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RTO130 : % . XtalFluor-E HJEE/RIE=1 : 1.5-2.95 : 1.5-2.95,

13, —Fh& RS JE 25 4R RTO131 (1) 7%, HASMEE T, WHE UL N PR .

R AEAE T P ik
AR HE AR



CN 102491953 A W F E k B 2/2 T

M O
e\S//
S » N Y NH \
(a) 4 TV RRA 2 K A, 4573 16 440 RTO130-SM, LAk K% O BAPE
>R
OH

I11) ;

(b) FEALAY) RTO130-SM ¥ T 14550, TR BAZZE T, I RCN, RTO130-SM & A= 4
H R, AR RTO130, Horr, R 24 75755 S AR DS 55 € —C Fe ik S HUARBE S R B 2

(c) ¥4 RT0130 ¥ T-A4E L F AR I, 78 XtalFluor—E Fff#ELL T, RT0130 K AEHAL
SN, A IR AR JE 25 B R RTO 131,

14, WU EEsK 13 Fridk & R 2= Je 25 31 (B 4k RTO131 [ 77 1%, HARRIEAE T, Tk P IR
(a) ", FINEE 22 7R R /KIS, B QEEAFAE T, iRl 85-130°C, FIINEE 2K iR, &
AEEL 3RS RTO130-SM,

15, WIRCRE SR 14 Pk & e 4 Je 75 th R RTO131 (1) 751, AP IEAE T+, BTk s A
SEALEN A A BT B ST SR BT A s A A

16. AR R 13-15 AF — AR 22 5K BT I8 & 7% 9 48 Jé =% o [/] & RTO131 [1) 77 ¥,
SORFAEAE T, ik 2 58 (b) o, BTk B+ ¥ 0 A TN = B AR S sl I s T ik
RTO130-SM : RCN . s®EIEE/REE=1  1-3 [ 1-2,

17, WACHIELSK 16 Pk & s 48 Jé 2% 91 [ 78 RTO131 17775, HRRIEAE T, ik 2 3R
(b) R A ZEE,

18. WA EISK 13-15 8 L7 AF— BRI BRI IR & g 28 Jé =% 4R RTO 131 (1) 7775, H
FREAE T, Bk B3R (b) rhsisel A B R S04 B el DBU.

19, WIBRESR 13-15 AF— BRI BRI IR & BORAS JB 2% h Ak RTO131 [ 7732, FeReAiE
T, kB (¢) 1, RTO130 : Bl : XtalFluor-E [EE/REL=1 : 1-3 : 1-3,

20. WIAURE K 19 Frik & s 8 e =5 (B 44 RTO131 [ 7 v, HRpIEAE T, Brid 20 3%
(c) BT B MRS 0 — U ot DY SRR « K T AU B & R

21, BRI EE SR 19 BT iR & o 8 Je 25 T () 4 RTO131 (1) 7%, HARFELE T, ik 20 1%
(¢) F A A WAL EIC HUER 5 BT IR LA Ky ML RE bk L UK SR IR SR AL G 5 BT 3k T LAk
TR RN B BR B S SR AL B L LA BB T



CON 102491953 A WO B 1/8 7

—FhE R EERBE B (E)A RTO131 B95%

R G
[0001] Ak K — Bl G 5 AT, BARIKIT K — Rl 1 m 4 Je = mh (e AR 1K 7 i o

ESHA
[0002] 1957 4Lk, AR ZTAMIBIFGL R U RE , T [ L L2877 150 A iR
T AR 20% , A R ZE A R 30% . BRSOA S B4R 2 N )
SR T AL EIEA L T SN, ST B LS TR AR e e B R 28 1L,
TRIE [ 20 HEL 70 4EACTFUA, HIGETFIR T A WU I (RS 4042 SR HOBF9 15 R R AT 20 4
Sfe. B FEIZE 2 R GO 7 T SR T S B 2B N T R R SRR

