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3B, A2 0. 00727g(0. 000032imole) LA 4o (T ) 645204 65°CF
Zodk 200HL AR AR TERES 1900, L RSN LR
B A, A ALE R Kk Bk, LBAUBSSUER &, # A 4E T LR
o A A E— KRR, CHERER 2. MR A4 &, 1%
# AL )G 1151 0. 281g(307) — X Pk 7T— (R CEBLAR) —3—(1—
R A —3— KIe M — 4 —FRBARS ., AR IR R BT A P ey 4
H—5,

3% CaHosN,0,S 55 A7+ 30 3

C,71. 24;H,5. 02;N,5. 36;S.6. 14;

ot C,71.23; H5. 02;N,5. 30;5,6. 11;
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1) 3

ZARATR T (XU -3—C— PR —1—B )
3— Kt —4— 3% BE RS

fedml FHB 1— P -2 -tk sz 8 F A F 0. 105¢ (0.
000166mole) — X X PR 7T— (R LB AL —3— (= £ 7 # &4
gj—s-%;@¢¢—4—,¥£ﬁfws,o. 070g(0. 0002mole) (2— ¥ 3t —1—
P P ) Z0E T 4545, 0. 0528 (0. 00038mole) ZnGl, = 0. 0039g(0.
000016mole) = (2—=k wh X M6 RS 4 MR 304V, 8K B T L Ao
A 0. 0049g(0. 000008mole) I ( = . 5 L BB 4, R AL TR
TAEH 19 0 R & 4 N L8R CBREAGAE; AT i da M 46 NH.CI
. CBLOBSSUR TR0t SRk UM, A AU 7 N E RS LA
MRR . M RN I &85 57 5] 0. 0603g(66%) — % X 7 it
T—(RUBAK)—3—C—F I —1—H PR —3— Ko —4—
YR BEAE . ARAR LR Ao BT 5 P A 1 6) sk A — 5,

3% CaoHzoN,O,S 4471+ 5. 41,

C,71.35;H,5. 61;N,5. 20;S,5. 95;

FonéE R,

C,70.97; H5.67;N,5. 07;S,5. 42;

7] 4
—RATERT—(RTBMA -3 —(P—FTREFL) —-3—%



Je b — 4 — 3 BR B

fdml T3 1 — F -2 — vtz 3 B A H 0. 10298 (0.
000163mole) 69 — F £ PR 7T— (X UM AL —3— (Z R P HMB L
R —3— KM —4— 8885, 0. 07752 (0. 000195mole) 4 (P — P
AR ZE T H459%,0. 044g(0. 00032mole) ZnCly = 0. 00378g
(0. 000016mole) 45 = (2— vk wh $L) — W% 4938 & M B 2T M4
304y, K B LA 0.0047g(0. 000008imole) 4932 (= . 5 2 % BF)
f0.(0), RER A 50CTHHM 5 5 .00, fo o £ 8 TAEH 16 0
B KGR ER G 40  LBE RS AR, AT WU e N #6 NHLCL 3% .
CBG AR RE R & 5 ek A AT dLAn N B S 320k, UM RUE & .
R R MAERE S5 HF50.05488(57T ) — XA VR 7T— (R L
BLRE) —3— (P— PR R A —3— K700 —4— H BR RS, st
R R BT R 6 Ay — 5,

1% CasH30N0sS X, 1P H 13,

C,71.16;J1,5. 12; N ,4. 74,

o6 C,70.95;1,5. 18;N,4. 70;

%) 5 (kb 4%)
SRREFTR T (KB A L) —3— (& P & desmethyl ) —3—
Kok —4— 3 B RS

@ UR P A 3l Tk Hokvh P A A 0. 100g (0.



