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[0182]  ARSCIEHIAR 1 Hil55], L35 245 Wi 7], Ho o] DAL 75 — 8 & 09 40 A S Ak B ik (1) BPIGE
P 5 ) 28 S WD XA 5 ) o 12 8 1] DA A R o 1% 1 1] DA RO ) 40 1 1 AR A/ BB B 1%
2] DA RO R SE A B o 1% B AT LU R0 97 B i B 50 45 0l e RGP i 0 » B ARSI
BRI 1 ) SR G e B o ) T 751 o 12 5 AT DA R 97 B AT ) i A8 I R L
B IRGE A PR3 18 1 1 B8 28 B PR A2 ) 8 S AR By IR 4

[0183] il 1], ELFE 2977, T LARC il el i &% Fads 42 T8 gk, FFml DA & 242 bl 2
1 EAR o H AR F ) 738 % 7] LLfERemmington’s Pharmaceutical Sciences,Meade
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Publishing Co.,Easton,Pa. (20" Ed.,2000) f1#& 3], H 43 A FF @48 51 AR AT
52, VRS R AT FHI , CLFE LA PN VRS K SR B PN S R B T YRS o T A
ARG ST 1 4 S Py mT DLRC il 2E AR IR 5 an 78 AR B2 S I G2 i v AN U0
K (Hank " s) ¥R ELARAS X (Ringer’ s) W o LA , ALY BPIEME G2 B 28 5 ) F1 / B4k 4 mT
DA 1) DA AT 2K, 2 A8 FH AT S2 RIS P38 A BE o R T I s AL HE A2 A - BPREME Be Fi 11
E VLGS P IR, ELFE 2GR AT DURFAE A2 28 /0 T0 B HL G #A L) o 3% 6 ) ) G 3 4t
N ZRAd R ) i1l 5) o

[0184]  GIEM 2455 BT 32 M 8 R B FEAE AR T 7K S SR B\ FTR AR AR L9 R
M R 2 B RS BOKAG A E an FURE  ELREVE R BRGE R B T R EE U AR VRERR L R
b 5 A TR TR IR P R A 4k 3 N B I g e I, AN 5 BPIGE M S i 6 & W Bl 4%
EYRAER TR

[0185] 2yl ml LA KR 14, HLARSR 75 B2, mT LU BI7n) i a1 77 < iy JE 771 e e 51
TR FLAL TR SRV T ) kG2 PV A BT S TR SR A/ B 5 7 IR S5 S TR A

L BPREME b i tb G S G W)k A RN

[0186] 5y — il S50 4% [ B M A R By B S 78 40 vh S o — ol 22 e BPIGE P S i A4, 5 4
/B AW, TP BTG T B BE 2% PR A JE L 9% i A R LI, DL K R T HRCE S 1
FrEORY

(01871 254l mT LA G i 24 5 U ) 45 25 I AT AH 2 « 25 24 3@ A 1) SE A9 B0 365 i 15 49 dn
FEIK B2 SRR SRR (B N) 33 B2 (i) ARG A E s 25 . Tl B Ak B2 N Bl
it FH ) I R VR AT DAL RS DL R A O TR RRORE TR 5 1 G0y S K S ER K [ 5 v
RO CH O TN R AN A BT s DA B T, 1 A0 I O B RO R R s PR
AT, AN BT A R BT R R SN s BE AR W N & R DY LR s G2 R W N S IR AT R
Mg Sh Bl BEIR &, DL FH T TR 5K J7 R, o an S BN IR 2 B o pHI I 15 AT DL A R BB,
AR R B AN g 15 A0 i 50 AT DA 3 2 7 35 3 SR | s P 2 L — T S B
Z g /MR .

[0188]  J&&& mIvAESS FH A Hil77] , B 6 245 Wil 571, AT DA ALHE T B 7K I (FE N 7K TR 1 O
) B B DL K T RIS 1) £ TG TR T S VR B A0 BOAR R T R A R o 0 TR Ik 45 24, B0l
(R 28 A AT DAL 45 2E 3 6 7K O 7K . Cremophor EM™ (BASF, Parsippany,N. J.) SR Eh 22 f
EhIK (PBS) o FESLINAS Zp VEST BIAR L b, w5 25 Hl550 a] DL o B 19 HL AT DL iidd . vl vE
ST HGRIAE 3 A A7 SR T AT LR RS E I, HLAZIUAE 7 112 200 B 0 L TR R TR )
1594 T ORAT « U AT DL VA 77 853 8O o1, 3 B oK, S, il I8 i S 2R
O RE 2455 BTS2 1) 2 JulE UL S HL A TS VR S . v DA, 3 I s i o SR AR
ALK, B 7E 2 B DL T 4EFR BT 75 ORLRE , DL A e i {5 A 2R i v PR TR 4R 4 i sh M
XA M AR R Tl o] DAEE e & b 40 B A0 5 B Rk S , 91 s SR R R IR i VU T
Mt ORIy PUIR IR AN oA 5556 o £E — e st 7 =0, 7E2H & Wb A FE S5 ) (B bl L 2 ot
B H 2 1 S L A EBE AR ALEN) mTRE 2 A A .