[0003] 4 % JE % (Florfenicol) Sk fi KL % 2, GUWAJE 7T, /2 % [ 46 2 - Lk
(Schering-Plough) 2\ FI7E 70 41Ny K SAFAY U 2K AT NIRRT R 19254, S0
75 LA BBV 2 % 20 AN, R A T 0 R A2 T
ELA KA =, 1996 46 B ik T S8 FDA VA8, oW B GU8 201 TG 22
3 — AR PO 2 o AR P U 2, AT B T PP 4 A
52 4 MR A S AT RERT U B FERT Y 1) 6 5 A 1 00 8 M B A ) i
25, HUBE LR T B BRI 2 (R MBI MIC A 10 ) 4T 45 2
B R KA B e G R AT ER B ST 111 X B T R

[0004] PRSI S 1 2 Hrit, — A b B R ST, P AL F AR 3, — M P 1
STAL IR DAST 8% DeoxoFluor, [H 2K AL AR RS , 75 A RS FE R it 53 4,
A O T ELISE R 9 SRR 4 P o 5 2 B e 00 2 B
AT, 56— BT ) AT IRAE 5 & BT 2op, AR T Tshikava i
PR, 1995 4F, Clark WA T & BORAEIE % I EF, oA RS BAUSR T — 5 2 I
I8 5 ) R E R R AL, 48P Lshikawa W52 900k, S50 2B AME 2 Z AL T34
SASEH o AR, A Tshikawa AP LE A2, T LRI 54 5, 2 0o 58
P 4% A BEHAT AL

[0005] I A AR JE % 1D s, 7 26 19 5 58 Il A2 45 B B % o 0 5 O B P e
%, T ELS 55 50 B9 i A A 5 00 8 B R4 B R 1, S A R (8
[0006] [, ACSTUISIE V)7 8 B BP0, LR = e, A 7 0, 7 i S 4
[y R JE % TR IR 7 4

XRAE

[0007] AT B 05 4R 036 — o B9 6 1l 3 4% JE 25 TR AR RT3 i, i a2 = PR+
T8 B0 By AL

[0008] A B S — 5 i, $E AL —Fh 5 R JE 25 P IR R RTO13T [ 73, JURFIEAE T,
Y



CON 102491953 A WO B 2/8 T

Me 0O

2
//

Re
[0009] % RTO130, HAL2E4 7K //,%OH (A D W TR R, 78
o_N

\(
Ph
XtalFluor-E FHEEAL T, RTO130 KA FAL N, A2 Al g 2K JE %5 H [l 4 RTO131, Ak 201

O
Me\ /7
geN-
XA 1?/(3 (X 1D,
o4

[0010] R IRAECA A WL B I -

[0011] B3R HLAB A MERE R  BUIZ BN IRSSAL G4 s EIR TEHLARCA Bk BR AN AR R B &L
FALER . SN BB T BERR o

[0012]  FIRGEAL RO R VAR EE A —100°C — 2538, [ VN [A]A 8-48 /M.

[0013] bk XtalFluor—E MR AEE AR Y NI, Frid g E A2 E A
SHEAE RN S S,

[0014]  FIRIAEFR PR HI — AL N, N— — AL PR TR i — AR LA /S AR 2
B — M — U PUSVERR L S T8E I8 e U B — & B — k. ARIE I, PriREE R+
PRV TR A — A bt o

[0015] IR Ak SN IR S IR TR] A 12-36 7N o
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[¥), RTO130 : % . XtalFluor—E HEE/RLEA 1 0 1.5-2.95  1.5-2.95,

[0037]  FiKEEE (c) h, RTO130 : DBU : XtalFluor-E WIEE/REL=1 : 1-3 : 1-3. 1k
Ef, RTO130 © DBU : XtalFluor-E WIEE/REL=1 : 1.5 : 1.5,

[0038]  SE S SR TR TERELL A 2, A 5 5 At AL 22 TR AR AL IO AR
[0039]  DBU H4L2: 4 4 1,8- &A= — X (5,4,0) -7 +— 4, 75+ X W75
7 A1 7 A RAIRGH XtalFluor—E 73+ 3K -
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50 o[

