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1.1 B-ABmEERER

001 =LfEH/EW1 (Cefdinir Sodium)
[A1&) FK-482, BMY-28488, Omnicef, Cefzon,

Cephoral, Novacef, CFDN, Cefdinirum, £ # &,
ke HER,
(%8 (6R,7R)-7-[[(2Z)-(2-Amino-4-thia-

zolyl) (hydroxyimino) acetyl Jamino]-3-ethenyl-8-oxo-
5-thia-1-azabicyclo [ 4. 2. 0] oct-2-ene-2-carbxylic acid

sodium salt,

MW AL e

COONa
CAS [91832 40-5]
CieHisNs O5S, (395. 42)
CiaHi2NsNaQOs S, (417.40)
[#A %I #) Fujisawa Pharmaceutical Co Ltd (B #¥
HETWARD (HA).
[EXEWEEMERI 19914 10 H. A4,
[HR]) BERAIGAERECESENR, IR
BHER, ILPAR TSR, CBEK. mp 170°C (4
). UV Apax (pH =17, B8 £ 28 rh ¥) = 2230m,
286nm (e 17400, 19700), pK, 9.70. H #1ZL mp
220°C (4 f8) .
[AE)] AR EERHTEBE=RDOMELME

HzNﬁi/\/‘L )\3\/ NaHC03

001-1

PCls ,
Ph OI
CHZCIZ

001-2

Ph/u\g
Ph3P KI o p®-(Ph);]® HCHONaHCO3
T omrF
th
Ph

001-4

. oeamad i b8 A A RE S R T R B B R AE
M., ZA@N G EMG HYAMEREE, FXT4H
AN ARS pNBIREERE,. RIFEHESR
FOMCK AL R AR A O, AR R
BrRES . UTFTHEMNARER. OGT HHHA:
SEOHYRE (F- FABMKEHE . VR
B O(ERRMURER . LR EERE, HXWH
AHMMWHRE LN, OGC THEE. MABAFML
W (™ ARt MR, BIRREmMATE (F
PpNBEERERD . RN AR (B B
MR, AAAEHmERYM, GTRHEARTHREH
WERE (FPEEFEREKR . CALEREN G
WARTHRUEHMGRIFE. KBHHE. BES
ERMAAFE. FRERHFE XA S GER, KR
ATHAREIIER T &, FERE. ORAR

HHE: a HXFE/EML; b BEIXAELR
Pk fes oo BHEEFAER: d WM RHKKE

#K e EEZREEKMBHALBEE., OQILE: a
SHEREL, b. HARBRHUER: c EEHEER
R SUR T, AR THBEFHIENIEIKS
Ry, SARFEEE SN, WHEIKETFEW, &
MITHH B TR AMREMLERE.

[EHHBEY UELBAAEE CHi (DCCNa)
001-1) AHBEIEFEE, S RNHE 7T-EH-3-248
H-3-hE-- R R P EE RS (001-6), 001-6
Han, Tk, SHERESGHS. =R R
o H Ak B (001) .

cl CHg/lkCHJ

0
CH3/U\O/ Calis
p,,)L

ﬁv

j/: oz CHz
0 Ph

001-5 Ph

001-3

Ph)]\

CHCl;



F e e -2 -

e
T omch ANF CH2

NaNO,, AcOH

AcOEt

001-6

I“ﬁv :

001-8
HoN /<\yj\“)‘\

OH
001

1. 7-(5-E R R-5- T 28 P S BR B UBE AU 2)-
PRE - LMM-4-R B R H B (001-2) )
il &

ETBRMEBESMA 7-(5-8E-5- B ENBE
H)-3-BHRE-3-LME-4-REMEE (001-1) (DCCNa)
118. 6g(0. 3mol) 1R HE 600ml, M H KM, ¥ E
10°CULT ., RISNBEHRM 20% NaHCO; KIEW . ¥
B4 42. 1gC€0. 30mol) , {RFFR MM pH 6.5~7.5,
e, F10CHHRM 1h, RMKHRLERAZE pH
6.0, WEHREF M IWBNNH, BABRMAZRLE
sooml KRB, EHEIE, BHAVNEWAZE
EEE L 117.1g(0. 60mol) MZ B ZEEWHER, ¥
HHETLCUER TR L. RN, Ak
HLEEE pH 3, KBANIZE, AWM NaClkKERE %
B, Jork MgSO, T#. nbuk. 8w IE w4 b Wi
5, ®ARY PIMATE 400ml, PEIER, ZHMA
RBELT A O 4000ml ), WA RS TR,
T4, 18 001-2 224.8g, H# 92.5%, mp 100~110°C,