(01891 JC T M VA SRV VR 1) 1) % W LA GBS — o & 1% A Sk (1% BPIE R 5 il A, 5 P el 485
E P AR — Bl 2 Fhi5 N RIR 38 75 22 B AR SCHN A1) — Fhal LMo 24 & 1) &
(R FR SR JE i YR B R AT o — SRR UL, 43 HICHAR ) 1) 45 W DL S@ ik — i 22 FBPREME
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H Ak A R 45 N AL R 20 AT o R AR ST A 25 1) R e w4 i i 1) At i 23 1) T TR
BEA P SR AT o 75 FH T ) 28 0 B AT S TG R R IS DL T, R R ) £ 7 A R S
191 9 2 R AR VR T Jo , 77 AR P 40 DA S 3 S i 28 ik e T 0 D PR T P A AT i A1
(1) B 75 B0 R K

[0190] 4 By 25 24 th mT DL i 20 R W 5l0ds 2 (1) 77 20 o 0 T 20 R R B30 Bz 45 24, T LA AE il )
WS IS S B I BRI VB I 7 o IXFE IR IE 03 AR AR U H 2 38 5 O i), HEELdE 91 ok
T ARG LG 251 R TS MEF (detergents) JHER AR PO HLER AT A=W . &8 R 45 24 ] DL 1L
15 F 85 FW% 55 bR 715K 58 1 o 335 17 25 245, BRI J Tl 2% -5 4 ] LA T 1) ol G AR 40 4 36 i
LA ARE R VR B IR BRR 771 o 7E — e St 77 U H , — Pk 22 FhBPIERE e B A4, & ) F1 /B
AT DU I Ry 83k R 40 F 0T DR 12 B TBPRE ML Bt B 28 & ) T 4 e i . 75
FEAR BT LA T2 1 2% A 1 77 2 o 13 1 R 7110 328 BB 08 o 3 B UG ) 0 491 an 5 ] & )
No.5,407,713; 3 E % FNo. 5,352,456 ; £ [E % FNo . 5,332,213; K E L FINo.5,336,168;
F[E % FINo.5,290,561; 3£ E £ FNo. 5,254,346 ; 3£ H % FINo. 5,164,189 % FH £ FNo .5,
163,899 2 H % FINo. 5,088,977 3 EH % FINo . 5,087, 240; £ EH L FINo. 5,008, 110 ; F135 H
LFINo. 4,921,475 AR,

(01911 b 1 R 4a 24, AR SRk 1) 1) 570w RAAE D9 I 2 7] v 351) S 1) OB 77 Bl AR D VR
T B VR S I o TR AT A S B IS AR, v an FURE L H B EE L FOKVER B SR E e R |
K57 25 AL AT e 2 VAT A R AT AR TR R R UE R B IR S 7 . R ek R
AL AN R IR UG O /K B A H R RN S T I R A/ BRE R PR

[0192]  XbT W4 B #h4s 24 (RLIE G VE A8 LAM IR 4R 24) , A SO i) il 551 a] LA 5 52 4K
MR EFE ) TC B K IS IR A G o SR ) 551 T DA e e % M 1 43 (451 an BPIE e J i 1
YIS -& W) VAR AR AL 1 I SN H 2 RS W AR B AR A Y BT B 5 A B AR A A
1 G2 i p ) 7K A DU 77 A2 7K PR IV, R i A8 VG T R il & o 155 T DL R I AE S Bl 22
AR, 1 U0 B B 2 UM BN o 1570 AT DL ek AR AT L Jn i 5 v Bl A 7 =X
[0193] XT38 e 25 24 , A SR 550 ] L5 je ks @ (e it A & i il g R & —
B B OB VTR VN - FR R g b A S A, LN 1R R 6 AR R B I R R A
(vectors) BIEME , I FO VAL BR B M I ik iz JBk 95 38 3 I 0 A o A SCRI It (14 il 5510 F0 / B 4H A
ML — P S5m0 TR S BN REAH R RNEAER . LG/ LR OIETE R 4
JAILL s b B 5 55 , USRI SN 2G40, HomT DL T8 a0 — S e s fld, AR 2
FIT 75 B KK B 58 I it i 22 28 e R AR AR I 71

