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. —MRIE RS KT, PR T EEU T AR
(1) N-{2(R)-2-[(3-Fi-4 MBIk-4-FF IR K] -2- R R L5 ZHRE I %

W EE R H R 1:0.8-2 19 3-F-4-"GBEE R AN N-2(R)-FAE LR E THHLE
#, E 20-100°C TR 10-30 /MEF, BE] N-{2(R)-2-[(3-F-4 "DRf-4-FEIE)H
H-2-BELE) LW
(2) ) 7% PR (1) 761) 2%

W BEIREER 1:0.3-2 B N-{2(R)-2-[(3-F-4 "EM-4-F R E) R EE]-2- 505 L)
L EFRI R EAGRFE T s X E HUER, EMEAFIEAT, T 0-50C KA
0.5-5 /MBS, 49 20F) 2% A E .
2. REMFIESR 1 FridpisiE, HISEET SR (1D PRRMEER 60-80C.
3. ARIEACRIESR 1 FrREI T, HASMEETHE (1D PR RE LI B

KR EREFFRERAF R NEE —FEE REE .

4. TREACRIE SR 3 TR 775, HASMEAE T AR KBRS Fh 2 I BE . T4
TEBER ISR, ERRFNFRE., 28, RRAENTE, REHEMAN,N-
T, N, N-Z 2B ZAE
5. MERFIESR 1 ik ik, HEEETSE () DRI TA
5. ZHE. BERM, BRECZE. AR FERESE R RERE,
6. AIEACFIESR 1 FrRkiIiE, HSMETSE (2) DidRmELTN T
IR e IR
7. ARIEAFIESR 6 Frd ik, HAFEAT IR KBEIEAN =L — L.
MERE . 4-— FEEERLIE BRAL AR bR, ALY IRER SN . BRIREN . TR féfﬁﬂi%‘ =)
R
8. MEMNFESR 1 TRW T, HETETSE (2) PRBEENLTS
N-{2(R)-2-[3- -4 "OWk-4-HFEEVAE2-BEZE ) BB ERKA
1.5-2.5:1,
0. MENFIER 1 R, HEEETHSR (2) FRRIMERFIE
FIA—E R, RGN =E R IR —MHEZ MRS,
10 ARIERFIER 1 Frid 5%, HEEET SR (2) PR RMEE N 20-30°C,
IR Ry 2-2.5 /M
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e AR,

KB B —FhE NS RO E, B & — PR A B & BTV -
EREA

FZ MR EIAL 2R s (S)-N-((3-(3-F 4-(4-T 35 030 )-2-F - 5-HE M e
55 B LB %

125 WA F) 5 A LR T

FIZWHR (Linezolid) 7 Pharmacia & Upjohn Company Al & 5
WSR2 . 2T VAT R I . BRI IR R R KR
PR R SR, BT 2B RNERITSTIESE. B4t FIZmemR K E RT3
THRERTERRELY, EXTPAREARZHERE (MRSA). FEICENZ
FFERE . BEEWZMMABRE (PRSP) %3 EMBLEBER, MAFHRD,
R 2 2R

7 SCk R R 23 PR 1 B R BT LR T v

EF) WO95/07271 75 FFHIF) 2 MR A B 7 152 SR N-"R U R -3-F-4-15
R IE A T A . 78°CH R-4E/KH v T BB E &, 153 S22 P AR
B, BEEN, REEN, iR BT R MR

% EEF] US5837870 AT IR MIRK & T ERFH N-RABE-3-R
AT IRELSE R A T B4R S( +) 3-E-1, 2-TA —EgRE, 158 S-REREER
LW, B, REE, BRG] AR M

Braj B. Lohray 26 A (TETRAHYDR ON LETTER, 1990, 40, 4855-4866) RiE
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HFI 23 B & i v H B R a R R, D 3-F-4-EmERRE T =Dk
A F] 5-FREL IR, FERL, REMIE LR KNG ZIH M,

ERTEBEEGA LR ER IR T RERNS AN, TRTreE

7=, HRMNEEZHE K.

