AL S AL & D 1 6 25 25 TAEAT 3 ), JUEL 2 i FLah ),
HAFEEAA R T, N, KRN, B slf 38, & zhy), BIHAnEAR T, 4 5 == 40
F RS, A (i e B A sieshy i ) , B sh 4, 040/ B K B AR L35 46
I, S, ARG KO g A A, RUA T e 2 g
[0158] *’i%iT%mEﬁﬁ@%sz%AW’Eﬁw 5 TEHLECA WL KN TE R 35 3145 1)
L8 B an FUER I 2h  ER RO R L Bl R L IR TR AR P T IR R T R DR R L AT AR
R IR SRR R IR A R R T I IR KT PRI IR IR » 252 b2 1 Ehie
ALFE EBAAYNEN TR S A TE IF VT B L, 45 ey B 85 VR A R IE AR o A 4k
FEARN G AT UGR BRI R SR v A8 2 0 2 5 AR — Tk i e 5 5 A 1a 1)
TEHLERA WL SN % o BRFE , Blalohs 4 2k vl 43 H 2 Fh LoVl i e 54 5 408 1
RV TR HA RS S TEHLEA AR N ST IR SR H B 7Rl  LIREL . C R #h B
FREL A R EE R AR IR EL K IR AL R IR £ IR A AL . T R Eh R £ . A A B
FRER IR IR h s+ e 2R 2 S IR 2h AT PR IR 2L H I B IR 2L L AR IR 2k BRI h
CRRER KT i R AR B AR . 2- 931%56%@& FLERER T A R R F
R Eh IR £h  2- zgzﬁ%@&ﬂ R AR AR IR AL SRR L IR R 2\ 3 KT R h T RIR £E
R R AR R BEHR R A IR B O R L KA R 2L IR B AN T — R 2L
[0159]  RiB“HIALY” BN LVIAT RS W), 225 25T 58 35 Il i A s A i R ik
AT R HR DU A SIS T 73 o ceftaroline & T8 BUAZ5 )4, 9140 ceftaroline
fosamil (USAN, INN) Fl1 78 -[2(2)- & % 3 W & 56 -2- (5 Wi Bk 0k & 26 -1,2,4- 1 —
e —3- 3 ) Wzt 1-3-[4- (1 3 —4- mibie ) —2— MEMRILRR AR 1-3- Shituld —4- IR h.
[0160] 454 T AEA W &5 i ok 72 p B 45 13 N 90 20 1 100 o 6% 5 R I R T B8 T 1Ak A
YIRS o S R RS, BIUKEY (—KEW— 5 EKEW —KED) |
HHALEWRIEFIY (4140 CH,CO,H. CH,CH,CO,H, CH,CN)  BA K2 FiR & T 204

K Hte 11

[0161] Ak R IE ik T 41 AE PRt SE ) gk — S0 R IR o 78 I S8 S 4] 1 A T I 5 B
T A VTR 213 8 St 491 A T 10 BH A4S e BH , 1 AN Y B A A AT AT 7 2 PR il A % BH 1 9

PR 49 % BB, 2 TR R 22 A A R0 6 R 0T 58] T AR 2 T R AR s s AR N, 17 2 St 1 & LTS o

[0162] Ceftaroline fosamil RJAR#EZEEEH] 6, 906, 055 ATl 4 .

[0163]  =Zjiiff] 1 :Ceftaroline Fosamil W pH ¥k & 1

[0164] L[] pH I 1. 2 £ 9. 0 (7 0. 05M AS[A] USP Z2 b 7 N ik (9 ceftaroline
fosamil, =R (25°C ) WE T ceftaroline fosamil i) 1 /NEFRD 3 /NEF B ) VG RS .
SERWE 5 s

[0165] 3 5 :Ceftaroline Fosamil [f] pH ¥EFERE (0. 05M)
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pH [N - Y, 3 3 N EEIRAR A
(mg/ml) (mg/mL)
1.2 6 6
1.9 9 9
2.9 27 27
[0166] 3.7 36 29 |
53 26 26
5.9 34 29
73 25 24
2.0 29 24
9.0 16 12

[0167]  USP ZEmPyiuldl :pH = 1-2 :HC1/KC1 ;pH = 3-5 : Z 84N spH = 6-9 RN

[0168]  MF 5 A4, 7E KJulE pH T (£ 3 349 8,0. 05M) ceftaroline fosamil HIVEHEE
0 B M Z) 25mg/mL F%) 36mg/mL.