IR ( Nujol ) Cem™! ), 3270, 1770, 1730,
1660, 1640,

ITH-NMR(CD; SOCD; ) &: 8.87(1H,m), 7.79
(1H,m), 7.43 (25H,m), 6.95 (1H,s), 6.87

(1H,s), 5.77 (1H,dd,J = 5Hz,8Hz), 5.15
(1H,d,J = 5Hz), 4.67 (1H,m), 4.27 (2H,d,
J=5Hz), 3.63(2H,m), 3.38(1H,s), 1.3~2.7
(6H,m),

2. T-G-APBARS- —EFEBRERBE R
SR R-3-AR-4- B R EE (001-3) B9
ETHRRMBESTMA LD H &84 54 001-2
100g(0. 124mol> . & H 4z 600ml, BEFEEM, B H
F2—30C, AT —KHEMA R I B 25 6g

N — 0o
A7 M chpan, )k
HoN NH;

0 Ph
001-7 Ph
HZN/<\ j\(\k
j/——_—( Az CH, *‘?ﬂ
N TFA
0 P
Ph
001-9
_CH,
COONa

(0.123mol), F — 30°C X F 7% fm ok B2 9.8¢
(0.124mol), F &, HIRAY T —20C PR B RN
1h, KA EE, MAZER /K A 1D FH&E, R
BEERBESZE, SBMAVZE. BHEM NaCl KB #
Bedk, K MgSO, T4, i, 38 ol i vk 48 H ik
. Bk, T, BHE% 001-3 114. 5g, W FE
NL3%CHMRERKSR), fHZATTHEEN. mp
90~110°C (43f#)

IR(Nujol) (em~1!): v1780, 1725, 1640,

IH-NMR(CD; SOCD; ) &: 8.90(1H,m), 7.92
(1H,m), 7.4 (25H,m), 7.00 (1H,s), 6.83
(1H,s), 5.83C1H,m), 5.22(1H,d,J=5Hz), 4.67
(1H,m), 4.43(2H,m), 3.67 (2H,m), 1.3 ~25
(6H,m).

3. [T-(-ERBERS-__EFERBHEILBA
-4 TR RE-S AR PR
(001-4) Wil &%

ERMME I A L2 H &A% 001-3 102¢g
(0.123mol), N.N-—_ B EH Bt ¥ (DMF) 150ml,
BEHE T OB, MOA = E KB (PhP) 48.5g
€0.185mol), KI 18.4g(0,111mol), FER FH#EER
M 1.5h, OEEE, JE NS A ER 5000ml, ¥ E K,
S EUARWEBUEER, T4, 8 001-4 123.5¢g,
W= 84. 8%, mp 165~175°C (4H),

IR(Nyjol) (cm™1!): 1780, 1730, 1710, 1650,

1H-NMR(CD; SOCD3) 8: 8.92(1H,m), 7.0~
8.3 (4H,m)>, 6.83 (1H,s>, 6.33 (1H,s), 5.75
(1H,m), 5.33 (1H.d,J = 5Hz), 5.13 (1H,m),
4.67(2H,m), 4.33(2H,m), 1.3~2.6(6H,m).

4. T--ERBER-S-EF AR RBEE)-
- M E-3- R R R B R (001-5) (Ml



+3 - %13 2 M

ERBEFMALEH SN EY 001-4 123. 5g
(0.1045mol) ., — @& HI £ 1000ml, HEBEM®E, WA
36% H BEK ¥ 300ml, A 20% NaHCO; 7K % 818
% pHY, F 25°CHEREI AL 2h, AW EEEAZE pHS,
BETOWEYSRE, FERAEIE, AXK NapSO,
T, 88, WMBEEREEEEN . BadbimA
ZWMZEEE, WHE K, TiE, TH, % 0015
63.5g, WOH 75.4%, mp 180~184C (4}H#).