000158mole) — X XA PR 7T—(RLUBMA X)) —3— (=R PHELE
) —3— Kok —4— %L A5, 0. 065¢ (0. 000471mole) ZnCl;, 0.
00293g (0. 000012mole) = (2 — vk wh £ ) — B 4 0. 0007g (0.
000003mote ) T 8% 42 (T ) 69 5L A 40 P 4 kb s N 0. 2168 (0.
00074mole) Z £ T —451L . R B &40 65°CFHEH 2 0, &
G B ERAH N R P IRAFIE, AU M E ik ; A TR+
R MR ERE SN EF5)0.0538(68.5%) kPR 7T—
(RUBMEAR) —3—(F TP H)—3— Kkt —4— % BABE. Witk
%5 Ay F a4k — 7,

A% CoeH N, O4S 77 .

C,69. 40;H, 4. 99;N,5. 78;5,6. 62;

st C,68.04;H,4. 96;N,5. 52;5,6. 60;

15} 6

SREATR T (CRURBAIN) —3— U —3— L o8 —1—
¥ 65 85

Gml -FI 1 — 9 M — 2 — otk b 8 9 A A 0. 46458 (0.
00073mole) — A X PR 7T—(RUMARL) —3— (Z R PR A L)
—3— KTeH —4—H BE RS, 0. 279(0. 00088mole) L £ = E T &
4934, 0. 2002(0. 00146mole) ZnCly + 0. 0068g(0. 000029 mole) =. (2

- )M RSB EE LA TEALI0H. K55 LivA 0.0084g

— 20 —



(0. 000014mole) I ( = 3. 5 & H 57D 4e.(0), }iﬁ:‘&é\%i‘ﬁﬂi#
LB, SR M C B CREARIE R B A 40 F ALk i M 6 NH.CIL
s CBR OB AR IR 2 I e A% CAK A ddn A E X 3% ik, LB RUE 12
. RIRIWAECE/ RTS8 4, IF 0. 3208(85%) = % &
TRI—(RUBMAR)—3 - UL —3— L1005 —4—- B85, 4%
55 R i b P 6 R A — R

At -, 48 X, Caol 6 N0, S it

C,70.56;H,5. 13;N,5. 49;S,6. 28,

#se C,70. 22;H,5. 13;N,5. 21;S,6. 41;

) 7

SARPR T (RLBEI) —3— (I— LR —1— L8 &)
—3— KoM — 4 — I kAl

6l T 1 — Tk —2—wmbek B8] A F 0. 2008 (0.
00031mole) — X R PR 7T—(RALEBARL) —3—(Z A THEL
B)—3—3KIeMH —4—$ 8485, 0. 1152(0. 000318mole) (1— L, T
il — Z BT 245 3%, 0. 0902 (0. 00066mole) ZnCl, v 0. 00293
(0. 000012mole) = (Z—voh R M 49 S A FLA LT B A 30 4%,
KRG L e N 0.0036g(0. 000006 mole) 3% ( = Ib 5 & % &) 4e(0) .
RERGHERTRHM 1900 8K )5 £ B4 N LB LR,

A Wik M A6 NHCL %, BB R JE R £ 530k Uy, AR R
—— 2| —_



T AE PRI » RS UM, #)4 4»1#]&&@1& .?%:h 0. 092g(5?%
— ¥R K7T—(RUMAF)—3—U—CHRA—1—CHE)—3
IR —A— IR EREE, AR L T B 49 4k A4 — K

ST H % AL Caal 130N,045

C,69.29;H,5. 45;N,5. 05;5,5. 78,

H-s6 C,69. 24;H,5. 54; N, 4. 89;S,5. 60,

M7 0k, 7-(2—(4—&%5&)—2-$L£~Latfa£)~ﬁu 7
D=2 Q- AAEEE D2~ PR TR EI) —
e —3— KTt —4— fh B Ao AL ES ) = AP
(CTFY57 % 4% vzzux?er&?%; Tl a9 R T R4k, AR ET
0 49 2 Y15 A 5240 iR 1 6Y F % FVN AR N5 k4 &8 B9t
BRI AT A . T AP T b 69 A2 4590 triflate (TF) 2 F &5 47
V7AW Ca, b) 84k A A, 4 60 B 4 VAR KR O 269 ML
7R BEAT TARAP L b 2 S0 AR L IR 55 249 3— 92 SR R A7
1R G R ELIG AR ST N M5kt . S ig by S ENE YT
HEA, AT R PRR T AP AP e dot—T £, B R %%
Hdw 2,2, 2-Z RORAB A LN, 5iF eyt R L 63
=X ‘?’&Jnﬁi%-&wib&%»‘PM?.&J—-TEL%.U&&E#%@&}L
Fo ke, R T FF G910 KD Q7R Fu tri fules V™ fu“ VI (a,
OY7AT 2 i 49 K TEH AR RV A K B 4997 69 T4 fr 2 SL L [