[0169] S 2 :Ceftaroline Fosamil— g / LGNS IR SRR E

[0170]  JEid [ pH JEMH 1.2 2] 9. 0. LM T & o fETEH 0. 1M 21 2. OM [’JAN[F] USP 2%
MBI B ceftaroline fosamil, fEZE R (25°C ) WIE T L FRHh B 1 BE IR v F& %t
ceftaroline fosamil [¥] 1 /NI I AEMEE K 52m . 45 Rk 6-9 Fion.

[0171] 3 6 :Ceftaroline Fosamil- &% / SERANES FIRAY) (0. IM) ¥ pH ¥ AL i
[0172]

pH L /NI AR (mg/ml)
3.0 20
3.8 35
4.6 36
6.0 36
6.7 31
8.2 31
9.4 34

[0173]  USP Z2M i :pH = 1-2 :HC1/KC1 ;pH = 3-5 : L% spH = 6-9 RN
[0174] 3K 7 :Ceftaroline Fosamil- Z/& / LN FIREY) (0.5M) [ pH Wik L1
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[0175]
pH L /NI AR (mg/ml)
3.1 126
4.2 158
4.7 156
5.6 123
6.8 133
8.2 125
8.9 50
[0176]

[0177]  USP Z2M 5 :pH = 1-2 :HC1/KC1 ;pH = 3-5 : LR spH = 6-9 RN
[0178] 3k 8 :Ceftaroline Fosamil— W& / ZFHNE FIREY) (1. OM) ) pH Wik 21
[0179]

pH L /NI AR (ng/ml)
2.9 213
3.9 237
4.8 235
5.7 212
6.9 207
1.7 205
8.9 102

[0180]  USP Z2M i :pH = 1-2 :HC1/KC1 ;pH = 3-5 : LN spH = 6-9 RN
[0181] 3k 9 :Ceftaroline Fosamil- 4/2 / LN FIREY) (2. OM) ) pH Wik L1
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[0182]
pH L /NESEE R (ng/ml)
3.2 152
3.9 273
4.7 271
5.9 244
6.9 225
7.8 212
9.0 159

[0183]  USP ZE Ve :pH = 1-2 :HC1/KC1 ;pH = 3-5 : ZER4N ;pH = 6-9 BEERAN
[0184] MK 6-9 W[4, ceftaroline fosamil MIVEARE BE LR L S+ 5 15 BE S by (2
ZHn CEln, ZFRERAE R 1. OM s5H =riny, v FE K T 200mg/mLL) o

[0185]  SLjififf 3 :Ceftaroline Fosamil- #THIR / AT RN 1R SV il FE

[o186]  JEid FIATEEER EL B 1 Fom P E I 0. 05M B 1. OM (AN [F] USP 2 b i N i &
i) ceftaroline fosamil, = (25°C ) B T FIF IR L T FE/RIK EXT ceftaroline
fosamil [ 1 /NI BN 38R FE B2 o 45 SR WEE 10 Prors

[0187] 3£ 10 :Ceftaroline Fosamil— #7418 / ¥7 15 BRAN 2 1R S WV fF P 1

[0188]

JEIRIR LN AR (ng/mL)
0.05 121
0.1 159
0.5 240
1.0 245

[0189]

[0190] M 10 A4, ceftaroline fosamil FI¥AR RS BEAT AR IR B B8 1 & 75 S 1Y i i 2
R O, AR R ER U FE 2 0. M Bl BH v I, VAR A2 KT 200mg/mL) .

[0191]  =Zjiifs] 4 :Ceftaroline Fosamil-DL ¥ 2 BRIE SIS A IE

[0192]  JEIL 7] DL A 2R B 1 HR A S [ 0. 05M F 2. OM (AN [A] USP &by A N ik &2 11
ceftaroline fosamil, fEZIE (25°C ) JE T DL M2 R E /R E X ceftaroline fosamil
() 1 /NI s A P R o 25 RANER 11 TR

[0193] K 11 :Ceftaroline Fosamil-DL 52 R IR &Y I i Bk i
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[0194]

i B P
JE IR T L /NESEE R (ng/ml)
0.05 13
0.1 19
0.5 142
1.0 233
2.0 226

[0195]  MFK 11 W[40, ceftaroline fosamil PRI AR E Bl DL K520 IR 25 156 5 8 iy &5 3%

