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1)(8)-3-(4-(2-(2-%-4- H E B A F AR Nk v e - 1 - 55 )bl e - 5-255)- 3 - SR O ) -2-

F-5-MebE S T L O G = I L TR #h

2) (S)-3-(4-(2-(4-H &SR H JE-1,2,3- = M- 1 -3t g - 5-38)-3- AR 5)-2-
SH-5-Mp B UL G = S LR #h

3) (S)-3-(4-(2-(5- & E 4R HH 3k S -3 - b g -5~ )-3- il R 3 )-2- 5L - 5-
Y B B AL [ W L

4) (R)-3-(4-(2-(2-H 35 VU M- 5 - FE YL WE - 5- 6 )-3- T AR 3)-5-([1,2,4] = -1 -
B FHSERE M AE-2- ],

5)(S)-3~(4-(2-(2-F-3-H U 4 B BRIt At- 1 -J5 )L mE -5-3)-3- R 2k ) -2-
-5 I R TR RE — TR L TR AR

6) (S)-3-(4-(2-(5- H ZIE 48 PP 9 -[1,2,4) M i -3 ) e - 5- 26 )-3- i K
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7D (S)-3-(4-(2-(5-H Z WE & T %6 -4,5- 50 Me-3- 28 ) ML -5- 3 )-3- ol K
H)-2- 4 -5- M W LIS = Bl LR A

8) (R)-3-(4-(2-(2- TH 3L U mp-5-FL ML e -5-28)-3- AR K )-5-([1,2,3] = Mk-2-
) F L -2

9) (R)-3-(4-(2-(2-H1 & DY M -S-FE )k B -5- 55 )-3- T 2R 2 )-5-([1,2,3] = M- 1-
3 ) H LI e -2 -

10) (R)-3-(4-(2-(2- H HE PUMR-5-FEYH b - S5 )-3- 35 28 Bk )-5-F T B I
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11) (S)-3-(4-(4-(4,5- - LM 2 Jh) 2R FL)-3-JR AR I )-2- 5 -5- M ik H
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12) (R)-3-(4-(2-(2- FP 2L Py M- 5 S ymbk g -5-38)-3- AR 3)-5- H & B 46 3
WEMebE-2-J = 5 L BR EE,

13 ) (R)-3-(4-(2-(2- W Z£ -[1,3,4] M8 — ;g -5- 3£ )tk B¢ -5- 56 )-3- & K
H5)-5-([1,2,3] = M- 1-3) FH SE VB M e -2- I,
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FE ) B L g e e 2- I

15) (S)-3-(4-(2-(4,5-— FF M2 FE)MEE -5-38)-3- Gi A )-2- 54 -5- M e ik
3L 2T

16) (R)-3-(4-(2-(2- FHFE-[1,3,4] M8 = M- 5-FE )b g -5- 38 )-3- A Ik )-5- F2 1
JERE M2 -

17) (R)-3-(4-(2-([1,2,4] = M- 1-FE)ntb i - 5- 55 )-3- 3L ATk )-5- 98 FUBE IR A5
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18) (R)-3-(4-(2-(2- BV Hk JU M-S - FnEE I - 5- 56 )-3- 2K i )-5- 8L HH AE R M I
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ik H 3L LB

27) (R)-3-(4-(2~(2- " 3E-[1,3,4]VE M-S - )MENE -5-F6)-3- A Ik )-5- H
ik 2, R PR e -2 — 1 SR AR

28) (S)-3-(4-(4-(4-F5 HIFEIBEME-2-FE) IR I )-3- FA I )-2- B - S- M e ik I
L%,

29) (R)-3-(4-(2-([1,2,3] =5 Me-2- 3L 15 - 5- 3 )-3-F AR IR )-5-F FH HERE AR
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30) (S)-3-(d-(4-(4- T E M5 1 2L e -2 ) 2Rk )-3- G R k) - 2- S-S - WA
FEHIE AW =R O IR L

31) (S)-3-(4-(4- 5k I HEME Me-2-FE ) SR I )-3- ST )-2- B - 5-MEp 2 T
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W -2- i = i LI AR
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Ly S L e Wl g o
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FR I e - 2 -

37) (R)-3-(4-(4-(4-F F= S TEA I BE i M -2- 6 ) 2R 3 )- 3- JR o 36 )-5-([1,2,3]
M- 1) R M -2- R = R O RR £

38) (R)-3-(4-(2-(2-H ZE DU M- 5-FE) ML E )-5-9)3,5- AT )-5-F4 FH L NE
Mt -2 -

39) (R)-3-(4-(2-(2-F 2-[1,3,4]8 —M-5-FE)ME e )-5-3)-3,5- i K IE)-5-
$ H L e -2 -

40) (R)-3-(4-(2-(2-H 3E P M- 5-FE )N BE )-5-25 )-3- i 48 2L )-5-(N,N- — F 3
S R M- 2 -l

41)(S)-3-(4-(2-(2- TH FE VU Mp-5-FE L BE )-5-28)-3- A Sk )-5-(N- FT L L 1
JE WM g2l

42) (R)-3-(4-(2-(2- H L PUME-S-FEYLEIE )-5-2)-3- A TR )-5-(L- P = B 30
TP IRt -2- i = 9 £ PR 1

43) (R)-3-(4-(2-(2-Eﬁ%uﬂWJé-s-;Eg)nttﬂﬁ-s-éjg)-_%-fﬁtﬁ%)ﬁ-@éﬁﬁﬁ@%%ﬁ)
N IR o -2 - ) 6 1

44) (R)-3-(4-(2-(2-FFIE PUME-S- L)AL IE -5 - Tk )-3- FU A I )-5-(L- N &L L)
LR Ao -2 - ] Eh IR 5

45) (R)-3-(4-(2-(2- F I PUME-5-FENHE g -5- 35 )-3- ok 6 )-5- B I LR A

uiﬁu/%}:“* 2- @Hil\@&ii\

46) (R)-3-(4-(2-(2- F V0 M-S -HE )L IE )-5-35)-3- JiA 3 )-5-(L- Ml 2 B0
LR M- 2- I — 5 LR AL

47) (R)-3-(4-(2-(2- 1 3 JU M- 5-FE )L BE )-5- 85 )-3-F AR Ik )-5-(L- il 2 1L 40
H S Mt - 2 ] 6 P
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49) (R)-3-(4-(2-(2- P 2 P Me-5-FE L I )-5-356)-3- T A B )-5-(B-TH & L&)
H SRR Ik e -2- I = ] LR £

50) (R)-3-(4-(2-(2-F 5 U Mk -5-FE )AL B )-5- 55 )-3- AR 46 )- 5-(B- N & L)
F R e -2 - R TR 26

51) (R)-3-(4-(2-(2- 1 HE-[1,3,4]-58 — Mp-S-FEYIEIE )-5- 4 )-3- AR 2 )-5-(L-
L) T SERE M -2- i = R LR £

52) (R)-3-(4-(2-(2- W HE-[1,3,4]-W8 — M-S FEYE I )-5-5)-3- AR Ik )-5-(L-
R L) TR M- 2- i Eh R AL

53) (R)-3-(4-(2-(2- VP FE-[1,3,4]-H8 — -5 F )AL e )-5- 3 )-3- SR A A )-5-(L-
SR I AR R MR - 2- R = S LR A

54) (R)-3-(4-(2-(2-H FE-[1,3,4] W = M8-5-J )L W )-5- 2 )-3- T A 45 )-5-(L-
S ) T SR Me e 2- i SR TR A

55) (R)-3-(4-(2-(2- FHE-[1,3,4]- 18— 45 YME BT )-5- 26 )-3- A K6 )-5-(L-
it PR 40 PR R -2 - T = 9 TR A

56) (R)-3-(4-(2-(2-F JE-[1,3,4] 8 — Mp-5-FE)MENE )-5-2E)-3- G A4 ik )-5-(L-
T I A ) F MR PR - 2 - FR PR A

57) (R)-3-(4-(2-(2- TAE-[1,3,4]- W8 M-S -H)RHEWE )-5-2)-3- 5 4 5)-5-(B-
TR T A T R e - 2- Bl = R L IR A

58) (R)-3-(4-(2-(2- I FE-[1,3,4]WE — WS- FE)RILIE )-5-2k )-3- Jp 45 ik )-5-(B-
PRI AR FERE M -2 - I HE IR A

50) (R)-[3-(d-(2-(2- FF 5 VU 1453 b 1 -5 36 )- 3 AR I )- 2- 8- S- MR ik P
JEVBERR — 0,

60) (R)-[3-(4-(2-(2- F1JE-[1,3,4]-WE M-S BE -5- 2 )-3- SR 56)-2-
-5 SE ] FHIEBEER 4N,

61) (R)-3-(4-(2-(1- P A 0 -5 YA I - - 36 )-3- SRR I )-5- 14 IR IE M A



200480037612. 2 BOM B Ok B HE8/10M
-2-,

62) (R)-3-(4-(2-(1-FF 2 Y M- S-FE Ytk i - 52 )-3- 5 A 256 )- 5-F Bk SIS T
FENEMELE-2- 1 = S O R A

63) (R)-3-(4-(2-(1-F 2 Y M- 5-FE Rt g - 5- 25 )-3- R 2 )-5- B 2k LRl R
FEUE MR -2- T BRI 56

64) (R)-3-(4-(2-(1- 1 35 Y -5 ) EE Iz -5 - 26 )-3- TR i )-5-(L- A A L3R
H IR e -2 -] = R L PR

65) (R)-3-(4-(2-(1- P 35 Y Me-5-F )L e -5- 355 )-3- Jo A 26 )-5-(L- I B )
FH L@ DA -2- i o PR A

66) (R)-3-(4-(2-(1-FF 2= DY Mg-5-JE )M i -5 - J5 )-3- FL A Ik )-5-(L- 4l B 3e)
PR MR e -2 - = i TR A

67) (R)-3-(4-(2-(1- 4k PU -5 HE YL I -5 - FE5 )-3- G 56 )-5-(L- G 2 B L)

LRI -2- ] AR PR 1K

68) (R)-3-(4-(2-(1- 3 IO Me-5- YL 3 -5 - I8 )-3- SR AR 6 )-5-(B- 1A 2 B L)
HH RN M A - 2 - = R SRR B

69) (R)-3-(4-(2-(1- I JE JU Me-5-FE )M -5 - 3 )-3- S AR 3 )-5-(B- 1N L)
HH MR I -2 - ] S PR Ak

70) (R)-[3-(4-(2-(1-F 2 Y -5 - )M e - S - J6)-3- il AR 9k )-2- - 5- M e B
IR R 8,

71) (R)-3-(4-(2-(1- F JiE DY -5 -3 it -5- 3 )-3- G K 6 )-5-([ 1,2,3])-— M- 1
Sy FH SN0

72) B[(R)-[3-(4-(2-(2- HIJE DY M- S b g - 5-Ji )-3- S A 5k )-2- 8- 5- W o
JE] HBE WRIR R

73) B[(R)-[3-(4-(2-(1- HIFE Y M-S -5 YL e -5 -3 )-3 - S AR 22k )-2- - S- Mo
) L B I T
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WLLEETER. LK. AR, KR, 550, . THER. B,
BRI . 4-HRHR. =M. I MHER. B IR (embonic acid). %
2. REAEKRE.

HRAE A &% B B e B AT AL I RIE A B FE N &Y, BNIRI4E
R 1 prik.

