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TEBS IR W] LA HE R IR IR IR I R B IR S . A LU B IR W] LLELFEAT IR IR . SR FLIR  Hok
B2 LR RTAE R  FP AR L I B IR BR IR A TP 2RTRIR . — W SR - FLAE T IR B DL IR

(embonlc acid) AR R AR,

[0028] AR A& B RIRE ML B A A AR AL A LG S IR &, eSS ik 1

Fridk .

[0029] 1) (S)-3-(4-(2-(2- 4 —4— H 2 BEA T 2Emb s be —1- 28 ) e -5 2% ) -3-

%) -2 AR -5 BEME G A O = SR

[0030]  2) (S)-3-(4-(2-(4- HE BEA &L —1,2,3— =M —1- 35 ) nkrg -5 35 ) -3-

%) —2- AR -5 BEME G L O = SR AR

[0031]  3) (S)-3-(4-(2— (5~ H 2 WA FF 25 e Eme -3 5 ) MEmE —5- 2% ) —3— JRlac st ) —2— 4

R —5- BEM eI L Wi — 5 LR &L,

[0032]  4) (R)—-3—(4-(2—(2— FIZEPYMe —5— L) mibiwe —5— & ) —3— JaR3E ) -5-([1,2,4] =

M —1-FL ) FIEREMGE -2 fd,

[0033]  5) (S)-3-(4-(2-(2— 5 —3— H 2 BhA T 2Enbmsbr —1- 35 ) mbie —5— 2% ) —3- Jas

55 ) —2- AR -5 BEMEGE AL P AW = SR AL

[0034]  6) (S)-3-(4-(2-(5— Hz Wt 3L —[1,2,4] BE M -3- 3% ) nmEmg -5- 2% ) -3- 4

A ) —2- AR -5 BEMpE AL AL AW — S O R L

[0035]  7) (S)-3-(4-(2- (65— HZ B F & -4, 5- A whEme: —3- %) nEng —5- 3% ) -3-

ARGk ) —2— AN -5 M LE ik Eﬁ%a@ﬁ;ﬂa:a@m@&m,

[0036]  8) (R)—3—(4—(2—(2— FRZEPUME —5- F& ) mibiE —5- 3% ) —3- s ) 5-([1,2,3] =

e —2- J ) FRBEIEMeATE —2— il

[0037]  9) (R) -3 (4-(2—(2— FIZEPYMe —5- & ) mibie -5 J& ) -3- JAR% ) -5-([1,2,3] =

M —1- J ) FAEIEM LT -2 Wi,

[0038]  10) (R)—3—(4—(2—(2— AP M —5- 2 ) nbie —5- 25 ) —3— AR ) —5— J& FH AL g me

. —2— i,

[0039]  11) (S)-3— (4~ (4~ (4,5~ FRIEREM: —2- 38 ) KL ) -3 HURIE ) —2- AR -5 g

fe 3k I OB,

[0040]  12) (R)-3—(4—(2—(2— FAZEEPYMe —5— 5 ) MikmE -5-J& ) -3- /AL ) -5 H & Bk

SEREME -2 T =3 LR £

[0041]  13) (R)-3-(4-(2—-(2- ¥ & —[1,3,4] W& — wg —5- JE ) nff mg —5- 3L ) -3- 4 &

) -5-([1,2,3] =M —1-F& ) FIIEREME -2 i,

[0042]  14) (R)-3-(4-(2-([1,2,4] =W —1- 2% ) nikme —5- % ) -3 AR ) -5-([1,2, 3]

= -1 L) FREEMAGE —2— Wi,

[0043]  15) (S)-3-(4-(2- (4,5~ ZFHIZEM: -2 L) nikie -5- 28 ) -3 K IE ) —2- AR -5-1E

Mt I FR L S I

[0044]  16) (R)—3—-(4-(2—-(2— BF J& —[1,3,4] W& — w —5- 3L ) Ak wg —5- 3L ) -3- 4 2K

Fk ) —5— Fo EENEMLGE -2 i,

il
P

T

S
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[0045]  17) (R)-3-(4-(2-([1,2,4] =M —1- L) nikmg —5- 38 ) -3- FOKKE ) -5- F2 I ALNE
ekt —2— M,

[0046]  18) (R)—3—(4—(2—(2— FIEEPYMe —5— KL ) MEmE —5- F& ) —3— JRASE ) —5— i FH 2 MEme
i —2— i,

[0047]  19) (S)—3—(4—(2— (WkME:—1-2E) mbieE —5- 2 ) -3 F RS ) —5— 2 I AENEML e -2 i
IR,

[0048]  20) (R)-3—(4-(2—(2— AP M —5- J& ) mbmg —5- F& ) -3 3L ) -5 (L- Lz Bk
) FEENEM —2- B =R MR,

[0049]  21) (R)-3-(4-(4- (4,5~ — FI LM —2- 3L ) ZRIL ) -3- Ji A 5L ) -5 F& P FL E m
Ft —2— H,

[0050]  22) (R)-3-(4-(2-[1,2,3] =M —1-F& ) WEIE -5- % ) -3— B RIE ) -5 H = BEE T
FEIEMEE —2— Wi — M LR ER
[0051]  23) (R)-3—(4-(4— (4,5 - FIZEM —2— JL ) ZRHL) -3- a0t ) —5- T Wesa, LIS

ke —2— fi =& LFER L,
[0052]  24) (R)-3-(4-(2-([1,2,3] =M —1—FL ) nikug -5- 3L ) —3- AL ) —5- B ILE

uﬂéﬁfﬁﬁ —2- E@:
[0053]  25) (S)-3-(4-(2-([1,2,3]— =Me—2—FL) ntmE —5- 55 ) -3- KL ) —2- 4 4L -5- 1
M 5 FR L 2L TR

[0054] 26) (S)-3-(4-—(4-(4(S)— L HZE -4,5- —H M —2—- L) KFL ) -3- KR ) -2- &
ARl U o S

[0055]  27) (R)-3-(4-(2-(2- ¥ 4% -[1,3,4] W& — Mg —5- % ) Wk mE —5- 3% ) -3-
) -5 HE B P I m g —2- Wi = IR,

[0056]  28) (S)-3—(4—(4—(4— FL I FEWEM: —2— FL ) ZRIL ) -3- FAFE ) —2- AAC -5 BEM
T I LW,

[0057]  29) (R) =3~ (4= (2-([1,2,3] =Wk 2~ 3£ ) WEWE -5 J& ) ~3— UL ) -5 ¥ AL
Mk ~2- i,

[0058]  30) (S)—3—(4—(4—(4— H & B 4 P 25 W me —2— 3% ) K 3 ) -3- F &< 3L ) 2- &
X, =5 BEM L B 3L Lk =R LR &

[0059]  31) (S)~-3- (4~ (4~ FIL FFEMEM: —2- 5L ) ZRIL ) -3 JFIREE ) —2- FAR -5 HEME

P

it

PR OB,
[0060]  32) (R)-3—(4-(4-(4- & P ILME M —2- FL ) N FE ) -3 G 4555 ) -5 2 T ZE g m
%_2_Eﬁ]’

[0061]  33) (R)-3—(4-(2—(2— AP M: —5— & ) mbng ) —5- %5 ) -3- AR ) -5- FE A
W&t —2— i,

[0062]  34) (R)—3—(4—(4— (4— F R EMEM: —2- 5L ) ZREL ) -3- AR EE ) -5 H a4 e
e —2— B =5 LR S,

[0063]  35) (R)-3-(4-(2-[1,2,3] =M —2- L) nibie —5- & ) -3- JoRIE ) —-5- H =W
FEREME R —2- il =3 LR R

[0064]  36) (R)-3-(4-(4- (4~ ¥& FF JL e mg —2- JL ) X 0L ) -3- G 2K 58 ) -5-([1,2,3] =

11
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e —1- 2 ) FRELIEMeAE —2— i,