[0194] 7 RUFEFE & B B AW BB BRIE 7 P LATRET R AR fa Gl F R J5 B 2k
W, FEHR AL HIAR 22 AE RSB IR AL 17 2L R BRI, A ST IR B i 750 AT LA AR S F s AE (45) VA
R (3 &) BRI MR A (748 SRS el B AW, 2 B3 28 KA 1Y o
PRI B R T AH A o 54, Y67 AN RHER A B PRI A2 T DAAE PRI/ 127 R 120K 47 2K i) 77 5 AT A
T LA B RE SRS BRI TR A -t ) o] L — 20 5407 S B fi iR 1)
WA, 2T DL AL 5 72 B K A 2 Wi — 5 288 e iR L I i SR T L SR LR 2 (PLA)
RIRHE LRI (PGA) LA RN S (PCL) B ¥R 25E T RN (PHB) 2R UMM R G 2% 58 HR 4k
PRI R T R R IR B E R M A N4 a8 /UK S8
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M/NREF4ER A B KR B R SR B A I R R B A RE IR (REFRES) IR
P4 A5 v e 0 0 D S B A B 2 T AR AR R B 1 I R 9 P R D (R b AR
(7= A o AE S 7 T, SBP - MM e B 285 M0 2H 6 1 B B AR RL BT DUE R L IR IR
Ve B KR IS 35 JOT S RORE 77 UKL ¥ 4 T 8 v R T8 i S B ) B R VA VR T A
o BT VA R BE TR A UKL 26 KR ZEF) (plugs) B8 EE A4 LT BGRB8 T80
ANER AR R NEE (morsels) (B VB IKTE (cements) BYJG & TE UML) il 771 5 ix sl 2 v
VP22 0] DLAE o] V55 1) 77) o B R R Rl B 22 P b i 7R ) 46 (A0 G vt 4 1) RS R) o
[0195]  #E 3B —sjti 5 A, — Fhal 22 FhBP - BEM g B A A Pk 4% &0 v] DL 5 L8 K AR Bk
FAAKH T KK -8 (TGF-B) ML /IMRATA A KK 1 (PDGF) « B 214k 40 ff 2F K
[Kl 7 (FGF) F1/ 5B T AR il (1 (BMP) (5T R T B B A 78 5 — it 7 =0k,
ARSI I — Ffr ik 22 FBPRERE L2 R Ak A P sk 28 A 10T LA 5560 56 R G 20 P RN / 55 R Ak 41
JHORZERZ AL R = oy e w1 0l 1 v w1 R v w1 7 w11 A7 R ) s e 110
JIE F7 = 40 B B B T 200 R I 4 AR B T AR R RN R R S ) 2 T AR B B ) A
G, BAEES BT VERE A REHAT B A SRR B B EY AT LS —
B\ % FRBPREME Lt l 1k S S A W0 2H A T Il IR EGA TT 1 s

[0196] 5574

(01971 ASCHTIA I BPRERE 5 B 16 B 90« 48 & 0 FR ) 551 v DA DA S 7 751 7 s A3t , i
T R FE T LR B v S BT /N, BRAE A 3R ) 1 T R T S e R A A RHE
B ARG Y IIE DL, 0] LA AR SCHT IR (1) 7 B B ZE AL o 71258 0T DA ) 46 B3 RE K BRAE R AT ] B
I3 R TR o 75— L8 S e 5 S, B2 AV PR R AT DR Al A 3R R TS B o 7 At i e 5 X
78 B 1 TRV RR U 4B 3R o T 2E IR BEARR 23 (1) A5 3 1) T R A S ARSI -4 1 o A i . 3
TEZ AW It B TR S R R o IRORE TR 2 1l 751 mT DA 42 b fE 2 28 SCHR R BT il S il 4, v

“Pharmaceutical dosage form tablets,”eds.Liberman et.al. (New York,Marcel

Dekker,Inc.,1989) , “Remington-The science and practice of pharmacy” ,20th ed.,
Lippincott Williams&Wilkins,Baltimore,MD, 2000, #1“Pharmaceutical dosage forms
and drug delivery systems” ,6th Edition,Ansel et al., (Media,PA:Williams and
Wilkins,1995) o iX$6Z: 2% SCERIR ML 1 FT- )48 Fr 750 MRS B2 751 LA B v FRRI AR 52 3 77 AT
L) A S AR R IS TR R T 73] A R L 15 88 A L2 o SE IR B ] A 2 — /N R 293 A B
B K AT ART IS [A]

[0198] QAT LA HH AN A b 2R R KIS P SR A 0 ANV T 7K I BB A/ sl pHAR i M 2R 50
B BB A ANET K/ 7K AR TR G W AR IE 1%, LA A B 75 BB T80 26 . A m] LA, F
T Gk fa ) b, AR EAR T 5 (48 A B0 A AE B IR (F Bk
BEMEIIER) JERBRZ S Y, BEH Y (EAPR T) TR & 55T X smE G5 2 1 B A £
[0199]  &IEM AR B LI AFEEANR TAEREEY, E N OREAK Z H IR A4
R RN YR BRI R4 4E R AR IR IR N 3 FF B4R 4 R A A TR IR FAIR P2 TH 2
IR R O O AR W IR S NG IR B S W AAL IR Y, DL AT i MG 7 it 44 4
EUDRAGIT® (Roth Pharma,Westerstadt, £ [E) i) B JE N BR M G  FORBES R H
AN Z B