1)(8)-3-(4-(2-(2-4-4- H & B FF HE LG e - 1- )L RE -5-38)-3- R 4 )-2-
SH-5-Mp R T L 2 fe = W L TR AR

2) (S)-3-(4-(2-(4- T & R4 3E-1,2,3- = M- 1-FE)ILEWE - 5-3)-3- S 4 5 )-2-
AH-5- ML 3 2 = T TR R

3) (S)-3-(4-(2-(5- H & Wt EP%ﬁﬂdé-&f@)uttﬂi-s%)a-ﬁ%ﬁ%)-z-ﬁ-s-
Mg 5 H3E 2 W = R IR L

4) (R)-3-(4-(2-(2- F1 KL DU -5 JE YL g -5~ 56 )-3- AR )-5-([1,2,4] = 1A~ 1-
) IR e e -2-

5)(S)-3-(4-(2-(2-48-3- T U BEAR 1 3 Lt ot - 1 - L E - 5- 3 )-3- J AN 2k )-2-
A -5 - I B T 2k Il = R S TR

6) (S)-3-(4-(2-(5-H Bk S T 3 -[1,2,4] W8 - Me-3- K6 )AL I -5- 5 )-3- S 2
J)-2-4-5- M e 3 F L RN = SR &L

7) (S)-3-(4-(2-(5- H B ML 4 PP 2 -4, 5- A0 Me-3- 3 )il g -5-2)-3-
J)-2-4-5-Medre 3 S BRI = LR AL

8) (R)-3-(4-(2-(2- FF B DY W53 ) IEL e - 5- 6 )-3- AR 3 )-5-([1,2,3] = -2~
Ji ) S o -2 il

) (R)-3-(4-(2-(2- TF HE DY I -5-JE )M I - 5- 05 )-3- A AR 4 )-5-([1,2,3] = -1 -
B F Ik -2l

10) (R)-3-(d-(2-(2- FF 56 DU -5 0 - 5- 56 )-3- FR ARk )- 5 - P SR A o
-2-d,

11) (S)-3-(4-(4-(4,5- — FIFEMEME 25y ZEHE)-3-J AR I )-2- 460 -5- Mg B

il

15
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B OB,

12) (R)-3-(4-(2-(2- F 35 DG me- 5 -yt g - 5- 368 )-3- G 2R 256 ) - 5- 1 U e 480 P 2
WEE b2 - = SR LR 26

13) (R)-3-(4-(2-(2- H' 3% -[1,3,4] W& M -5- 8 ) Mt € -5- 2 )-3- L K
H6)-5-([1,2,3] = M- 1 -2 ) H L MR MR 4e-2- ),

14) (R)-3-(4-(2-([1,2,4) = M- 1-FE)MHEHE-5-25)-3- S A )-5-([1,2,3] = M- 1-
) A S M- 2 -

15) (S)-3-(4-(2-(4,5- — P LM -2-FE )M g - S- 3 )-3- 3B AR I )-2- B8 - 5- IR e 2
IH 3 2, B

16) (R)-3-(4-(2-(2- F1HE-[1,3, 4108 w5 FE ML g -5- 56 )-3- T A )-5-F2
JLRE M- 2 -l

17) (R)-3-(4-(2~([1,2,4] = M- 1-HE) ML E - 536 )-3- FL A 4k )-5- 1 FH AL DG e
-2-fifi,

18) (R)-3-(4-(2-(2-FH 5 DY M- 5-JE I I - S -5 )-3- JoU A I )-5- it T 2R IR A
-2,

19) (S)-3-(4-(2-(Wk M- 1-FE )M I - 5- 36 )-3- UK S )- 5 - P R e -2 £
IR &

20) (R)-3-(4-(2-(2- FV Ik U WAk -5 YL i -5- i )-3- 5 9 )- 5-(L- A1 2 B L)
B LM M -2 - — 9 SR AR

21) (R)-3-(4-(4-(4,5- - FRHEME-2-F) I )-3- iUAIE )-5- F L BRI A7 -2-

=
=1

22) (R)-3-(4-(2-[1,2,3] = M- 1-FE)RHE 0 - S-356)-3- S AL ) - 5- T U AU FH R
P -2- W — S LR A

23 )(R)-3-(4-(4-(4,5-— I BEMp-2-F) 2 FE)-3- SR T )-5- H I AL PP A e
Fe-2-Ff =5 LR

24) (R)-3-(4-(2-([1,2,3]= M- 1-3E) LG -5-56)-3- AR 2)- 5- % TR R A

i
I

16
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-2-d,
25) (S)-3-(4-(2-([1,2,3]-=Me-2-FE)MHL g - 5-3%)-3- Gl R Ik )-2- - 5-Mb e i R
OB,
26) (S)-3-(4-(4-(4(S)-F3 HH It-4,5- G Me-2-FE) I E)-3- R AR 2 )-2- - 5-
e 5k F I S
27) (R)-3-(4-(2-(2-FF 3E-[1,3,4]08 —Mp-5-J5 )L iE -5-366)-3- S AR 38 -5-H &
P A F SR e -2 - T — 9 TR 6
28) (S)-3-(4-(4-(4-F4 F Ikl k-2 JE) IR I )-3 - F AR I )-2-5-5- R g A FH O
LW,
29) (R)-3-(4-(2-([1,2,3] = Mpe-2-FE)E Bt - 5-F)-3- ol A< FE )-5- 8 H IR e e
-2-fifd,
30) (S)-3-(4-(4-(4- B E BE AR PP FE e M- 2- ) 2R - 3- G 2R O )-2- 58 -5- M JE
SR E AW =R LR,
31D (S)-3-(4-(4-F & P I e M2 ) R L )-3- G R 3 )-2- B~ 5- A g A T O
e
32) (R)-3-(4-(4-(4-50 1 FEMEME-2- ) I )-3-Fl R I8 )-5-Fo HUERE M b -2-

=

I

33) (R)-3-(4-(2-(2- FF FE JU M-S -FEYLE BT )-5-F)-3- i R 5 )- 5 - H 4 H BE I s
f5-2-1

34) (R)-3-(4-(4-(4-7 FJE I MR -2 3 ) 2R B ) 3- G R 0k )-5- H 2 W L FH AL
Pt -2- 1 — S LR £

35) (R)-3-(4-(2-[1,2,3] = Me-2-FE )t - 5-98)-3-Fi A 2 )-5- H 2 kA TS
Wi -2- I = R B

36) (R)-3-(4-(4-(4-F% H FE MM -2 JE) I )-3 -G R 3 )-5-([1,2,3 ] = ME-1-4E)
FH S I o -2- ],

37) (R)-3-(4-(4-(4-"FIE 2R A H DRI -2 B ) 2R 0 )-3- FUAR 6 )-5-([1,2,3]

17
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=M1 -3 PRI RE M -2 -l = LR

38) (R)-3-(4-(2-(2- F L Y -5 -FE) Mk )-5-25)3,5- — AR 5)-5-72 F LS
Mk -2-

39) (R)-3-(4-(2-(2-F HE-[1,3,4]08 — -5 )Mk RE )-5-35)-3,5- R IL)-5-
4 R SERE M- 2 -,

40) (R)-3-(4-(2-(2- FF 3 [0 M- 5-F Y IEE I )-5- 255 )-3- i R 2 )-5-(N,N- — FHL
L LR et -2 -1

41)(S)-3-(4-(2-(2- F VY Me-S-FE YN IE )-5-3)-3- T AT )- 5-(N- L 2 2
FoE M E-2- i,

42) (R)-3-(4-(2-(2- H HE VY M- 5-FE ALk I )-5-3%)-3- AR 3E)-5-(L- A Z L L)
P PR M- 2 -] = 3 LR A

43) (R)-3-(4-(2-(2-FF I DU -5 JE )AL e -5 )-3- Fg AR 3 )-5-(L- A I L)
tﬁﬁuﬁﬁ%ﬁ_z@[ﬁjil\@&ih

44) (R)-3-(4-(2-(2- 1 U Mg -5 L e -5 - 56 )-3- S A K )-5-(L- N 2 BE )
FE R A e - 2 - 1) 6 P A

45) (R)-3-(4-(2-(2- 15 DU -5 -FE YR B - 5-5)-3- FAR I )-5- 4 Ak S T
HENTMe b2 - SRR 46

46) (R)-3-(d-(2-(2- T 3= VO e-5 -3 ML I )-S5 -3 )-3- SR KA )-5-(L- il 2 L)
F R I -2- I = 50 £ PR £

A7) (R)-3-(4-(2-(2- HI HE DU -5 FE LR )-S5 - )-3- AR 22 )- 5-(L- Ml 2 460
FH PR e -2 -] 6 PR £

48) (R)-3-(4-(2-(2- T JE-[1,3,4]058 - Mp-5-FE )L IE )-5- 2L )-3- S A5 F) -5 -
A T SR M -2 - I ER IR AL

49) (R)-3-(A-(2-(2- I = U M- 5- 5 YU e )-S- 5 )-3- AR 3 )-5-(B- TN 2l L)
PRSP e e -2 -l = 3 LR B

50D (R)-3-(4-(2-(2- FF 3 VU -5 3 LI )-5- 3 )-3- AR 5 )-5-(B- I ZU L)

18
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P LR IR -2 - ) R R 26

510 (R)-3-(4-(2-(2- F 5[ 1,3,4]-8 M- 5-FE )L IE )-5- 25 )-3- R R 36 )-5-(L-
R BEA) T AL Mt -2- T = SR LR 26,

52) (R)-3-(4-(2-(2-F3E-[1,3,4]-M8 — M- 5-FE )L I )-5-355)-3- R A FE )-5-(L-
TR SR L) FR S ko - 2- T B TR 26

53) (R)-3-(4-(2-(2- H 3-[1,3,4]-M — M- S- L)L BE )-5- 3 )-3- U R 3 )-5-(LL-
L IR ) TR SR M- 2- i = L IR A

54) (R)-3-(4-(2-(2- 1 3E-[1,3,4] 08 — Mp-5-FE)RHERE )-5-F8)-3- IR I )-5-(L-
£ 2 I A0 FH R M- 2 - Tl ER R 56

55) (R)-3-(4-(2-(2- W 3E-[1,3,4]-ME - S-FE YL BE )-5-FE)-3- JoU AR T )-5-(L-
G 2 ) R 2 e e - 2 - — R PR

56) (R)-3-(4-(2-(2-F JE-[1,3,4] W8 — M-5-FE )L e )-5-38)-3- A8 2 )-5-(L-
Al 2 I 40) Y R bk - 2 - P 6 TR

57) (R)-3-(4-(2-(2- F 3E-[1,3,4)-W8 M- S-SRI E )-5- 48 )-3- T A 4K )-5-(B-
A E IR Y AL -2 - B — 8L L R

58) (R)-3-(4-(2-(2- FF JE-[ 1,3, 4] = M-S FE ) IE E )-5-F% )-3- oL 45 35 )-5-( -
TR BRI ) T P o - 2 -] R T A

59) (R)-[3-(4-(2-(2- B P M-S - )R I - 535 )- 3 - T AR I )-2- %6 - 5- M ik
BB 8,

60) (R)-[3-(4-(2-(2- 1 FE-[1,3,4]-M M- 5-FEYILEBE -5-FE )-3- 2R 5 )-2- 5
-S-IEE ST R BERR 0,

61) (R)-3~(4-(2-(1-H JE DY Me-S-FEHE e - 5555 )-3- LA Ik )- 52 FH BL MR M e
-2-fif,

62) (R)-3-(4-(2-(1-H LY M- 5-F )M IE -5 -3 )-3- il A 2K )-5- 2
JEmEMe -2 - Wi = 3 LR &R

63) (R)-3-(4-(2-(1-FFE PUME-5-FE )N e -5 -5 )-3- 5 2R 3 )-5-F I LBk T

LA

il
pus
pl
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JLENE k-2 B R 26

64) (R)-3-(4-(2-(1-F 36 DY e -5-FE Yt e -5- 255 )-3- F AR 25 )-S-(L- N A B 50)
FA SR -2 - = SR LR 36 »

65) (R)-3-(4-(2-(1- F 3 P Me-5-FE )AL g -5- 25 )-3- R A 3k )-5-(L- A = B4R
PR e b2 - R TR £

66) (R)-3-(4-(2-(1-FFFE PO M -5-FE ) HE I -5 -3 )-3- F 28 4k )-5-(L-S = B 30
F R b2 - = 36 LR AR

67) (R)-3-(4-(2-(1- P 325 Y A2 -5 25 YL e -5 - 255 )-3- i A i )-5-(L- 2 2 T L)
FREIER e -2 - ER TR 56

68) (R)-3-(4-(2-(1-FH Jk DY 14 -5- B YL i -5- 556 )-3- G A6 )-5-(B- N A BE AL
PP R I b2 -] = ] £ 1R 46

69) (R)-3-(4-(2-(1-F1 3 U -5 JE L i -5 56)-3- FU R 5 )-5-(B- N A B L)
FY RN e e -2 - 6 1R 56

70) (R)-[3-(4-(2-(1-FF 6 U Me-5-FE YL B -5~ )-3- SRR AL )-2-4- 5- P Be A |
FHRE R 0

71 (R)-3-(4-(2-(1 - FH 3 DU -5 -6 YL WE - 5-F)-3- T A 22 )-5-([ ] 2,3]-= M- 1-
I HEREIGE -2- B

72) BA-[(R)-[3-(4-(2-(2- 15k DU M4 5 YR -5 356 )-3- A 4) - 2- - 5- W A
He) PR R IS

73) BL[(R)-[3-(4-(2-(1- 15 DY -5 FE Y e - S -3 )-3- R AR )-2- 451
] I WP T o

20
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<R M 1>
Ry o] Ry [e) )
‘ Yo ! Yo  (Z:SnpEzSnH i Oy\o
N\)\/OH Y N\/K,OH W Z38n N\)\/OH
Ri f Rl A

A3

A BOC & &M, H'
4
\
Pd AL SR
Rs 'Ry O>\\
— Q
\X Y, O N\/\/ Rz
R4 2

ERMNA 1, 2 RBIRTECN 1-4 B%idt, X. Riv R’ Ry Ry A1
Ry iz 1 PPTE S, Y R p &,

MRAEAR I, BEMeE M A= D )4 7 2B F e 38 B U
BEMEE AT A (1D 2RdE BER T, BT (ID CGEER 1D

JHHES KedE Cstannyl) BURETAEY) (MDD MK &R (Y), LUBERATE
Y (V) CGUIE2)

HRTEY) (V) 5 iR SE e SR AT AR RN, DUB IR
MERE IF B A B BT A (V) (PR 3D BLA

A (V) SRAERPEMNESER RN, RES5RKN, miltkhks
CRA LR B T30 1 e it dh, BUEEATAEY) (V) S BERRTE RN,
RIEL IR, WILERIT N T AR CEE 4.,

TEAER 1, W IEREME A AT A (1D A] LI 5 AT 155
i, %5 AR RS R SRR AR IR 2 AL, IR & 5
TR0 K H I ERAESRAR A E T R, BT ATAEY) (1D« IZSRAER A nT LA
LI SRELENTT, PRI PT IR R AT DUELRE 1E T AR A T AR, BT AR
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&, EREIE T4, thoh, HITEELTIR B N 4)-T8 CEEM A AT it
17

ST 1 EARZRFIEBREFIRATAEY D KZRE ERERT
SR T R IR T BRI, R R AL AT Ol AR FE N A &AL
(ICD) B =9 SR £ LA I AR S

LB 2 RESMARMBARTMEGTAEY (D 5% 8
(hexamethylditin) B{= T %41 (wributyltin hydride) &Y, LUERATE
M) (IV), s -t = P bkl = T IR pe A AR ARG T LA
QAE AN CE2RBS 8 (D, VU (2R A (00 . i IR 2 72
Fh 1, 4- R IR RO . DOSIRIR . 1-FROE-2-nE R S, TR
£ 90-150°C 144 FREAT

S 3 R ATEY (V) 5 2EIEEUEE IR BAT 2RI AL G ) SO gk
ﬁ,um%%mm%%(woEw%3$mmmwﬁwwmu5y%z$m
UL FAR R . 2508 3 PRIV AN — W ARG . 1 RR-2-mE M e 55
VELRE 29 100-120°C F AT .