[0065]  37) (R)—3—(4—(4— (4— 25 SBRAR AR —2— L) 2R3 ) -3- R 3E ) —5-([1, 2,
3] =M —1- L) FEEREMEGE —2- Wi =R SR AR,

[0066]  38) (R)—3—(4—(2—(2— FIZEDYMe —5— KL ) nibme ) —5- %5 ) 3, 5- A% ) 5 A%
W LE —2— i,

[0067]  39) (R)-3-(4—(2—(2—- AL —[1,3,4] W& —5- FL ) akig ) -5- %5 ) -3, 5- " JE
5 ) —5— F2 A FENEMAGE —2— il

[0068]  40) (R)-3—(4-(2— (2~ FAZEPUM: —5- &) ki ) —5- 2% ) —3- AL ) -5-(N, N-
RS AL ) mEmepe —2- i,

[0069]  41) (S)-3—(4-(2—(2— FAZLPYMe —5- 55 ) nikmE ) -5- 5 ) —3- F AR ) -5- (N- FEEE
SEFEL ) wEM G —2- I,

[0070]  42) (R)-3-(4—(2—(2— AP M —5- 2 ) nbie ) —5— 2 ) —3— JRacdt ) —5— (L- N &t
) FEENEM —2- fil =R LR,

[0071]  43) (R)-3—(4—(2—(2— FAZEPUME —5— L ) mibhE —5— & ) —3— JRacdt ) —5- (L Gz
) FAEREM G -2 FE R 2L,

[0072]  44) (R)-3-(4—(2—(2— FAZEPUME —5— 55 ) nibhE —5— 5 ) —3— JRacdt ) —5- (L- Nzt
) FAEREM -2 W R 2R,

[0073]  45) (R)—3—(4—(2—(2— ALY Me —5— 5L ) MLmE -5-J& ) -3- /AR EE ) -5 A ST
ARG M GE —2- W Eh PR 2,

[0074]  46) (R)—3—(4—(2—(2— FIEEPYMe —5— KL ) Mibme ) —5- 55 ) —3- FARZE ) -5 (L ik
) FIEENEMGE —2- B =R R,

[0075]  47) (R)—3—(4—(2—(2— FIEEPYMe —5— KL ) mbme ) —5- 55 ) —3— Ji R 2L ) —5— (L iz ik
) FREEREMEGE -2 J LR AL

[0076] 48) (R)—3—-(4-(2—(2— A 3L —[1,3,4] W& — M —5- FL ) ntkmg )-5- 3L )-3- i 2K
5 ) -5- Rk S T AEREMeRE -2 B Eh R 2L,

[0077]  49) (R)-3-(4-(2—(2— FAAEPYM: —5- 3L ) Mikme ) —5- 2 ) -3- F AL ) 5-(B - &
R4, ) FRFEIEMEGE —2— Fi] — 5 LR £,

[0078]  50) (R)-3—(4-(2—(2— FAAEPYM: —5- 2 ) nikmg ) —5- & ) -3- AL ) 5-(B - W&
MR, ) R IEIEMLE —2— fi £ IR

[0079]  51) (R)-3-(4-(2-(2— FI 3& —[1,3,4]- W& — W —5— 3L ) mibwg )-5- 3L ) -3- 4/ &
) -5 (L- N B ) FAEEMGE —2- i — R IR 2,

[0080]  52) (R) =3~ (4~ (2~ (2~ 1 3 ~[1,3, 41~ I — M —5- 3 ) WL WE )5~ F ) 3 fiL
) -5 (L- RS ) B —2- Wi Ehmk

[0081]  53) (R) -3~ (4~ (2~ (2~ 71 2 ~[1,3, 41~ T — Wk —5- 45 ) W Wiz ) 5 2 ) —3- fi 3¢
Sk ) 5 (L~ ARABESL) TIEREMySE —2- Wl =R SRk,

[0082]  54) (R) -3~ (4= (2~ (2~ 1 %% ~[1,3,4] W& — Mk —5- J& ) ML 0 ) -5- 5 ) -3 4l %
) -5 (L- 4R ) FRIENEMELE —2- i Eh IR 26,

[0083]  55) (R)~3~ (4~ (2~ (2~ 1 5 ~[1,3, 41~ 1€ — M -5~ 3 ) WL wE )5~ 2L ) 3 Gl 3¢

B ) -5-(L- i Bie ) MEENEMELE -2- B =M LR+,

12
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[0084] 56) (R)-3-(4—(2-(2- FF 3 —[1,3,4] W& — w4 —5- 3L ) nip mg )-5- 3 )-3- & &
3 ) —5-(L- = BEs, ) FAEmEmeft —2- M Eh R 4L,

[0085]  57) (R)—3-(4-(2-(2—- A 3L —[1,3,4]— W& — M —5— FL ) ML we )-5- 3L ) -3- 4 2
F ) -5 (B - NREEE ) FIEREMgE —2— B =3 LR Eh,
[0086] 58) (R)—3-(4—(2-(2— FF & —[1,3,4] W& — wp —5- FL ) nif wg )-5- 3 ) -3- f &

55) -5 (B - NZBEA ) FETEME —2- B #h IR £,

[0087]  59) (R)—[3—(4-(2—(2— FZEPUMe —5—F& ) mibiE —5- 3% ) -3— F AR ) 22— AKX -5-1E
et 1 BRI IR AN,

[0088]  60) (R)-[3-(4-(2-(2— A & —[1,3,4] - W& — M —5— FL ) mwg —5- 3£ ) -3- 5 2K
5 ) —2- AR -5 WEMGEEL 1 IR AN,

[0089]  61) (R)-3-(4-(2- (1~ FZEPUME —5- & ) HLmE —5- 3% ) -3— ok IE ) -5 2 A ILEm:
Ft —2— H,

[0090]  62) (R)—3—(4—(2—(1— AP M —5- 3L ) nbiE —5— 25 ) —3— TRk ) -5 2 I LA
AR R —2— ] — 3 LR &L,

[0091]  63) (R)—3—(4—(2— (1 FZEPYMe —5— 5L ) MiLmE -5-J& ) -3- ALK ) -5 BE SR
ARG MG —2— i Eh PR 2,

[0092]  64) (R)-3—(4—(2—(1— FAZEPUME —5— L ) nibiE —5— & ) —3— JRacdt ) —5- (L- Nz
) FEENEM —2- B =R MR,

[0093]  65) (R)—3—(4-(2—(1- FFELPYmMe —5- 5L ) nikmg —5- 5k ) -3— AL ) —5- (L- N Bt
) FEETEMLE —2- i R AL,
[0094]  66) (R) —3—(4—(2—(1— FEEPUM: —5- 3% ) nikme —5- 3 ) -3— | ARSE ) -5 (L- Sk

) FIFENEMGE —2- B =R R,

[0095]  67) (R)—3—(4—(2—(1— ALY M —5— 55 ) nbmg —5- F& ) -3 J a2t ) -5 (L- 4z ik
) FEEREMEGE —2- i EhER h

[0096]  68) (R)-3-(4-(2- (1~ Eﬁﬁﬂlﬂélé%—%) mtiE —5— 2 ) —3— AL ) —5— (B — N &t
) FEENEM —2- B =R 2 MR Eh

[0097]  69) (R)-3-(4-(2- (1~ EIH%IEIH%—S—%) mtbiE —5— 25 ) —3— W ARIE ) —5— (B — N &t
) FRAENEM G —2- FE R R 2R,

[0098]  70) (R)-[3-(4-(2-(1- FRZEPY M —5- 3L ) nbig —5- 2 ) -3— AL ) —2- AR 51
ekt 1 F LR — A,

[0099]  71) (R)—3—(4—(2—(1— FAZEPU M —5- 3L ) MikmE -5 ) —3- A ) -5 ([1,2,3]- =
e —1- 3 ) FRELREME —2- i,

[o100]  72) B —-[(R)-[3-(4-(2-(2- FEAEPYM: -5 J& ) nbmg -5- 2% ) -3- AL ) 2- 5
-5 W@ 1 R ] BEIRI,