B (B, DL RS 2 BRI L 1. OM BB =i, W B KT 200mg/mlL) o
[0196]  SZjiffd] 4 :Ceftaroline Fosamil-L ¥z BRVR

eI s

[0197] @ L |m L- M5B 2 T 9m YT [# 0. 05M 3] 0. 5M AN [A] USP 22 yh v in A\ ik & 1
ceftaroline fosamil, fEZEHR (25°C ) ME T L- KRR EE/RIKE X} ceftaroline fosamil

1 1 7N B ) 25 At B 1) 52 )
[0198] K 12 :Ceftaroline Fosamil-L— {2 BRIR SN fR RS R

[0199]

iR 12 PR,

JEEIRIR L

1 /NEFVE AR (ng/mL)

0.05

39

0.1

82

0.5

226

[0200]  MFK 12 B[4, ceftaroline fosamil FRIVAAARIEBE L k52U R 2 15 5 18 by &%

W (B, L- RS2 BRI B 0. 5M B BE =i, W fd KT 200mg/mlL) o
[0201]  sZjifd] 5 :Ceftaroline Fosamil— 22 FRIR

G lINpEy s

[0202] 3@ of 1) 4 & R B 5 A T 0. 05M 3 0. IM [ A [F] USP 22 1 i hn A\ it & 11

ceftaroline fosamil, {FZ= 1R
L AN SR R,
[0203] K 13 :Ceftaroline Fosamil— 202 BRVE -S4V fd FE M i

[0204]

JEIRIRIE

1 /NEFVEARAE (ng/mL)

0.05

43

0.1

75

(25°C) E T HAMREE /R EXT ceftaroline fosamil K]
ZRUEK 13 Fios.

[0205]  MF 13 W40, ceftaroline fosamil PRIV R It 2 20 IR 25 1~ 55 ok 5 8 o vy 13

e ARAMKEE T 0. IMB} ceftaroline fosamil WA A

22
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Fﬁﬂi/tb =

[0206] §<ﬁﬁﬁﬂ(3:fﬁ?%’Ceftaroline Fosamil/L— ¥§ 24 & [ LR A e Ttk

[0207] 4% T 668mg ceftaroline fosamil F1400mg L- ¥5Z BRI HIF] . 1% HI55 )
KEEHASE M CRBEEAHT & R mL Bk e LR ERE U 338mg ceftaroline fosamil)
FE R HNAF FIE « (1) 25°CH (11)2-8°C o IXELRFFTRILE B> BIAER 14 115 TP EIR.
[0208] 3 14 :Ceftaroline Fosamil/L- ¥j@BRIEHALE 25°CHtaE M

[0209]

A (/N ) Y e ]
ik 100

0.5 100

1 99

3 97

6 96

24 83

[0210] M 14 A4, TR ceftaroline fosamil,L— ¥ B RAE Sint2 Skt 6 /DI,
ERL I3 25 TM i A
[0211] 3 15 :Ceftaroline Fosamil/L- ¥iZ B WAE 2-8°CF2E M

g (g ) HLARE P b

# b 100

24 106

48 102

0212} 168 96
(1X)

336 71
(14 X

[0213]  FITik ceftaroline fosamil/L- ¥z BEVETR AE 250mL KM S Ifa E HAE T
FN AT NIGE « (1) 26 CAMBEARREE RE) Je (i) EFEE RH R 2-8°C. iR HIER
16 F1 17 th &R,
[0214] % 16 :250mL FKEEHIR ISP Ceftaroline Fosamil ¥§# ( = 530mg Ceftaroline)
1E 25°C ke M

23
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[0215]

IFR] (/N ) HEIRENE

s 107

3 106

6 1056

24 101

48 92

72 85
[0216] 3K 17 :250mL FKEEHm 4™ Ceftaroline Fosamil ¥ ( = 530mg Ceftaroline)

1r 2-8°C fifa g 1
[0217]

[0218]

A& A
[0219]

IfTa] (/N )

iy R ]

it

107

6

106

24

110

48

107

72

105

M 16 F1 17 0] 40, TR ceftaroline fosamil/L— K52 R
TV A e
Ceftaroline fosamil/L- }Z&IRIEEWILE 0. 9% FALHY TV 4

STE =R AR UK,

SRrp AL E A E M

ET ceftaroline fosamil IREZ] bmg/mL, 7L, (2-8°C ) 4511 24 Bk 48 /M, SRS 1E
WEE 4 (25°CRIREE 64k ) T 6 /Mt g5 R a1k 18 Fivn.