A% & B8 triflale



NHy HO’/——

. CoOH

HO o <
I;J/ |
N~ " 0T§ f /\/Lg u V- "

MN’L’L} foiedh VN
c 00R’ |

VI(a):R =R"=H
VI (b) : R =CIH;0COG(CHj3)s;
R"=H |
F
Z R P ARERES Triflats(TS) 4% 4o AL 0% 4 49 ;L€ 1T



KI5 & % Tt 7 4

8 SnBu; IV IV(a) Q:(2— R AEE—4 ) —2—(2)
—ZEATATUBE
R';CH=CH,
mp:170°C (5 %)

9 SnBus Vi(a) Q:(2— A FHEvk—4 A)—2—(2)
— AT R CEL
ZPLUBLA TES
R'.CH=CH,
mp: 130°C (4 #8)

10  CHsC=C VI(b)  Q:(2— & AEvk—4 2
—2—(2)

SnBu; — AT RUEBA
R'.C=C—CHjs
=ZPUBLA TES
mp:115°C (5-#)

11 SnBus VI(a) Q.(2— & FEEvk—4 )
—2— ()

— R T REUESREL
4



R!'.C=C(CHjs),
mp: >>160°C (4-#2)

12" “SnBus VID) Qi (2— A A EvE—4 £)—2—(2)
— 2R T A B
R',CH=C(CH,);
=¥ UBLA TS
mp:110—130°C

13 SnBu; \ Q. 2— A HE—2—U—FA XL
LB
R';CH=CHCH;

mp:213—218°C (5-#%)

14 H; CH=C=CH v Q:2— g A —2—U—%
EFREUBLA
SnBu3 R] :CH:c:CHCH3

B AR WG ik 4l & AAACE X 191 40T AAEAE 3 L
ST VA4 S RO B R Ao L P G TAE T Aol B TR AR A
S, BARAEF IS B B AL ILE T & 0 R IR S 5 et
LA R €9 0K T A o 4 25 % ST BoAB 69, B AR T B A LA R &

B X K G R F R 1S E AIBER B, 4=, B, &
— 25_ .



R BE L, BRER, BLBR, UR 5 A MREL Ao sRBL Ao BRI B, B K BR,
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BRA L BB R B,

25 A0 L ST A% % 6% B 2k 98 T N F WAL A ok, X b K s, X,
I1e& 4 5w B (Na, K) 4o i £ 4 % (Ba. Zn, Mg) 05 % & 5, 2
AT TAY R B B 6 6%, e Na OIL, 3 B4 €7 fo 35 8% 240 69 76 0%
i, Jt?l‘,%ﬁibi'ﬁréﬁﬁiéﬁh‘aﬁ“ﬁﬂﬁmf—iﬂ’%ﬁé}iﬁ%”‘r’ﬁ%&?ﬁi
Moo b Z UM, NN — %K U, £ 2 FH R LM
e 69 BB,

i LT e 688 €36 K 5 LA 5 69 Bt 2R AR
A2 FMAE F AR IEN (Pro—drug Y6985, )5 — £ 516 49854
AXRFTRTPECBATE. ZVOAMATE, LBLAE PiL,3—(2
— R I (ORI 65— (2,3— 44 ), PR T, £ PELA
TR R P RAIBE A KT H Ao BT R AR €t
Hemk,