B4 MIAERTAY (V) 5P U T RS A IR
WA 4= W SE LD (R (K EOR R R N HEAT, rHI B R A RIS AT A
W (D, EEBATUOFRNER. 2ECR. MER. FRaml. wEk.
BINE . PN, AR, WEAVERE R 120
Bt AR R, B INETEY (V) SRR RN /R T
Py 5 N RAETTRES Y

WY (V) RIERBRIREAY S BRI =R OB RN, U]
PEM %FNM@A%¢VHﬁH@%%%%,@Mﬁ%ﬂﬁ%ﬁl%%
W IRAT AR . PRSI SRR I BIRT A (V) R R
@ﬁﬁEEﬁTﬁ%%2¢ﬁuLﬁﬁﬁo

T DA ot 0 Ry B Ry EAE R th 2RO T RIRITVA BT
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AR 1 ATEYIRIEE . FEZITIE AR YR A (S)-3-(4- = Ak
B-3- IR E)-2-F-5- M B FR L WG, T VATE WO 0194342 HigEAT T it

Besh, ATAEYIO)KIBRRES £ 8 thnl OB K s . S80S Az
BRI, LB, Z4EYREH AT (V)RR =
F LR BB = LB RE P . N ABEEE S (phosphorus oxy chloride) I
SR T HRELT 12 NI HIA . BEERAS S S v LLE R DL S RS R AT A
(V)5 TN R K A Camidite) ATAEWITE R N RO AL SO f F 44
SY)s RGBSR RT A SRR IR bk, A TR IR T A
Fral et bR U7 ok B R AT A A R R R < A

P25, AR WAL T AT BT 1 REME N T AR ] TR
RINGAED

%5 1 (VB R AT A Bk T L T AR R e
%545 5K ¥ (methicillin-resistant Staphylococcus aureus, MRSA) LA /7 ity 8 5
I BK % (vancomycin resiatant Enterococci, VRE)FEL AT i AZE A IR
BYAE AR P BT AR R BT S

WE— 2B, AR B AT AL T DL R xR o 22 I B LR R A K R
(Staphylococi)~ Bk (Enterococci) FEEKE (Streptococi), PRI
PN AR (Bacteroides) AR E & (Clostridia) UL A BRI W45 4%
43 (Mycobacterium tuberculosis)« 4332 B (Mycobacterium avium) 1L
N (9 N RN A TR AR I A ) ORS PE

FLA A J25 1R A R 4T ) 5 B S T R 1 s I T VR A A 74 71
WIRTAR 28 . SN BT VR 2459 L R T T R 25 0 (A0 5 4 oA SIS 1)
PE. RIARZEMIR R T 28 IS, WEMIERTE 10 Zrl/=TT
A4 10D, RIARZTE /K SR PR AR e, JF ek oty - £V e R 5
RIS 2 AL O T A &, MR R R v B R ) A )
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AR HIH A Y] AR HE 2 b — B BLAT KL T 8 M b W AT A P T R
H LT o

ZTRHNGHHAEY, BO—M 1 LAY E D —Fhehinr i
ZHAERE . AYTEZES T UEREEI K, EEAK. W KER
(Ringer’s solution). ZEFER/KGZ VAW HIEHEREIR . 22 2P MRSV
Hil, W55 WIEH P RE, AW LLEE B HIRIER, sl
ZZih . HVS A C(soil cleaner) &5, Al SMRM. ifER (diaintegrant).
RHTEYER] KGR AL KR SRS, TERGES A
FCHE UKL 055 LIS LT S AR B B 4H 20, HI57a 114 A Remington’s
Pharmaceutical Science(F#TH%) (Mack Publishing Company, Easton PA %5) fff
YA pAREiHIE

AR AR LD IR EUGE A G2y, BAnERk. KR BN SR
B, AR & AT LABE RIS B a0, 425773, BT ssia sy i
FERREARFEE M LR W TT M K IR & 3 S AR R T AR e . AR ]
A e TN U TS0 AR T2 10-25 =50 ik 13-20 =30 H &4
AARGE Dt , FRASR I R T DLSRAB I R R 45 A SN Bid Hile gy
W R LIRS 2 o

fE BN, M ER AT A A ST AR (LDsy) W AT 1
/TR, PR BOZAT YRR E N .

A 2 BT A o AT A 0 S s ot ) e B A A AR R . Il R
1IN D)5 TR BB B R I Y 15 1 BT A 25 ) P AT = KR T

BE 2B, AR IR A ET LA b B o TR G a0 A 4 R T
[ S R TA RS SR 1], D AEUIR AR 42 288 R P RN TR AR L TR BRI 2 ) G 45 4% 70
SCE S oy SCRTE N BN IR AR BT T

L, OReE AT i ZREME e BT A M A S R T AR R

=
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FLARSE 7 50
m G OUE TR R, MARREARE, EAERARHEK
FAPREE RIS OL S, AT DAXT A R ARt B M 3R

Hoss % oM o#o1 . N-FE W OH O OB O 3- BRI
(N-carbobenzyloxy-3-fluoroaniline) i |45

B 100 30 3-SR RNGHE T 1 FHUZERRIE (THE) 1, Jf 150 70 (1.8 JE
JR) BKIREM (NaHCO3) MIAFRZEWE T, WP 0°Cla, ¥ 154 ZJF N-
S5 A TS (carbobenzyloxy chioride, CbzCl) 2218 H0 NI P HEAT S bV
FEBEFEAE TR R IR G FE OC R ReBER N 2 AN, ZJ5H 0.5 THZR &
BEASHUS AR R, 2805, HHUZH KRS, HIEKRmIREE (MgSO» T
BRI S IRAE, TR IE Qb iR, 1R300 AR R 132 sekRdifl
G, WE 85%.

25 S 22 (R)-3-(3-FASE )-2- 3 5- M A Y 1)l
W 132 TE Bl A 1 AR N2 -3 - UOR AL T 1.3 THIU A
R, IR EIRA IR -78°C, #4370 = TFIE T 284 (1.6 BRI, ECib)
AR PRI BT, AREHHE 10 2080 K 84 Z2ITR)-(-)- T
A5 KCH RIS 2 N 2 ROV IR A, AR R EE T HERE 2 /D, SRR FE
R N RN 24 /NI RSERUS, RTINS, JFEER T
11 0.5 F+ IR Ol . B /KBRS S TR A NUZ, JF IR ek 1
M. BLESURYE. B PTER VAT 100 =T 28 LEsh IR IE ek, 19
B A AR, 1ZAGRALEY 80 FIAREL G, WE 70% .
'H NMR(DMSO-dg) 8 7.85(t,1H), 7.58(dd,1H), 7.23(dd,1H), 4.69(m,1H),
4.02 (t,1H), 3.80(dd, 1 H), 3.60(br dd,2H).
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HI& IR 3. (R)-3-(4-TUR-3- TR I )-2- 4 5- M e 2 17T B2 Y ol

K 30 TOHISSTHERT 2 HITFRI(R)-3-(3- AR E)-2-5-5-Mee Bk R T
300 ZFF 2T, H¥ 46 =R LR (CF,COOAg) 43 Toiiien
ANBEW, AR T 1 RE, SERPIAK, HHZRZEEZE,
Sy B ARG HLUE F S K PR B R BK o S8 5 5k B i U8 . A8 W4 T T 1%
TG 5] 44 ARG, R 94%.

'H NMR(DMSO-d¢) & 7.77(41H), 7.56(dd,1H), 7.20(dd,1H), 5.20(m,1H),

4.70 (m,1H), 4.07(t,1H), 3.80(m,1H), 3.67(m,2H), 3.56(m,3H)

4 SEH] 42 (R)-3-(4-= T TR HE-3- 3L )-2- 40 5- MR I3 TP I 1) 71 4
W 50 T34 S 3 HITEIRI(R)-3-(4-BEAR-3- TR 38 )- 24 -5 - e it T
VT 660 ZFF 1 4k, R 52 55T 3 48 ((BusSn)) M 9.3 TE
2 MMAZERR, BiEE 2 /N . ORI IR IR 2R Ceelite) 1L
VeI RS, TR B YE A Rk, 152 45 TAREAL Y.
'H NMR(DMSO-dg) 8 7.74(m,3H), 5.20(t,1H), 4.71(m,1H), 4.08(t,1H),

3.82(dd,1H), 3.68(m,1H), 3.52(m,1H), 1.48(m, 6H), 1.24(m, GH), 1.06(m,GH),
0.83(1,9H)

%R S 2-FUIE-S-TRALIE 1

B 100 7 2,5-IRALEEE T 1 T SRR D, AR MR 32 S
AL HAAT 17.8 TEEGAN IR, FEREESN 150°C MR HER: 7 /N AT
R, AHEEERG, REBESWPIIMAK, HHOR AR FHEH
EOKVEEIEBK . M B AR GE, 133 54 AR A, WOR 70%6.

'H NMR(CDCLy) & 8.76(s,1H), 7.98(dd,1H), 7.58(dd,1H)

44 S HE] 62 2-(VY ME-5-HE)-S- VRN BE 1 ) £
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¥ 10 T SE RG] S IR 2-FUIE-S-IREIEVE T 100 Z T AL HIER
B, TEEIE T 5.33 FLBEALEIAN 4.4 To &AM B R, BIRTEER
JEH 110°C FHERE 3 N EHT RN . RNIBEYTIAK, RIEH LI LR
UL, 4B ETS A HLE ok ptik. Bk, B2 EE, ks3] 10.5
AR EY), W 85%.

HA ST T2 2-(1- PR FE DU ME-5-3)-5-VRILERE AT 2-(2- I DY M- 5-3K)-5-
IRNEEIE F 1) 2%

¥ 10.5 ST SERER) 6 HIFFH 2-(MUME-5-J8)-5-IRIEIE A T 100 =271 —
L R, RS 6.5 SEASALIINNBIERD, JFE 0°C R Hs 9.3 SOl
BRI I B . WIS IR N R 6 /N, SRJEIAUK, IR
B Z B3, ARG TS A IR ISk Dese . K. ik, SUOSIRAIHE
(Rl 425 4 70 2-(1-F LY PR-5-38)-5- RN RE R S 3E 2-(2- TR ALY ME-5-
3 )-5-VRMERE .

1) 2-(1-H L DY wg-5-38)-5- IR AL e

IH NMR(CDCly) & 8.77(t,1H), 8.23(dd, 1H), 8.04(dd,1H), 4.46(s,3H)

2) 2-(2-FHFE VY -5 J)-5- UL I

I NMR(CDCl) & 8.80(t,1H), 8.13(dd,1H), 7.98(dd,1H), 4.42(s,3H)

s A ST 8: 2-(2-FE-[1,3,4]-TE M-S -KE)-S- R R H 1 9%

¥ 8.6 VI S 6 AR 2-(PUME-5-FE)-5- IR BEVE T 130 22T LR
B, ARJEH 15 ST IR, R 3 AN EET R VRS
I B8 ZBHHAT R, 2 BT LR . RE KRR B R BEERA P
BAAHET . T S, 8 7.3 bR, WOR 80%%.

