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T BRI

[0001] A HIFELTEHIE HHBERE2HIFHHKN2006T2HISH.HIFES N
200580005415, 7. Fl A2 BH A TR R “AH SRl S AR /Y B,

[ ARGl ]
[0002]
[0003] AR W A LM (Oxacephem) g A, &l FEPUMAEY) T .

[ EHEHAK ]

[0004]

[ooo5]  HA A (1) mmsE kM
fooo6] [ fk2~54 1]

[0007]
H 9CHs o
cmH\ NG
s [ e
0 N~ S N OH
o TN (1)
COOH  N-y

[oo08] W] FAES LA TURC AT - A5 HAh R 0 R 0 770 AT DAY S5 FH 3R i) 8 U AE T
¥ 1 3k79 (BAh4 sFlumarin, Shionogi & Co., Ltd.) . iS558 i A# H i A Sk AL
VE R FEARY TR G EAL B RIRR S FIHIS . (BRI S 1.

[0009]  FRUAR S FA0 i AN R T 0T, 48 A, IR oy AN AT — S0 T e R TR K B A2 A, FH S 5
iR (Ticl, sk A1CYs) ACERAHRY 4- BRI Y IV G, N LR Bl 45 b Hh ok (L
LR S 2, S 3) o TE S — AR AN TR, 76 4- JRIB AN 3— R FR 345 LR i h
VB 7= AT 4% TRk PR A AE T, W 7 5 iR (SnC1,) fSOAHABLET AL TR, 22 JF AN G0 PR et 0 7 il o
gidh (AELRISCA 1), BHRIMK T IXE G AT R . B, R4 R P iy ik
—BWISY, AR I SO R IR 1 7 VAR A O A T e e A

[0010]

[oo11] [ LRIl 1]

[0012]  HARHELRHERY JP-A 60-15511

[0013] [ LRISCAH 2]

[0014] HA A &L F Y JP-A 59-139385

[oo151 [ HELHICAH 1]

[oo16] HiEZEZ%:E, (The Journal of Amtibiotics) (4 H, P466-476, 1985)
[ ZBBAZA ]

[0017] [ A LR EME Yo i) @i ]

[0018]
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[0019] A5 — Gl R Jo 1) R0 AR Sk P it 4% 10 065 T 308 8 038 VA I o — /U B R IR o A A 7
SESR AL A IR 7 SRR R R g R SO 1 TR AT, Ik 1s B A
B S RGN SR . AR, VR TR TR R AR R I A, T L, AR A dET O T RS AR ORI
TAER. Prid, ki B n] 58 2 A AR R T 77325, VB A X 5 FH KR il 77 B 2y
Tk . FERESMA S R TR E O T, SRSk A B gt n] RAE A 25 A 3G P oy
A . R, AR Sk PR 2 SR A3 I S 2ol i R A B SRR e, TR S I
[0020] [ e iml KT B ]
[0021]
[0022]  1E A5 IER] IR ] & A ST USSR, AR B I R W N R T A8 3% A Sk A m A
18T IR FFAL ), FF HL5E R T LU IR R AR A B
[0023] (1) b=t G54 (D BI/KGEBOKEW) Ak
[0024] [ 4k 2]
[0025]

C)C”ﬁa

F2CH. g
>~ OH
Ny (1)
COOH N‘N

[0026]1  (2) HR¥E LR (1) WKREMBORKEW G, Ho4—KEY .
[0027]  (3) ¥ EiR (1) Bk (2) BI/K-EW K, AL R X- %ﬂ‘%%ﬁﬁ%ﬂ%ltlﬂﬁﬁa‘zgmé,ﬁ
TIAlfEd = 8.31,7.00,6. L1,5.43,4.47,4. 35,4. 19,4. 15,3. 95,3. 81,3. 50, 3. 32,2. 96 ( th
£i7 3% ).
[0028]
[0029]  (4) FHORfLZ Xt &9 (1D B CER TR ALY EL £ B B B R4 420 o
A
[0030] [ 4k22:K 3]
[0031]

H OCH3

RPN
\%:L\v/ \raN ()
COOH N‘N

[0032]  (5) Wi ik (1) B9 LR FF R4 5k R B BEHS AL ) i 1, T 0.5 SR R

BV A4 o

[0033]  (6) R Lk (4D BK (5) B LR FFEHS AL dd 14, AR R R X— B Zfir i B A

A EEE, A7 FEEE d = 10.42,6. 32,4.96,4.62,4. 56,4. 36,4. 23,3.97,3.93,3. 79, 3. 47,

2. 79 (AL 3R .