IR ( Nujol) C(em '). 3300, 1770,
1710, 1650,

1H-NMR(CD; SOCDs ) §: 8.92(1H,m), 7.98
(1H,m), 7.42 (25H,m), 7.0 (1H,s), 6.86
(1H,s), 6.83(1H,dd,J =12Hz,18Hz), 5.7~5.9
(2H,m), 5.1~5.6(2H,m), 4.67 (1H,m), 3.72
(2H,m), 1.3~2.6 (6H,m).

5. T-HE-3-ZIHE-- LA BRI FE P EEEE
L (001-6) i &%

FEF %6 RN 9 0 A K& B 15.58
(0. 074mol), — & H 4% 200ml, ¥ H % 5~10°C, B
FHTE MM 5.9g, F 5SCH KN 20min, HF
SCUT, —&k¥EmmA LB H &AM EY 001-5 20g
(0. 025mol) , {REHH M 2h, T —4O0CUT, &
@A EE 120ml, F—20~—10CH# 2h, KM
B, REREEWEN, BABRYMAZEIEE
300ml MK 50ml, TIK¥ AT, MmBEd, ML
S, L UE, MUAREER K., TH, B 001-6
8. 4g, W 78.9%, mp 180 ~195C (4 #%)., A F
. Cop Hyy CIN; 05S, My = 428.94, CAS[79349-
67-07,

IR(Nujol) (cm™1): »1760, 1705, 1580,

LH-NMR(CD; SOCD; ) 8: 9.17 (2H,m), 7.42
(10H,m), 7.0 (1H,dd,J = 12Hz,18Hz), 6.79
(1H,s), 5.93 (1H,m), 5.58 (1H,d,J = 6Hz),
5.0~5.4(2H,m), 3.88(2H,g,J=18Hz),

6. 7-(4-THZ. Bt ZBE R HE)-3-2 B -3k L f-4-
TR ER (001-7) BUHI%

TER B mA £ 5§ % K4k &9 001-6 150g
(0.34%mol), =W EREREZ B (trimethylsilylac-
etamide, BAS) 189g (0.929mol) M ¥E /M 2 & 7 B
1500ml, #EHEEME, BEWSHZE-20C, RFAEH
HTFmMAA-RZERXZ BR [N NHEE 39
(0. 464mol) FIE 75g(0. 468mol) KM HIEB ] &
B A 200ml (¥ 172 —20°C F). fmke, BBA®M T
—10CFHEMPERN 1h, RMNE, BREESY
fii A 2000m] — & B 42 F1 1000ml KB AW, T4
WHESRESZE, SBANR, KIKAK. NaCl Xk
BWYER, WEABRENREN, SRR ATREA
LB, TIR)SHE 001-7 171g, W% 88.3%,
mp 133~ 137C (4 #8). T FH: Cz Has BrN; 05 S,

1730,

My =555,

IR ( Nujol)
1650, 1550,

IH-NMR (DMSO-ds ) 8: 3.5 ~ 4.5 (6H,m),
5.2~6.0 (4H,m), 6.83 (1H,m), 7.00 (1H,s),
7.45(10H,m), 9.25(1H,d,J=8Hz),

7. T-RZ2EBAVERZIBRE CBEE)-3-2
M EE-3-SL T -4- R R WP EE (001-8) P&

ERMNESRMALEEH & W LAY 0017 40g
(0.072mol) . & H £ 400m! FI Z B 200ml, EHE
R, T—10~—5CHHFTHMEMBEEH (NaNOy)
7. 5g(0. 110mol) ¥ T 50ml /K BB . HmEL, BB
AT —5CHPFR 30min, MAMRE g5, LR
AYREAZFERYE, ARAFTHEE 30min, MW
K400ml, FAWHEHESZE, FBREVZE. KK
K. 1054 NaCl K ¥ W ¥ %, TK MgSOs T 4.
TR, BWBERERBEN, BEKY, A TH
J513 001-8 48g, W 114% (W ERBiT 100%, BH
HEFFRAMSERRE, mp 1056~108C. 4T
Ces Hop BrN; 06 Sy My =584,

IR ( Nujol) (em ! ),
1655, 1540,

ITH-NMR (DMSO-ds ) 8: 3.80 (2H,m), 4.67
(2H,s), 5.2~6.2(4H,m), 6.80 (1H,m), 7.00
(1H,s), 7.45 (10H,m), 9.42 (1H,d,J = 8Hz),
13. 20(1H,s),