I NMR(CDCL) & 7.99(t,1H), 7.40(dd,1H), 7.27(dd,1H), 1.83(s,3H)
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& LR 9: 2-([1,2,3]=Me-1-3)-5-IRMLBE RN 2([1,2,3]=Me-2-2E)-5-1R
bt BE 1) 361

¥ 20 ¢ 2,5- IRALIEVE T 200 Tt 1- P IE-2-IE g Bl o K 35 TOBKER
BN ERE R 100C FHERE 10 /M. REGREWTIMAZKR L
Mg, FIKFERKBEGBTEAIE . KA IETER. SIRmE ks, LIRS
6 7, 2-([1,2,3] = Me-1-FE)-5-JRMLBEFN 4 7 2([1,2,3] = Me-2-3&)-5-JRALIE o

1) 2-([1,2,3] = M-1-3%)-5-yRHLbE

'HNMR(CDCl;) & 8.53(dd,2H), 8.10(d,1H), 8.03(dd,1H), 7.82(s,1H)

2) 2([1,2,3]=Me-2-35)-5- 1Rk

'"H NMR(CDCl;) & 8.60(t,1H), 7.97(s,2H), 7.87(s,2H)

SEHE] 1: (R)-3-(4-(2-(2- TP FE DU M- 538 )bk i -5- 3 )-3- T R 6 )-5- 8 Y O
BEMEE-2-J (fb S 10D I

¥ 37 TE(R)-3-(4-= 1 B FE-3- T AR FE)-2- 58 - S- M e TR 17 150 = T
-2 e B R . TERIE ¥ 19.7 58 2-(2-FBEPYME-5-JE)-5- R IE |
10.44 FEALABRAN 2.9 70 SRR (Z2REH B (D IMAERCR, AR5 4E 120
CREERE 4 DI B AKIMAR BRS YT, SRIE R QR OIREEI. 3 St
MG LR B ARG . K. 98, BRGE g AR O g alite, 15408 3¢
PG, WO 26% .

'H NMR(DMSO-d¢) & 8.90(s,1H), 8.18(m,2H), 7.70(m,2H), 7.49(dd,1H),

5.25(t,1H), 4.74(m,1H), 4.46(s,3H), 4.14(t,1H), 3.88(dd,1H), 3.68(m,1H), 3.58
(m,1H)

ST 20 (R)-3-(4-(2-(2- FF 35 [1,3,4] W M -5 J ) L IE -5- 8 )-3- B 26
H)-5-FL I SEMEM LT 2- T (fb 54 16) fil&
F AT 5249 1 B9 714 6.6 TT (MUK 30%) ARt e, A
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(2, 8 14.3 70 2-(2-FF5E-[1,3,4]08 Z Me-5-J5)-5-IRAERE B 2-(2- T ALY
M-S - JE )-S- IR MEIE A A AR IR DKL o

'"H NMR(DMSO-d¢) & 8.93(s,1H), 8.21(s,2H), 7.71(m,2H), 7.50(dd,1H),
5.25(t,1H), 4.74(m,1H), 4.14(t,1H), 3.89(dd,1H), 3.68(m,1H), 3.59(m,1H), 2.64

(s,3H)

S 3: (R)-3-(4-(2-([1,2,4] = M- 1-FE) b g -5- 2% )-3-F A HE ) - 5- 34 FH AL R
ke d-2-f] (LAY 17) BRI

KRR 5 Sehefe) 1 AR 1R R T4 150 2 OBCR 48%) ddl k&4, A
R, [ 200 2270 2-([1,2,4]=Me-1-38)-S-VRMEREAE 2-(2-FH PO ME-5-
3)-S-IRNEE 1 Ay AR o

SEF] 41 (R)-3-(4-(4-(4,5- T HEME-2-J8) I )-3- JRUA B )- 5- 8 TH AL
Fe-2-W (& 21 il
R 5 S 1 MR 25 Bk 4% 780 27 (MR 76%) ARdb &4, A
AL, A 1 5T 4-(4,5- ~HIEEME-2- )R AR 2-(2- TR U -5 0)- 5%
ML 1 Ay AR AR
'H NMR(DMSO-dg) & 7.96(s,1H), 7.94(s,1H), 7.63(m,4H), 7.44(dd,1H),
5.23(t,1H), 4.72(m,1H), 4.12(t,1H), 3.87(dd,1H), 3.68(m,1H), 3.56(m,1H), 2.32

(s,3H), 2.10(s,3H)

S 50 (R)-3-(4-(2-([1,2,3] = M- 1-FE ML Iz -5 5)-3- i AR 3k ) -5 - T LR
eloe-2- (A9 24) IR

MR S sif 1 AR P ERIA 1.2 FohREE ), ANRRE, A 2
BT 2o([1,2,3] = Me-1-38)-S UL IE AR HE 2-(2- FH 35 DU -5 - 56 )-S- IR L E A6 Dy ki
Ykt
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'H NMR(DMSO-d) & 8.88(s,1H), 8.76(s,1H), 8.28(d,1H), 8.21(d,1H),
8.01 (s,1H), 7.70(m2H), 7.51(dd,1H), 5.26(t,1H), 4.75(m,1H), 4.14(t,1H), 3.90

(dd,1H), 3.68(m,1H), 3.58(m,1H)

S 6: (R)-3-(4-(2-([1,2,3]= Me-2-FL) ML e -5- ) -3-FRL 2R 2 )-5- 2 T LI
Meke-2-FF (A9 29) B
FAR 5 seiafs) 1 AR S B 0.7 sahrBb a4, ARIFE, /1
50 2-([1,2,3]= Me-2-F5)-5- R ML A 0B 2-(2-F 8 Y M-S -3 )-5- IR ML IE A1 4 S 4R
Pkt
'H NMR(DMSO-d¢) & 8.74(s,1H), 8.25(dd,1H), 8.23(s,1H), 8.11(d,1H),
7.69(m,3H), 7.49(dd,1H), 5.24(t1H), 4.75(m,1H), 4.14(1,1H), 3.89(dd,1H),

3.68(m, 1H), 3.59(m,1H)

ST 7+ (R)-3-(4-(4-(4- 80T FEIEME-2-F) IR I )-3-FUA IR )-5-F28 HT ZETE e

Fi-2-f () 32) %
M35 S 1 A A5 BRI 4% 520 ZETERREBAL A, AR,
10 (A-(4=50 I R0 - 5)- 5T RAR T 2-(2- H DY M- 5- 05 )- 5- R 4 e
L
I NMR(DMSO-dg) & 8.04(s,1H), 8.00(s,1H), 7.65(m,5H), 7.47(dd,1H),
5.24(t,1H), 4.74(m,1H), 4.23(s2H), 4.13(t,1H), 3.88(dd,1H), 3.68(m,1H), 3.59

(m,1H)

S2HE 81 (R)-3-(4-(2-(2- DY Me-5-FE)mHE e )5-56)-3,5- FaR3k)-5-F4

FEMEMe b -2-l (AL 38) WUl
W45 et 1 A E RS BRI SAREN AT, AR, [EHR)-3-(4-
=T R R34 AR )-2- - 5- M B A (R)-3-(4- = T R 3 -3- TR
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FH)-2- 5 -5- M BE IR DR ek

'"H NMR(DMSO-dg) & 8.81(s,1H), 8.25(d,1H), 8.10(d,1H), 7.54(d,2H),
525 (t,1H), 4.77(m,1H), 4.47(s,3H), 4.13(t,1H), 3.89(dd,1H), 3.68(m,1H), 3.57
(m,1H)

SHAH 9: (R)-3-(4-(2-(2- F 3E-[1,3,4]58 — Mp-S-FLRE )-5-28)-3,4- ZF K
)50 FREE ML -2- 1 (AW 390 UG
A (R)-3-(4- = T 3645353 ,4- U IE)-2- 4 5- M e I FR B 2-(2-
FJE-[1,3,4] W8 M-5-38)-S-RILIE AF R AL d B BRI S5 S B 1 AR 22
B 25 AR AL S )
'H NMR(DMSO-ds) 8 8.83(s,1H), 8.25(d,1H), 8.15(d,1H), 7.55(d,2H),
525 (t,1H), 4.77(m,1H), 4.13(t1H), 3.89(dd,1H), 3.68(m,1H), 3.59(m,1H), 2.63

(s,3H)

SR 10: (R)-3-(4-(2-(2- I DY Me-5-3E) AL g -5-56)-3- FUR R )-5- 1T i
A R I -l = SR TR R (bm W 12) (il

Bt 4 FI(R)-3-(4-(2-(2- FRIEPY -5 FEY LR -5-3)-3- K Ik )-5-F P FE I e
a2 i =R (A 10 % T 25 2T LB . 2RI FR 3.34
W3- IR OIEE TG, 236 7 BOC-ZIE LA 0.2 50 4- - FREE SR
BEMABOETR, REBEE 10 NI RBTEAYITIANK, R OB OB
FEEL, S ESFTEIIENURRIE KU Bk, 8. BRIl A
PRA L BUORIRYE S TR VB RAE 70 = SRR, A 30 ZT =K
2, RS FREE 2 NN, BB LB LR LU T H ARG 1S 2
4.47 AL AW, BUOR 76%.
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'"H NMR(DMSO-dg) & 8.92(s,1H), 8.19(s,3H), 8.17¢m,2H), 7.77(t,18),
7.69 (dd,1H), 7.49(dd,1H), 5.00(m,1H), 4.46(m,2H), 4.47(s,3H), 4.24(t,1H), 3.92

(dd,1H), 3.90(s,2H)

SRR 115 (R)-3-(4-(2-(2- FF 56 0 M- 5 - L) I -5- 355 )-3- LR 36 )-5-(L- 40152
B4 FH ZEE e -2 - — R LR 3h (AL B 20) HIHI &
K ZEALT- 5t 10 PRk i 776 FH BOC-8 2 FR 1T AN 2 BOC-25E &
18 1) 25 br AL 50 o
'H NMR(DMSO-dg) & 8.92(s,1H), 8.40(s3H), 8.21(m,2H), 7.76(t,1H),
7.65 (dd,1H), 7.48(dd,1H), 5.05(m,1H), 4.63(dd,1H), 4.47(s,3H), 4.43(dd,1H), 4.28
(t,1H), 4.01(d,1H), 3.93(dd, 1H), 2.14(m,1H), 0.98(d,3H), 0.95(d,3H)

S 120 (R)-3-(4-(2-[1,2,3] = ME-1-FE )ik e -5-J5)-3-F R L )-5- 1 2 Mt
TR ETEMEE 2 - =R IR (B 220 HIHle
KSR T- S itiy] 10 BTk i) JriE R AL & 1) 24 I8 bR 59
'H NMR(DMSO-dg) & 8.87(s,1H), 8.76(s,1H), 8.33(s,3H), 8.29(d,1H), 8.00

s

(s,1H), 7.77(t,1F), 7.76(t,1H), 7.67(dd,1H), 7.47(dd,1H), 5.02(m,1H), 4.49 (m,2H),

4.23(t,1H), 3.93(m,3H)

SRR 13: (R)-3-(4-(4-(4,5- F 3 Me-2- )R IE)-3 - J0UR 4K )-5- H 2 AR
IR M- 2- T = SR AR (&1 23) Blas
KL S2 M) 10 Frid (7 RS 21 Sl st &4,
'H NMR(DMSO-d¢) 8 831(s,3H), 7.97(d,2H), 7.64(m,4H), 7.45(dd,1H),

5.01(m,1H), 4.47(m,2H), 4.25(t,1H), 3.94(dd,1H), 3.90(s,2H)

SIOMEM 14: (R)-3-(4-(2-FHE-[1,3,4]08 — -5-FE)m mie -5-58)-3- R I -5-
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TR M -2-f =M R & (e 270 K%
KT sLHER] 10 Frid 7 ER A 16 HIEARENEY) .
'H NMR(DMSO-dg) & 8.96(s,1H), 8.31(s,3H), 8.22(s,2H), 7.76(t,1H), 7.66
(dd,1H), 7.50(dd, 1H), 5.04(m,1H), 4.50(m,2H), 4.25(t,1H), 3.94(dd, 1H), 3.91 (s,2H),

2.63(s,3H)

il
pl

TR 150 (R)-3-(4-(4-(4-750 FP HEME M- 23 2RI )-3- A IR )-5- H & Bt
ISR -2 =G 2 Eh (W) 340 BTl
KRBT SE ] 10 BTk 7 2R AGE ) 32 Bl bndB &)
'H NMR(DMSO-dg) & 8.25(s,3H), 8.03(d,2H), 7.68(m,5H), 7.44(dd,1H),

5.01(m,11), 4.48(m,2H), 4.25(m,3H), 3.92(m,3H)

s

ST 16: (R)-3-(4-(2-[1,2,3]= Me-2- 38 i - 525 )-3- S AR I )- 5- H & 8t
A PR R e -2- I — S SR B (LB 35) WUl
ST BT St 10 Bk i iR A A1 29 Sl bn b &4 .
'H NMR(DMSO-dg) & 8.78(s,1H), 8.23(m,2H), 8.22(s,3H), 8.20(s,1H),
8.12 (d,1H), 7.75(t,1H), 7.67(dd,1H), 7.48(dd,1H), 5.01(m,1H), 4.49(m,2H), 4.24

(t,1H), 3.92(dd, 1H), 3.89(s,2H)

SEHEB] 17: (S)-3-(4-(2-(2-5-4- H E AR ML be- 1-F5 )t e -5-2)-3-
R )2 S 5- M BE R OB = LR (a1 IS

1. &—

N BTV
1.8 Ti(S)-3-(4-= FILA St -3 SR 3 )-2- B -S- Mtk O TG
T 14 2T PR R . R TR 1.03 50 2-(2-F-4-F0 I
Ji-1-30)-5- ML IE . 0.55 STAALERAN 0.15 30 S A BHA (1D AR
1, SRIGTE 110°C FHitkE 2 AN, B R IR A T SR L ER AR

i

A
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HKVESE, Mo SR ENUZEUK . TuE. ARG A AR,
AR 410 ZT(S)-3-(4-(2-(2-F-4-F5 F EENE e Joe - 1- 55 )R g -5-2)-3- A
)25 5- MR F 3K 2R, IRER 21%.