REHNE
KRR E KRBT B R, N AAER RS W& R ITE.
AR TR AL R — PR SR & R v, BIEUL TP R

(1) N-{2(R)-2-[(3-F-4 "GMf-4-FEIRIL)YF H-2- 72 5 L5} Wi il 25

K BEIREE A 1:0.8-2 F 3-5-4-TOIREEZRE ((bEIID F1 N-2(R)-M & LB
R AV T BB, 7E 20-100°C F R 10-30 /T, B3] N-{2(R)-2-[(3-
F-4 OIR-4- KR H)2- B E LE LB (WEPID

(2) Fi| 73 e ) 1) 2%

YRR HE A 1:0.3-2 B N-{2(R)-2-[(3-F-4 "DM-4-FXE)RE]-2- B HELE)
ZEEE (LS FERFELRFNE T R BN, fEmENFELT, T
0-50°C R W 0.5-5 /NI, 45 2 F1) 2= P o

ERBE (D PR RNIEREIE 60-80C .

ERBSE (1) PRAVERIBRZER . BERENMREERN P RER—
MEZMIRSER . BREBFARAR. PR T ERBVIERR, ikl
WemE; MRBHHFE. 8. RRELTE, RERNE, KEEHNN,N-
—HEE. N, N-—ZBiEe 2.0, % N, N-Z R .

FREE (2) PREREARFA AR, =R PRAETKME, PRI LEE.
SEBFRSEFRELE, M=K FE KM E TR T .

ERBE (2) FHRALEWIURERE R B BER HLALIE 1: 0.3-1.5.

FREE (2) FRTELTIABEYIRS TN, JUEFIE. By =
ZB. 2R, WERE. 4- T FEIEME(DMAP)EHEE RS, TEHUBRCAIRIRN . Tk
BREH . MBREHSEEH. WEMTSEWIR R 1.5-2.5:1,

FREE () PRIEREENETA EF . 8NP
AE—MBEREEN, Mt H .

FRBE® (2) THRNEERLE 20-30°C, RMNERE 2-2.5 /D
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BRfE e,
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SEHER 1

%:34.6mmol (6.8g) 3-FA-4-MBBIEEZEFI38. lmmol (3.85g) N-2(R)-¥FE.L
B SR T S0mIF A EE S, 7E80°C T RM20/MET, WEZEMENE, HEYA
HECERRER, BEREERSE, BEIN-{2R)-2-[(- -4 M-4-Z3K
EYEE2-BEZE) ZBikR5.98g, M 58.2%.

¥520.1mmol (5.98g) N-{2(R)-2-[(3-F-4 D If-4-FE R )R E]-2- B F LE)
Z R AR F30ml — S T, InAAmIftBE S, LAIKAKREPREIZ0C,
7.4mmol (2.2¢) =S EAEMA F20mI =& Fhd, FBMNE LRERT,
S, 25°C TR N2/, IMASZEA T pHEZTME, —& R HER,
Fk. WRESRAEG, TARBRETE, S BEETENE KEYE
HEEREEN, B3 EARIEWERES.1g, %75.1%.

L2

$125.5mmol (5g) 3-%-4-BIEEFEEM28.2mmol (2.85g) N-2(R)-F 4 LBE
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BRET3SmIRANES, ZE70°CTF RIS/, WEZHBRE, HLoEC
F—ﬁk%f‘ﬁﬁ, WIS RERERET 8, ﬁﬂN-{2(R)—2-[(3-%&-4”5%-4-%21K%)§L%]-2-
RE L) OB R4.5g, FEERS59.5%

$#15.2mmol (4.5g) N-{2(R)-2-[(3-F-4"Dk-4- K FE)H ] 2- R E 2 2
iR A 2Sml — & e, IMA3mIMLIE &, PUK/KIBEMHRHIZEOC, B
5.lmmol (1.5g) =R EAEMET1ISm & FHEF, EEFnE _ LdEEY,
INEE, 20CTHRRN2/DE, IAZZER T pHEZEIHE, —& F AR,
K A E KRG, TKRBRETR, S8, BREETENGE, RBEYE
WREREEN, BEIESERRWERNL.05g, F=%79.3%

LR 3

# 34.6mmol (6.8g) 3-F-4-MBMFEER AN 38.1mmol (3.85g) N-2(R)-HE Z
BERE S AR T S0ml DYERRA o, RMNVIRE 60°C, 23] N-{2(R)-2-[(3-F-4 FLIHk-4-
BERIFH-2- BRI 2B 5.62, 75F 54.5%. HAWS BRG] 1.