[0034] [ AKRIARIRLR ]

[0035]

[0036] A BH S A S 70D SBT A SR A A0 D0 34 s 68 1, DRI, AR AR R FR ] BV ek T T A2 A

S, FRAEHIF AL R A, K G f A 2 A T AR R B 7 v R A e T v 3
4

FoCH.g
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FIE AT RE, PR E AT E @ — &P 2 B E VAR . b2, 8 TR HILY
be R AL B A E G R AR LY, 7B 22 AU EE 7 A L3, 13 mE LR L MR T
MeAL A o e F 2, I AR T DL AR 24 FH O TR A3 B AR TR A

[0037] [ BHEM &2 BiE ]

[0038] [ K& 1] “icitifsl) 1 A3 8 s Ak A — /K G-0 db AR IR R X— ST e fir it 16

[0039] [ P 2] scifits] 3 A3 3 A 4K T 0. 5 R I EEWFIIL ) AR AR X— ST
S

[0040] [ SijtiA & A ) et 7 =X

[0041]

[0042] ARG A< A BH B 25 AN 5 A0 420 R0 I i AR A6 T TR HH U BH

[0043] (1) /K&

[0044] AR AR EINIE T — 75 FREKMBE ST — 01K, EMKEGDIEL R
PR o TEAE I S AR AR A X— ST it Bl o B i = 07 TR PR d = 8. 31, 7. 00,6. 11,
5.43,4.47,4.35,4.19,4. 15,3.95,3.81,3.50,3.32,2. 96 ( Fpf 38 ) &5, 58 HAAHL B o< 70
B G R A2 1 5k 1A . (X= S R AT S 5 4 F BT 2R M CuK @ B2k, 45 IR 10K,
BHLYL 30mA, dsin 0 = n A (n /24, 0 2ATE M )) .

[0045]  FEAULEH A5, TRIEE d (RE 2 HL AT A S B ()06, e m] DA X— Sif i 24 3=
R T HL A B PE HH SR, R, YA IR R R A5 R R PRI SR T BRI . B, RTDAELEE B
IR LA AU R, I X SR AN e SR B I A e A A B SR
FAESESE, AT Re s L —L8 (/) a2z . Bk, HS Bl )E F AR SIS 0 B A
ARARLIRY X— S5 28 B DA o A4 S5 A0 FOAT AR G AR PR I X Pl /N iR 22 NS 5 18

[0046] | i K-A&4W] L, B4, 8 ik 70 SS90 SR A (L4 20 42 40°C ) 4 1F T 3 iR
A LB P JP-A 59-139385 s $1 A& 25 444 (TheJournal of Antibiotics) (4 A,
P466-476, 1985) ' ITREIR ¥ VA BRI S P ARSI T BTS2 )S
EERMAEKAF T SIA—EEH K, KEENKFEHEFNE, REHE KL 0CHEIE
HARIETE RZY 5 3 25 C R P B AR, FREBUN I B — k3RS . & 1 wim Ak

T, PSR = LB 0. L 3] (0ml, 3% 0. 5 3 5ml, BEALIE | B 3ml. &F | va 1560 54
S, AR BAE T EALEM 1 #) 100ml, {Li% 5 3] 50ml, FALE 10 ] 30ml.
[0047]  n] ¥V 0 IR SIE A0 A 35 w5 2401 4 FR I, O, 2— TR, 2— ARG ONE, 4 i, HAR