[o101]  73) B -[(R)-[3-(4-(2-(1- A ZEPUM: —5- 3L ) mibmg —5- 2 ) —3— JioR % ) —2- %
£ -5 W@ L ] FEE ] BEIR NS

[o102] [ & 1]

[0103]
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GAE7 45k GaEgy] gk

Q
N - ,.‘—N

61 ﬁﬁmr&,ﬂi & {—Q—Q‘ W"*g/\/w .
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[0107]  7EK 1, ‘Ac” KRB, ‘TFOH KR =R LR

[0108] B4k, A BHER AL T il & X 15K 1 IREMEGE AT A 5, W N2 1 BT
[0109] < Jgpi 1>

[0110]
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Ry o} Ry o)
>~O >~O (ngn)z —Ji Z3SnH >\O

ONV\\/ b AN e NAoH

Ri I AN Y

Ra .
| @@’B@ ! As Ry O>\\O BOC &M, H

Ra -

— \Y N —
Pd AL @ X7 O Ao o RS
Ry Hi
Y
Ra

'Ry O%
— Q

(DAL TRSN
Ra R

!
01111 7ERNVR 11, 2 BRI TECR 1-4 09535, XORA R VR Ry AT R, 118 1 rh i
X, Y RN R
[o112]  FRHE AR W, WE M {477 A 40 () ) 25 D7 204G < B o 35 D DU P g s
firtEdy (1D BZRE EER T, BT = (11D (PR 1)
[0113]  AHFB ket (stannyl) BURATAY) (11D Mg IR (), BUERARTAEY) (V) (P
®B2)
[o114]  fERTEY) (IV) 5 i IR BRI e BCRFERT A9 | N, LATE B EAT L e 34 88
AR HINEMEE R AT A (V) (PER 3) LK
[o115]  AHfTEY (V) 5 BA R EER IR N, 285 51 M, B R 25 AR 30 5 AT
B T2 1 A S R, sREAERTAEY) (V) SREIRER SN, AR 5 48 R N, FH I TE
R T AR (PR 4 .
[0116] IR, R R RREME R (AT AR (1) W] RUE I T RS . B, 1%y
VENT DUALHE F R IR R G () 28, FRI A S 5 T B4 /K H i BR A 5l 2%
PR RN, HETE AT A (11D o 5 AR A 28 ] DU I N ss B il 15, D0k Bk s o] LU
FEIE T 580 A TR BT RS, B IE TR Ak, i AU AEIRE A -78°C
TEW A T AT
[0117] PR 1 2 H KRR FIER F BT Ay (D MRE EMEIR . [E5R 1
B o0 2R TR, B AR IE P DUE I fE SRR I — &b (1C1) 8k =3 SR 3k
DL AR ST
[o118]  PUR 2 il i M AEEARIERT A9 (T11) S5/N5F 24 (hexamethylditin) 5%
=THSMAY (tributyltin hydride) &N, LERATAEY (IV) , HA s+ h = 3L
PR El = T BRI DLELRE AR (=R ) AR (1D DY RS ) AR
(0) %%, PRIEDIR 2 FEEFIA 14— ZRERE . — I8 AL | DUSRRIR « 1— Rk —2— nEb gt g i
A YL 2 90-150°C [ 45 T 3T
[o119]  SPIR 3EIIAFRTAEY (1V) S2FEEMEE 3 BA J A W) I AT, DL

18
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TERATAEY (V) o AR 3 MR LLS 28R 2 if A FIAEF . PR 34
TR — A P | 1 - 2L —2- b e i <5, A2 9 2 100-120°C FREAT .

[o120]  PER A GERLAEATAEY (V) SPGB T B . Ok R 4-
R I 2 RN e DR 37 1 2 S5 1R S NV UEAT s B B A 2 B35 AT A (D) « 2 5 m] LA FE A
AR AL CTR AR e AR 2R RN 2R B - N2 R A R . WM dE
TR H R 1 B 22— e R A . PRIE TS OL R @ I ART A (V) 5 E IR R NV IE
AE W N IFEL 5 /i CL BT

[0121] 744 (V) FIZ R IR A Y5 R W — 9 SRS N, U 2R 455 .
BHRIMNREY PRI IR EW S i, IS AN T2 1 gkt AT A . ik
THOUT, BB R IMABIRT Y (V) PR NV IE SR T B2y 2 /i LA AT .
[0122] W] DSRAFE SRR E Ry B R, FAFHZ IR LT IR Tk i) C A T i i3 1)
KX LATAEYRIER . fEZ07iET ARG YE R (S)-3-(4- =PIEEid -3- | ) -2- 4
X —5— BEMLGEIE I JE L BE% , 1% 7 VEAE WO 0194342 HhiiAT T #iid .

[0123] Uk, fiT A4 (1) FOBEER IS 4 2 v] DLIE b A s s S0 5 Al 55 N 10 7
FEE CREE WA G I A GYaE AT A (V) B = P ER AR = L%
BERRIE D INANBEBES (phosphorus oxy chloride) AR T HFELY 12 NINHITT . B
g4 & vl DOE ok DU P IREI1S AT EY) (V) S PUMRIR K IdERE (amidite) fTAEMITEE
M RN A RN G LA s 6 U B B IR B AT 2B AT ] v IR R bt 3, Hh b TE i i
AT IR R TR R AT A AL R IR R B B

[0124]  HF— P Hh, AR UIRAE T & XN T2 1 RERMGE B AT A TR 25
HEY .

[0125] 2 B () W Mo Ml i A= 40 58 7 HEORE T 9 7 T — PP A0 2 7 8 3% < o (8 A 2 R
(methicillin-resistant Staphylococcus aureus, MRSA) LA S i J7 5 5 2 i BK
(vancomycin resiatant Enterococci, VRE) H A #IHIE R AEAHE I E B E AN BA
AR S T B 1

[o126]  idF — 2D Hh, A & B B9 AT 2B 4 w1 DL R 0 A0 R 8 25 I PH ok B A A EK
(Staphylococi) 18 ER B (Enterococci) FEEEK B (Streptococi), R A WAL H
& (Bacteroides) MR E L (Clostridia) PAIIN BRHEY) W45 4% 4y 3L # (Mycobacterium
tuberculosis) . &4 W (Mycobacterium avium) £6W ) A FIS )9 R 4K I P E TE
M.

[0127]  HA AL HIREMGE R AT A4 5 20 JE 1R R 2 15 S N TV g M o W 3 A= A i A 24
Yo XFHATAZIH) HRTE AT A 259 (AL &4 B SO0 R T < AT iR 25 W i i 1ok oK
T 28 %= / =T, WAEWEIRMEA 10 =250 / 2 (LAY 10) o BT RZTE /K BUR 1%
WP ARSE , I v R R R R R R A A R T IR B, BRI R T S R
R ) il 5D o

[0128] A HIRALAG PP LLASS 28 20— Bl 5 A AL T WE M GE BT - 4 D BE A R 5
[0120] & TEHIZGMAEY, 20— MX 1 KL EW LA 2 /b—Fh 2] $:52 24k
RE . WP B TT DAL HE AR R K R BK MRS IR (Ringer” s solution) .
A2 BEER K G2 P VB R RIS 22 PRI IS H ol o E . RAE PR R, A
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AT LS A R TE R, Wi g 5 vE ) (soil cleaner) %8, AWML 5
AR (diaintegrant) G PEF LS I KB ST EIR S, TR RGES
R )RR VRIURE L AR DRI 0T, FR A 5 54 43, i) 50038 i 48 A Remington” s
Pharmaceutical Science ( Hfix ) Mack Publishing Company,Easton PA 2§ ) Frik{f /7
EileS o

[0130] AUk B G m] UL I IRERIE S 25 24, sk fe ™ E N Rl es 255 .t
WD) & ] CAREASE FH () B AR S0 25 2505 3K I B3 7 IR i IR R P EE L DA R 596
ST RAE I A SRR R TR 24 AR R B IO S )70 75 B2 DU T 5e /R 4 10-25 2
S RIE 13-20 2 50 1) F SRS AR5 25 I, AR AR % B I VAT LA R I &5 3 . A
% Bk HRE o U R LIRSS 24