B 4

¥4 34.6mmol (6.8g) 3-F-4-BWRIEZFZF 38.1mmol (3.85g) N-2(R)-FFE Z
BERZHSAR T 50ml N, N-— i BEfZ S, RAEE 90°C, 133 N-{2(R)-2-[(3-F-4 '5
Whh-4- R E) R E)-2-FHE ZH) ZBL 5.8, 775 56.5%. HAbHBERISZHER 1.

LR 5

¥ 34.6mmol (6.8g) 3-F-4-"EHFEILZFN 38.1mmol (3.85g) N-2(R)-FFE L
BERE AR T Soml A, KMNIEE 30°C, B%) N-{2(R)-2-[(3-%-4 "Gk-4-5
REYHHE)-2- B CE) LB 4.8g, 75K 46.7%. HAtSBFRSLHES] 1.

L 6

¥434.6mmol (6.8g) 3-F-4-MDMFIEZKAZFI27.68mmol (27.95g) N-2(R)-H4
LB RGBT SomI R IS, BEIN-{2(R)-2-[(3-F -4 h-4- TR I F H]-2- 8
FH TBES g, TFHRA9.6%. HABEG R FE SCHF .

SLHEf) 7

K¥34.6mmol (6.8g) 3-F-4-"GMEEEZRIZFIS1.9mmol (52.4g) N-2(R)-FFE Z
Bk I AR T SOmL B R BE A, 5 FIN-{2(R)-2-[(3- BL-4 B -4-H 3 5 R B - 2- 12
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LEY 628, FTE60.7%. HAhS B SLHEGI1.

SEitf) 8

¥20mmol (5.9g) N-{2(R)-2-[(3- -4 Mi-4-FE K FHF R 2-BRELE ) LB
AR T30m & e, MA3Smiltie /G, DLUK/KIBEDAEE0C, ¥
22.1mmol (3.6g) FeFE PR E R fE T 20ml — S fe, HAD BRI SR,
B3 E AR ZZ RS .2g, F=376.5%.

SLHER 9

¥ 20.1mmol (5.98g) N-{2(R)-2-[(3-F-4 "DMk-4-FEFKIE)YRIL]-2-BELE)
AR T 30ml & FEEF, O 4ml EBESE, LAUK/KIBEYIAHIZE 0°C,
¥ 30.1mmol (2.85g) S H R FEEFEAWME T 20ml Z& Fhed, 25CHRHHER
M 2.5 /NEF, HARPIREISCHER] 1, B2IEERIZZWE 5.0g, 7% 73.6%.

S 10

¥ 20.1mmol (5.98g) N-{2(R)-2-[(3-%-4 "Zufk-4-EIEE VR HE]-2-BR 25
RS ART 30ml —& T, A 4.5ml = Z &G, LK/KIBEPAEHIZE 0C,
¥ 7.4mmol (2.2g) =XSEMEBEMT 20ml —EFHEF, SOCFHIHRMN 2.5
N, HARSRFESE G 1, B2 E AR R WE 4.3g, 7 63.3%.

LB 11

¥ 20.1mmol (5.98g) N-{2(R)-2-[(3-F-4 "IMk-4-HIEIEYRHK]-2-BELE)
ZBRERT 30ml & P44, I 40.2mmol (4.9¢) DMAP J&, PUKKIRE

YIREIZE 0°C, ¥ 7.4mmol (2.2g) ZHAFEREH T 20ml ZFFieH, SOCTF
Pide R R 2.5 /NEF, HoAh S BRIF SEH 1, 53] B4R 2 WEH 5.3g, =2 78.02%.

S 12

¥ 20.1mmol (5.98g) N-{2(R)-2-[(3-F-4 "BIk-4-FEIEFEIE]-2-BE LK)
LG MR T 30ml & F o+, MOA 50.25mmol (4.22g) BREEEME, PAUK/K
BEYAHZE 10°C, ¥ 7.4mmol (2.2g) =X EAEBEMET 20ml — & H i,
S50CTFHFERMN 2 /i, HAPRESERHE 1, F2EEPRBEE 23g, &
33.8%.