2. FE

¥ 50 ZT B 1 PHIBEMLAYE T 23 2F - HEFEI Y A ER
T 35 =R 13- M O IR . 25 250 BOC-EAE LR 2.1 2T 4-
ORGSR NE A VETRCE, SRS HEEE 10 AN, BKIIA R NR AR OF
48 C B, I KVLIR IS, B B A UZ MK, iduE. HATK
i F ROl B IR TR TR BT 2 =T AU, A 1 =T

SR, SRISTEEUL PR 2 AN, TSR A] LB R LR O BRILE
AR, K 140 iR

'H NMR(DMSO-dg) & 8.60(s,1H), 8.40(d,1H), 8.28(s,3H), 8.25(m,1H),
8.08 (dd,1H), 7.63(m,2H), 7.42(dd,1H), 4,76(m,1H), 4.27(s,2H), 4.16(q,2H), 3.837

(s,2H), 3.80(m,2H), 3.42(m,2H), 2.62(m,1H), 2.11(m,1H), 1.83(s,3H)

S 18: (S)-3-(4-(2-(4- R A P AE-[1,2,3] = Me-1-JE )t I -5-5)-3-
IR )-2- - S-S TP 3E A BE G S RO 8L (e 2) ol
WUE 5 Se e 17 ARE D B s Bk &4, AR, A 2-(4-12
P 1,2,3] = M- 1-5E)S- TR I AR 2-(2-5-4- 2 BRI it Joc- 1-9)-5- e I
ARy R/
'H NMR(DMSO-dg) & 8.96(s,1H), 8.89(s,1H), 8.22(m,6H), 7.74(t,1H),
7.68 (dd,1H), 7.48(dd,1H), 5.42(s,2H), 4.78(m,1H), 4.19(t,1H), 3.91(s,2H), 3.79

(dd,1H), 3.43(m,2H), 1.83(s,3H)

SR 19 (S)-3-(4-(2-(5-H B 4 Y 4L -3 2 ) P -5- 3 )-3- JB R
J)-2- 5 -5- Mk BE R BRI M 2R EE (kB8 3) 1Ml
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R S5 s 17 AR 00 Bk AL &4, AR, R 2-(5-#2

FH 2 T k)-SR RE AR RS 2-(2-5A0-4-F2 R FE It I e - 1-28)-5-VR ML E 1 W &2 4R )
ko

'H NMR(DMSO-dg) & 8.89(s,1H), 8.26(s,3H), 8.12(m,2H), 7.72(t,1H),

7.64 (dd,1H), 7.48(dd,1H), 7.21(s,1H), 5.49(s,2H), 4.77(m,1H), 4.17(t,1H), 3.98

(s,2H), 3.79(m, 1H), 3.43(m,2H), 1.83(s,3H)

SR 20 (S)-3-(4-(2-(2-5A-3- H U BEAUnIL M ot~ 1 - P E - 5-3)-3- JL A
32 -S- MRS L 2B R O EE (B 5) I

MR 5 se i) 17 AR BEISAR B G, AR, H 2-2-#A
3 FANHE M - 1- 30 )- S - A 25 2-(2- 48 -4-F2 H R L - 100 )-SR ML AF Ay
YR /bR

'H NMR(DMSO-dg) & 8.60(s,1H), 8.33(d,1H), 8.28(s,3H), 8.25(m,1H),

8.05 (d,1H), 7.63(m,2H), 7.42(dd,1H), 5.78(t,1H), 4.78(m,1H), 4.16(q,2H), 3.98
(s,251), 3.85(m, 1H), 3.78(m,1H), 3.43(m,2H), 2.62(m, 1H), 2.12(m, 1H), 1.83 (s,3H)

S 21+ (S)-3-(4-(2-(5- H R BEA I FE-[1,2,4]%8 —p-3- )L -5-4)-3-
R IE)-2- -5 M I L G SR LR (a6 (Ml
WAR 5 Seii] 17 ARIR 0 B s hn ik 54, ARIIE, A 2-(5-52
PR [1,2,4]08 -3 5)-5- SRR DE AR RE 2-(2-F-4-J2 AR Mg -1 -3 )-S - TR
e 1 Sy AR
'H NMR(DMSO-dg) & 8.95(s,1H), 8.32(s,3H), 8.21(m,3H), 7.75(1,11D),
7.65 (dd,1H), 7.47(d,1H) 5.67(s,1H), 4.78(m,1H), 4.18(t,1H), 4.05(s,2H), 3.80

(m,1H), 3.43(m,2H), 1.83(s,3H)

S WG] 22 (S)-3-(4-(2-(5- H &AL P 9E-4,5- 515 -3 F) L g -5-35)-3-
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AT 2--5-Me EH R B =R AR S (&Y 7D Ml %
YRS o) 17 AR P BREI SRS S, ARBE, I/ 2-6-#
FH 4, 5- A0 S Me-1-35)-5- 1R AL BE AU 2-(2-4-4-F2 FR JRIE g - 1-3)-S- R
WELE AR
'H NMR(DMSO-d¢) & 8.81(s,1H), 8.27(t,1H), 8.24(s,3H), 8.05(m,2H),
7.69 (m,2H), 7.44(d,1H) 5.04(m,1H), 4.76(m,1H), 4.41(dd,1H), 4.32(m,1H), 4.17
(t,1H), 3.86(s,2H), 3.77(m, 1H), 3.60(m,1H), 3.44(m,2H), 1.83(s,3H)

ST 23 (S)-3-(4-(4-(4- B LA PR e M- 230 SR ) 3- LR JE)-2-
SR S ZBE R SR 2R (A 300 1l
HRHR 5 S 17 AR B AR G A, AR, A 4-(4-32
PR35 )- SRR 2-(2-%0-4- 5 P ERHE W o - 1 -3 )-S- R I 1 AR 4
Wkl
'H NMR(DMSO-d¢) & 8.25(s,3H), 8.00(d,2H), 7.85(s,1H), 7.69(m,4H),
7.44 (dd,1H), 5.63(s,2H), 4.76(m,1H), 4.16(t,1H), 3.93(s,2H), 3.79(dd,1H), 3.43

(m,2H), 1.83(s,3H)

S2iG] 24: (R)-3-(4-(2-(2- F = Y - S-FE L IE - 5-F5%)-3- 45 2% )-5-([1,2,4]
=M ) SR 2T (LB 4D RIS

I

Bt 1 70 (R)-3-(4-(2-(2- T Y -5 FE LG -5 35)-3- U AR I )- St T TR A
J2-WH (LA 100 B T 14 =T 5P k. 5 TR 0.46 T0 P REER
0.75 ZT¢ = MM R I FEA FIRE R HEdE 30 40bhe HIACHI 8 /KTEVR
BNIRAY), MBI AHUZBIK. IRk, ISR 1 5
(R)-3-(4~(2-(2- 5 DU M- 5 Y M 2 - 5- 6 )- 3-8 5 )-5- YR IO &0 PP R R A
2, WU 82% .
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2. FH I

K — RN EDET 15 2 _FERERKS . £=E % 300
=5 1,2,4- =M 100 ZRENE (60%) AT, 8Pk 2 K. M2
MR CERRER R DR A, ARG KRR KIS S BB IEHLZ .. BEIUE
Wik I EREL ARG . I AT O R AL R AE BRI B Y, IR1S 400 =
AL SR, R 43%

'H NMR(DMSO-dg) & 8.91(s,1H), 8.57(s,1H), 8.19(m,2H), 7.74(t,1H),

7.58 (dd,1H), 7.42(dd,1H), 5.13(m,1H), 4.64(m,2H), 4.46(s,3H), 4.28(t,1H), 3.99
(dd,1H)

SEHE) 25 (R)-3-(4-(2-(2- FH I Y M-S FE )R g -5 -3 )-3- G 4K 5k )-5-(]1,2,3]
S-S BEIE M 2- [ (LA 8) FI(R)-3-(4-(2-(2- I BE DY Mk -5 - FE )Nk i
S5-FE)-3- AR HL)-5-([1,2,3] = M- 1-58) 1 FERE M e-2-1] (L5490 Bl

WS St 24 MR ERSHISHEY) 8 MULAY 9, ARBIZMA
1,2,3- =M A 1,2,4- =0, SR E RS AE R S0

(fho 8) 'H NMR(DMSO-dg) & 8.90(s,1H), 8.19(m,2H), 7.82(s,2H),
7.71 (t,1H), 7.59(dd,1H) 7.41(dd,1H), 5.22(m,1H), 4.86(m,2H), 4.46(s,3H), 4.30
(t,1H), 3.98(dd,1H)

(ALE49) 'H NMR(DMSO-dg) & 8.90(s,1H), 8.18(m,3H), 7.75(s,1H),
772 (4,1H), 7.59(dd,1H) 7.42(dd,1H), 5.22(m,1H), 4.86(m,2H), 4.46(s,3H), 4.30

(t,1H), 3.98(dd, 1H)

SR 260 (R)-3-(4-(2-(2-H1 3 -[1,3,4] M8 - I-5- L ) I - 5- 3 )-3- i 2
H)-5-([1,2,3]=Me-1-55) F FEnEpe e -2- /] (AL&4 13) BUHl

AT 55 S 24 ARV 0028 SR A AR UL &, ARIERIIA 1,2,3- =M
A FHALA ) 16 1B RS IG YR .
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'"H NMR(DMSO-dg) & 8.92(s,1H), 8.20(s,2H), 8.17(s,1H), 7.75(s,1H), 7.73
(t,1H), 7.61(dd,1H) 7.43(dd,1H), 5.18(m,1H), 4.85(m,2H), 4.29(t,1H), 3.96 (dd,1H),
2.62(s,3H)

SR 27: (R)-3-(4-(2-([1,2,4] = Me-1-JE)REL g -5-366)-3- AR 3E)-5-([ 1,2,3]
1R FERE M- (LA 14) Il
TRAE 5 52t 24 AHIF R0 BB AR AL 59), ANFEBEIA 1,2,3- =1
AU A& 17 1 L tb bl
'"H NMR(DMSO-dg) & 9.40(s,1H), 8.70(s,1H), 8.32(s,2H), 8.25(d,1H), 8.17
(s,1H), 7.96(d,1H), 7.75(s,1H), 7.71(t,1H), 7.60(dd,1H) 7.42(dd,1H), 5.18 (m,1H),
4.86(m,2H), 4.29(t,1H), 3.96(dd, 1 H)

ST 28 (R)-3-(4-(2-(2- FFE DY ME-5-JE )AL IE - 5- 55 )-3- SR A TE)-5- ol TP 2k
TEME-2-1 (A 18) [l
B 100 ZI LA 10 BT S = ZSUPLeh . R 43 = =i O
5367 (diethylaminosulfurtrifloride, DAST) F1 0.078 2t — LHIMAF R T,
SRIGHERE 24 /NN WKRARTG, IR R VIR S YR, SRR &
W) 75 Zhh, WO 75%.
'H NMR(DMSO-dg) & 8.91(s,1H), 8.19(m,2H), 7.74(t,1H), 7.66(dd,1H)

7.49 (dd,1H), 5.06(m, 11), 4.89(m,2H), 4.46(s,3H), 4.23(t,1H), 3.95(dd,1H)

SEAT] 29 (S)-3-(4-(2-(WK M- 1-JE )L IE -5-56)-3- TR Ik )-5- 2 T AR M e
2-MERRE (EY 19 KHl%

B 2.5 TI(S)-3-(4-(2-(WK MR- 1-FE ML mE -5 -3E)-3- FR AR I )- 2-B-5 - e e ik 1 3
ZEEE T 3.4 = THZBER 30.6 ZZFFENE o 7R E I BB 2.36 SeRE AR
VR IR S 100°C FHEEE 10 . B S L8 LBR#H, FIK
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KV BFTRENR . BVUZBK. SIIF R RAE . WAITEH
5% B )T A (LR K SR AR T DU SR VAR, R AERERE 10 47
Bho e LR RNHIGHEAELS SR, B2 1 a8 E?.