8. 7-[2-(2-FAmLMEM-4- )2 R HE T EELEE
H]3-2 R LA BB X (001-9) &
&

ERMMPMA LER SRS 001-8 43g
(0. 082mol, #HTEL 100%3) # N, N-—F 5L F BE Rk
200ml, ﬁf#%m! V%i 5C, ﬂﬂ/\ﬁiﬁﬂﬁ 7.0g
(0.092mol). MBS THERE FH KM 1h,
REBRNIESYEA 3% NalCO, K% ¥ 2000ml
1 NaCl L50g R-AW P, HTHNELERKE, ABEH
HEET 200ml FHEI R 500m]l ZB ZBSIE S BAIF, 4
WAYER NaCl K IFE B vE %, BBREN, S8FE&
DlEEt R, MM YR, BHZ B
%, HZ35 TR, 18 0019 16.9g, mp 133~136°C, ¥
H37. 7%, S FRX: CorHuNiO5S;, My=547,

IR ( Nujol) Cem™! ): 3200, 1780, 1720,
1670, 1610,

IH-NMR(DMSO-ds ) 8: 3.75(2H,m), 5.2~
6.1(4H,m>», 6.67 (1H,s), 6.75 (1H,m), 7.00
(1H,s), 7.20 (2H,m), 7.34 (10H,m), 9.50
(1H.d,J=8Hz).

9. (6R,7TRY-7-[L22>-(2-FH-4-BRE) (Bx
THEE)ZBE HE]mES-EHAS-RA-1I-R
ZeI [4.2.0-F-2-M-2-REBME CLAEmEH

Cem™ ): 3270, 1765, 1705,

3250, 1770, 1705,



kAL CH

00D WA M

TER BT INA K F Bk 60ml F12,2,2- =88
(TFA) 60ml (88.8g, 0.771lmol), PR Z 5~
7C, AWM AL HE&KLSES Y 0019 68 5¢
(0.125mol, # 100% #EE i), mE, HFRAYT
STHIFER R lh, RME, SRNEBESORMERSE
T RIBE 1500m]l MR REHE A, M ULEE, HIEUE.
¥H® T 100ml THF A 100ml Z B Z B, M
NaHCO; KERIEE, FFEMKEH I0X%LREE
pH5.0, AZBZEERE, REMAELREILBEA
worEahidh [WBA: s Z B kuw]. kESE
R e E M. A 10%EmiE=E pH 6.0,
FLEMERAR S, I 20 N MK BE . Wik
VERR W W, WEWS, REVHR-TH, 17 o0l
14. 4g, YXF 27.6%, mp 220C ().

IR(Nujol) (em™ 1) 3200, 1760, 1660, 1600,

TH-NMR (D;0) &: 3.67 (2H,s), 5.2 ~ 5.7
(3H,m), 5.83 (1H,d,J = 5Hz), 6.80 (1H,m),
7.00(1H,s).
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002 LI ZAE (Cefditoren Pivoxil)

[(51£)] kmZLLEE, LBECE, ME 1207,
Meiact, &%, k#MIT, ME-1206 (HEB).

[ 2% 2] (6R,7R)-7-[[(2Z)-(2-Amino-4-thia-
zolyl) ( methoxyimino) acety ] amino ]-3-[ ( 1Z2)-2-( 4-
methyl-5-thiazolyl ) ethenyl ]-8-oxo-5-thia-1-azabicyclo
[4.2.0] oct-2-ene-2-carboxylic acid pivaloyloxymethyl

ester,

L HFZ4 CAS[104145-95-1]
Cie HisNg Q5 S; (506. 58)

LB L CAS[117467-28-4]
Cos Hzs N 07 S5 (620. 72)

[(RETE] HEHBHRBE LA (Meiji Sei-
ka),

(& L EIFER] 19944, HAE.