[0131] PR PEFEMEIR B, BEMGE AT AP 1) B & (LDy) B/ KT 1w/ T3,
MR IAZAT RV AR E 1

[0182] A% BH IREMeRe M AT A= B m T 1 e Hoa PR A B v .l B
WG W) 5 28 LR SRR R IR S N il 43 ) AT AR 25900 HLAT i KV 1 o

[0133] gk D, A% J BH AT 2B mT LA 7 A 456 o 2% [ B 14 TR
FUREEK B, PR A4 an 28 R R R BT 1k DL i FR A A= 00 46 7% 43
NS08 2 AA B P e s T

[0134]  [AItL, B & A ZREMEE AT AV A SR THiER T

o

FEEER

0 2 BR B T R
SCEE 5 70 SO AE Y

BAEILHEAR

[0135] &5 H 1) S i A AN FH T fdole B 1R, Tin AN 2 PR AR % Bl AR AN TS B A R B RS Al A
PRI AR DL 5 AT AR A i B AR HE A5 B s

[0136] |4 Sifs] 1 :N— 25 F A R k3% —3— S 2% (N—carbobenzyloxy—3—fluoroanilin
e) il &

[0137] ¥ 100 37 3— AN T 1 FHPY AR (THE) H, 38 150 58 (1. 8 E/R ) BRIREL
B (NaHCO,) I BNZESE T, 51 0°C 5, 44 154 2T N- KA A (carbobenzyloxy
chloride, CbzCl) ZABMMANEW P IHAT RN o TEBEHESAF T8 NIRGWITE 0°C P REELKR
N2 /N, 2 JE 0.5 T+ AR CBE RIS VAR R, 73 85 5 , A NLIZE FH 3R /K W, F DG /Kmit R ¢
(MgS0,) 423 F 25 k4, 7% B W IE CReveds M Ik, 15 2108 B (S 1A 11 132 wibs AL &4,
K 85% .

[0138] il & SEHifF] 2 = (R) —3— (3— Joasdik ) —2— 44X —5— WMo I A I Fy il 25

[0139] % 132 b il £ SLHtafe) 1 il45 1) N- 28 A R —3- S ieds T 1. 3 DU S
H PR H1 2 -T8°C o fF 370 ZTFIE T HEAE (1.6 BE/R / T, IEC ke ) AR TV UR M
B IMA B, RS HeFE 10 7380 ¥ 84 =7+ R - () - T IRAE/K H A2 o A 2 = MV
REY, TEAH RN T 3RE 2 /DI AR S AR OV 24 /NN o N 58 B 7R3
IMANFAE I, FFEZIR T 0.5 TR LBEA I . H #KBES 7 B i3 aNLZ, IHH
TR B T LR A o TSR s T 100 = F+ LR L 1E-H I IE Cpe sk, 1521
FEdn A, Z A s ARaii 80 sobm@ifb 54, R 70% .

[0140] 'H NMR (DMSO-d,) 6 7. 85(t, 1H),7.58(dd, 1H) , 7. 23(dd, 1H) , 4. 69 (m, 1H) , 4. 02 (t,
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1H) , 3. 80 (dd, 1H) , 3. 60 (br dd, 2H).

[0141] il & SEfe) 3 = (R) —3— (4— MAR —3— STk ) —2— AR —5— DEMee ik R 1 i) 2%
[0142] K 30 va il & S 2 A (R) —3— (3— JRARKE ) —2— 46 AX —5— WEMke 5 FR s T
300 ZF+ L NEH, Ik 46 FL = LR Er (CF,C00Ag) T 43 da ik My N B, 7%
HEHERE 1RGP N K, 3 1R LESAEEL, 43 35 BT A3 09 IUZ F 2k /K eig JE It
Ko BRJEF 5k B Wik 9B LR Wk A FE TG, AR B 44 AR AL A, R 94% .

[0143] 'H NMR(DMSO-d,) & 7. 77 (t, 1H) ,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)

[0144] &S] 4 : (R)-3-(4- =TI -3- FARIL ) —2- SR -5 BEMpr L (1)
il 2

[0145] ¥4 50 3ol St 3 HITFHT (R) -3 (4— BAX -3 HREE ) —2- S8R -5 MEmepr 2
ARG T 660 7+ 1,4 BELE, 74 52 w78 T2 =4 ((Bu,Sn),) A1 9.3 g =& (=
Z:gE ) MBI, BikE 2 /N WA IR CWEEEEL (celite) I UEFFELA T4, O
35k B YE A s R AL, 152 45 SRS S

[0146] 'H NMR (DMSO-dy) 6 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, 6H) , 1. 06 (m, 6H) , 0. 83 (t, 9H)

[0147] il & SEHEf9] 52— I —5— YRMLRE Kl 2%

[0148] ¥4 100 3 2, 5— —yRMLRER T | A+ — FIL B, 72200 TR 32 s m AL a R 17. 8
SERALE IS, TR R 160 C R R 7 /AN AT RN . A EI R IR, RV
WAV IMAK, I OB LB AN K BEE I K L o iR EL 25 k4, 3. 31 54
ARG, WO T0%

[0149]  'H NMR(CDCI,) 6 8. 76 (s, 1H),7.98(dd, 1H),7. 58 (dd, 1H)

[0150] il & SEjifs) 6 =2— ( PYMe —5- 55 ) —5— JRMEIE 1 il &

[0151] % 10 »a il 44 SEitfs) 5 191 2— FIE -5 IRILREYE T 100 =T+ — P23 Pl 4, 76
IR ¥ 5. 33 R EALEIRN 4. 4 SCRLE I BN  BEEAEIRE R 110°C R B 3
AT RN . ONIRA Y TR INANIK, R )5 28R LB 2B, 53 B T3 A HLZ F 2K i
K I I B AR YE , B IEAS I 10, 5 seAR LA, R 85%

[0152] il & SEHfe) 7 22— (1 FRSE DY M —5- 35 ) —5- JRALIE FH 2— (2— FRE P M —5- 2 ) -5
ML F 71 &

[0153] % 10. 5 Sl & SL a1 6 HIA53 1) 2—- (PUMe —5- J ) —5- JRMEIEH T 100 =T — %
FWEL, 85 6. 5 A A ABIIMA RIS, 7 0°C ¥ 9. 3 se MR e ig 2 A2
WP VEIRAE SR R 6 /NI, SRIG IR, 3 H 4R R 2L, ARG TS H HLZ FI 26
IRPEG WK i g8 BRI Ga Rl A e R A, 15 3 4 5 2- (1- AR M -5- 5L ) -5- R
MEREFA 5 58 2— (2— FEEPYMe —5- 2 ) —5- JRNLIE

[0154]  1)2-(1- FZEPYM: —5- 3 ) —5— Rk mE

[0155] 'H NMR(CDC1,) 6 8. 77 (t,1H),8. 23(dd, 1H),8. 04 (dd, 1H) , 4. 46 (s, 3H)

[0156]  2)2—(2— FAZEPYM: —5- FE ) —5— YRLmE

[0157] 'H NMR(CDC1,) & 8.80(t,1H),8. 13(dd, 1H),7. 98 (dd, 1H) , 4. 42 (s, 3H)

[0158] il & SEify] 8 12— (2— FEE —[1,3,4]- W& Mg —5— 5L ) —5— JRMEIE ¥l &
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[0159] £ 8.6 bu il SLHifs] 6 HilfF () 2— (VY wk —5- Fk ) -5 WRIEIE W T 130 =T+ LR
W AR A 15 = TR ISR R, FERERE 3 AN AT RN . RVIR G NN LR L1
WATZEL S A VE . RE KR KB AR . HANE T8 98 I B4,
1330 7.3 sAR LAY, IR 80%

[0160]  'H NMR(CDCI,) & 7.99(t, IH),7.40(dd, 1H),7.27(dd, 1H), 1. 83 (s, 3H)

[o161]1 ] & 52 ¥ 9 9:2-([1,2,3] = M —1- J£ )-5- & mt mE F12([1,2,3] =
M —2— FE ) —5— VRAELIE 1) il 4%

[0162] £ 20 37 2,5— IRIERER T 200 =+ 1- FIIE —2- mERgHefi o 4 35 SeikBR R i
NEB A FHAEEE N 100°C R HEF: 10 /NN o SRAEP I SR L5, B 7K F1 R 7K BES:
A VZE . FEVE T e 2wk dgs, UL 6 w 2-([1,2,3] =M -1-3 ) -5- )
ntbmE AT 4 5 2 ([1,2,3] =M —2- 55 ) -5 IRNLAE .