SEHE 30: (S)-3-(4~(4-(4,5- L ME-2-J5 ) I )-3- R A I )-2- 41-5- Mo
P LW (a1 1l

WSS 1 AR KRG EAREE Y], ARIE, A 4-(4,5-
23 ) SRR (S)-3-(4- = R B e -3 SRR ) 2- - 5- e
ISk Z A R an et

'H NMR(DMSO-d¢) & 8.24(m,1H), 7.96(m,2H), 7.62(m,4H), 7.45(dd,1H),

478 (m,JH), 4.16(t,1H), 3.79(dd,1H), 3.41(m,2H), 2.32(s,3H), 2.10(s,3H), 1.83
(s,3H)

SR 310 (S)-3-(4-(2-(4,5- — FHFE -2 F) e -5- 0k )-3- AR AE)-2-FL-5-
e R W . (B 150 IS
YRS SR 1 AR S IR AR A S, RS, TN 4-(4,5-
R DA ) SR A (S)-3-(4- = W S e AR -3- JRUAR I )- 2- B 5- M b
I LR A A IR YL
lf NMR(DMSO-dg) & 8.81(s,1H), 8.24(1,1H), 8.07(m,2H), 7.77(t,1H), 7.62

£

(dd,1H), 7.45(dd,1H), 4.78(m, 1H), 4.18(t,1H), 3.79(dd, 1H), 3.42(m,2H), 2.35 (s,3H),

2.12(s,3H), 1.84(s,3H)

SR 32: (S)-3-(4-(2-([1,2,3]- = MB-2-FE)nb i - 5- 46 )-3- AR Bk )-2- -5
M B W BRI (B 250 1O

$5 RS St 1 KRR 825 BB AL B, AR, TN 2-([1,2,3]-
- 3-SR IE AL T (S)-3-(4- = R e Bk -3 - AR 3 )-2- S 5-Me e S
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W3 L BERG R A an el
'H NMR(DMSO-dg) 8 8.74(s,1H), 8.24(m,2H), 8.19(s,2H), 8.11(d,1H),

7.72 (t,1H), 7.64(dd,1H), 7.45(dd,1H), 4.79(m,1H), 4.18(t,1H), 3.79(dd,1H), 3.43

(m,2H), 1.84(s,3H)

SR 331 (S)-3-(4-(4-(4(S)-J2 HIHE-4,5- — A Me-2-F6) B 3K )-3- A 5)-2-
SE-5-MRE AR PR IR S BENE (LS 260 I
Fe S e 1 AR EP RGeS, ARSI 4-(4(S)-
FEW I -4,5- A ME-2-35)- IR ZE U HI(S)-3-(4- = M1 I8 i AL -3- F AR 2 )-2- 7
-S- WA PR 2R A R e e
'H NMR(DMSO-ds) & 8.23(t,1H), 7.91(d,2H), 7.62(m,4H), 7.42(dd,1H),
4.82(t1H), 4.78(m,1H), 4.41(t,1H), 4.28(m2H), 4.16(t,1H), 3.79(dd,1H), 3.61

(m,1H), 3.48(m, 1H), 3.43(m,2H), 1.84(s,3H)

SR 34 (S)-3-(A-(4-F Ik IR M- 2 5 ) 2 R )- 3 A )0 B - 5- Mk e
JERE Ol (a3 Kl
12 B ) 1 AR R ) SR &AL A, AR, TN 4-(4-T 2
HH 3R 1 e -2 - Y DR 2R R0 T (S)-3-(4- = H R B e I -3- TR 6 )-2- B - 5- Mk Je 2
B3 SR A AR aa ko
'H NMR(DMSO-dg) & 8.25(t,1H), 8.00(d,2H), 7.67(m,4H), 7.44(dd,1H),
479 (m,1H), 4.23(s,2H), 4.14(t,1H), 3.79(dd,1H), 3.43(m,2H), 1.83(s,3H)

SE) 350 (R)-3-(4-(4~(4-F2 FF ZE MR MR- 2-FE) 28 )-3- oA 56)-5-([1,2,3] =
M- - ) FR L -2 - (LA 360 B

5 W S St 1A R P BRI S AR AL S, AR, A 4-(4-F2
FEWE MR -2 -5 ) TN Y (R)-3-(4- = W 3B b 25 -3- SR 4 R )-5-[1,2,3]- = -1~
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BE-MEM L -2- WA AR A RS GR R

'H NMR(DMSO-ds) & 8.16(s,1H), 8.00(d,2H), 7.75(s,1H), 7.64(dd,2H),
7.62 (t,1H), 7.52(dd,1H), 7.48(s,1H), 7.36(dd,1H), 5.40(t,1H), 5.18(m,1H), 4.85
(d,2H), 4.62(d,2H), 4.28(1,1H), 3.95(dd,1H)

SHEG) 36: (R)-3-(4-(4-(4-E 3 £ W 48 FF 36 I e 2- ) R 36 )-3- R K
3)-5-([1,2,3] = Mp-1-J8) MR M2 Jf = R AR E: (&9 37) k4%

RS S 1 AR ERE S EELEY, AR Z,
(R)-3-(4-(4-(4-F2 F JE 8 M- 2- ) R AR )-3- 2R 56 )-5-([1,2,3] = M- 1- 3 ) LS
el -2- WV ARk o

'H NMR(DMSO-dg) & 8.29(s,3H), 8.17(s,1H), 8.00(d,2H), 7.85(s,1H), 7.75

(s,1H), 7.69(dd,2H), 7.67(t,1H), 7.55(dd,1H), 7.43(dd,1H), 5.36(s,2H), 5.19 (m,1H),
4.86(d,2H), 4.28(t,1H), 4.28(t,1H)

S 37 ¢ (R)-3-(4-(2-(2- 1 35 DY M- 5L I )-5-38)-3- Gl AR ik ) - 5- FH AL Y
FEREMELE-2-/ (G 33) HHl#
¥ 400 Z2TE SRR 24 5 DA IRI(R)-3-(4-(2-(2- FH AL DY k- 5- SRt
I )-5-3)-3- S A I )-S- T I 4 P R e -2- B T 10 2 TH IS P 7 580
T 90 Z 5T HEEAIIMANE IR, HEERTHEE 1 K. LR OBARE
W, KA ER KBRS A B TR A NLZ . BHUEBIK. g, A2kt d
TR HEAl, 154 200 ZTAREN A, WK 58%
' NMR(CDCL) & 8.90(s,1H), 8.29(d,1H), 8.04(d,1H), 7.61(dd,1H), 7.58
(t,1H), 7.38(dd, 1H), 4.80(m,1H), 4.45(s,3H), 4.08(t,1H), 3.96(dd,1H), 3.67 (m,2H),

3.43(s,3H)

SRR 38: (R)-3-(4-(2-(2- FH L DU ME-5-FE ML IE )-5-FE)-3- K 2k )-5-(N,N-

45



200480037612. 2 o P E35/561m

IR WM k- 2- (AL B 40) Il

K 100 =50 E LM 24 56 A HIAR B (R)-3-(4-(2-(2- P 2k U M- 5-F )it
I )-5-9)-3- IR 3K )-5- PRI 40 FR SR M bt - 2- s T 5 =TT TR AR WG
b, R FR 30 ZI CH BRI T, IFTE 60°C TR,
30 /N R JE R LR L ERAEHUR ﬁﬁ7k$u%£7kﬁa¥%ﬁj\%ﬁmﬁﬁﬁif)1/§a v
A iR aE e Bk . uE. AREANUE TR E Y, B3] 70 =
vebREAL ), R 76% .

'H NMR(DMSO-ds) 5 8.91(s,1H), 8.19(m,2H), 7.76(t,1H), 7.65(dd,1H),

7.49(dd,1H), 4.98(m,1H), 4.63(s,3H), 4.27(m3H), 3.94(dd,1H), 2.79(s,3H),

2.74(s,3H)

S2HEW 391 (S)-3-(4-(2-(2- FHE DO ME-5-JE) ML IE )-5-35)-3- R 5k )-5-N- F A
IR VB 2-F (LAY 41) B

K 200 EETE SIS 24 H U HIEHI(R)-3-(4-(2-(2- TR DY M-Sl
W )-5- 3 )-3- G ik )- 5 PRI AL P JEME MRt 2- VA T 7 2T — L LG
. 7E2E R 100 22T R R R R AN 240 R TE AR YT I ET . JFTE 80
C R 30 AN . ARG ZTR LBREBCA L, TR AN SR KR oy B
PR ATHLZ A A RE Al K 8. BLAIRA IR B s 15k
Y, 155 80 ZIhRAALEY), WK 45%

'H NMR(DMSO-dg) & 8.91(s,1H), 8.18(m,2H), 7.73(t,1H), 7.66(dd,1H),

7.47 (dd,1H), 7.17(m, 1H), 4.94(m,1H), 4.46(s,3H), 4.25(m,3H), 3.85(dd,1H), 2.49

(d,3H)

SEEB] 40: (R)-3-(4-(2-(2- 13 DY M-S 3 itk e )-5-55)-3- R &) -5-(L-
A FIEE M -2 = IR LR ES. (B 42) Il
SRS et 10 A0 E F 0 BRI R AL A, AR, 8 BOC-L-
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NABRRE BOC-EH L.

'H NMR(DMSO-d¢) & 8.91(s,1H), 8.42(s,3H), 8.20(m,2H), 7.75(t,1H), 7.67
(dd,1H), 7.48(dd,1H), 5.05(m,1H), 4.61(dd,1H), 4.46(s,3H), 4.41(dd,1H), 4.26
(t,1H), 4.18(m,1H), 3.96(dd,1H), 1.36(d,3H)

M) 41 (R)-3-(4-(2-(2- L DY M- 5 - JEYIHNE -5-5E)-3- R 35 )-5-(L- 4
W20 FH R RE M e -2 - I AR R R (A B4 43) fhil#%

WS 1 IR 500 2 Aha ) 20 WK, E I ARER S Hh K
W HIEET pH H N 5, H AR OEZEBUKE, ARG HERBRIEMI 4
Bk AR I I B HLZ T, Bt B D7 VE IS RO SR S T, 15
£ 200 ZWAREL A, WFE 46%.

'H NMR(DMSO-dg) & 8.92(s,1H), 8.54(bs,3H), 8.20(m,2H), 7.76(t,1H),
7.65 (dd,1H), 7.49(dd,1H), 5.04(m,1H), 4.58(dd,1H), 4.46(s,3H), 4.41(dd, 1H), 4.26

(t,1H), 3.95(m,2H), 2.17(m,1H), 0.97(d,3H), 0.94(d,3H)

SR 42: (R)-3-(4-(2-(2- FHEE VY M-S -FE I BT -5-35)-3- R I )-5-(L-TA 24
P40 THZERE M- 2- £ R 5k (fb &) 44> Tl
KHE L) 41 FRFE RSB &Y, AReE, A EY
42.
' NMR(DMSO-ds) & 8.92(s,1H), 8.52(bs,3H), 8.20(m,2H), 7.75(t,1H),
7.66 (dd,1H), 7.49(dd,1H), 5.05(m,1H), 4.60(dd,1H), 4.46(s,3H), 4.41(dd,1H), 4.26
(t,1H), 4.18(m, 1H), 4.00(dd,1H), 1.37(d,3H)

ST 43 (R)-3-(4-(2-(2- 1 FE PU M-SR RE e -5-38)-3- T R 3 )-5- 2 3L 4
TS FP SEE M e 2- I SRR 2 (AL G W) 45) (%
KAzl 41 ME SR &EEEY, AR, HILEY
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12,

'"H NMR(DMSO-dg) 5 8.91(s,1H), 8.48(bs,3H), 8.18(m,2H), 7.75(t,1H),
7.65(dd,1H), 7.49(dd,1H), 5.03(m,1H), 4.48(m2H), 4.46(s,3H), 4.24(t,1H),
3.99(dd, 1H), 3.86(m,2H)

KA 44: (S)-3-(4-(4-(4-F2 FIFEWEME-2-FE) R L -5 3-SR 2K 3 )-2-4- 5-
ek FH 2 eI (b9 28) Bil#%

RS 1 ARRN P SRR AR LS, ARIE, fH(S)-3-(4-
S B3R SR )-2- S-S M b ESE HIE SR A A I AR RLRN 4-(4-F2
B LIS 2- Y- YR

'H NMR(DMSO-dg) 8 8.24(1,1H), 7.98(d,2H), 7.65(m,2H), 7.59(m,2H),
7.43 (s,1H), 7.41(dd,1H), 5.40(t,1H), 4.79(m,1H), 4.63(d,2H), 4.16(t,1H), 3.79
(dd,1H), 3.43(m,2H), 1.84(s,3H)

SRR 450 (R)-3-(4-(2-(2- FH 3 PU M- 5-FE Y IEL BE )- 5355 )-3- S AR 3 )- S-(L-Jif
SRS PEEM 2l S LR E (LAY 46) T
K5 5t 10 AH R (00 R b 54, AR E, 4 BOC-L-
PR 1M A 2 BOC-& it 41K -
'H NMR(DMSO-dg) 8 9.25(bs,2H), 8.91(s,1H), 8.20(m,2H), 7.76(t,1H),
7.65(dd,1H), 7.48(dd,1H), 5.05(m,1H), 4.57(dd,1H), 4.45(s,3H), 4.41(dd,1H),
4.26(t,1H), 3.96(dd,1H), 3.23(m,2H), 2.21(m,1H), 1.92(m,3H)

S 46: (R)-3-(4-(2-(2- FF FE DU M-S - BRI )-5 -3 )-3- AR 36 )- S-(L- i
TS P L E M- 2-H SRR S (B 47) il

KAEHEG 41 MR DB SIREASY), SRS, SRS
46.
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'H NMR(DMSO-ds) & 9.11(bs,2H), 8.91(s,1H), 8.20(m,2H), 7.76(t,1H),
7.65(dd,1H), 7.49(dd,1H), 5.05(m,1H), 4.55(dd,1H), 4.46(s3H), 4.41(dd,1H),

4.25(t,1H), 4.01(dd, 1H), 3.36(m,2H), 2.07(m,1H), 1.89(m,3H)