[0220] 3 18 Ab2EFaEE
[0221]
AL 46 (1=0) 2-8 °C 24 By 2-8 °C 48 |~
G 25°C 6 i KRG 25°C 6B
£ B Le B tge EA. REE
pH 6.12 6.13 6.16
Rah 100 97.26 97 87
(RIEFH/NL)
[0222]  MAFE 18 4N, ZERFFT I FE A iR S VR 1K) pH AR A o PRI BTl iy ] FH TRk 25 24
[0223]  SEJAG] 7 & A TM AN TV it FH 1) il 550 ol 2%
[0224]  FEK 19-22 HhERAE TS IM 8K TV 45 25117 7= 1
[0225] £ 19 :
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[0226]

[0227]
[0228]

*668mg ceftaroline fosamil (USAN) #H 4
ceftaroline fosamil (USAN) #H 3% T

w B P
5%y pany /I S P (7 A Py
(ng) (ng) (mg)
Ceftroline Fosamil* 668 446 223
L- fE & 400 267 133

ZJ 353mg

fosamil (USAN) #H34F 176mg ceftaroline.

[0229]

[0230]

[0231]

* 20 :

*668mg ceftaroline fosamil (USAN) #H 4
ceftaroline fosamil (USAN) #H % T

RS e | T 2 =<4 3

(mg) | (mg) | (mg)
Ceftroline Fosamil* 668 446 223
DL-#7 &88 400 267 133

2] 353mg

fosamil (USAN) #H4F 176mg ceftaroline.

[0232]

[0233]

[0234]

*® 21

*668mg ceftaroline fosamil (USAN) #H 4
ceftaroline fosamil (USAN) #H 2% T

By s 1 A 2 T4 3

(mg) (mg) (mg)
Cefiroline Fosamil* 668 446 223
ATMEBE [ A AR BR AN 440 293 147

Z) 353mg

fosamil (USAN) #H34F 176mg ceftaroline.

[0235]

[0236]

[0237]

ceftaroline fosamil (USAN) #H 24 T

* 22

R ] 1 T4 2 T 3
(mg) (mg) (mg)
Ceftroline Fosamil* 668 446 223
LB LR 120 82 41

T % 530mg ceftaroline ;446mg

ceftaroline ;223mg ceftaroline

T % 530mg ceftaroline ;446mg

ceftaroline ;223mg ceftaroline

T %) 530mg ceftaroline ;446mg

ceftaroline ;223mg ceftaroline

*668mg ceftaroline fosamil (USAN) #H X T % 530mg ceftaroline ;446mg

Z) 353mg

fosamil (USAN) #H4F 176mg ceftaroline.
MR T AREAERT W 19 HH7Rf] 1 1) ceftaroline fosamil/L- A2 ERIR G4 (HD
668mg ceftaroline fosamil (USAN) (#H34T 530mg ceftaroline) F1400mg L- ¥ L)
RIEA IM B IV 245 25 (1) 2 Pl B -
BT IM 42451 223mg Ceftaroline Fosamil (USAN) :

[0238]

[0239]

25

ceftaroline ;223mg ceftaroline
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[0240]  |r] AT IR VRS ) NN 249 2mL v 500 O B 7K. A3 S (2. 6mL) W EEAH Y T &
TR TE O TR Eh T2 I 2 228mg  ceftaroline/mL, %5245 % 0.88mL ( #H4 T4 177mg
ceftaroline) .

[0241]  HIT IM 252411 446mg Ceftaroline Fosamil (USAN) :

[0242] [ TIRVRA W INANL 2mL vE 5 R K o P OK BE A 96 oK e SR 26
2] 228mg ceftaroline/mL. 45254 1. 75mL ( #H24T4 353mg ceftaroline) .

[0243] H{T IM #5Z41] 668mg Ceftaroline Fosamil (USAN) :

[0244] [ TRV G IMANL 3mL yES G K. P38 (29 3. 6ml) WREE AN ITH B
KN TE LR ER 4] 166mg ceftaroline/mL (#H34 T4 530mg ceftaroline)

[0245]  H{ T IM #5Z4[1] 668mg Ceftaroline Fosamil (USAN) :

[0246]  [a] ITRVRA W IOAL 2mL 755 FH G R K TSR B 36 Ok e SR
A4 228mg ceftaroline/mL. 25252 2. 6mL (#H24 T4 530mg ceftaroline) .