[R] BREGHK, mp 127~1297T,
—48.5°(¢c=0.5, HEE),

[Ag] AGHINE="RAFHUOMLAWEEL, £H
Pl A B AR ARENEGR, SEFAETERS
A7EA (PBP) WEMES. 2SR EREER
WRLEZECWMAENEEM. 28N, kBEL
Gt R GTRAETZMPIEE, REEAREE,
AEMREREENNEREBRE GT R XBHHA.
FAZNRE . REAFER. BEAE. HEF
MAFEE G ., DEHAERER. REFHEBRTHE.
BT ABRSREAFED AR BEMTE . kBRZLXE
PN FABEEEE, X SNBEREE 4 bk
HERBEMIE . R LR SE AT HERES
REFMBRBRmBER. . M. FREKREE. 4
F.OBEEHAL, KEY (4 %, LiERBE,
PSR NIITRABE A . 200 R T A 0 1 & 0 8 A 4k
RS, WBgR, SBHEIKEL. BHETREL
Ak R, fidk. TRER. HER. FERH
K., FHK, BRAER. Bk, TN, B
B, HER. REBEL. TRREMNIBT.

ARBE] KE5H3CE [10] M7 RBRHETH
#HER. AT,

Lalf



X ZCH

j: # Cl 2)7%aq NaHCO; 2)7%ag NaHCO3
HiC
COOPMB /[
OHC

002-1 002-2

POCI;, CH;Clz

/=N
: PhCNH~ ]\H\
Ph3CHN\<\Nx(COOH, Py, CHyCly j; A

N
N
0
“CH; \

002-5

H H
1)PPh3, Nal, iR Ph\/‘LN I\/S S -
N A~ A

/=N /=N
PC15 Py
s e, w
COOPMB COOPMB
002-3 002-4

OCH;3;
CF3COOH, Ej

COOPMB

CH;

002-6

/=N
HzN/<\ l 0 HZN/<\ |
CH; IH,C )k
I N 07 Sg(CHy), 102-8

DMF

COOH

\CH3

002-7

QCH;

BB PMB=

L 7-REBE A3 (- P REm-5-1) oK
H-3- 3K H-4- B BT H TR (002-3) mdl &

EREME P IMA 7-RE B EHE-3-EF &-3-%
H-4-RBRATREEFEEE (002-1) 10g(0. 0206mol)
FHE 200ml, BHBH, BETHEHNMAZEER
5.65g¢0. 0215mol) F1 Nal 3. 2g(0. 0213mol), ¥iRA
MEERMHER 2h, ASWREXERAEN, B3H
F Mo & W 100ml AR

R — BT IA o- P-4 R (002-
2) 26.07g €0.2053mol) F 7% NaHCO; K ¥ ¥
100ml, HFETFTMALARWEHEER K LY
002-1 H=HEBISBEY) MW _EW B,
B, BEEMESH FEFRN 17Th, BEXES.
BWANEZERA 0P ERBR I KEREE, R/
HoKPE®R ., Tk MgSO., TH, @, BRBEESKRSE
KREH, BAeHAIN PR 200ml 7, 23B%EE
AhE, BEFAEGY 002-3 ERiE 1208, BREZ
WEWYL, RAMAEEE Ay Eal [HER.
H/ZHMZE G D], 48T 002-3(Z R
7.8g, W 67.6%, MY HNREBHREK, mp 78~
82°C (4.

IR (Nujol) (em™ 1)
1670, 1620,

TH-NMR(CDCl;) 6 2.39(3H,s,CH;), 3.15,

3200 ~ 3350, 1790, 1730,

T

3.45(2H,ABq,J = 16Hz,H-2), 3.62(2H,s,CH;),
3.77(3H,s,0CH; ), 5.00 (1H,d,J = 5Hz,H-6),
5.08(2H,s,CH; ), 5.82(1H,dd,J = 5. 8Hz,H-7),
6.15 (1H,d,J = 8Hz,CONH), 6.40 (2H,d,J =
14Hz,arom), 6.80(1H,d,J=11Hz,CH=), 7.1~
7.3(8H,m,CH —,arom), 8.52(H,s,thiazole H-2),

FD-MS m/z: 561 (M1 ),

2. T-E H-3(Z)-(4-F B Me-5-H)-3-3k H-4-8
BATHREETE (002-4) W&

RIS AL 1. 0dml, H &ML (PCl)
800mg(0. 0038mol) i & B4t 20ml, BFHHEM, B
EHBETHARHE -0CTFMALERHENLEY
002-3 720mg(0. 0013mol) BT & P I 3ml RIFHF K,
e, BBEW T O~SCTHEERMN 2h, KN,
BREESWHEEAT —20C P 20ml f, HE
0~5CHE#E 1h, TEKBAB AT MAZER S 40ml #
7k 20ml, HF 7% NaHCO; KEWE EpH 1. 5~
2.0, TAHMHEEHEDE (FE0~5CFHHE 1h i
), AWAEVR. BiokE¥E, FAHBERN NaHCO,
VR, /K MgSO, T8, M, BEBER
45, PRy s Eadl BRA. X/2
BMZB 3: 1], /548, BAKNTYHLEIE