SEHEH 47 (R)-3-(4-(2-(2- 1 3E-[1,3,4] 08 M- 5-FE) AL WE )-5-28)-3- S A
3)-5-E I 2 BEE P A M 2T R R EE (LB 48) MK
K S seit] 41 AR BE SRS &Y, RRNE, HEEY)
27,
'H NMR(DMSO-dg) & 8.92(s,1H), 8.48(s,3H), 8.21(s,2H), 7.76(,1H), 7.66
(4d,1H), 7.48(dd,1H), 5.04(m,1H), 4.47(m,2H), 4.23(t,1H), 3.94(m,1H), 3.84 (d,2H),

2.62(s,3H)

SEHE 48: (R)-3-(d-(2-(2- T HEPU M- 5 YL IR )-5-3 )-3- S AR 3E)-5-(B- TN
) TR M 2T = R CTR h (LA 49) 1Al
ST 59k 10 AR A B bR AL G, AFIE, A BOC-B-
NEE AR BOC-Z 2 LK -
'H NMR(DMSO-dg) & 8.91(s,1H), 8.20(m,2H), 7.75(t,1H), 7.73(bs,3H),
7.68(dd,1H), 7.48(dd,1H), 5.02(m,1H), 4.46(s3H), 4.36(m,2H), 4.26(t1H),

3.93(dd, 110), 3.02(m,2H), 2.70(t,2H)
SR 49: (R)-3~(4-(2-(2- TP HE VY Wk-5-FE)HEIE )-5-38)-3- AR I )-5-(B- N

S ) PR s I -2 SRR . (AL 50) il
RIS SEHEE 41 AR RS EESAREAL A, AFIE, SR EY)
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'H NMR(DMSO-dg) & 8.91(s,1H), 8.22(m,2H), 8.11(bs,3H), 7.76(t,1H),
7.65 (dd,1H), 7.48(dd,1H), 5.02(m,1H), 4.46(s,3H), 4.36(m,2H), 4.23(t,1H), 3.95
(m, 1H), 3.00(m,2H), 2.74(t,2H)

SEHEG] 50 (R)-3-(4-(2-(2- T HE-[1,3,4]-1E 8- S-FE ML )-5-55)-3- 5 2K
3)-5-(L- A ZBEE) I IENEMepE-2-T = IR E (a9 51) Ifil%
KR 592k 10 AHFEARVESISIRELEY), AR, LS
16 A1 BOC-L-N &K -
'H NMR(DMSO-dg) & 8.93(s,1H), 8.39(bs,3H), 8.21(s,2H), 7.76(t,1H),
7.68 (dd,1H), 7.49(dd,1H), 5.04(m,1H), 4.61(dd,1H), 4.40(dd,1H), 4.28(t,1H), 4.18
(dd,1H), 3.95(dd,1H), 2.62(s,3H), 1.36(d,3H)

S S1: (R)-3-(4-(2-(2-H FE-[1,3,4]-WE M-S FE) ML IE )-5- 355 )-3- Fil R
Y- 5-(L-TA 2L IS PR M e -2 - AR TR 28 (A& 520 [kl %

RS sit] 41 AHE RSB EIEREASY, AR, R EY)
51,

'H NMR(DMSO-dg) 8 8.93(s,1H), 8.61(bs,3H), 8.21(s,2H), 7.76(t,1H),
7.65(dd,1H), 7.49(dd,1H), 5.05(m,1H), 4.58(dd,1H), 4.39(dd,1H), 4.25(t,1H),
4.12(m,1H), 4.00(dd, 1H), 2.62(s,3H), 1.36(d,3H)

SEHEG] 520 (R)-3-(4-(2-(2-FFE-[1,3,4]-W8 - M-S - )L IE )-5- T )-3- Tl R
I )-S-(L-S S ok A0 F L W e o0l =R LR #h (LA 53D Ul

R seitif) 10 A7 R RSB BIS R A, AR, S
16 A1 BOC-L-4HE % -
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'H NMR(DMSO-dg) & 8.93(s,1H), 8.40(bs,3H), 8.21(s,2H), 7.75(t,1H),
7.68(dd,1H), 7.48(dd,1H), 5.04(m,1H), 4.62(dd,1H), 4.40(dd,1H), 4.26(t,1H),
3.99(d,1H), 3.92(dd,1H), 2.62(s,3H), 2.12(m,1H), 0.97(d,3H), 0.94(d,3H)

S 53: (R)-3-(4-(2-(2- FAE-[1,3,4] 08 - - 5- 3 g )-5- 6 )-3- L 3
F)-5-(L-Ga e A FH AL RE M e - 2- R ER R . (L&) 54) 1 #%
KH 5L 41 RS RE ARSI ST, AFERZE, REY
53,
'H NMR(DMSO-ds) 8 8.93(s,1H), 8.60(bs,3H), 8.21(s,2H), 7.75(t,1H),
7.67(dd,1H), 7.49(dd,1H), 5.04(m,1H), 4.58(dd,1H), 4.42(dd,1H), 4.26(t,1H),

3.92(m, 1H), 2.62(s,3H), 2.12(m,1H), 0.97(d,3H), 0.94(d,3H)

SEHEE) 54 (R)-3-(4-(2-(2-H13E-[1,3,4]- W8 -5 -FE)IH IE )-5- 3% )-3- K
HE)-5-(L-AFE BEAE) H JERE M- 2 =S LR B (A9 55) HUthil+6
K 9] 10 AR BRI 2 AR L &), ARSI
16 F1 BOC-L-Jfi 2 1% -
'H NMR(DMSO-dg) 8 9.20(bs,2H), 8.93(s,1H), 8.21(s,2H), 7.77(t,1H),
7.66(dd,1H), 7.50(dd,1H), 5.04(m,1H), 4.59(dd,1H), 4.43(m,2H), 4.26(t,1H),
3.96(dd, 1H), 3.21(m,2H), 2.62(s,3H), 2.21(m,1H), 1.95(m,1H), 1.89(m,2H)

SR 55: (R)-3-(4-(2-(2- FH HE-[1,3,4 )88 i -S-E ) HL BT )-5- 95 )-3- i 2K
H)-5-(L- il Z 0L SE0) F FERE M pE-2- Wi SR IR 3 (WbB 9 560 Tl &
K 55z 41 AR D BHI AR S, ARE, LAY

550
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'"H NMR(DMSO-ds) & 9.18(bs,2H), 8.93(s,1H), 8.21(s,2H), 7.76(t,1H),
7.65(dd,1H), 7.49(dd,1H), 5.05(m,1H), 4.57(dd,1H), 4.43(m,2H), 4.26(t,1H),
4.00(dd,1H), 3.21(m,2H), 2.62(s,3H), 2.21(m,1H), 1.95(m, 1H), 1.89(m,2H)

SEWEG] 56: (R)-3-(4-(2-(2- FHE-[1,3,4]-WE — e 5-FE )Rk 0 )-5-2)-3- L
H)-5-(B-PURLB R PR M2 W = S LMl (LA STD (Rl
KA S 10 IR 0SB Sb A, ARKE, SHLEY
16 F1 BOC-B-N 2 -
'H NMR(DMSO-dg) & 8.92(s,1H), 8.21(s,2H), 7.88(bs,3H), 7.76(t,1H),
7.68(dd,1H), 7.49(dd,1H), 5.02(m,1H), 4.36(m,2H), 4.25(t,1H), 3.94(dd,1H),
3.03(m,2H), 2.70(t,2H), 2.62(s,3H)

SR 57 (R)-3-(4-(2-(2- TP 3E-[1,3,4] W8 - Mp-5-FE )L IE )-5-F6)-3- U A
3)-5-(B- A B BES) P IERE MR -2- SRR £ (LB 58) KU
K 55 St 41 MR RSB S R A, AREE, S
57.
'H NMR(DMSO-d¢) 8 8.92(s,1H), 8.21(s,2H), 8.08(bs,3H), 7.76(t,1H),
7.68(dd,1H), 7.49(dd,1H), 5.02(m,lH), 4.36(m2H), 4.25(,1H), 3.96(dd,1H),

3.00(m,2H), 2.71(t,2H), 2.62(s,3H)

SEA] 582 H-[(R)-[3-(4-(2~(2- T LY Me-5- B -5- 3 )-3- Tl R 3k )-2-
SRR RE I R RR R (AL 72) RI(R)-[3-(4-(2-(2- HY AL PY -5 3 it - 5-
33 IESE)-2-4-5- M 3K ) TS BRIR 0 (LB 59 ikl

1. 2

i 1 TEAL A 10 T 10 ZFHRAW R (PUEWRRE . & ki=1: D
. 7E S TR 0. 6 SCPUMERN 2.3 ST T T N JE L (di-tetrabuthyl
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diisoprophylphosphoamidite) JIAVEBH H 7L =R T HHE 1S DI RNIRE
YIAVRZE-78°C, I 0.7 TG0 28 R IT 0 H: 2 /NIy IR NVR S 090 3 2
N, RMBEDTHREZR . ¥ LB LBEMANRMIEEYT . HmBREA
B, BREREANHK PR B B TR IANUE . K. gt B
WA LR A, hItE R 0.71 TE(R)-[3-(4-(2-(2- FF A PO M -5-J b i -5-
FE)-3-FAIE)-2- 5 -5- M e BL B R B FR . (DU T 8D, ek 71%.

'H NMR(DMSO-dg) & 8.90(s,1H), 8.18(m,2H), 7.74(t,1H), 7.68 (dd,1H),

7.49(dd,1H), 4.98(m,1H), 4.46(s,3H), 4.23(t,1H), 4.18(m,1H), 4.09(m,1H), 3.89
(dd,1H), 1.39(s,9H), 1.38(s,9H)

B ok b g SRS T R B A RS Th, ARETEER T
3.4 B=FFHIEEAN (0.3 BEIR/FEHEEREWD MANEWT, HiFE 10 Do W4
RRSYIHIIR R R EmEs . 2Lk, disk ke 300 2 kR L S )
A5 59).

'H NMR(D,0) & 8.27(s,1H), 7.56(dd,2H), 7.06(m,2H), 6.90(m,1H), 4.79

(m, 1H), 4.63(s,3H), 3.90(m,4H)

2. b
W5 LA (0.7 50D T 30 A T HEE . fEEIE PG
15 SISO MANERCT HBEEE 1/ 3 RGBS 25w S0, Ik
A, TR 2R LS 5, 135 400 ST EA-[(R)-[3-(4-(2-(2-FF AL Y M
LS I -5 -3 )-3- G AR I )-2- G0 - S- M e JE | R BE B R IR (LS 720
'H NMR(DMSO-ds) & 8.92(s,1H), 8.20(m,2H), 7.74(t,1H), 7.66(dd,1H),
7.500(dd, 1H), 4.95 (m,1H), 4.46(s,3H), 4.21(t,1H), 4.05(m,2H), 3.91(dd,1H)

SR 59: (R)-[3-(4-(2-(2- T 3E-[1,3,4]-M — Mg 5-FE L g -5- 35 )-3- SR
HE)-2-5A-5- M R R LIRS B (kB9 600 1T AS
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) ZRLT st 58 B 7 AR ED) 16 Hl&IREL S5,
'H NMR(D;0) & 8.33(s,1H), 7.65(dd,2H), 7.17(m,2H), 6.90(m,1H), 4.79
(m,1H), 4.63(s,3H), 3.94(t,1H), 3.78(m,3H)

S 60: (R)-3-(4-(2-(1-FFH 3 U M- 5-FENIE BE - 5- 5 )-3- A 6 )-5- 2 M Jk
EEME-2-F (LA 160 W%
T AL T S5 1 1677 28 P 2-(1- FF 256 [0 - 5356 )- S - VR L g A1) 6 e At
WEY.
'H NMR(DMSO-dg) & 8.98(s,1H), 8.30(m,2H), 7.75(m,2H), 7.53(dd,1H),
5.25(t,1H), 4.76(m,1H), 4.44(s,3H), 4.14(t,1H), 3.89(dd,1H), 3.69(m,1H), 3.58
(m,1H)

SO 61 (R)-3-(4-(2-(1-FF JEPU M-S -FE )b IE -5 -3 )-3- A AL )-5- A &
P 4R LM M 2 - = R LR A (ML) 620 HUSHI 2
T2 T S2ite) 10 (5 2AE T 2-(1-F 6 DY -5 -5 )-S5 - VR ML IE il 26 A
A .
'H NMR(DMSO-d¢) & 8.95(s,1H), 8.20(s,3H), 8.19(m,2H), 7.80(t,1H),
7.69 (dd,1H), 7.49(dd,1H), 5.00(m,1H), 4.46(m,2H), 4.45(s,3H), 4.24(t,1H), 3.92
(dd,1H), 3.90(s,2H)

SEMA 621 (R)-3-(4-(2-(1-F1 3 DU Me-5FE YL mE -5-36)-3- K 56 )-5- 2 &
WL P L e 2 - SR R A (A 630 [l

RIS T St 43 (077 SAFH] 2-(1- PG PO a5 -5 )-S- YR e ) 26 4
WALE )
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'H NMR(DMSO-ds) & 8.95(s,1H), 8.50(bs,3H), 8.21(m,2H), 7.86(t,1H),
7.65(dd,1H), 7.49(dd,1H), 5.03(m,lH), 4.48(m2H), 4.43(s,3H), 4.24(t,1H),
3.99(dd, 1H), 3.86(m,2H)