[0247] HIT IMZ5 251 1144mg Ceftaroline Fosamil (USAN) :

[0248] AL FTRIRA WIS 292 2mL v S5 JC WK . TS iR A 3T &
BICIK T R ERTE A Z) 228mg  ceftaroline/mL. 25254 4. AmL Y53 (AH1 T4 883mg
ceftaroline) .

[0249]  Ry#A 2 58 m5l &, 540 2005mg  Ceftaroline Fosamil (USAN) , AJ7E & PN ILA
AT 452

[0250] AT IV 25251 250mL 4 ' 1] 223mg Ceftaroline Fosamil (USAN) :

[0251]  [W] B iR SN A2 20mL V25 I TE K B R 29 6. 6 Tml 3 TV 533642, 41141 250mL
TP 0. 9% #h/Kel 5% A4 TERE (A4 T4 177mg ceftaroline) .

[0252]  HIT 1V 2524511 250ml & H 1] 446mg Ceftaroline Fosamil (USAN) ;

[0253]  [r] ITRVE- S IINZ) 20mL 73 56 R B K o 3645 29 13, 3mL 31 TV 5y 4%, 440 250mL
TorE 0. 9% EhyKek 5% 4 ek (A3 T4) 353mg ceftaroline) .

[0254]  HIT* 1V 252411 250mL 4G Y] 668mg Ceftaroline Fosamil (USAN) :

[0255]  [w] T VE-A P INANZT 20mL vEST R K. BB N &4 (20mL) 2 TV 5@ sE, 4 an
250mL T 0. 9% #h/K Bk 5% A ek (AH24 T4 530mg ceftaroline) .

[o256]  HIT 1V 252411 250mL #iry 1) 1337mg Ceftaroline Fosamil :

[0257] A8 FH AN 25960 In) BT IR VR S I N2 20mL v 5 FH TG B /K « B NS 3)) TV B 4%,
#lhn 250mL JE1E 0. 9% £hK ek 5% A7 HesE (F124 147 1060mg ceftaroline) .

[0258]  HI T 1V #4524 [1] 250mL 4 4[] 2005mg Ceftaroline Fosamil :

[0259] A8 = AN 25960 [n] BT IR VR S I N2 20mL v 5 FH TG B /K« B NS 3] TV B 43,
it 250mL Je1E 0. 9% £hK ek 5% A7 hesE (F12 T4 1589mg ceftaroline) .

[0260]  SEjfs] 8 < AEAgt HE AN G rp ol i UL Py S RH i ke 5 i 1B A1 25 24 Ceftaraoline
Fosamil fIBEAL P55 7 550 2R 2 50 A5

[0261] [t A K 2 BE AL 5550 & A0 22 ) it o7 AR o2 B B 7028 25 (UL PR 9 B R i ik v
5 | ceftaroline fosamil MIHJEME I ceftaroline W53 1%,

[0262]  PTIRBFFUHT A #5554 B E R 9T Bk iF ot B &85 4 2 525
[0263] A #

26
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[0264] 24 DXIZR (FEAMGITH 6 DX BIHLI A 4 B T7 A (AD) A8 £ 7 668mg
ceftaroline fosamil (USAN, 73 F2X, Gl NOPS,. CH,0,. 10, 735 762. 75) 2GS 2 T HIF& .

[0265] A ZH :%F 1 K - BBk IMyEST 400mg ceftaroline fosamil ( /K. LR ELTE R,
228mg/mL Y& ) ( = 353mg ceftaroline)

[0266] B4 :%5 | K — Bk IMP5F 600mg ceftaroline fosamil ( /K. K LERERHE R,
165mg/mL ¥ ) ( = 530mg ceftaroline)

[0267] C4] :%F 1 K - BBk IMPFES 600mg ceftaroline fosamil ( /KT LERERE R,
228mg/mL ¥ ) ( = 530mg ceftaroline)

[0268] 5 8 K — BRI IV 5 (L 60 704 )600mg ceftaroline fosamil ( LK L
R0 ) ( = 530mg ceftaroline)

[0260]  CYRYTAXTBRAESR 8 RALAZ TV 5l

[0270] D ZH :%F 1 K — B4R IM{ES 1000mg ceftaroline fosamil ( /KL LERERE R,
228mg/mL Y5 ) ( = 883mg ceftaroline)

[0271] B #5

[0272] I8 PXTZBENL N 2 NMAETTH .. IMERERE NSRBI S 4 2.