T LT, T = BRI I s TR A f — e, DU S0 IR, — AR e il — & | - —F 3
Mok s Wi S 4 4n P, PR ZCRE I, RN R R SR TSR 5 R SR An R R TR, R LR, R T
Bis, IR PlE, MR LFR, ZRNBE, L8R ) R, MR TS, TR L8 A WL sd a2t — 5
ke, &7, WEALER, 1, 2— S 4kE, =R ke, SR 50K s HERW I S EAA G s —
RS PP BN s R EER ;I LR sN- RS OT R AR SHEERE AN = L X LB
ST A B oy ol o B 22 B U

[0048] MR AXFT I3 B 715 (2SR UL, i v, B sk LT ) » n LB WL SRS
) 0 AR IR R 23 8, 2 D 3B A BT TR RN U7 i (SR, R, 2 TR, DT )
Haitp .

[0049] i sl AL Iml A ] LATE iR

I

MNFR AR A TR) AR M OB B9 o i 90 4 21

5
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1) i S Sk At sk HL AT WL A7) I 38 BR800 TR AR K b, TRAE 0-10°C LR i Rl i
NN ES PN iR

[0050]

[0051]1  (2) P& M EsHEFILD)

[0052] SRR SKALIN LR Y s d AL i B — 2 A AR SR AL 0.5 21 1.0 4, ik
0.5 THCRTEE. LB TR ILIE 2 f R P AR DL R A X— 446
FFET N BAT L, A T RIER d = 10. 42, 6. 32,4. 96,4. 62, 4. 56,4. 36,4. 23,3.97,3. 93,
3.79,3.47,2. 79 ( BAfsr <122 ) %5, 91 Bk B R R A8 J5 T d (1938 3 ok &l 2

[0053] LT A Mg i 4L mT CL, 48 an, B DL R 7kl 26 . T (& dr K4 20 3
40°C ) , (£ LT8R T lE s i e G el A S PR A S ZE RS . AR
(I UF N29 20 2 40°C ) , 7 LR F R RS 7% B W2 Jo, B WAE 0°C RIS R b, RFaldy
ANBT BIFON . DUBE H ) R At o 9, Vg, RIS YA I SR IR VR ARG S R TR
APARE 1 vl BGRB8 — RS IR CER BB R AT FH = ALE A 0. 1 21 20ml, JLIEM 0. 5
F) 15ml, FARGEA 1 2] 10mlo XTHEF 1 TR SR, KA EALIE A 1 1) 100ml, JLIEM 5
£ 50ml, LKL M 10 2 30ml.

[0054] bk L% PR IR A At mT DLA b T R 1 7 v 2%, BT A A AR Sk TR A (]
PRLLRT (1) s I TR V) B U B A e A i s S e o

[0055]  FiR KBk 408 B BRSSP T LI 5 A mle L e AR B2 45 B (1 35 50 A 400 33058
T IV 575, By ARSI 7 VAR, 5 ) LR — 2] gk 5 pH RIS, AR A — i A
J3% . R K G AR HIR A AR OR B, AR e At 8 Ry AR IR 7 VAR

[0056]

[0057]  Z:7%SIjf) 1

[oo58] [ 4k2%3K 4]

[0059]
H
F,CH. qoMe o
7Y T — m
O 7N S\n"‘{ S CHg
N
COOBH N-y/
H
FaCH.g NoMe o
_ N [T —~
0 7N SN OH
\H/ N
COOH  N-y

[oo60]  (HH, Me = FIJL ;BIl = 2R )

[oo61] M@ A LA (FEZAL- G, BN 4 A7 4% — a8 T AR, DU MY
3 A7 Fe FR AN B IR R R IE O ) (405mg) (7E LR AE LR SO 1 Hp iR (PR AE
(The Journal of Amtibiotics) (4 H, P466-476,1985))) . & FkE (2. 5ml) FHUAHIE A ¢
(0. 5ml) FIVRAMAHIE] -30°C, Z G INMAEH R FEE (0. 11ml) FPYEA (0. 17ml) B
PR (2ml) o FEFESS . RNV EE ERIETE 3.5 /NN EE 2 =3 -10°C . m&Rx
PSRN IN 318, L8 LA R 3k AR ER I AW, SR 5 41 & 07 LAH 5k