SR 631 (R)-3-(4-(2-(1- FH 3 Y Me-S-FE)mbme -5 -3 )-3- A F)-5-(L- TN &
T AE0) T LM M e -2- I = R R 2h (I &) 64) Bl
R LTS240 (75 SAEH 2-(1-FHBE DY -5- )-SR MEBE il s A
A
'H NMR(DMSO-dg) & 8.95(s,1H), 8.43(s,3H), 8.25(m,2H), 7.77(t,1H),
7.68 (dd,1H), 7.48(dd,1H), 5.05(m,1H), 4.63(dd,1H), 4.44(s,3H), 4.42(dd,1H), 4.24

(t,1H), 4.18(m,1H), 3.98(dd,1H), 1.36(d,3H)

S 64: (R)-3-(4-(2-(1- FF 3 DY M- 5 FE Mg -5 -0 )-3- SR L )-5-(L-IN 2
k4 HE R M -2 IR R IR £ (L34 65) [Tl
R T- St 42 7 A 2-(1-F G DU M-S - )-S-IRIENE il 25 4
WA
'H NMR(DMSO-dg) & 8.95(s,1H), 8.53(bs,3H), 8.24(m,2H), 7.77(t,1H),
7.67(dd,1H), 7.49(dd,1H), 5.05(m,1H), 4.60(dd,1H), 4.43(s,3H), 4.42(dd,1H),
4.26(t,1H), 4.20(m,1H), 4.00(dd,1H), 1.37(d,3H)

S 651 (R)-3-(4-(2-(1-F 3 PY M- 5-FE) I BE -5-35)-3- L L) 5-(L-4H =
A HY R M B 2- R = R LR AR (B 660 1YL

FUFT R T S 11 5 AT T 2-(1- H 56 D0 -5 -5 )- 5 -WRAEE I 71 25 o
BALE) o
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'H NMR(DMSO-d¢) & 8.95(s,1H), 8.42(s,3H), 8.25(m,2H), 7.79(t,1H),
7.70 (dd,1H), 7.48(dd, 1H), 5.05(m, 1H), 4.64(dd,1H), 4.44(s,3H), 4.43(dd,1H), 4.30
(t,1H), 4.01(d, 1H), 3.93(dd, 1H), 2.14(m, 1H), 0.98(d,3H), 0.95(d,3H)

S 665 (R)-3-(4-(2-(1-FF 3 PO M-S ML g - 5- 5 )-3- S AR 26 ) - 5~(L-G9L R
BEAR) B SRR e - 2- R Bh R B (A 67D Uil 4%
FIFH AT 525 41 (07 3AE ] 2-(1-FF 56 DY -5 45)-5-VR b e 11 #5 A
B
'H NMR(DMSO-dg) & 8.94(s,1H), 8.57(bs,3H), 8.22(m,2H), 7.79(t,1H),
7.67(dd,1H), 7.49(dd,1H), 5.04(m,1H), 4.59(dd,1H), 4.43(s,3H), 4.41(dd,1H),
4.27(t,1H), 3.99(m,2H), 2.17(m,1H), 0.97(d,3H), 0.94(d,3H)

SR 67: (R)-3-(4-(2-(1- T3 PU M- 5-FE ML B -5 )-3- S A A )-5-(B- I 2,
P ) SR It 2 -l = L LR Sk (LB 68) IRl
T FH 20 Tt 48 77 2R 2-(1-FH R DY k-5 -5 )- S JRAHE I 1 5 e
B G
'H NMR(DMSO-d¢) & 8.94(s,1H), 8.24(m,2H), 7.77(t,1H), 7.73(bs,3H),
7.70(dd,1H), 7.49(dd,1H), 5.02(m,1H), 4.44(s,3H), 4.36(m,2H), 4.27(i,1H),
3.93(dd,1H), 3.05(m,2H), 2.70(t,2H)

SR 685 (R)-3-(4-(2-(1- VY M-S -FE )L mE -5-58)-3-TAAEE)-5-(B-N 2
k) P S 2T R R B (B 69) (Tl

T AT 52 i) 49 (077 S0AHH 2-(1-H1HE DY ME-5-E)-5 - ) 46 b
BALE Yo

'H NMR(DMSO-dg) & 8.96(s,1H), 8.25(m,2H), 8.13(bs,3H), 7.79(t,1H),
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7.66(dd,1H), 7.48(dd,1H), 5.02(m,1H), 4.43(s,3H), 4.36(m,2H), 2.25(;,1H),
3.97(m,1H), 3.01(m,2H), 2.74(t,2H)

SEHE) 69: BA-[(R)-[3-(4-(2-(1- FHE VT k-5 - R )Atb g - 5- 6 )-3- T A< 2 )- 24
CS-WERL ) SL RS (LB 73) FN(R)-[3-(4-(2-(1- FF 2k Y M- 5- B I g -5-
H)-3-FERL)-2-48-5- M b R | FH LR IR — ) (L3 700 il

1. $—

FIR LT se it 58 w7 A LAY 61 i (R)-[3-(4-(2-(1-F & 1Y
WS L I -5 -3 )-3- R IR I )-2- 4 - 5- e i ) TR RGO VY T s o

'H NMR(DMSO-dg) & 8.94(s,1H), 8.20(m,2H), 7.78(t,1H), 7.68 (dd,1H),
7.49(dd,1H), 4.98(m,1H), 4.44(s,3H), 4.21(t,1H), 4.18(m,1H), 4.10(m,1H), 3.89
(dd,1H), 1.39(s,9H), 1.38(s,9H)

2. HIW

RIS TS0t 58 (7 24 T 5 — B AR L A Pl 400 =50
L[(R)-[3-(A-(2-(1- FFHE PU WAL 5 - ML i -5- 0583 i 4 ik )-2- - S- W A | T 2 )
FRIE (ALa) 73D,

'H NMR(DMSO-ds) & 8.95(s,1H), 8.23(m,2H), 7.76(t,1H), 7.66(dd,1H),
7.500(dd, 1H), 4.95 (m,1H), 4.44(s,3H), 4.21(t,1H), 4.05(m,2H), 3.91(dd,1H)

TR0 T- s ts] 58 15 IS hR it &) (ba 700,
'H NMR(D,0) & 8.29(s,1H), 7.60(dd,2H), 7.10(m,2H), 6.90(m,1H), 4.79
(m,1H), 4.60(s,3H), 3.90(m,4H)

SR 70 (R)-3-(4-(2-(1-F 3 DY M-S FEYHE g -5- 55 )-3- SR AL )-5-([1,2,3]-
) FH IR Me - 2- . (ALE 71 B
F 2840 T 9256 1) 24 165 AT AL A4 61 Hl & hn 8L &4 -
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'H NMR(DMSO-ds) & 8.95(s,1H), 8.21(m,3H), 7.77(s,1H), 7.75 (t,1H),
7.59(dd,1H) 7.42(dd,1H), 5.22(m,1H), 4.86(m,2H), 4.44(sj3H), 431 (t1H),
3.98(dd, 1H)

SCIG SEHE) 1 4R N PUBTTE VR RV A

T WRE R R AT A BB ETE P, AT Chemotheraphy, 29 (1),
76, (1981) PiERE T IEFI A BURFR B O — P REA T HRE
WO R (MRSA) R T & H % HIEEKE (VRE) fEW PUETE TR
o1k NENIR E (MICsy, 19 T0/%FH) . 1§ A Pharmacia & Upjohn Inc. %]
RT3 1 Zyvox YE AT, G5 RUWTT R 2 Fos.
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*2
& | BADMBIREE (MICs, WHIT/ZH) &Y | BAENRE (MICs, Ww/ZT)
MRSA VRE MRSA VRE

Zyvox 2 2 37 0.5 0.5
] 1 0.25 38 0.5 ]
2 05 0.125 39 1 1
3 0.25 0.25 40 4 8
4 2 2 41 4 8
5 0.5 0.25 42 0.5 0.25
6 NA NA 43 0.5 0.25
7 0.5 0.5 44 0.5 0.25
8 16 16 45 0.5 0.25
9 0.25 0.125 46 0.5 0.25
10 0.5 0.25 47 0.5 0.25
1 0.5 0.25 48 0.5 1
12 0.5 0.25 49 0.5 0.25
13 0.25 0.25 50 0.5 0.25
14 0.25 0.25 51 0.5 ]
15 ] 1 52 0.5 ]
16 0.5 ] 53 0.5 1
17 1 1 54 0.5 |
18 1 2 55 0.5 1
19 32 32 56 0.5 1
20 0.5 0.25 57 0.5 1
21 1 | 58 0.5 1
22 1 1 59 0.5 0.25
23 2 2 60 0.5 1
24 0.5 0.5 61 0.5 0.25
25 0.25 0.125 62 0.5 0.25
26 0.5 0.5 63 0.5 0.25
27 0.5 | 64 0.5 025 |
28 0.5 0.5 65 0.5 0.25 J
29 0.5 I 66 0.5 0.25
30 0.5 0.5 67 0.5 0.25 J
31 0.5 0.5 68 0.5 0.25
32 0.5 | 69 0.5 0.25
33 2 2 70 0.5 0.25
34 | 1 71 0.5 0.125
35 ] 1 72 32 32
36 0.5 0.5 73 32 32

NA: Rz

MRSA: i} ~HAEIE R EE £ 4 H 60 % RE

VRE: i J7 5% & pid KA

e 2 ik, REARRIBET DRI T Zyvox, AKWNATLE
T AR T B 2 e i A ER T (MRSAD RN I 8 3 )RR
(VRE) 575 S 3 BE s . Wik, ARGy LLREDUE
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SIS LA 2. VEARIE VRS

AT MRAA K AATA BT, R TRBATER . BARWRTAE
PIINNE] 200 W ZRIRAK D, SREREBDIRE 2 0Bk B R S EBIN
T (turbidity).

MUETAEYIAR TR, ¥ S0 MTAERACMAFR D, RaH Lk
PP, BUR IV IS R 2

WO 2 R IRTA IR O e e, WIS, W
RN 2 ZTEY, REWREFRIPIRS . ARV EDIIN S
Y, BRGSO IR o« ] R IRJTE T S I TR R VPG, A R
I B IER 3 Fos.

%3
wEY R wEY B
| Zyvox 3 R/ 51 >50 B/
10 10 % s/ 2Tt 52 >50 Z /=Tt
12 28 E /=T 53 30.3 Z/ =T
16 20 W/ BTt 54 2.9 = /=Tt
20 4.7 Z RIS 55 712 Z RIS
27 >50 2 75/ = Tt 56 >50 /T
42 >50 % n/ =St 57 >50 % /BT
43 42 ZBRIZET 58 5.5 /=S
44 >50 Z /= It 59 >50 Z f /=Tt
45 12 Z /=Tt 60 >50 Z /Bt
46 <1.63 ER/ =t 62 28 == 7 /= It
47 2 Z LT 64 >50 & /=T
48 >50 Z /=Tt 66 4.7 Z TS
49 2.6 ZR/IET 68 2.6 ZL/ETT
| 50 J 20.4 Z /=T 70 >S50 Z e/ =Tt

W 3 figs, 5 Zyvox (3 ZI/ZETH LAY 10 (10 T/ 1
VAR BRI LL, T A AT R 2 B 42 R AR & T CR T S0 2258/ T1)
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PRtk AR B RIAT AR QIR FII AT DR S AT A RO, =
HE Y ST RIS, AT AR R AR AT AR -

S2U6 ST 3 A RT AN/ B IR SS 25 00 S e R PRI

ARA RS a RN, T PSR

¥ 1% NI H R4 R S 200 2k B B&Y) 104 124 16, 17, 20,
22, 24 F1 27 AL R FIRA YIRS 5 UICR MRy (5 R, M
M, PRE 20 E42 TH/ANED . RG22 FEMEoEE. RE. IR,
DL 5 /N EOE B (Minimum Lethal Dose, MLD, 50/ T 50« ] Pharmacia
& Upjohn Inc ] Zyvox 1E AR G5 R UL 4 P,

x4

&) B/NSEE (MLD, 5/ T50) ]

Zyvox >1000

10 >1000

- 12 >1000

16 >1000

17 >1000

20 >1000
I 22 >1000 |

24 >1000

B 27 >1000

TR, AR, MR R B SR A E I SE R AR R I 4
EEA B
WA 4, AR AL S A R TR N, s AT a5

SEREBIRC T LS Pl
N viE KR e
M BT EY) 258
FLBE 15
W FRYIERR S, RERRA YR R R R, DIl R A
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2+ AFRIHI

I e e 1T 240 500 25
FATER 100 £7¢
FLBH 100 =77
il g R Bk 2 ZW

¥ ERIERRE S, RIEH IR AV AN TT IR R SR A

3. IREN B

M e 1A AT 74 500 Z 8
TR ER 100 Z 7.
FUHE 100 5T
il gk 2 ES

5 ER W RNR A I T TR TR IR AR e B W B A o O

4 VES A%

MM AT A 4) 500 £ 5L

Frig R Eh e A {fFF pH B 3.5

ikl a1k

MR AT A R R AL . R RE ARE S B TR

20 ZEFHL BN, SRJG FARIE B B . KR YV IR AETE AT FHZEIR K R T AE

BLAT R A 38 A A 1 2 TR AR S R
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