[0200] HuE
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[0201]  #fi] F1) o] DAAL & A8 208 1 A SC T IR (1 BPRE MR ot il 288 54 CB 203 1) Fn / 85 7% S8 41
B o FE— LSt 77 20, AR SR (1 BPIE M o B 10 5 0 B 28 5 ) B A 00 1A 9 L DR A2
0.001pgE A1, 00085 % o ££— 852t J5 U, A SCHnid (U BPREME e i A6 & V) s 28 5 P 0
A RCE BITE L A LUAAZ0.001mg /kg MR B 22 291, 000mg / ke A B o 78 SCH A S 77 X H , BP
I A J5 B A 4 B 28 P A A 208 R PR Y L R DA D DS IR 291 %6 w/w 2R 2999 %6 B EE 2w/
waw/vER v/ v o fE— 285 77 U H , BPIE M 5t B AL & W) B SR A W B R T A RSB E
Bl 98 So FL AP 2R () Lok PR s A2 B BB 42) AR PR AR AN B 98 B BUR Y i B (EA
IR T % & Bk J& (Staphylococcus) - H i % J& (Pseudomonas) .t E M H &
(Aggregatibacter) JiZk I J& (Actinomyces) JEEEKF J& (Streptococcus) W& MAT F &
(Haemophilus) - ¥WITIKHJE (Salmonella)  WHIKFE (Serratia) i H &
(Enterobacter) #2#T B J& (Fusobacterium) AT % J& (Bacteroides) MK 2R i 5 g
(Porphyromonas) i K i J& (Prevotella) . /K KEEH J& (Veillonella) 25 1 41 5 J@
(Campylobacter) « JHALEEBK T J& (Peptostreptococcus) « ¥ H 1 J& (Eikenella)  ZFHE {4k
J& (Treponema) « #fi FIWrRE A J& (Dialister) 5 ffl 1 J& (Micromonas) HB /R AR K H &
(Yersinia) IHZNTH J& (Tannerel la) fI3R7 AT @ (Escherichia) AT (AT B #k 2 5 Fh
[0202] g HIBPIEME LR b, & ) AN 25 S P J7 12

[0203] W] LA(m) g bR EL) 520 45 24— 8 B (36 20E) B AR SCHT i (1) BPIVE I At B £,
G BE M I A — LS T TN, A R R 32 T AR R B VR R
FOREAR o 7E — 2L 527t 77 b, A I TR ZE 0 52 AT Re B L AR A B AN B B B R R
T4~ 5 BB HORER o 7E — 28 st 77 SR, A L RR B 2 B T RE A KRN B RE A B IR R
A J el S e AR/ B bR A S L 8 1) XU o 7 S it T X, 5 B AR T LI B i 48 S H P
EAY B SR BE iR A ] ) 98 B0CA 6 AE — e st U7 S, A TR B 2 A e
V) (R Un AR e G o 7E — SE St 7 SN, 4 TR AT DL 2 ] 4 2K R JE B R M R iR SR AT
BB I R R R E AT R P TTIR B WD & KRR & AT 8 R e U
TR JE8 I R B 5 UK B i s T3 K IR BR TR 8 25 A 1 W AL R R B L B
WER TR A S 98 ST R B e AT R o B R L B R AR I TR R S SH N B R AR A IR B B AT
] B R BB P o £E — e St T S, A TR AT DU AR I AE — e st 7 X, AT BLE )
A IR ER 2 E 52— 2 & GF WA 2R WA STRT IR I BPREME e Fi AL & 47) 48 A My el il
FIRIGIT A BT BRI 52 E B BE 28 AE— sy U, AR &Y L&Y
A AT UL T B R ARI6E T A/ BT Ak s VBB S OB I B A R AR B
B E A DL ACE R/ BT AT HoAh R BB R

[0204]  BPREMEGEER AL S FIZE SV H) 46 25 AR T 51— 4%, 1 o] LASEE S 2 Mg s
255040, B HoAh 2 Ab, R MR IE IS 2 MR AR 1) gh 2 R i N AL N ga 25 LG BB Y
M N AL A - 22 Peh 25 ] DL I 59 BT I Y o 38 sk 22 fads 420 i FH Ay A S =00 -
AR AR N SRR 2 1 2 WL o

