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LM &z U, AT, KT 450y -

L

2. — P AR R S — AT M PR A E 2= P PUR R & 0% AR T B4 BT
IR

IR BV INAGBUT i R B SR bE L DK R TG KN, N- = FF R F e i, =2 3 s
54T, alifl 13RI TBS-3 5 &, H T4 () s, K & &2 50T B = st
J5 IR A RTS8 7K — FR 5 R B 1) FH LK M < 12 700-800mg * 300-500mg © 3~7mL;

A IR2, TBS-A TR, I SR Bl fd, I T ZIRET \4- — R a FEutg =2 %,
FR N TE A, AL 13 RIS IR HBE - TBS- R E R, oo 45 =l (3) s, i TBS-
AHERVT REFA- PR M= HE N:0.9746g:0.81-0.83g:0. 24~
0.26g:100-300uL;

IR HUS BRHIBE AL - TBS- 5 2, I WE « 2 G F140 S HF , KA ) i, 2 iR S 58
2, A4k, A3 BIBUREER LA I S5 2 U, Hoh 3 DR IR - TBS-SU 8 2= (ke L Z g A
40 % HF [ P& L 79:954. 94mg  2-4mL:5-7mL > 1 .5-2mL;

N
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o

3. MEABRIUR, AL T, BN ZOR ik i &8 2 F IR S B & s AR
B, L4508 :

£ SPIIIIISIL.

4. Bl & QAR SR S PTR M S B R PUR R 5 1%, FURFIEAE T AR AR D 3R
A Ba, BUBAEOR LA S 2R B 5O I TE KN, N-— R R SR 2 Ja , TInN —
PR et — R AIN-F2 S BRI WA, =0 S N 4, Horp, /B R DU I C kR —
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SV Jig FIN-$2 L B I i () FH & EE 9 :0.09mmo1:0.09-0. 15mmo1:0.09-0. 15mmol ;

D O, BUR L R TR IR I SRS AW, B e S A =% R IUR
HHAAEAMEE/RE15-40: 171

e, RN EA G BT BRI EERZ DU

5. —FIEERIUE, HIFEAET , BRI ZER 3P M &8 R PR e s il 15 2.

6. FHAUHIEE R FITIA [F) S 5 2R PuAg il 2% 1) S5 2 B G S 5l &

T RAIER TR S E R LIRS R Z R R M S E R U # S E R
R FH

8. BRI EE 3R 5 BT IR 1) Sl B R PR BUBUR SR 6 T I 1 S 55 22 B IEK A0 02 3K 70 8 7E A I )
PR TE R h B R R EE I S
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—MEEZFHEREGEE AN A

B GuE
[0001] A BN Be—Fhl iR S & TR AR JC B K — R8s 2 F i J A L
& JTEARL o

HREAR

[0002] 4(F &K (Chloramphenicol,CAP) J&Ehrlich (1947) 43 B8 ki —Fh) 1B A % .
T HAR BRI AN AR B I HU B M, 4 78— B 18] A 1 S bR o 70 AR5 5 e PR FH 28
HAFRAENESRIEH, 88 FHEH ARG ME A LK B 45 A0E « 32 [ IR 44
O A RT R T =, S /£ 36 & b A S, HIX P15 H AR &
KH00.01ug/ kg B Al T S o b SUEE R R EE DR ™ 5, H 1R 7K™ it 0 2 8 A
A E R TR R A SR B, 18 VIR B ST RS &, e ok, 8 S5 4T 11
R 5877125 o

[0003] G FF Z AT A AFE LA ME sV G e vk R L B B AR 2 A H
RV R R RS T P 58 L RS & A AR PR AR 3]0 . 1ug ke, AH AT AL 22 5
%, ISR ARAIG o G % I 58 HAT R B i 5 S PR X ASCER B A AT B 3R B SRAR DA B A
i B AR 7 B S0 A, 0 T A M AR R RIARLASE ot 7