N { _;N MS‘F: } BF,
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[0041]  Jin & K BK K 5F 4k %% (Omegachem) 24 &) K & T — 28 B H AL K 7, & R A
XtalFluor—E # XtalFluor-M. XK AN 4 b B 1, 3 A80E , RA L= T 200°CH)
WE A s 3 R RE IR v /T AR B B AL IR . [, XtalFluor HYRAL & A
ANFE AL BRI R SRR ROV A% A A R He s PR, XtalFluor Z8IRGR) A2 2 R IR 1K)
FALIRF, 7 Ha RORFARAE = A . KNG RE L, IE B XtalFluor-F f2&i& T4 i
RTO131 FFRAL AT o
[0042]  ASJ AR T AR PR v 1) A i I i i 351 A AR AR AS Be SR AL 5~ iy 70, 451 — A
MEAR N, N= = A PR e ATl — FR S0 (DMSO) 7~ ARSIk — i (HMPA)  — & ¢ Y
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[0043] 5 7 SEERL LR B, A R W SR AR T, A AR B B PU B 25 ) TR E R
RTO130-A (2 T11) 24 JEURE, A IR £ 3 K At 4 G T A 55 S 0 20 BR Al 4% 9 28 Je =% o () 4k
RTO131. EHAKSHER]H, 5 2%, 1 RT0130-A 5 Z S ALINIALE 60°C 4501 A ALK S, K
RTO130-A 43 F b IRITE NG S BT FF , 7= £ RTO130—-SM ;L 7k, # RTO130—SM 5 Jo 7K Bk 5 0 1 2 FY
GAE 116°C AT R AE40 6 ROV AE SR AR JE 25 1P AR 1-RTO130, T2 48 SENE MR ER , {7 4
2,3 MRk IR T b BEAR AL, I AR e R 8 25 AR 7 A 2 s d5 e, A B 2 i) Ak
71 XtalFluor-E 45 RTO130 BT JAL KN, {2 8E RTO130 43 745 K4 A I P2 R 4% F R 7 HX
R A IR A JE 5 TP [R] 44 2-RTO131.

[0044]  7F b3k RN, 5 F ROV ) EIRCR S RIEOR L), A BRIEAT T AT R SRT R
o Hrp, B—A &)V, RT0130-A 55 NaOH ¥ IHUEHEL (EZREL ) ARIE 1.00 & 4.0 B, 6,
IR 28 2, RTO130-SM 55 48 T fiF A ik B B B /K EL A% 1,00 & 1.85 & 1.50,
S R E A 115°C B, i) LUR U H 56 B4R & RS, AR A3 565 2 R 3 A IR b AU R 2R
b, ZRPEEARY 45 =45, RT0130 5 DBU( —&Z =3 ) MEAIRFA XtalFluor-E {1 /K
HfR 1.00 150 & 150, #HHIX—AEAKEL, RTO130 43 HIACSH: [ i FA T LA 5 4
ST PR, T SRAHER S 20 B2 ) RTO 131

[0045] ARG M T 2R 70 B3, |5k, XM Ty LRG0 R TiE =
RTO130-A A2 7= G 28 JE 25 Hh ) 4, iR ORHEFRAR T A5 7= AR s FLR, 78 3R e 25 b () 4R 19 7l &
IR R FARAL B 73 B ABA R, BP0, o A 3T 8, B A 8038 v, & U™ ) RTO131
FIEICRIE R 95% (R— ), AiE— & R AR B E R0 TOUm A P ik,

R =1 358 AR

[0046] X RCIRASJE 75 AR RTO 131 J i o o4 o TR) A 4 P Jd o s (MS) A% LR
(NMR) H A3 ) 28 58 (1) 45 40 BT R o

[0047] & 1. RTO130 (K5I (MS %A )

[0048]  RTO130 FFEiR 5> & A4 331. 39, i F 2 J5, 1 —4> [H] i RT0O130 ()5 &
M 332,39, 51/ A bl m/z g 332, i MS i B AT WA iS4 o - B - AR AR BEIR

[0049] m/z :332.0(M+1)",354. 0 (M+23)"

[0050] P& 2.\ RTO130 [IiZREFLIREIER (H NVR 3 &)

[0051] 'H NMR(300MHz, CDCl,) : & 3. 06 (s,’H, Me) , 3. 85-3. 90 (dd, 'H) , 4. 02—4. 08 (m, 'H)
4. 22-4. 33 (m,”H) , 5. 63-5. 65 (d, "H) , 7. 43-7. 59 (m, "H) , 7. 95-8. 04 (m, ‘H) .