[0205] 29| ) AT DA I 50 1V 24 7500 A P 52 30 k38 AR AT AR & 3@ 1 7 v 1 %2
RS2 B0, AR SCHTIR I H A AL & P gl &4 mr Do 2 A RR a2 il 45 2, B
FEAHARR @l ORG24 FE OS54 B AN 25 E R 4n 25 B N S JE it & i i
K ARE A B ANLA N A ST IR B R A & Y A& P mT LA B Ahaa 2, iE it
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AN BE A (intracutaneous) 52 R 52 S50 VLAY P BRI P9 BB P9 S I 1A
A K RE 2 2R /B TR a0 o 1B 36 T DL A I vE ST Vi vE L R IR A B H A — e 7 5, v
i Rt 55 o A T RS AL BB GY B B AR I OL T, AT DU I v n R e A K
A AR AT 1% . AT LI S AR AR B A & S AT I %

[0206] sz {3

[0207] LR 7 AN FFI) L T7 20, — MOk U, DR SEBI IR T A 2 T — Le i 4t
(1) STt 77 X o B AR 28 G LTI SIZTita 451 R0 AR LR ST AR % B 0 4% 2 1) St 7 AT 7 # ik
{HANE FERE A A FF 0 2t 7 2UPR i T e B o M = B 2 78 s S dE A2 AR A 1) it 7 =X
(R AN L N 1R i T B AT S B eSS A 4)

[0208]  FEATAR—ANERZANT7H , 28 A YU BPR] DL 25 #4514 BP . 1] LA 55 Ui A SC Al i f e
A 5 ] 2% 5 11 24 B 1 BP 1Y) S 7E B 2R 7R AR RS2, B TS 1P MEBP & 41 (K12) m]
PLAEA- B2 R ORI 2, OHEBP (1 2A) B4 - Z 2R 5k £ HEBP (12E) o 3 A AR , 15 n 2 2k
BP (| 2BFN2F) (B = A 5 A J7) A0 H EBP (B 2CF02G) (BRI P25 A1 77) BT LA 51
T AL BIBP - AbZE A I FE o LA AN IR K R L e FEBP , 185 i 7E ] 2D A1 2HHR 7 HH ) (T8
FRB T I b 2 B BRI i n] DL T SRS s e RN S AR e

[0209]  fE s, B A Bl 45 24 B VR BP, 451 01 7 1] 30 4 2 1 408 B IR I FFY 2 2
FEUBERE (MHDP)  BE oK IR BT TR IR M ZE B IR W SR B TR oK U IR IR S . mT F T 4% & L3
BERIIE 78 70 B DR 90 52 1 4% 2 B S L 1R ULt R 2 73 BORCER ¥ P51 DR A i e W S R A=
TEIRGLEAT

[0210]  YEASEW], A K B EE -G VA& YD HLRA P ) AT DL AR ST (5) B e Mt Jo i 25
ACA A 5 ] 5 7 P A PP v 71 o 8 A e 47k A 42 B A 2 70 P DA i s e e i 10 B A
FEBAT AR o 04N , A5 ) 23 e Ji (R 455 LT 5 AR v P e 2, e B ) e e e [ T D A 4 S B
A ABR AL M £ 18 (I ) )25 M Jrg AR it P 790 B4 R TR o [R5 T DA SE FH T 2 R e i 7
M fi  ranbezolid Misutezolid . BEMEbE ERGT A RTS8 F2 T V697 BN B Rz JR B 44 (1) 52
¥, R s % (TD, B 5) B A ZS e % (LD, B 5) oK vl HE Ui 2B kit A AL &9 anTDELLD 5
ABP; 7RI A3 o 455 22 VAR v T RS v GRS S TV0 97 10 B e ) RO I L 1)
B CETMET V697 B S B 056 R BE R 77 o 4% 2 TR — X UURR IR - Wk Joe B 28 -5 W) 1
K6 57 o

[0211]  FEREI T L 1) & 7 97 1 BP-Hk - et i (BP-L-TD,L: -0C (O)N-) &K&
WD) 1 o A I REARE F T Ad S e B, 1355 G R IR T ) ) 7 e o e

[0212]  FEISF L ()& 7 Z 7 1 BP- 42k - i L It R e Jiz (BP-L-dLD, L: -0C (0)
N-) ZEE WA A - oA st Rt 3@ T LAt i 2 T e Pl e B a8 0 50 IR P 5 e i
ranbezolidflsutezolid4s,

[0213] R HI A T B s 1 BP-H2:3k - R % (BP-L-TD,L:-0C (0) 0-) & &
VIR 1o e AN 27 SRR AR FH T Ad WS e B, 135 G 2 IR T ) 9 e e o e

[0214]  FEEI1OFT R 1 & 7 e #il7s 1 BP -4k - it L E R 55 M Ji (BP-L-dLD,L: -NC
(0)N-) Z5-E WD G B o S AR 27k A5 0 P T G A 5t £ PRI P J ), 128 4 568 PR P 5 e
f& . .ranbezolidflsutezol id%s,

[0215] Ay fii], m] RE e Sk AT DA A U I M 2 25 Y TR 5 I 0 P TR R s e T
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I RS . A& Ik Y R TG Bl i o iX LYBP - AbZR A WIEAR PNV S 2 Ja 8 i 2 4
SE R, AHAE B R T AL ANER E DA LA RO BERE TS A= 40551, i B3t T e 00 ) e 4 i 2 7T LA
10 ek e o i e BP PR A K B ASE FH AN (7] (10 B 516 1 T BP R R 470 Akt A 0 711) 1) R TR0 TR 26 A
XA E I EA T RIMPI Y& .