RAANE

[0004] AR H Y2 SR — P A B 2P DU KL A MR A o

[0005]  ACKHARI S —ATTH A R — A EE R U, Ko P4 0N
§ AN o

[0007] A WA 58 ANy I A2 R At — b anA S B 5 — S U i i ik ) SR 2R PR A
I AR BRI, AU R I AUT 2 TR RS RESE (TBSCL) JKMERITEIKN,
N-" R R B OMF) , =5 R 58 4, 440, i3 BITBS- s 2, Hop w45 il () P,

5
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HAr @ &K JTBSCL KM A1 75 /K DME ) A= L M < 1g:700-800mg : 300-500mg : 3-7mL; 26 ¥ 2,
HUIBS-SEFHE R, AN SR BEia i, N T R \4-— FF s RN e M =2 i, 2 I I B 58
2, S 1R B B IR HIE A -TBS-HE R, Ko 4 W= Q) fix, K Bs-Ea&FR. T —
TRBT  4- —FF LM M= 2 Fa 8 H = 4:0.9746g:0.81-0.83g:0.24-0.26g:100-300u
Ly s DBR3, BUA PR HIBE AL - TBS- S8 25, IMAEIE \ 2 BE F140 % HF , KA H i, IR B 56
2, S AR BIBCRIELR L TR KA T R P PUE, Hoh SR Bt - TBS-AF &R JiLiE . LJF
40 % HFI FHE L 9:954. 94mg : 2—-4ml.: 5-7mL.: 1.5-2mL; ;

z

i: N pnnnrep e f: 3
T e
x?:f‘,} 3 ,/ -
5 54
%

%

[0008]

s 38

Hy O,

Sy OHy
[0009]  fitikth, FAsBER (1) B, S8 2 L TBSCL K RITE /K DMFTY) H &Ly : 1 750mg:
400mg - bmL .

[0010]  fiLifhh, B ER (2) RIBS-E B R T ~IREF4- —HF s Bt i = iz i) &
Eb4:0.9746g:0.8236g:0.2514g:200uL,

[0011]  fitide b, FiRD IR (3) P& BRHIME S -TBS- S 55 25 VLI - 45 A140 % HE Y FH &= b
A:954.94mg : 3mL 6mL:1.780mL.,

[0012]  ARKIAME=ATr 2t — P EERDIUL HAKAE DR A ER
PR S BARE AP R], o4
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[0014] A S BH B S5 DU AN J5 1D A FR A — Bl il 2 AR R W 38 = A7 i M R BE R PURE K
I35 BFE LU IR P BRa, BUBCR LR L TR R B R B IUR , 0N TE /K — 2 I i v
SYJe s N 3R O S i — 7 e FIN-F2 B BRI W i , =R R B A, Horp A E F R
RO Ak O e FIN- R 2L B L g ) &= L 8 :0.09mmo1:0.09-0. 15mmo1:0.09-
0.15mmol; B 5Rb, B Ly, BUA TR, MBI 18 I B S LS, It A E AN %8
PR S BAAE AR BERIE15-40: 13 s 2P BRe, R B SE A5, &M, FRIA TR DU

[0015]  flLifeth, FiAD BRarh , S8 2 P05 RO 0 G RIN-F2 S 55 3 9 0 e 1)
&= A:0.09mmol 0. Immol:0. Immol .

[0016] AR LAy &t — PR E R PUE, HAK N B =T HIrd & E R
LR T E B P AT 2

[0017] AR I B I 55 75 AN J5 1D A 3 A3 B AR A B 5 A U T I o () U85 2R A il &% 1) L
EN QRS rwr

[0018] A% BH I &5 -LAN T I 2 S AR & B 38— AN U7 1 Pk i) U3 35 P P R B I 58
=TT TR SR B R USRS S T RmIUE IR

[0019] A% BH I 58 )\ AN J7 T A2 R A AR R B 38 AN 7 T ik i S 85 R PUIREUAS R 8BS
AT T BT B S BT 2R I S0 2 ) S A A I B A P ot o L R TR B T S

[0020] A ERIRAL AT R PR B NFE LR B T R WS, s i ik
AR FIN T AT LA S & A BB -COOH, A il 7 v TR 8, 4l 1 L 7= 3 iy s i A
o JERL , il 243 T Bl A e % B AR R G B, B A I AR B 20 VARe e 1 S R 7 AT B #L
UF s BT A (470 4 FH T I8 EBK H 92 4 70 2, A5 P 7 {88 e 0 ol AR AT A 00 77 25 v 280 A Bt L ]
[ R 0K Atk S A AR, 3 T B A0 1 £ ot U 2R AR B T I 3 e 4 R K R AR I i 2
ARAMEE R LIURARERNR N R PEEEA/ER.