[0163]  1)2-([1,2,3] =M —1- J£ ) -5 JRMLHE

[0164]  'H NMR(CDCL,) &8.53(dd,2H),8.10(d, 1H),8.03(dd, 1H),7. 82 (s, 1H)

[0165]1  2)2([1,2,3] =M —2— FL ) —5— JRnLmE

[o166]  'H NMR(CDCI,) 8. 60 (t,1H),7.97 (s,2H),7. 87 (s, 2H)

[o167]  SEjlfsl 1 : (R) —3—(4—(2— (2— FAZEPUME —5- %) nbmg —5- F& ) -3— A ZE ) -5- B
FEREMEGE —2- B (AbE9 10) K&

[o168]  #4 37 m (R)-3-(4- =T FLBIE —3- At ) —2— %X -5 MEMELEIE IV T 150
T 1- I -2- M Bl . TR R 19,7 52— (2- P M -5- ) -5 JRIERE
10. 44 5o EALBEAT 2.9 b0 X (=KW ) A (I A, 28545 120°C F i 4 /)
o FEKIIANSNIREG DT, IR G SR CBRZE . 73 B TS A HLZ A Bk B K
o B R AR IR A (i AL, 1531 8 e kR A, R 26%

[0169] '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)

[o170]  SEZjfs] 2 : (R) —3— (4—(2—(2— F2& —[1,3,4] B M —5- 55 ) NikwE —5- 2 ) —3- JiAs
F& ) -5 FFFEIEM B -2 Fi] (ALE 16) HIHl#S

01711 FFHBL TS hE ] 1 (7 EH14% 6.6 78 (WL 30% ) bRt &4, AN, 18
14. 3 50 2-(2- F3E - [1,3,4] B M —5- 35 ) -5 IR AR 2- (2 DU mMe —5- 2 ) -5 IR
ML RE 4R R IR o

[0172] '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)

[0173]  Sjiff] 3 : (R)—3—(4—(2—([1,2,4] =M —1—- F ) nkmg —5— 35 ) -3 KR ) 5- 1
FRIEIEMe eI —2— Wi (fb&9 17) (&

[0174]  HRYE 5 52iifm) 1| AH R0 3R H14% 150 250 (R 48% ) bRt &4, AR, 18
H 200 =50 2-([1,2,4] =W —1- F% ) -5 WA ACEF 2— (2— FIZEPY M —5- 28 ) -5- JRIbIE
TEARIEDHEL

[0175]  SEJEfe) 4 : (R) —3—(4— (4—(4,5- ~FIAEM: —2- 5% ) 3L ) -3- RS ) -5 R AENE
et —2— Wi (ALEH 21) [BIHI%

[0176]  ARPE 55 5ciifs] 1| AH R0 SR 4% 780 2= 70 (MR 76% ) FriBitb&4, AR, 1f
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H L0 4-(4,5- ZF2EME —2- 3k ) IRAANE 2- (2- LY Me —5- 28 ) —5- JRNLRE /R b AR ih
kL.

[0177] 'H NMR(DMSO-d,) & 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)

[0178]  Sjifsl] 5« (R) —3—(4-(2-([1,2,3] =M —1- 3% ) MiEmeE -5- %5 ) -3- AR ) -5- &
FRIEIEMe e —2— ] (ALA4 24) %

[0179]  Hi#iE 55 sitifsl] 1 AH R D BRI 45 1. 2 sohn A5, AR, A 2 5 2- ([, 2,
3] =W —1- 3 ) -5 WRALREARHEF 2- (2- FRZEDYME —5- JL ) —5- JRIEREVE A LYK o

[0180] 'H NMR(DMSO-d,) & 8.88 (s, LH),8. 76 (s, LH),8. 28 (d, LH),8. 21 (d, 1H),8. 01 (s,
1H), 7. 70 (m, 2H) , 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)

[0181]  SEZjifh] 6 : (R)—3—(4-(2—([1,2,3] =M —2- FL ) niLng —-5- 55 ) -3- |t ) -5- %
FRIEIEMe e —2— ] (ALA4 29) Il

[0182]  AR¥E 55 9t | AH R L I8 H145 0. 7 Sabn ik &4, AR, A8 1 5E 2-([1, 2,
3] =mg —2— L) —5— IRMERE AR 2—- (2- LD M —5- 3L ) —5- JRIMLRENE A LKL o

[0183] '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 (t, 1H) , 4. 75 (m, 1H) , 4. 14 (t, 1H) , 3. 89 (dd, 1H) , 3. 68 (m, 1H) ,
3. 59 (m, 1H)

[0184]  SEJifs] 7 : (R) —3— (4 (4— (4— S FEmEMe —2— JL ) RIL ) -3 A SE ) -5- Fo R ZEIE
Mt —2- lid (ALA4 32) [l

[o185] AR ¥ 5 S 9 1 AH [ (1) 0 B8 i) 4% 520 =& s bn @Ak & 0, ASE A, A8 1 o
(4-(4— TP LM —2— JL ) -5 AU 2- (2 AR ZEDUMe —5- 5L ) -5 JRILRE /R 4 R 1H )
Bl o

[0186] 'H NMR (DMSO-d,) & 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 (s, 2H) , 4. 13 (t, 1H) , 3. 88 (dd, 1H) , 3. 68 (m, LH) , 3. 59 (m, 1H)

[0187]  SEjfs] 8 : (R) —3—(4—(2— (2— FZEPYMe—5-25) nmbie ) 53 ) -3, 5- A% ) -5 1%
FRIEIEMe e —2— ] (ALA4 38) IHile%

[o188]  HR4fE 5 SLUti A 1 AH [R) ) 20 SRl 2 bn AL & 0, ASEIS 2, A (R) -3-(4- =T 2%
B -3, 4- R ) 2- F AR 5 TEM R AR R -3-(4- =T B -3- WK
5 ) -2 AR -5 WEM eI AR R AR R o

[0189]1 'H NMR(DMSO-d,) & 8.81 (s, LH),8. 25 (d, LH),8. 10 (d, LH) , 7. 54 (d, 2H) , 5. 25 (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)

[o190]  SEjfs] 9 « (R)—3—(4-(2—(2—- AL —[1, 3, 4] ME =M —5- L) nikig ) 5% ) -3,4- —
SRIE ) -5 BRI FRIEM R —2- F (LA 39) ikl

[o191]  SEIEAFH (R)-3-(4- = TR -3, 4- "I ) -2 F AL —5— MM e 2 A s A
2-(2- 3L -[1,3,4] WM —5- F% ) —5- JRILREAE N E GBI TR 5 SEhtif] 1 A5 R 2 58
Hil bR S ) o

[0192] 'H NMR(DMSO-d,) & 8.83 (s, LH),8. 25(d, LH),8. 15(d, LH) , 7. 55 (d, 2H) , 5. 25 (t,
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1H),4. 77 (m, 1H) , 4. 13 (t, 1H) , 3. 89 (dd, 1H) , 3. 68 (m, 1H) , 3. 59 (m, 1H) , 2. 63 (s, 3H)

[o193] St 10 : (R) 3-(4-(2-(2— FIHLPUME 5= 5L ) MHEIE —5- %) -3- JAHL ) -5- 1
LR P AENEME G -2- ] =R LR EE (fba) 12) [hl%

[0194] #5450 (R)—3-(4-(2-(2- FAAEPYME -5- 3L ) HILME -5- %) -3 A ) —5- 2 Ik
WEIMEGE —2- Bl =9 LM (AL 10) ¥ 1 25 27 AL RIS b . (RS P 3. 34 58 1,
3- I O IERZ . 2. 36 5 BOC— ZJk LR 0. 2 35 4— — FSLZUSLMLIE IN AV » 4R
JEHEHE 10 o SRR G MK, R JG I LR SBEZERG 70 8 BT A WLz A E K
Ve K 8 FUE R AR T A PR A . B IR S TS AR RV RAE T0 =T AT
B, A 30 2T =5 LR, EZ30 T HEHE 2 /DN, SR H] BRI L8 LRV P LA IK
132 4. 47 Fhs AL A, IR T6% .