[0216]  BP-#z3k-HpHumEfZ (BP-L-TD,L: -0C (0) N-) &4 41 BP-L-TD,L:-C(0) 0-) &K&W
IVELH-& BT AL T

1) Nall
0

[0217] /L\(Ij:ﬁ\/(!;\({)\ Liee 5

THF (F4) 0"
T 0°C-28, B R e

[0218]  4-(2,2- X (= N A A B I 2E) < 28) R H R iR (1)

[0219]  FERT TR » 7E250nLE JE A, 44 THE (35mL) ¥4 1 EINaHAE D™ #3h HFr1 60 % 43
A (0.976g,24.40mmol) o K BVF A FNZE0°C, [R IR , FRIZ 7 b Y 268 X0 i Y
ST (6.480mL,20. 33mmol) {3 J M3k BIFRBEIE I , H— ELE 1R SR & B A
A, FUB IR A HI Z0°C R4 - GRS KRS (4.660g,20. 33mmol) ¥ fi# T-THF
(35mL) | ARSI . AL I G s BB B AR
R IR 2 P 1 Z0°C I FIMeOH (2mL) V2K o J4NH,C s (1M, 8OML) V5 11 ZE KL 1 , I35 710
FADOM (3 X 100mL) %< B, 4 5 I (K145 WL Ik K (100mL) e , 7EMgSO, b T4 , 1 9 7 Ik I
WA, I FIACN: CHOL BEE (0-100%) Y TREIEKE €3 A bk, (511, S35t (58%
FEER) .

4?/@/{/ LiOH . H,0 o
[0220] M[))— Ny ? — Q)/E@)\f)u

o % MeOH

o
>, 40 °C, & )\R})

. 2
[0221]  4-(2,2-X0 (R AL IL) 245 KR (2)
[0222] 15 100mL [ B B 1 (1.968g,3.996mmol) ZEMeOH (20mL) H 4 ¥ ¥ V45 A
LiOH * H,0 (0.838g,19.98mmol) , 44 Fr A MRTE = UL P I R R R BR A ET
Wi K TR B DT AR T K (T0mL) o, HEEAB R IIHCL o (1M) LAIEFpH 3. FICHCL, (3 X 60mL)
ZERLFTARR A o W & IR H HITEMeS0, B8, SRR DR o4 , 19 B 0 e o e, H
FEVKAR AR R A il Ak (100% 77 28) .
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0)\ 0 J\ 0
3 PhO-P-N; ' *
[0223] g*wj“ § . >j0{‘)$ﬂ h
o
s,
2

Et;N, =85 (EK) 0™H
%3, 2h %

3
[0224]  (2- (4- (BEIEIRIL) KIE) £.-1,1- F5) X (BERR) Y =14 ik (3)
[0225]  ¥fb& 42 (1.913g,3.998mmol) ¥ fF T Jo/K —WEHE (19mL) H o 8 in — 2R SRl gt ik
SR (1.100g,3.998mmol) A =H % (0.445g,4.400mmol) , I8 fz M 7E & I B it dE2/N
I o [r) S N2 TR #@qﬂ/ﬁbnﬁ_é@zﬁ%%k (20m1) , HAE FHC B (4 X 40mL) ZEEG=H) 85 O b 26
WY& 9t . EMgSO, 15 L I8 DA AR B2 T 4, 19 3104, Hoo 7 it — P 2l AL B T A Y (92%

FEER) o
ey
‘{ u* Y(i )
[0226] >—q)_M) N, + ,|{r\r’\ Ney  4-DMAP(ffetn) }1 N
’\? N NN pmF &) N ‘”/\E"u RERTEN
A ) 80°C,3h
3 i P i

[0227]  #E FIN, e i 8Dr B 35 /N, #4465 43 (84.00mg , 0. 167mm01>$n¢%i1ﬁﬂél:ﬂ;<
(61.80mg,0.167mmol) ¥&fi T J5/KDMF (1.5mL) 57, 34X & [XIDMAP (8. 200mg, 0. 067mmo1)
R IMBNE R o 96 7 35 R NN FLAES0 C N 4 3/ o FHTLC (1: TACN/CHCL,) i il
JRBIFERR AEYR R T BRI A, I FHACN : CHCL 86 FF (25-50%) o fek b e vk ik
BEI4, A K 81%77%)

t<J ‘?- ”l)‘() 1 "]ﬂ]]],
YRR g
[0228] 2 Ny e ? flogy
N "’/\f\ R —4u"i‘\ i) DCM, 35 °C. i & - -,Tl ‘W\-Q"C} _-<N‘{"\
‘S) . i) 5, 30 min F‘} 4