[0052] & 3.\ RTO131 MyAZ L ALIRETE K] (1H NMR #% ] )

[0053] 'H NMR(300MHz, CDCl,) : & 3. 06 (s,’H, Me) , 4. 36-4. 87 (m,’H) , 5. 66-5. 69 (d, 'H) ,
7.44-7.59 (m, °H) , 7. 66-8. 06 (dd, ‘H)..

BiExiA N
[0054] 1T &5 A B ARSIl 7 AW A R AT D U
[0055] A MR — P& R < JE 25 P RIAR RTOT31 (59, BTk J7 i 0K RTOL30 ¥ 1
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e FH ), 78 XtalFluor—E FIBAEAL T, RTO130 & A JAL MY, A2 B3R 2R Je =5 o [A) A4
RTO131.

[0056] MW C W R -

[0057]

87 bler ., E’

! S

A A XalFworE g Y F
s OH i § /@
i

Canes iR ’
.% B b Sk P e L ¢N
o N 595 3k TR E R 0%

Bh
Fh
RTO130 HTO1

[0058]  BeRLELHI ( BEIREL)

[0059] RTO130 : #, : XtalFluor-Eik5=1 : 1-3 . 1-3

[0060] V&I < AE BT AR PR )

[0061]  FrRAETR FAR MRS HI D — AL, N, N— — FJE e T W . — LA /S FR2E
7241 e S TN 1V 5 R 2 I SR Y T I i S 1 L 5N v v a2
[0062] BTk A A HIARECEH LR . BTl HLAR A ERE bk BUZ SR IRSRAL S5 5 P
T TEHUACA Tk RN B B B S S AL B SRR BB T I A . LI, AT IR DBU.

[0063] 7 H & Sz jfi ] &, B ik RTO130 : F% : XtalFluor-E ik 7 [ FE /Rt K
1 1.5-2.95 : 1.5-2.95, fI & (¥, RTO130 : DBU : XtalFluor-E iX #| i & /K kb =
1:1.5: 1.5,

[0064] A BS54 AE—Bh A RTO130-A 4 R 945 JE % Hh B 44 RTO131 (1) 53, f4,
LA PR

[0065]  (a) #FFHHIEEZ (RTO130-A) KAk, SRIFALAH) RT-0130-SM ;

[0066]  (b) ¥ALE4) RTO130-SM ¥ T ¥, TEBRBATZAE T MG LA RON, L
o, R R 73 SRS 55 € —Cy e 2 S UABE I R BB 2 SRTO130-SM R4S & K
M, 4% RT0130 ;

[0067]1  (c) # RTO130 ¥ T-H AL T, 48 XtalFluor—-E FIBEME4L T, RTO130 KA ALK
M, AR #wAJE 5 a4 RTO131.

[o068]  7ELIR (a) ", RN (RTO130-A) fESRARK I T, BT LAZAE TR, IFAE)
85-130°C, FIIM A = /KM, 2 U 3R1S RTO130-SM,

[0069] DIR (a) MV A WIF

[0070]
Me. & . me P
d NHCOCHC, SB% PNy NH
o e d 2
SiE F B OH
Or OH
RT0130-A RT0130-SM

[0071]  BRIELH] (EIRLEL ) -
[0072]  RTO130-A : =1 : 3-6
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[0073] WO : LBE