B 358
0021 [N K LR A P 2R
[0022)  [2 N K LR R R
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[0023] K3 AR B RELISAbRHE 25 .

BRI

[0024] "I 25 A ELAA R S 91 of 33— 0 B R AR R B o BB i, 3 e S e 461 T U B AR
R T AS A PR il A R B IS

[0025] s fdifl - S5 2 PR B Ak

[0026]  JDER1:

[0027] 1 . FRHX g5 2 T 100mL A R B IR, A H A 2 A 750mg i T 5 LS
FEJE (TBS—C1) +400mgIbk i FlIomLIC /K — FF A FE e fie (DMF) o IR B4 18 K /NN A BT R
BEIE R, A G AR EIR O O B S B SR A R 2 b A E B, IR
P [F I 2 BB (TLO) BRER BB RORL 5 4% , I B 7] 78 Th P OB 56 4%, H it #21 %
RN OB : EC ke L =7:3:0.1.

[0028] 2. )2 (il ik I 5 R R 58 4% i, FH & A S S 0mL 2, B8 2 T A 6 IS MLV 1 s 8 i
(1) SR 7 22 4 Ve =1 AR W SF R I LOmL 0. 1M HCL, = 3h 4% SEomin, 1 H [#H &
LG L#R E LOmin, BRI T 2R T/INEM Y, B2 G WA EE 7E 5 W0 2 - R, AT 10mL
T FNNaCO3 Fl 1 0mL 18 FINaC 1% 73R 1 1 A MLAHBHT IR ek & =ik ik o » % LA
BB ZHET A, Dbt vh KA B 22 R S > FH20mL 208 2 B ) gk AT I 48, 37 25
NE, &I LEANE T HE I A HE R - I NI & T 7K NaSO4 31T T4, oK NaSOa&h Bt
E{1]

[0029] 3. HX 34+ (1) 200mL [ 5 JEC 35 3 L, % 2 P A E163. 704 1g A HETE IR H B9 A AL
FHH R 2% B IR, /D &0 1R 4 6 2 OB HE T, 746 T8 Be 7 & 1 21 B i 35 3
R B T Wi 28 RAX FHET ORI IR EER40°C , B:4060) , R 584 He - W) B WA & R 2 5%
AT R T 49 B RS B TR AN S S P ) T 165, 3077 g Horp e B P4 (5 TBS-A B 2) [K) i
&H51.6036g.

[0030] 4. 44k i B2 4 o A (52 P 3¢ T L FH I N 8L FR 2 3 VRV AR AR o A5 58 AV AR i VIR
450uL T 2mL B8 O T, FEAE B0 oI £ 1 500LL ) FF BEVALR , TR &) 5 AT B AR 44k o
SRR PRI AN LR B IEC e : LB =70:30: 1. B 58 KRG , 8 N 25 s 0 RE Ry
oy, DRI, BT Reph b o AR TP IS B 218 Z B B, /e 75 4% 588 75 10min, [A]
FERP IR, LRV T BTA B 205 CaId s/ A T2 7538 A 25 i)« IR I JE BT A 1) B
JE T (B PR B3R, PR B < 163 604 1, 6 [ RIS B T e e 2 RAGHATHE T e T )543
B R B E (5255 £ 164.5787g. I, 44k 5 i SR P M i & 90 . 9746¢.