[0229]  (R) - (2- (4- ((((3- (3-%-4- (6- (2- FH J:-2H- PYm -5-J&) M ng - 3- 5&) R HL) -2- %4
FRBEME 5t -5 - 38) FAAE) FiAE) & 2E) R 3E) £4-1,1- 38) X (B (5)

[0230]  7ESDraf 3/ M+, Ktb & 494 (0.104g,0.123mmo) ¥ A AEDCM (1. 5mL) H, FEEN N
BTMS (324 .50L,2.459mmol) . 4%/J\#EJJD%9‘HE35°C?)3M5$T£,lﬂﬂffﬁﬁ A &I 28—
KL IER T T 257, I FIMeOH (3mL) ¥ KA fh o 7E =35 N A FE T3 ¥ 307 B E{}T«EF
ZBRIEH, IR = AEMeOHH UTIE , I 45 BT 158 P VR A8 FH Hh 2% 22 AL B3 U = i - FMe OHigE
— DU TR R, AR BR Bk R 81% 7= %) »

Nty
<}|-u )’\/\ Nex EDC, 4-DMAP (H_{] x{?{\f"_\rﬁx
[0231] )vd\' NQ CW ™ (L" L N

” Y S, "{‘h

1 ket 403 6

[0232]  4-(2,2- W ("R EIEBEME L) L3 PR R) - (3- (3-8 -4- (6- (2- H %k -2H- Y
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M - 5- ) RHERE - 3- ) ZRJE) - 2- S ARREME e -5 - 55) HI i (6)

[0233]  7E RN, #h e )1 . 5Dr B3 /M Hh A& 702 (100mg, 0. 209) HptliPEIZ (77 . 4mg,
0.209mmo1) FIEDC (64.9mg,0.418mmol) ¥ fi# T JG/KDMF (2mL) Hr, I i fk. & 1) 4 - DMAP
(28.1mg,0.230mmol) ¥s N EVA VR 1 o 1 78 55 I N /NI FF 4 HAE 208 T i dpad % FHTLC
(1: TACN/CHCL,) M i j W7 HEFR o ZE IR T 23B5 77) , it {4 F 1 - 1CAN/CHCL YR & 1 ik
Bﬁ?ﬁiﬁ@ﬁiﬂiﬁ@m RAaif, 15316, IR s AR (77 395%) .

0
_< i) BIMS ””\;m —Q(.\‘ .
- =) ~
) P=0) ) _Q{»*‘X,\ ii) McOH _ I/\[\/\N N N
W LS} I
)
/K

[0234] i) CHICl,, 55 °C, it HO™Y

i) 40, 30 min
[0235]  (R) - (2- (4- (((3- (3-%(-4- (6- (2- I & -2H- PUME-5-F8) nibig - 3-2%) 2R -2- AR
WP - 5- J) FRARCSER) L) R D) £-1,1- 88 X (B (1)
[0236]  ZE1DrIRIE/ NI T, B4k &6 (0.096g,0. 116mmol) ¥ fEAE ST (ImL) 1, FF N
BTMS (610uL,4.62mmol) o ¥/ iN=5 FE7E55°C N In#ad &, [ i) 6 8 &5 e de . 58 =K,
TEREZ TN LBRIEF, I FIMeOH (2mL) ¥ JCR i o« 75 235 N 31 BT 19 Wi 307> % o 7EJRUE T~ 22
BRIE A, 34 F= P AEMeOHHR JTE , FKs BT 15 B M8 A 4 2 LB 8 21 i € - FMeOH gt —
Ve BT A A4, DA B3 0k R (T0% 7= %) o
[0237]  FEEI 1L A2 06 7 R 917 1 BP- 4523k - et iz (BP-L-TD, L -0C (S)N-) %%
BB o oA 2 R AR FH T LA R e i, v G SR IR R i v D e R A
[0238] EEIZFET%%E'JAEEE%EPWJFTBP F3k - F| 25 i (BP-L-dLD,L:-0C (S)N-) 4%
GG B o A 7 e A 0 P T A H At i 2 T P A e 28 a5 VIR R A P A e
ranbezolidflsutezolid%s,
[0239]  ZEI 3P R & T P iR 1 BP- 433k - R 23 M i (BP-L-dLD, L -SC (0) N-) 4%
GV G B o A e R 0 P T A JH At B 2 T P A T 8 a5 PR R A P A e
ranbezolidflsutezolidZs,
[0240]  ZEE 14FTREZ )& T P iR 1 BP- 4323k - R 23 M i (BP-L-dLD, L -SC (S) N-) 4%
GV G B o A e A 0 P T A JH At i 2 T P A T 8 a5 IR R A P A e
ranbezolidflsutezolid%s,
[0241] E@wﬁﬁ?ﬁ? B T 7 1 BP- Sk - Rl g i (BP-L-dLD,L: -NC (S)N-) 4%
GG B o A A7 e R i P T Al H At B 2 T P A T 28 a5 PR R A P A e
ranbezolidflsutezolidZs,
[0242]  "RER 1% A8 FARE DN B0 SR & I AL H B SR8 9 S5 A4 (1) B ikt A 4 77 gl ek
PEZE R, M-SR 2 C- ANV B s X- B B yb B s T- R i 5 V- 751 B 3R BCT - XUBE IR -
L PR RS - e e 2% &) (BP-L-TD, L= -NC (0) O- , a6 Fr 4575 [)) s BET - XUBE S - Jis - 4
MM RZ 28 A0 ((BP-L-TD,L:-C (0) 0-, 4064 (19) Bl 1)) 5 B A= P53 v 1 oK 3 75
WEARE 98 SRR, I HAS SCREPURE 2 41 B 1) FH &
[0243] 1
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HRESA [ng/mL]
M C X T v BCT BET
mEwHE| 2|2 | 2|2 2|2 |2E|E|E| 2|22 2|2
[0244] % alE2|la|l8| a|lE|lal8|a]l E|la|E|A|E
] ] ] [} ] ] ]