[0273] B2 .58 1-4 K — & 12 /P IM VS 600mg ceftaroline fosamil ( FTE/K .o LR
A 228mg/mL ¥EW ) ( = 530mg ceftaroline)

[0274] 5 K-HF4REGEH)G 12 /DR IMFES 600mg ceftaroline fosamil (75
KT LR AU 228mg/mL Y8 ) ( = 530mg ceftaroline)

[0275]  X[HEE 2 5% 1-4 K — B 12 /M IMVEST 1000mg #h 1Rk fantt i

[0276] %% 5 K -5 4 KiwJasa2hifa 12 /N ER IM VRS 1000mg 35 # Sk Atk i 4 s B2
[0277]1  E M F ¥R 7 AMFSCI T G 11 R (58 1 2 10 K)o BRRNLIRVE S48 25 03 7k =
e 23 hagE. T IMVEST ceftaroline 2525V A% FVE S5 FH /K #1145 o

[0278] & 23 :IM VEH &

[0279]
VEHTH IM Ceftaroline MEF R X 2 id 4§ (ml)
Fosamil (USAN) | Ceftaroline | (LR K. X LB EH X
BB E Fosamil (INN) | ¢4 ceftaroline fosamil
¥ INN #t, mg/mL)

A 446 mg 400 mg 228 1.8

B 668 mg 600 mg 165 3.6

C 668 mg 600 mg 228 26

D 1114 mg 1000 mg 228 4.4

E 668 mg 600 mg 228 2.6

27
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[0280] % 668mg ceftaroline fosamil (USAN) #H 4 T % 530mg ceftaroline ;446mg
ceftaroline fosamil (USAN) #H 34 T %) 353mg ceftaroline ; DA }% 1114mg ceftaroline
fosamil (USAN) #H4T %) 883mg ceftaroline,

[0281] i R M E ceftaroline fosamil fll ceftaroline 253N 1225450, H
R TR NITAE N SRS T 2130 1= 280 M MR AR 25 85 R E 29 5 435 (4
0. 06 /NEF ) B SRAESE — Oy A FEAR I EAEAE M A2 354 0,

[0282] A #B4r VESFZ S5 5151 30 73 8P LA A 1.2.4.6.8,12,18.24.36 A1 48 /P 53
GN, TR 8 REYTEST Z ATHAE SR 8 RAMFEIT4h 2 J5 20,4060 (5Pt 53 25 )5 v
ZECZ AT STED ) <65 FT 75 3Bl DL 1.5.2.3.4.6.8.12.24.36 Al 48 /NS RIMBESZ TV 4
TR G R AR ML

[0283] B &7y AES | MIEE 5 RLGYIESS, AW 1 R IRIEH 25 51501 30 08P LK
1.2.4.6.8 /MiF, 7258 4 RERIEM LGB %) (15 7382 W), 556 4 RERGZZ A
12 /hI (FERE B2 252 /1), LURAESE 5 Ripes (YR ) TR Z G 531581 30 73 8P L& 1.
2.4.6.8.12.24.36 1 48 /Bt

[0284]  AHIFET A #3770 313 ceftaroline fosamil 253N J1E S AL L 24 P B,
[0285] K 24 :Ceftaroline Fosamil INN( BIAZi4) ) HISEHZ5880 1122550

[0286]

Ceftaroline BH C &5 C B A BB R D
Fosamil (TNN) | 600 mg (INN) | 600 mg (INN) | 400 mg (INN) | 600 mg (INN) | 1000 mg
HPRAM | IVHESR) | MFA LK) | IM(228 M (165 (INN) IM
(228 mg/ml) mg/mb}) mg/mlL) (228 mg/mL)
Cooe (ng/mL) | 3540 £465 | 1492 %275 | 1113+418 | 2722£557 | 2239 657
Tonaee (1) 0.67 0.50 0.29 0.75 038
(0.33-098) | (0.08-1.0) | (0.08-1.0) | (0.25-10) (0.08-1.0)
AUCoa 7734+340 | 3060+475 | 1950+401 | 4846975 | 57912795
(brng/mL)
AUCy, 2744 £ 344 | 3242+£486 | 2144421 | S5118+985 | 62292829
(hr.ng/mL)
Tin (h) 007003 | 157041 | 121049 | 106033 | 187+090 |

[0287]  AUC, .. F1C,, {HPFf ceftaroline fosamil 7|5 sl tb )7t m ok BRAE. Kk, 1555 T
AT ARSI FE AN 3 7] 75 2y i 2 B T A R R e ALY ceftaroline fosamil (8%
ceftaroline W ERIAZIY) ) KT BARFIEM LB 15250 M RET R 259t
AL A IEPE 7 ceftaroline.