B RBREOAME 002-4 443mg, WFE76.9%, mp
141 ~ 142°C (Z B Z B/Z & B &%), & F



KMZLHE

06-

A: CaHaN: O, S,

IR ( Nujol) (em™!);
1635, 1615,

'H-NMR (CDCly ) §: 2.40 (3H,s,CH3), 3.20,
3.42(2H,ABq,J = 16Hz,H-2), 3.76 (3H,s5,0CH3),
4.75(1H,d,J = 5Hz,H-6), 5.00(1H,d,J = 5Hz, H-
7>, 5.08(2H,s,CH;), 6.25(1H,d,/J=11Hz,CH=—),
6.52 (1H,d,J = 11Hz,CH =), 6.76 (2H,d,] =
8Hz,arom), 7.18 ( 2H,d,J] = 8Hz,arom), 8.52
(1H, s, thiazole H-2) .

FD-MS m/2: 443(M™),

8. T-[(D)-2- (- =R B FEEM-4-3)-2-H H &
WHEEZBERE]3-(2)-(4-F A mmm-5-3) 74 %
3-Rfl-4- B FEETE (002-6) &

e R BRI A B2 B K15 8 002-4 443mg
(0. 001moD) 1 (D-2-(ZF HE R EmW-4-3)-2-§
HTEFEZE (002-5) 457mg(0.0011mol), & F
%% 30ml FIMELBE 0.32ml, BEFEIEME, BHFE —20C
(REkEHEBRH, 2 ZBHETHN =8 &8
(POCl3) 214mg(0. 0014mol) T & H & 3ml A
m! (%Hév E%’JV\]ET—ZON”‘IO"CTﬁ#}im zh,
BRIt %% RIEAWBIA 10ml A, FEABESE,
BESE, 2BAUE, AR, Hksx, £
K MgSO, TH, WU, BHREERSE, B A
BaagsEmad (BERA. X/28B28K G: D],
L HE, BIREEGHBK 026 632mg, Y F
72.8%, mp 134~136°C (4.

IR(Nuyjol) (ecm~').: 3350, 1790, 1730, 1680,
1630, 1620,

!H-NMR (CDCl; ) &: 2.41(3H,s,CH;), 3.30,
3.48(2H,ABq,J = 18Hz,H-2>, 3.78(3H,s,0OCH3),
4.06(3H,s,OCH;3 ), 5.08 ~5.15(3H,m,H-6,CH;),
5.95 (1H,dd,J = 5,8.8Hz,H-7), 6.30 (1H,d,J =
11. 7Hz,CH =), 6.58 (1H,d,J = 11.7Hz,CH =),
6. 70(1H, s, thiazole H-5), 6. 82(2H,d, J=8Hz,arom),
6.90(1H,d, J=38. 8Hz,CONH), 7.03(1H,br s,NH),
7.12~7.32(17H, m, arom) , 8. 58(1H,s,thiazole H-2),

FD-MS m/z: 869(M-+H)*T,

4. T-0(ZD)-2-C-E -4 ) -2- P H T HEHZ
BEE-3(-(4-PRgEm-5-3) 7 % H-3-3L 4
R (002-7) ChIZES) AR

TER R A L 25 # 4% L& 4 002-6 200mg
(0. 23mmol) M FEHK 0.5ml, HHEBHZE 0C,
HIMAZ# 28 (CF;COOH)2ml(25. 96mmol), 1
REFEEOCCTHARY 1h, MAFRRRER, 4K
VUEETESE B 100ml FRFEE, P AR R K 1ml #0
LI 3ml BEWNER, BA44 A NaHCO; 1
EpH7.2, RAWMHEHEIE, KEHBE TR
W HE Diaion HP-20 HE i B aifh [PEBaM. &/