SHEHE (025 16 | 0532 (005 05|05 |8 1 8 16 |32 |4 16

RE
Aa 2 |8 [05|8 |005|01 % |® |% % fw | = |«

[0245] PR 164#28 T FHHT 4 o 0 2 BR 1 10 D1k & 90 0 TR 14 ¥4 26 B 2K A1 (HA) 5236 1)
45 BETZE &) (BP-L-TD,L:-C (0) O0-, un&|6 4L (19) AT/ ) £ T 7 8 260 BR 1 4B M A= K T
B GT E R Z T K-WIR, *p<0. 015 Fb &4 = % BR) o s FH b v I s 3R 45 45
e

[0246]  PE17H%% 1 T4 o5 €0 78] %0 BR A AE PR 1) Ak S P T HARR B SE S0 I 25 3 o B T3
B 2 K VE I 2 A1 B DK A6 & P 0 R o i 26) 3K B 40 B 07 T 34 3 38 A 8. (K- Wl
R, #p<0.01; L =1 1R) .BETZR & 4)2BP-L-TD,L:-C (0) 0-, tn& 74 (19) Fr 7R i) o 38
T A P AR I S SR 1S A

[0247] W 18AHZ: [ AEFRATTE) B AR TR 1 S B 152 B rh , W R BRI B 51 N 31 < v €0 7] 4 K
B 2 J5 FPUAE R B S BRI R R R B I B R 40, 7RI S X 3R T -
1 5 1100 6 2 K B A DR AR 22 JBE B 1 - B M ot R o CEPUI A 371 T 1 6 BR 1) 5 2- BH %
X HEAE i AN NPT i AR 10591 6 6 BRI 5 3 - PR bk Jie VR R ) i - 5 N 2103 &)
BRI s 4- ANV A & IR B 5]\ 2103 4 BR B A s 5- FHBETZE &4 (BP-L-
TD,L:-C(0) O-, W&l 74% (19) 517~ 59) VAN B 4 & 51 N 21056 ) BR W s B 18BHE 4
o 00 ] ) K B AR Y N T ST ANAR PR 152 L, 5 WIBET I 25 Hb Y7y AR B 1 B 4 i (1) AR )
JEAE K, G B AR P i — R, L rp AR I B AL FBETSR & W5 fe K D) (K- Wik, +
p<0.01; LL =X HE) .

[0248]  ASCHIEL 28 UK BE 2 R AR ES(E 2504 T DALY BB A% 23R 7 o NS B XA G
RIS X 1 (8 RN T v T A, FF ELREZ L R 1 7 SR AN (B HE B 0 41 45 R v
BB ) 51, T L 3 B 4 B A B it 5 B B AR a1 TV L g N S A
T AT 4 B A B 25— A R T U, “%0. 1% B 295 % 7 I VR FE Y R Y MR N AU ALFE 4
0.1% & 295 % [ B Z0 25 () E , T LIS B0 45 S g & B (91401 %6 . 2%6 . 3% 14 %) L e 4a
SE SO NI T (1400.5% . 1.1%.2.2% .3.3% F14.4%) 78 SZiti 77 20, RiE “2)7 7]
PLELFE AR BUE A R 7 R Bl N B Ah R 4 X B Y TR X BA Y7,
[0249] Y5 Y &2 B IR St 77 SANA G AT RE A S 3077 2 8 S 81 o 76 AN i 25 A A T 1Y
JRERFIIE LR, Al LA IR s 5 SR AT 1 2 AR FME 2 BT A X AR AE ORI AR 46 i 7R3
BFELEAR A FFITE R N AT, FF i DL BRI SR ARG
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