[0195]  'H NMR (DMSO-d;) 68.92(s, 1H),8. 19(s, 3H), 8. 17 (m, 2H) , 7. 77 (t, 1H) , 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)

[o196]  SEJfif 11 = (R)—3— (4 (2 (2- FIEPY M -5-3L ) MENE —5-J ) -3- Ja 4K ) -5 (L- 4
SIS ) MAENEMSE —2- Bl =9 SR #: (LB 20) HIHI&

[0197]  RAIZRAAFSCHER] 10 Frk i J7ik Rl BOC- S 2 B2 i AN S BOC— 282k LR il 46 b
HAEY .

[0198]  'H NMR (DMSO—d,) 68.92(s, 1H),8. 40 (s, 3H), 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 (¢, 1H) ,
4.01(d, 1H), 3. 93(dd, 1H) , 2. 14 (m, 1H) , 0. 98 (d, 3H) , 0. 95 (d, 3H)

[o190] St 12 : (R) -3- (4= (2-[1,2,3] =M —1- %) MENE —-5- 2L ) -3- FAH ) -5- 1
LR TP AENE MG -2- I =R LR AR (e 22) (Kl

[0200]  SRAIZEAAT-SEHtifl 10 Fri i iR AL &4 24 Hl s bl 4.

[0201]  'H NMR (DMSO-d;) & 8.87 (s, 1H),8. 76 (s, 1H) , 8. 33 (s, 3H) , 8. 29 (d, 1H) , 8. 00 (s,
IH),7.77(t, 1H), 7. 76 (t, 1), 7. 67 (dd, 1H) , 7. 47 (dd, 1H) , 5. 02 (m, 1H) , 4. 49 (m, 2H) ,
4. 23 (t, 1H), 3. 93 (m, 3H)

[0202]  SZjifs 13 : (R) =3 (4 (4-(4,5- - FPAEMe -2- JL ) ORIE ) -3— GARdE ) —5- T2t
SR EERE M —2- W = SRR ER (LB 23) (%

[0203]  SRHISREAT-SCHEW] 10 Frd AR AL &4 21 $1 5 brdib &4

[0204]  'H NMR (DMSO-d;) 6 8. 31 (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)

[0205)  SEif 14 : (R)-3—(4—(2- 2 -1, 3, 4] WE W —5- 3L ) e -5- 2 ) -3- JiK
) —5- HA B TRIEM L —2- Bl =M LM #h (L&Y 27) 1+

[0206]  SRHAISREAT-SHEW] 10 ik 7 EM AL &4 16 H1 % brdib &4

[0207]  'H NMR (DMSO—d;) 6 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)

[0208]  SKifsl 15 : (R) =3 (4— (4— (4— g 2R mEme —2- 3 ) 3% ) -3- G0k ) —5- Halt
ST AL M —2- B =9 SRR (LAY 34) I+
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[0209]  SRAIZRALT-SLHERH] 10 Prik 7 EM LG 32 Hl 25 br AL &4 o

[0210] 'H NMR (DMSO-d,) & 8. 25(s, 3H),8. 03(d,2H), 7. 68 (m, 5H) , 7. 44 (dd, 1H) , 5. 01 (m,
1H) , 4. 48 (m, 2H) , 4. 25 (m, 3H) , 3. 92 (m, 3H)

[0211]  SZjifs] 16 : (R) -3- (4—-(2-[1,2,3] =Mk —2- FL ) fLmg -5- 5 ) -3- |acdt ) -5- H
FUR AR P IRE T —2— i =R SRR (fLEW 35) (1%

[0212]  RAMAFSEHEE] 10 Bk G 77 R AL G4 29 H)& AR &)

[0213] 'H NMR(DMSO-d,) & 8.78(s, 1H),8. 23 (m, 2H) , 8. 22 (s, 3H) , 8. 20 (s, LH) , 8. 12 (d,
1H),7.75(t, 1H) ,7. 67 (dd, 1H) , 7. 48 (dd, 1H) , 5. 01 (m, LH) , 4. 49 (m, 2H) , 4. 24 (¢, 1H) ,
3.92(dd, 1H) » 3. 89 (s, 2H)

[0214] S il 5] 17 : (S)-3-(4-(2-(2— % —4- H 2 Bt & B Z& mb ws Le -1- 3% ) ik
WE —5— J& ) —3— JARIE ) —2— S -5 TEM L AL OB iG =M SR (a1 1l &
[0215] 1.%F—

[0216] 1.8 5 (S)-3-(4- = EB LI -3- A EE ) 2- FAC S5-TEM LRI F 2 &
W+ 14 =70 1- B2 -2- Mg el b fES W T B 103 58 2-(2- 4 4- B &
I I o —1— % ) —5— VR IE 0. 55 T S AL B AN 0. 15 78 &AL ( =) 8 (1D A%
WA, SRIGAE 110°C R BEHE 2 /ANBE, B K N e R A I H G R L Bs A5 B, 2R 7K
VeV ST ¥ o B AR A HLZ WK I 38 32 Wk 46 IF A B dR 4, b3 31 410 2
(S)=3— (4= (2- (2 & —4— R AL bE —1- 55 ) MbmE —5- & ) -3 HAREE ) —2- 4 H-IE
Mt I FR L ST, % 21 % .

[0217] 2.5 &

[0218] ¥ 50 = TR | PHIBHRILEWET 2.3 2 PR FEZ+ . £ ¥ 35
0 1, 3- ZH AR % 25 250 BOC- 20k SRR AN 2. 1 22 50 4— — F IR Lt g in A
S ARG HEHE 10 /N, KA I R ARG I SR CBEREH . FH #hK R a7
FITA R HUZ WK L8 B IR G T A e g2l KR4 T s T 2 =7 | F
e, N 1 =T = AR, ARG AE IR T BCRE 2 /I, BT A3 5% S W H QAN LR LR
BUARIER, AR 140 Z 5 bR S

[0219] 'H NMR(DMSO-d,) 6 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. 87 (s, 2H) ,
3. 80 (m, 2H) , 3. 42 (m, 2H) , 2. 62 (m, 1H) , 2. 11 (m, 1H) , 1. 83 (s, 3H)

[0220]  SE Jii 5] 18 : (S)-3-(4-(2-(4- H 2 Bt & W % -[1,2,3] = m—-1- 3% ) nt
WE —5— & ) —3— R ARIE ) —2— SR -5 TEMe L AL Al IiG — M SR 3 (& 2) 1l &
[0221]  HR4E 55 Shtifs] 17 AH R 2 3R & bn AL &4, AR, A 2- (4- 3k - (1,
2,3] =M —1- % ) 5 JRLBEAE 2- (2 4 —4- R IEMEg St —1- 2% ) —5— IRMLREVE AR
kL.