1780, 1730, 1650,

4 D] WESENTYHERRRLE, 2%T
B, 15 002-7 FIEAEL 95me, URER 78.5%, FEHIAR
BEGK, BEHAKELSSR, mpl190~200C ().

IR ( Nujol) Cem™ ), 3450, 1775, 1680,
1620, 1590,

TH-NMR(DMSO-ds )8: 2.30(3H,s,CH3), 3.00,
3. 28(2H,ABq,J = 18Hz,H-2), 3.82(3H,s,0CH;),
5.10 (1H,d,J = 5Hz,H-6), 5.62 (1H,dd,J = 5,
8. 8Hz,H-7), 6.34 (1H,d,J = 11Hz,CH =), 6.71
(1H,s, thiazole H-5), 6.77(1H,d,J=11Hz,CH =),
7.22(2H,br s,NH;), 8.89(1H,s, thiazole H-2), 9.54
(1H,d,J=8Hz,CONH),

SI-MS m/z: 529 (M + H)>*,
Cro Hi7 Os N3 NaS; .,

5. T-(D)-2- (- W AW 4- )2 HETAEL
B3 -3 (2)-(4-FF 2L m k53 ) Z 4% 3E-3-3L #-5-
BERC2-THEI-EAREE FEE GRZCE
002) &/

FERBMPMALEERELBEZLH (002-7)
30mg(0.057mmol), DMF 3ml, B # HBEEE E
—20C, BEHETIARRERBEFEE (002-8) (iodomethyl
pivalate) 95mg (0. 393mmol) ¥ F DMF 1ml f9% %, i
B, REE20°CTHHRM 1h, RN, B 58 B
BIAY K 20ml 5, FZBRZEE 20ml £, HHIERK
}Eﬁﬂ( 10ml, HJK 10ml %?%7 %7K MgS()4 ?ﬁ? ﬂﬁga
PERE RS, RAY AR GESEaL (B
M. 2MLEE], £E4HE, BiREAHE 002 25mg,
W= 78.8%, mp 127~129°C,

IR ( Nyjol) (Cem™! ),
1680, 1620,

'H-NMR(CDCl3) 6: 1.15[9H,s,C (CH3); ],
2.44 (3H,s,CHs ), 3.30, 3.53 (2H,ABq,J] =
18.7Hz,H-2), 4.03 (3H,s,OCH3), 5.21 (1H,d,
J=5Hz,H-6), 5.52(2H,br s,NHz), 5.79, 5.85
(2H,ABq,J = 5.5Hz,CH; ), 6.11 (1H,dd,J =
5.8Hz,H-7), 6.37 (1H,d,J = 11.7Hz, CH=—),
6.67 (1H,d,J = 11.7Hz,CH =), 6.80 (1H,s, thiazole
H-5), 7.93(1H,d,J=8Hz,CONH), 8.58(1H,s, thiazole
H-2),

SI-MS m/z: 621(M+H)™*,

(€ E 349
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003 sLiufhElE (Cefetamet Pivoxil)

[5148Y LAIE4ENE, Deacetoxycefotaxime (B 18D,
LY-097964 (¢ B B8 )., Ro-15-8074 (¥fF 55 ®2), Cefyl,
Globocel, Ro-15-8075, kHIAti3EH7 M S .

L% £2) (6R,7R)-7-[[(2Z)-(2-Amino-4-thia-
zolyl) (methoxyimino) acetyl Jamino J-3-methyl-8-oxo-5-
thia-1-azabicyclo [ 4. 2. 0] oct-2-ene-2-carboxylic acid
(6R,7R)-7-[ 2-(2-aminothia-
zol-4-y1)-( Z»-2-( methoxyimino ) acetamido |-3-methyl-

pivaloyloxymethylester;

3-cephem—4—carboxylic acid pivaloyloxymethyl ester,

H H
H,N
Pl
OCH3 )l\KCHJ
0% 0" 0 CH;
CH;

BB 8 CAS [65052-63-3]
CilaHi5NsO5S; (397.43)
CAS [65243-33-6
CaoHas Ns O S, (511.58)

N
(I)H OH
003-1 003-2

=Y

DMF

OCH;

003-4

Jo 550
HN-" SNH; /QN | (CH3)2504, N22C03
N7 CNHy N
Cl\/kn/ko/\c}[3 C;H50H z jﬁ\)l\o/\ CH; ~ THF,CH,0H
N
\

[FH#H)Y H A Takeda Chemical Industries Co
Limited(F A 25 & T A FD ;. # H Roussel-UCLAF
(BFEIK« BRPLRAED.
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