6
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TR SN K S WIR S s TR ER R AF K AT B A B VL, 22 5 T B8 L BR AN FR 5L 2 BS 0 RTR -G 12
B o $REY) A AN £ ShoK P, AMUR B8, 2 J5 R 15, 13 BV R A0 AL & sk
TR U Rt v 5 A A 1 S R 2 B % B 42

[0062] =] 1

[0063]  FEVRFASLAE TN, 7 20mL /K ¥ f# 1000mg 2575 St s 1 A 44 20 1] g K. kﬂx%%%
Jo s BHEWEAE 5°C P HFE LR B utiE (B A 38, 2 5 10mL ¥ K kg TR
TR Ak s T (4 :50Pa, 5 B 10 /N ), 15 3 803mg (77 % ) [H R %&;&5‘@~7J</m\%uu
Ao IR (AT ) 3539, 3198, 2924, 2854, 1776, 1711, 1685, 1645, 1534, 1450, 1387, 1267,
1130, 1062, 1039,997,861,665cm ', 'H NMR(DMSO-d6) : & 3.36 (3H, &g ), 3. 59 (1H, — &
¢, J = 15. 3Hz), 3. 66 (LH, &, J = 15. 3Hz) , 3. 73 (2H, ~ &, J = 5. IHz) ,4. 18 (1H, -
g, T = 13.5Hz) , 4. 23 (1H, — W, J = 13. 5Hz) , 4. 31 (2H, =, J = 5. 1Hz) , 4. 52 (2H,
TR ), 5. 06 (2H, FF LI ), 7. 30 (1H, = FEWE, | = 56. 4Hz) ,9. 25 (1H, ol ) , JTENH X
T € H,NO.F,S,. H,0

[0064]  }47{H :C35. 02, H3. 92, N16. 33, F7. 39, S12. 46

[0065]  =SZill{E :C35. 05, H3. 93, N16. 39, F7. 22, S12. 32

[0066] /K43 &

[o067] if&HAE (—/KEW) :3.50%

[0068]  FH-R/R — #h<E /RoK a4 (KF) e 3. 52%

[0069] Y& :94°C

[0070] ¥R X- STERATHT R Bn7ER 1 I 1 .

[oo711 [ 1]

[0072]
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20 d 1y ARG 58
10. 64 8. 30 13
12. 64 7. 00 10
14. 48 6.11 14
16. 30 5. 43 12
16. 56 5. 34 4
19. 04 4.66 6
19. 86 4.47 24
20. 40 4.35 17
21.18 4.19 13
21. 38 4.15 23
22. 48 3.95 13
23. 30 3. 81 13
93. 88 3.7 5
24. 62 3. 61 5
25. 46 3. 50 13
95. 64 3. 47 8
26. 86 3,31 20
97.94 397 8
98. 36 3. 14 5
29. 62 301 6
30. 20 9. 96 13
31,24 9. 86 7
32. 36 9. 76 5
33. 50 9. 67 6
33. 66 9. 66 7
33. 84 2.65 6
35. 04 9. 56 5
35. 78 2. 51 5
36. 20 9. 48 6

[0073]

[0074]  sCJEfs] 2

[0075]  7E T K 2 FiongE T, 8 235 5] 1 A4 21 19 s i HE B B 11E 25300 s 74

T UL T BB AR AE FT ) D SR JGE IR B TN 4 F T IAK - RONAE 5 21 25°C Hd
BRI EUNN R LK IXREIRAS BT i R i I LRIE SE A S AL, el e

RHOHTIRSERE /KRG EANIME B 55 EB] 1 AR ROR AR X= SEATI

[0076]
[0077]