[0222] 'H NMR (DMSO-d,) & 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, LH) ,
3. 43 (m, 2H) , 1. 83 (s, 3H)

[0223]  SEJifs) 19 « (S)—3—(4- (2— (5— H 2 Whae FF 3L e WM —3— % ) MEmE —5— 2 ) —3- s
5 ) —2- AR -5 BEMp L L AW R SRR (AW 3) Il
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[0224]  HRHE 5 SL ] 17 FH [F 2 B & bRl &4, ANFER A2, A 2- (5- R Ik g
M ) —5- JRIEBEASS 2- (2- %8 —4- RIS BE —1- 35 ) -5 JRMEREVE M ALK o

[0225] 'H NMR (DMSO-d,) & 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)

[0226]  SEZJAs) 20 : (S) —3— (4— (2 (2— 4 —3— H 2 WLt e —1- F5 ) nbwe —5- %5 ) -3- 58
ZRFE ) -2 AR -5 MEM I L AW R AR (S 5) Il

[0227]  HiR#E S 17 AH [F R0 SR & Ak &9, AR, AT 2- (2- 40 -3- 52k
WCAGE —1— 35 ) =5 JRILIE AR 2— (2 46 —4- F2 I SEILE e —1- 38 ) —5— YRALIRE/E ARG EL
[0228] 'H NMR(DMSO-d,) & 8.60 (s, 1H),8.33(d, 1H),8. 28 (s, 3H) , 8. 25 (m, LH) , 8. 05 (d,
1H),7.63 (m, 2H) , 7. 42(dd, 1H) , 5. 78 (t, 1H) , 4. 78 (m, 1H) , 4. 16 (g, 2H) , 3. 98 (s, 2H) ,
3.85(m, 1H), 3. 78 (m, 1H) , 3. 43 (m, 2H) , 2. 62 (m, 1H) , 2. 12 (m, 1H) , 1. 83 (s, 3H)

[0220]  SE it 4] 21 : (S)—-3-(4-(2-(5— H 2 Wt 0 W 2% —-[1,2,4] W8 — me -3- 5% ) ik
WE —5- 2 ) —3— FAIE ) -2 A -5 M AL Ok = R 2 (AL&9 6) [l
[0230]  HR#E 55 shtifs] 17 AH R 2 3R & bn AL &4, AR, A 2- (5- Ak - (1,
2, 4] BE W —3— JL ) —5— JRIEIEFCHEF 2- (2- 4l —4- AR R JRIE g ot —1- 2L ) -5 JRMLRE /R A
LEEL o

[0231] 'H NMR(DMSO-d,) & 8.95(s, 1H),8. 32(s,3H),8. 21 (m, 3H) , 7. 75 (t, 1H) , 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)

[0232] S it ] 22 : (S)—3—(4—(2—(5— H %2 Wk 4L A 3% —4,5- = & J W& mk -3 3% ) it
WE —5— 55 ) —3— AR ) —2- SR -5 BEMp eI L AWk — I SR (A& T) i+
[0233] AR 5 SHEAE] 17 AH IR )20 BRI 2 bR A S ), SRR, A 2- (5- R A2k -4,
5— AU FREME —1- 5L ) -5 IRIERE AR 2- (2- 4 —4- R SENMEIE BT —1- 3% ) -5 IRIMEIEVE R
EUEPIEL o

[0234] 'H NMR(DMSO-d,) & 8.81 (s, 1H),8. 27 (t, 1H),8. 24 (s, 3H) , 8. 05 (m, 2H) , 7. 69 (m,
oH) , 7. 44 (d, 1H) 5. 04 (m, LH) , 4. 76 (m, 1H) , 4. 41 (dd, 1H) , 4. 32 (m, 1H) , 4. 17 (¢, 1H) , 3. 86 (s,
2H) , 3. 77 (m, 1H) , 3. 60 (m, 1H) , 3. 44 (m, 2H) , 1. 83 (s, 3H)

[0235]  Sjitifh] 23 < (S) —3— (4— (4— (4— HZUBeAR A 2R e —2- 55 ) %55 ) -3- RS ) 2- 4
£ -5 BEMer L L 2 Bk i = SR b (A& 30) HIHI4%

[0236] R4 55 S 17 AH [R50 TR 28 bR AL & ), ARSI, A0 4- (4- 52 A 2k g
e —2— 3 ) -5 WAARE 2- (2 4 —4- B EENMEIE e —1- 255 ) -5 IRMEEAE N R IED KL .
[0237] '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, LH) , 4. 16 (t, 1H) , 3. 93 (s, 2H) , 3. 79 (dd, 1H) , 3. 43 (m, 2H) ,
1. 83 (s, 3H)

[0238]  SEZjfsl] 24 : (R) —3— (4—(2— (2— FREEPYMe —5—F ) nibie —5- 2 ) -3— A ZE ) -5 ([1,
2,4] =g —1-Fk ) FZEREMGE -2- B (AhEW) 4) 1IHl %

[0239] 1.%F—F

[0240] % 1 3¢ (R)—3—(4—(2—(2— FAEEDYMe —5- 2% ) nbmg —5— 55 ) -3- JARE ) -5- A%
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WEmegE —2— W (&9 10) T 14 ZF —F P ki . EEE TFH 0. 46 o FRELS.0. 75
T = ISR AR AR GRS R HEE 30 404f. KR Eh K BEis e SR G4, SR 5 2
Ho AHUZMK IS8 W8, kg 3] 1 50 (R)-3-(4-(2-(2- PP M: —5- 55 ) nit
WE —5— Jk ) —3— JARHE ) —5— T4 TP AEIE MR —2— Wi, Wi de 82% .

[0241] 2553

[0242] HEE—DHIR I EWET 15 =T “RERTHZ . EEE ¥ 300 =% 1,2,
4— =M1 100 2w S Akl (60% ) MIIANEH T, i 2 Ko H O SRR NIREY)
SR 5 KRR K BT AR A NLUE « KA HUZDUK I pE R B ik 4 . il ok A a4
all R AR RIS IR B, 3R15 400 Z bRt &9, e 43% .

[0243] 'H NMR (DMSO-d,) 68.91 (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)

[0244]  SEZjAA] 25 : (R) —3— (4—(2— (2 FRZEPUMe —5- 3 ) nibie —5- 2 ) -3- A ZE ) -5 ([1,
2,3] =M —2- 3L ) FIIEREMGE —2— 1l (454 8) 1 (R)-3—(4-(2—-(2— ALY me —5- 2% )
M —5- 2% ) —3- AL ) 5 ([1,2,3] =W —1- 2% ) FFEENEMGE —2- Wi (fL&49) [l
%

[0245]  #iR¥iE 5 Stif) 24 AH [F 0 BRI &AL &4 8 L &4 9, ARIZ A 1,2, 3— =M
MAAE 1,2, 4- =W, SRl A B 59 70 55 .

[0246]  (fL&48)'H NMR (DMSO—d,) 8 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, LH) , 4. 86 (m, 2H) , 4. 46 (s, 3H) , 4. 30 (t, 1H) , 3. 98 (dd,
1H)

[0247]  (4b&49)'H NMR (DMSO—d,) 8 8. 90 (s, 1H), 8. 18 (m, 3H), 7. 75 (s, 1) , 7. 72 (t, 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)

[0248]  SEjfsl] 26 : (R)-3—(4-(2—(2- AL —[1,3,4] BE M —5- 5L ) ki —5- 2% ) —3- 58
I ) -5-([1,2,3] =M —1- 3 ) FEEREMGE —2- [ (4b&9 13) il

[0249]  Hi#iE 5 5Lt 24 AH [R5 SR & bR Al &4, ASFEIRZ I 1, 2, 3— = R
&Y 16 4N RIEDEL

[0250] 'H NMR(DMSO-d,) 68.92 (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)

[0251]  SEjdsl] 27 : (R) —3- (4-(2-([1,2,4] =W —1-3E) nibwe —5- 2 ) -3- F K% ) -5-([1,
2,3] =gk —1- 2k ) FEEREMGE —2- B (LA 14) IHl%

[0252]  HR#E S5 SL ] 24 AH [F 2 B & bR A &9, ASEIRZ I 1, 2, 3- = oI A
W& 17 AN RIEDEL

[0253] 'H NMR(DMSO-dy) & 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, 1H)

[0254]  SEZjfsl] 28 : (R)—3—(4—(2— (2 FAEEPYME: —5- &) mibiE —5- 58 ) —3- A% ) -5 3R
R g M —2—- [ (A &4 18) il &
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[0255] #4100 Z ek &9 10 ¥ T 56 ZFF —F Wit . # 43 2w —H A = ZHL A
(diethylaminosul furtrifloride,DAST) F1 0. 078 ZFt = Z AW T, ARG HikE 24 /)
N o WR4a )T, IS AE I S NTR G PR A, 15 BIFR L G T5 5, R 75 % .