[0288]  AHHFT A &1 3RAFI ceftaroline Z94X3) )%= S4AER 25 P EoR.

[0289] & 25 :Ceftaroline ( 73 F 2 CHNOS,, WG PER 73 ) HIPF254%80 1122 54K
[0290]

Ceftaroline 47 C A C B A A B BHD
(EHARS)E | 600 mg (INN) | 600 mg (INN) | 400 mg (INN) | 600 mg (INN) | 1000 mg
PK A4k IV(FSE) | M 1K) ™M (228 IM (165 (INN) IM
(228 mg/mlL) mg/mL) mg/mL) (228 mg/mL) |

Cog (ng/mL) | 19685 £ 2264 | 8510+ 1601 | 6971+ 1616 | 14651 43299 | 15997 + 3739
Tpee () | 1.0(1.0-1.0) | 2.0(1.2-2.0) | 1.5(1.020) | 2.0(L0-2.0) | 2.0(1.0-2.0)
AUCos | 44587k 5026 | 47466 % 4006 | 35285+ 6155 | 73439& | 109893
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{(hr.ng/mL) 12080 31345 1
AUCo.» 44987 + 5041 | 48108 £ 3846 | 35611 +6131 73826 + 110255 +
(hr.ng/mE) 12031 31283
T (h) 2,13 +£0.31 255+049 | 236%022 | 2274016 | 268+031 |
A& My F) R & NA 107 £ 7.1 NA NA NA j
(%) _

[0202]  f#FHHfLE 668mg ceftaroline fasomil (USAN, 73T 2 CyH,oNg0;S,. C,H,0,. H,0, 71
i 762.75) M2 2 PTIAFIE. R 25 WA, WISk 23 (56 1K) #UE I LUK A 228mg/
Irﬁ%zjgifi IM V5 45 25 4 24 T 600mgceftaroline fosamil (INN) ( = 530mg ceftaroline)
ZJ5, ceftaroline (W THES 4 ) HIR G HAL (AUC,. ..) KA 4 T IV i 4H 4 T 600mg
ceftaroline fosamil (INN) ( = 530mg ceftaroline) (%8 8 K ) Z Gl &&Giffih, 15 H 4
XTAEPIRIHZ45 100% . CHRIT AT H T IMIES 1 ceftaroline [#) C,., {E G TV 509 5 1)
Coax THAKZY 57% o IMVESS ST T, 004 1 2 2 /N, T TV HBUS 1) T,ae 29 50V S5 A AT I
B (~ L/NEF)

[02931 Jf H, M 3 25 0] 40, 1F H & % 668mg ceftaroline fosamil (USAN, 43 T
K NS, CH,O0,. 0, 4 F & 762.75, 4 24 T 600mg ceftaroline fosamil (INN)
(= 530mg ceftaroline) HIZyHH LAWK AL 165mg/mL ( Q15E 23 & ) IM V3 5 Ji5 FRJ I 2 94 &2
Bt DL 228mg/mL ( 4158 23 F5E ) IM {325 600mg ceftaroline fosamil (INN) ( = 530mg
ceftaroline) J& &, 5 H C,., AT AUC HZI N 72% F156% » LIRS 165mg/mL ( 413 23 #L5E )
KIS A2 T 600mg ceftaroline fosamil (INN) ) IM ¥R EUAH [RIHR B IR TV 4598 fmy HH B
ik 50 % KIAE R 26 XA RSN

[0294] ¥ L7 668mg ceftaroline fosamil (USAN) FIZGHRLLUNZR 23 #H5%E 1Y) 228mg/mL
HIRFE IMVEYS ceftaroline fosamil G ceftaroline W2 M1 25430 122500
% 26 7R