[0074]  JTIREEEE A NaOH, KOH, ZEE4h . Z B BT R e L 4
[0075]  ARIERT, RTOL30-A : 5®bk= 1 © 4 ;586kPLik NaOH,

[0076]  PIE (b) MV B IR -

[0077]
M&\ el
07 N
w— A
\ R—C= X [ ) on
B AR dowy
& BERETEA oM
Fh
RT0130-8M RT0130

[0078]  HeRlELWI ( BEIREL) -

[0079] RTO130-SM : RCN : #&fg=1 : 1-3 : 1-2

[0080] YA ST

[0081]  JITIR T F¥S50I 9 TN = IR . ST B N SE . IR TN =T

[0082]  BTilfm A kR PR S AL B B DBU 4%,

[0083]  ARIEMT, BTk R A ZR3E, B RON A 2K G

[0084]  PRIEMT, RTO130-SM : RCN : BEARAIEE/REE=1 © 1.5-2 : 1-2

[0085]  BEARIERT, RTO130-SM : RCN @ Ssfifi B /Rtb=1 : 1.85 : 1.50

[oog6]  HUE (c) WIFT— NN C Fros, HABER, W55 [F ERTiR, sk AEESiA .
[0087]  SEjfifs] 1 :RTO130-A il L Rl ZK fif 2 W e Ak A2 B RTO130-SM

[0088] ¥ 50.0 3¢ (0. 14 FE/R ) [E 4K RTO130-A A 373 =T+ S AN (1.5 BEIR /
T+,0.56 FEIR ) H, 60 CHRIEBERE 2. 5 /N, A E1 2 S0, I FSEACT ZEBE 500 =21,
oy HA WU, We4d, T3 30 B A 4R 1K RT0130-SM.

[0089]  HLRLELHI ( FEIREL) -

[0090] RTO130-A : NaOH=1 : 4

[0091] %55 : &1

[0092]  fbZERMNAUIT -

[0093]
I\ile\S//O Me .
'?(R) ;? (,‘?) OH
OH OH
RT0130-A RT0130-SM

[0094]  SEEfH] 2 :RTO130-SM 55 2 20 e W 45 45 4E A RT0130

[0095] ¥4 24.5 7L (0. 10 BE/RK )RTO130-SM.20. 7 72 (0. 15 FE/R ) /KBRS BIVARE T 46 2
FEA =R, R FE AR 115°C, % 19. 0 LR F S (PhCN) T2/ A Bk (807
T PRI DR IEREFE 18 /NI, TCL AW 22 5 B 56 i, ¥4 1 22 ZR, I VKK 400 2 746 B
HFELS, 4 ~ 10°C A TR 1 /NI, I3, DKOK PRV, LT85 2 31. 5 58 (0. 095 &
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[0096]
[0097]
[0098]
[0099]
[0100]

[0101]
[0102]

[0103]
[0104]
[0105]
[0106]
[0107]

BB (EEIRLEE )

RTO130-SM : ZE G - MR = 1.00 . 1.85

JRTH5) T =
2 W AR

Me\S/SD

ol NH, PhCN
RLA OH
SR

OH

RT0130-SM

1. 50

SZHEfE) 3 :RTO130 4 XtalFluor—E @Ak Rk RTO131

31,5 3¢ (0.095 BE/R ) [EAK1F) RTO130 % T 315 =TI =gk . RS
LRI NGB INBRIER SR (0. 28 BEJR ) FfE & XtalFluor—E (0. 28 BE/R ) B, Bk BI5 5,
S TR =IRPIHE N 24 /N, TLC(Thin Layer Chromatography, WM ZHT S ) #
BN TE o R IRAR GBI N VKV R R S K (0. 1 BEZR / F) T, A HUAHE
B9, 5 % T AR I 5, TR, W40 1T 28,5 mw (0. 090 JBEZRK ) RTO131 ez # (0 il 44

BRI (EEIRLE )

RTO130 : K,CO, : XtalFluor-E &#|= 1.00 :

AR A

2.95 ¢ 2.95

S 4 :RTO130 %% XtalFluor—E AL % RT-0131

# 31.5 5, (0. 095 FE/R ) [EAKK RTO130 ¥ T

315 T TR AP e . ER
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