[ % 2]
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75 (Wi s A AT ) mL 7K (mL)
1 100mg FH 0.2 1.3
2 " Z.hE 0.2 0.3
3 " . 0.3 0.2
4 " A 0.2 1.3
5 " 1.5
6 1000mg FH 2 18
7 " 2. 2 18
8 " 2- g 2 18
9 " 2- HEEORE 2 18
0 | Z T 2 18
S Z. W H 2 18
12 | R Z. Mg 2 18
13 |7 P 0k g 2 18
14 |7 e 2 18
| 2- BEHE Lk 2 18
16 |7 T - THE 2 18
17 |7 A 2 18
8 | 2 2 E 2 18
19 |7 7.5 2 18
20 | ZEHEETEN 2 18
21 |7 R 2 18
22 |7 T HIRZ BT 2 18
23 [” N-— HR 2L s e f 2 18

[o078]  sEJEf) 3

[0079] ¥ 1000mg Z=7% St 1 P A5 3 ) s v SR U B AR A A A T R 7E dmL LR
PR, AR5 2508 L Rl TEIRINAAT T, W 5k BT WS fAAE 2oL [ S8 TR B, SR S5 7E
5CRIiH: 1 Ko ULIE H I A ok vk, 2 J5 H 2ml 974 88 F edec . T8 )5. 153
784mg (82% ) 0.5 LI TR ML k. TR A AN ) 3493, 3249, 3041, 2925, 2853,
1765,1737,1711, 1668, 1643, 1543, 1457, 1441, 1420, 1392, 1376, 1248, 1231, 1080, 1062,
1042,1030,805,751cm "o 'H NMR(DMSO-d6) : 6 3.36(3H, ¥ I& ),3.59 (10, — & &, J =
15. 3Hz) , 3. 66 (1H, —# W, J = 15. 3Hz) , 3. 73 (2H, =&, ] = 5. 1Hz) , 4. 18 (1H, — &, J
= 13.5Hz) ,4. 23 (1H, —F W, J = 13. 5Hz) , 4. 31 (2H, — T, ] = 5. 1Hz) , 4. 51 (2H, Hulg ) ,

5.06 (2H, TEBAIE ), 7. 30 (1H, =&, ] = 56. 4Hz) , 9. 25 (1H, Hig ).

[0080]  7F NMR HOMEZHE 0. 5 47 1K L1 T lgug 1. 98 (3H, g ) , 3. 55 (3H, LpUE )
[0081]  JTEHT 2T CHNOF,S,. 1/2AcOMe

[o082]  if4i{H :C37. 15, H3. 97, N15. 75, F7. 12, S12. 02

[0083]  =ZlI{H :C36. 96, H3. 92, N15. 55, ['6. 98, S11. 96

[0084] ¥ :78°C

[0085]  HyAR X— HILRATHI R TER 3 R 2 .

[0086] [ 3 3]
[0087]
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20 d{H AR SR
8. 48 10. 42 38
11. 34 7. 80 6
11. 70 7. 56 5
14. 00 6. 32 10
16. 94 5.23 7
17. 86 4. 96 15
19. 20 4.62 14
19. 46 4. 56 23
20.00 4. 44 8
20. 36 4. 36 33
21.00 4. 23 17
22. 36 3. 97 15
22.62 3.93 12
23.48 3.79 12
24.50 3.63 6
25. 66 3. 47 18
26.78 3. 327

27.02 3. 30

27.42 3.26

27.823. 209

30. 80 2.90

31.70 2.82

32. 04 2.79 10

[0088]

[0089]  sEjif] 4

[0090] % 1000mg 2 % ] 1 Fh 45 2 S B 3 HUGR B 0 (iR B A F R AR AE SmL 1R
FRPG R, SR )5 28T 22 BT TR AT T, 1 7k B W R AE 2ml 1) S8 TR BGh, AR IS 7E
5CTFHFE 1 R . UliE W AR Bk, 2 J5 A 2mL (74 SR B BEYEY: . 2SR T )E, 153
838mg (78% ) 0. 5 Z I P EEHSHIMLY it 4, 5 SE i) 3 AHAL.

10
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