[0031] ﬁg}%z,

[0032] 1. FH4mL & F feid i LR BR800, W B 303 . TuLT2mL s L8, AU
T, B, B T4 CARAT o 55 3% 38 T 90 1) 900me %5 7% 45 397 1 100mL [ [ S B 3 b, i id
HM:111.4161g, Ff AH6mL & B 2 I e 3 5 4% o 1R 1R R 3% 380 43 AN
0.8236g T ~FRETF.0.2514g 4-—HZFEMLIE (DMAP) 200l = 2% o e P A3 K /MK /INHE AT
BT R B, FH 5 8 AR R 0 4 (B RSB R IS AE T A i b 2% TR E B
B, FIEBCHE R Z B (TLO) BRER IR R 584, I R ZI7E6h N OB 584, HLIt
R S RN R OB S ke LR =6:4:0.1,
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[0033] 2.3 2 (it ik i s R R 58 4% i, & R S S 0mL 2, B8 2 T A 8 I MLV 1 s 8 i
(1) S5 VR 7% 22 3 e T o 4 20 VB0 S R I 10mL AR MINHACT , F3) 4% 5 5min , 45 Hi[H 2
FEZE G B E LOmin, BN ZIEW T/ Neest v, B2 A WIAHEE A5 W0k 2F - [F A, F H
10mL YA FINHaC L6 73 VR = HR I A HLAH B — IRk - 2 IR BRI G 1 B A WA A2 2 4t
T, Bk b i A B 3 E 0 WR S b, FH20mL 2,18 2B 5 ok AT e 42, £ F 2, &5
EEEVAETHE R AR HEE R I IE 2 e K NaSOa AT T4 , T /K NaSOa & BB 7]
[0034] 3, HX#4+ (19 200mL 5] Ji& B T , R &= AR 163 . 6046 g 4G HETE R - -G ALAH
R REIR T, /D ER CR C 2 I BRI, FF1 G 5 I 2 B R 3 3
M B T W 28 RAX FHET ORI IR EER40°C , B:45060) , R 584 W ) F WA A R & 5%
2T R E A AR BRI (5 B W) BR BT - TBS- S ) H164.6587g. Horp e ¥
P (BB B -TBS-EFE R) & N1.0541¢g.

[0035]  APEE3:

[0036] 1. FH2mL P B VA VRV AR S, W B LOORL T-2mL B O & v, AR AW T, 30, B T4
CORAT TR T B8 O B T et 28 RAX e+, IR =15 25 0 B 2 8954 . 94mg AR FE & 1 43 3l
O 3mLIEIE . 6mLZ 5 1. 780mL 40 %6 HF , BEANIARELE AR , 5 JEC 3 B iR B B T oK &b, oK%
H, AFA E G BB B T 0 A ek 8 b, BONE 5 KNI BT, S
B, IR R LR R (i (TLO) PRI JFURL S S 584, I RN 2769 . 5hl
Mseds, R BOE BRI R B : &R 5e: L =7:3:0.1,

[0037] 2.3 )2 ik I 5 R R 58 4 i, FH & R S 5 0mL £, R 2 T A 6 IS MLV 1 4 8 i
(1) S SR 7 22 4 W e =1 AR R SF RN LOmL 0. 1M HCL, = 3h4% SEomin, 1 H [#H &
FERRZR G Eif A LOmin, BN EIEWT/Neest v, B EAHIAHEE AE 50k = - [, 1 H
10mL 0. 1M HC1.10mLi#dFINaC1 . 10mL 8 FINaCl % 23 Vi <) 7 (K A HLAEBEAT R IR B i5¢ « 4 1Y
RGEE G B B E AN 2 MR b Bapt b KA R 2 0 e S, FH20mL PR &
BEA FHAT 4, 372 N2, &3 L EANAE T4 A HE A IS & 9 KNaS04
HEAT 1, oK NaS04 45 BB a .

[0038] 3. HXA-15 1 B IS B R , BR = A A3 EE 163 . 5687 g G HETE P I A VA 2 &2
IR RIS, FH /D& 1R 6 2 R TE G HE T, R I BE & 9 20 B s i &
Tl 2R KA EHET OK R E R40°C, #4760) , R 58 e T W AW AR R & 524 T .
PR AT A5 B IR (B S~ R Bt B - B 3R) H164. 1727g. Hod B 4 (B 3R
M-S ER) MEH0.604g.