[0295] % 26 :Ceftaroline [KLkIETTH 2503 1255

[0296]
Ceftaroline AMET F 3 Comx F 3% AUCo T8 Tow ()|
Fo(USANYH& | Ceftaroline #|¥F {ng/mkL}) (ng/mL * b)
223 mg 177 mg 3486 17806 1.5
446 mg 353 mg 6971 35611 1.5
557 mg 442 mg 7899 43163 2
663 mg 530 mg 2510 48108 2
891 mg 706 mg 12570 81803 2
1114 mg 883 mg 15977 110265 2
[0297]
E 1337 mg 1060 mg_ 18798 133323 2
L 2005 mg 1589 mg 28140 210603 2

[0208]  #177.442.706.1060 I 1589mg [ ceftaroline ik T LM Wit 41

[02909]  FRIRFNE IMVESS ceftaroline fosamil USAN( LA ceftaroline fosamil (#7H K
TR T LERERTE ) W E 228mg/mL, W15 23 W E ) J5 i ceftaroline fosamil (INN) [Zk
ML 2503N ) 2 Ak 27 PR .
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[0300] £ 27 :Ceftaroline Fosamil (INN) FJZM it 25480 %241
[0301]

Ceftaroline | 4 %-F Ceflaroline | “F3) Cpux ) AUCh0 F 39 T (1)
Fasomil Fasomil (INN) (ng/mL) (ng/mL * h)
(USAN) ik
223 200 484 1162 0.3
446 400 1113 2144 029
557 500 1210 2905 0.5
668 600 1492 3242 0.5 B
891 800 1936 4648 0.5
1114 1000 2238 5229 0.3
1337 1200 2904 6972 0.5
2005 1800 4356 10458 05

[0302] #l| & LA ceftaroline & & tf, 4 41 668mg ceftaroline fosamil (USAN) #H 4 T
530mg ceftaroline. 223.557.891.1337 F1 2005mg i) ceftaroline fosamil (USAN) {HZE T
MR VO 5

[0303]  AHIFFT B #i43r 3K4F ] ceftaroline 2ifXEN 17 S H{E 3k 28 1 IR,

[0304] £ 28 :Ceftaroline (73 13\ :Cpully,Ne0,S,) I3 24BN 1255

PK £ G E %4 E
Ceftaroline 600 mg (INN) IM 600 mg (INN) IM
(FE M) (F 1 R) (% 5 X)qi2h
228 mg/mL 228 mg/mL,
[0305] Covax (ng/mL) 11557 + 3416 12960 1361
Toax (0)_ 2.0 (1.0-2.02) 20 (1.0-2.02)
AUCqyy 55289 + 11076 65407 + 11807
(br.ng/mL)
Tz (h) 2.54+0.63 251+ 045

[0306] | & LA ceftaroline ¥ & tf, #9] U1 668mg ceftaroline fosamil (USAN) #H 4 T
530mg ceftaroline,

[0307]  AHIFFY B #3533515 1) ceftaroline fosamil Z5Xsh J1ESEAE R 29 P BoR.
[0308] K 29 :Ceftaroline Fosamil (INN) KB C3H % 54]

[0309] PK 44 %97 E #41 E
Ceftaroline Fosamil 600 mg (INN) IM 600 mg (INN) IM
(INN) (F1XR) (# 5 X)ql2h
228 mg/mb 228 mg/mL
Crmax (ng/mL) 1575 £ 507 2223 + 497
[0310] . — (h) 0.50 0.50
(0.08-1,0) {0.08-1.0)
AUCq4 3096 % 850 4067 £ 782
(hr.ng/mL)
Ty (b) 1.17 +0.52 1.11+0,35

[0311]  #l| & LA ceftaroline & & tf, #4 41 668mg ceftaroline fosamil (USAN) AH 4 T

530mg ceftaroline,
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[0312] BRI Z AR W7 vu MR St 7 S U AT T AR W, HIRZH I AR
RIS AR 5 IR, I HLASREHETE HH SRRl o W05 2t T A 2 JF AR SR B BN 53w A8
B, A B AT T A D E L AR 2B B8 RIAE o Ut BRI 1) AR e B St
FAERVE L, JFARAR B A A i i o PATIb , A5 B A0 32 B T P BRSO 25K PR A e A
V[, FCER AT U7 S R AR A o

[0313] AL BT B R B R HIE R AR 28 A Pl 5 S &3I4 30,
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