AR AR RN Gk > QOG- A0 89 F A G- 40 ST Wi 45 K R Y
WIS 5 E LT 385 40 B th Aok th 3k s o e &, TR 5 #4y
LT e 8 RRAS T Av 4 25 4E A A R AN AR A A A4 44 K ) &
B)fhen &4 & 460 R, K FL B o i 7, R &, & A4 R B
R E R — A TR I, T I 42 e A6 4 EL PR S - 47
A BT A4S R, B PR AR A e I RS E N L Ml ) gk Ak
ﬁ%’ﬁﬁﬁ%,ﬁiﬁﬁﬁfi%,;’ﬁ‘ﬁ%},#’fl‘:,ﬁ'L#'f?:,/%%fis’c.#}l#r.:‘f{#';},”}]Bi,%?{i
F AT ARKE R T ST M 2Ot L g A 6 38, T, B 53



AU o B KR NG Ais TR, R — Bl B fek — R T
ZE R A A A 4 6 i, LT IR A S A E e K
& A ek A, 4828 F A3 A

T AR, B 254 54 A B AL A R R R F A AL,
PEREFGERAG,PARAF X T 6910840,

BB dhie AR TN AT ERAN T, LA RE
T X TG 85 &, TALE AR a9 2 AL, 4L & A ey B3k, fo PT

BAXGEETAL AT, —fe, SHRDGERudihEE
iti2 0.5% — #5909,

BT 597 B ATAR S5 I 1k 3 22 Kb fo 3 2 KM B B
RE,ZASIRE R FH TR A FREL —RE, LAY
— M F,, ARBETETAHD P A AL 6 49 ik 7K -F (blood — level
Do ”ﬁiiﬁ%; — B A AN F AEH K Y 100mg—5000mg JLH
SR HEFTTARERAGE S, i BP0 2 E42F fotd A6y R
A&t T, A b, FEAE 4 25 R B ST vA3E e B AC I LR
(1 pperlevel) VAR R He b ik ) 5 369 S kR, 3, 8 48 R F 01
TR N E TR B A 2L 0877 i 42 P iR AIE Mk £ 65 %,

AR R A H &0 X TS A0is o TR B L4 8, 02 444
By dofp iz M AT CHE I L ik e, N TFRE 5 #4549 S5ibm
S —MEH N LTI F 69 X L4454 & 4T i b 3k
W X (B A0 A% 2 B AL TE T 2540 LT 3§ % 60 AR AR kAl 4w, J) F o2

W



Aoy K Au b2 R VAR —PH # 3. 5—7 69 4248 7 69 516 69 F 55 %
R BB MY A R 635, e, BEL Z 4N, 5B B4, SR ES Ay, N —
TRAR BB, L — 88, fv L(H) — 45 888,25k é) 2 2
JUAT I G) 27 . @ de KT m-{—,\#ﬁ:uﬁﬁi;‘z‘;fﬁﬁw ) VR
W& JL R R 29 Lmg/ml— ) 400mg/ml 45 B 25 L 5T & % 6932 443K
JE 69T A0 )5 1T 7 WRARGME AL T LR B GEE A
£9 100mg—5000mg 3¢, ) 69 A 4% J i 715,
TR TR E Y 7k L PG LA K F it 4 6555 1 |



;rc‘s{

oW #F %
MIc{(mg,,m1)
H O 4k
B2 | # 3| # 1| 14 |ceractor]| FBH
£FIv
MRERE 2 0.03 0.03 2 0.13 0.5
(S.pneumonise)
S 3 4 0.03 0.016 2 0.13 0.25
{S.pyogenes)
FHRRY 16 A 8 63 32 63
" (S.faecalis)
kP A ] 4 0.06 0.13 8 0.25 0.5
{(S.aureus)
AN HNE 0% 16 0.06 0.5 2 1 1
ik
2EHFH ] 0.5 1 63 1 8
Pen.Res
AT E, Meth. Res 16 125 125 63 125 125
KFATH ( E.coii) 16 2 1 63 1 4
KIAFE ( B.colt) 16 32 4 63 2 4
HHXBHEKE 16 A 0.5 63 0.5 4
(K.pneumonise)
Bk BB E 16 125 63 63 63 63
(K. pnsumoniae) '
RAMFHIFE 16 63 125 63 | 125 125
(E.cloacae)
FEBRERLE | 16 4 1 63 2 4
(P.mirabilis)
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