[0039] A PR AF=WIASEL, SR I, BT DA 3 A E T A A R AL 55 5 S RV
R, Tk v 2 4 30em, FEE b 235 N 250 . Sem ) o /K BRER AN, B LE 78 vz 7k g 4948
JEANF B A T, R B S B0 e AT I e, A4 B 4 5 B R
(LR OHE: St : LR=T:3:0.1) SEFF" ke DB RIFFIEM G B BAE
5 S s IR AR ) R B M, FAE TR B 0V, A AN R4 3 40 B T, 40 I R R
ZINKR R A8 5 R R 15 e I B 43 AR RS B S AR i D, B 25— R T R RRS  # #%
T R R, e T F AR o e S B M I 5, e T I 2R S T4 B 351 . 9mg .
JE B B BT 9T WS B BT & 9280 . 6mg

[0040]  SEififs]2: B 2 DU H) %58
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[0041]  HX b S o 1 (%) 7= e i g AL R 0 U e , B 2o, B AR R s o, 156
B A AR -

[0042]  1H NMR (400MHz,DMS0) 612.29 (s,1H) ,8.57 (dd,J=25.4,8.9Hz,1H) ,8.35-7.91
(m,1H) ,7.61(dd,J=14.3,8.8Hz,1H) ,6.45(d,]=3.6Hz,1H) ,5.02(s,1H) ,4.24 (dd,J=
7.5,4.9Hz,2H) ,3.59 (s, 1H) ,3.49-3.13 (m,3H) ,2.76 (s,1H) ,2.09 (s, 3H) .

[0043]  sEjifafh3: & & P

[0044]  [5]0. 09mmo 1 [y & B% ¥ S = L HUE H I0N0 . 6m1 [ e 7KDMF , V& &) J& » I
0. Immo 1 F{IDCCANO0. Immo 1 FINHSYE A Pt Jid b R B 3L 1A , P bk I B A ) » B8 /0 5008 5
VI35 = A 43 BN BIAS ) B ik g Vv P, BiTid 8044 82 151 ABSA, OVALKLH
S BT R 1 R 2% PO IR B SR 2% v BN R S 22 v, BT HEE A BRI R S
EEMER 1640 1THE SRR B RS A 4+ R AP RS G 5
SRR S R B2 B b, 3 A LomMIKI pHT . 2/ PBSZE MR T4 CiE M 3-5K , BRI 5, &%
AN SE, AR R PR SRR B AR T o i E BT S BRI A VR B BT B R E A I &
PBSH R il Img /m1

[0045] st 54 - AL i il &

[0046]  #% Img/ml )55 2K —KLHE 555 2= —BSATE G )& J5 -5 S AR R 9 IRV VR 5 1t
FUAL T R Gz IR IR SE A0 0, LA S S A0 FH o RO 58 A e 7], B AT R L0 A2 16 R X6 /N B A7
P2 IR 5 B = IR 9% i /)N R HIR I SR MG 0 XL 375 2804 RN A e S 1 o

[0047]  SEfE 55 « LT 204 A A S P U

[0048] % Img/m1 ) 5055 2= —OVAED 48 J5R A0 AR I 6 52 P A e 5 T () A5 U TN 21196 4L
BEFRAR H T-37 °C AL 3/ N, 5 S 8% 2 b i (8 AR S AR (PBSHH 0. 1 % 1 ki 20 A1
) FoREJa  BEFL NS0T , DU it A B VLA D B LG R, Bl S I N 22 e A ot A R
PR A G AU LTS, T-37 CIRI 30min J& , Pl , BRI\ EHT R B bR BT A.30min , Pt
B bR 305 5 N 254 OPDE TMBIR) JE M52 M ¥ £4.5-1 0min , T B AR JODAR -

[0049] A HH A8 2 -OVAPE Bk s, S8 2 -KLHE y S0 % JE B SRA9 I 0 L, P it
SERIELTSAFR#E 28 P 3Fr s , #fi H v FE 29ng /ml .

[0050] DL bk B ) HLAA S it 49 3R AT T PEAHEIA AR R R AR a4, AR B 9F AR
il T DA b A 1) B SE A5 o 0 T A SR RN R &, AR AR AR R B R AT () S R AE 2o
B AR AL AR R B ) S 2 Hh o DRI 76 A B 125 4R R BH FCDRS FORT [ T i £ (50 5 46 A 8 A
ABLA , H LI 55 75 AR R BH (R G P

10
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