[0256] 'H NMR (DMSO-d,) &6 8.91 (s, 1H),8. 19 (m, 2H), 7. 74 (t, 1H) , 7. 66 (dd, 1H) 7. 49 (dd,
1H) , 5. 06 (m, 1H) , 4. 89 (m, 2H) , 4. 46 (s, 3H) , 4. 23 (t, 1H) , 3. 95 (dd, 1H)

[0257]  SEHEf 29 : (S)-3-(4-(2- (kM —1-JE ) MEme —5- 2% ) -3 AL ) -5 2 FFAENE
Mepe —2- FEEh IR R (L& 19) K&

[0258]  #% 2.5 58 (S) =3 (4—(2— (KM —1- ) mbme -5- 3% ) -3 RS ) —2- AR -5- g
Mk B PR L Bk v T 3. 4 22T AN 30. 6 ZZTFALIE b, 7RSSR R 2. 36 TR i 3]
WA IFLERE N 100°C R HiFE 10 /N NIR AW LR LBEFEEL F KRR K B oy
BHTRRANE . BVUZK B FE B AWk An . W48 TS 07k B 4 8 o A (i e el ot
W VISR b, H SRER AN I BERE 10 7080 K i bl s il 15 1 [l AR S 45 it , 75 381
1 bR Ao

[0250] S jifi 151 30 : (S)—3-(4-(4-(4,5— — I mp —2- 3L ) ZR I ) -3- F 2K I ) -2- 5
X -5 BEMepe R A O E (A& 1) 1kl &

[0260]  f2 J 55 SE {1 1 AH [F] 1) 25 BR & b i AL & W, ASEIR A, N 4-(4,5- Z 2k
e —2- 3 ) = PR (S) —3-(4- =B ek —3— ORI ) —2- Q5 MR P
LBREAE N IR o

[0261] 'H NMR (DMSO-d,) & 8. 24 (m, LH), 7. 96 (m, 2H) , 7. 62 (m, 4H) , 7. 45 (dd, 1H) , 4. 78 (m,
1H) , 4. 16 (t, 1H) , 3. 79 (dd, 1H) , 3. 41 (m, 2H) , 2. 32 (s, 3H) , 2. 10 (s, 3H) , 1. 83 (s, 3H)

[0262]  SZJEfH) 31 : (S)—3—(4—(2— (4,5~ - FFEME -2 FL ) HEmE -5- 3% ) -3- AR ) —2- 4
£ -5 WEMe I L Sk fE (A& 15) Bl &

[0263] 4% [ 5 SE o 1 AH [R5 TR w8 An AL S 4, AR A2, N 4-(4,5- — &
M —2— F ) — AL mE R (S) -3 (4~ = R edE —3- JaREE ) -2 AR —5— WEM e 3L
5= G NEAE MR o

[0264] 'H NMR (DMSO-d,) 6 8.81 (s, 1H),8. 24 (t,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, LH) , 3. 42 (m, 2H) , 2. 35 (s, 3H) ,
2.12(s,3H), 1. 84 (s, 3H)

[0265]  SEjfdl] 32 : (S)-3-(4-(2-([1,2, 3] =M -2 J& ) nikmg —5- 28 ) -3- AL ) -2- 5
X —5— BEMeBEIE AL S WEZ (AEH 25) W&

[0266]  f2 fd 55 S5 1 AH [R] K 28 SR 5 bn AL & 0, AFE A, A 2-([1,2,3]- =
e —2- J ) -5 JRMEIEFE A (S) -3- (4~ —FEHFEE -3- AR ) —2- A -5 LEMkpr L
FIE SR NZAE e R .

[0267] 'H NMR(DMSO-d,) 6 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, LH) , 3. 43 (m, 2H) ,
1. 84 (s, 3H)

[0268]  SZjifi {5 33 : (S)-3-(4-(4-(4(S)~- & 3L —4,5- & M —2- L ) K3 )-3- H K
55 ) —2— AR -5 MEMep L L Sk IE (HE W 26) B

[0269]  f2& e 5 S tidg] 1 AH [F] 20 BRI 25 bR AL &), SRR TN 4- (4 (S) - FR R 5 4,

28
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5— ZEMe —2-FL ) — R (S) -3-(4- =B bE L —3- JAEE ) —2— S AX -5 EMebT
I CBAE YR

[0270] 'H NMR(DMSO-d,) §8.23(t,1H),7.91(d,2H),7.62(m,4H),7.42(dd, 1H) ,4. 82(t,
1H) , 4. 78 (m, 1H) , 4. 41 (t, 1H) , 4. 28 (m, 2H) , 4. 16 (t, LH), 3. 79 (dd, 1H) , 3. 61 (m, 1H) ,
3. 48 (m, 1H) , 3. 43 (m, 2H) , 1. 84 (s, 3H)

[0271]  SEJAs) 34 < (S) —3— (4- (4— FIE AR AR mE Mg —2- 58 ) R ) -3 iR 3k ) —2- SR -5
e 3 I GBERE (A5 31) Bl

[0272]  $2 MR 5 STt 1 AH [0 SR 2 b AL S0, AR, I 4- (4- 02 2 g
e —2— FL ) WRARFUEH (S)-3-(4- = H B -3- WA ) —2- 54X -5 REMer 5 &
LBREAE N RGP EL o

[0273] 'H NMR(DMSO-d,) & 8.25(t, 1H),8.00(d,2H),7.67 (m,4H), 7. 44 (dd, 1H) ,4. 79 (m,
1H), 4. 23 (s, 2H) , 4. 14 (t, LH), 3. 79(dd, 1H) , 3. 43 (m, 2H) , 1. 83 (s, 3H)

[0274] S 35 : (R) —3—(4-(4-(4- Fe AR mE M —2- 36 ) 2R5E ) -3- AL ) -5-([1,2,
3] =M —1- 5L ) FETEMLE —2- Wl (fLE9 36) &

[0275] % B 5 SEtE ] 1 AH [F] 0 28 TRl 45 b AL S0, SRV A, N 4- (4- 7 1 2k g
e —2—FL ) WRARAUTH (R) —3-(4- =AMt -3- st ) -5-[1,2,3] - =M —1- J& - g
Mebt —2— AR R R a kL o

[0276] 'H NMR(DMSO-d,) §8. 16 (s, 1H),8.00(d,2H),7.75(s, IH),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 (t, 1H) , 3. 95 (dd, 1H)

[0277] S it 5] 36 : (R) =3— (4— (4—(4— 2 & & W 40 AP 2 g g —2- % ) 2Rk ) —3— il o
H5)-5-([1,2,3] =M —1- 3L ) FEEEEMLE —2- f =g R Eh (&4 37) 1l

[0278]  f& [ 5 Sictds] 1 AH [R5 BRI 46 b5 AL &40, AR, A (R) -3-(4-(4-(4- 72
FRIEMEME —2— JL ) ZRJE ) -3- AR SE ) -5 ([1,2,3] =M —1- 3% ) FIIEREME —2- M fE i
LEPEL .

[0279] 'H NMR (DMSO-d,) & 8.29 (s, 3H),8. 17 (s, 1H),8. 00 (d,2H), 7. 85 (s, H), 7. 75 (s,
1H),7.69(dd, 2H),7. 67 (t, 1H),7.55(dd, 1H) , 7. 43(dd, LH) , 5. 36 (s, 2H) , 5. 19 (m, LH) ,
4.86(d, 2H) , 4. 28 (t, 1H) , 4. 28 (t, 1H)

[0280]  SEjfs] 37 : (R)—3—(4—(2—(2— AL Y M —5— ) MEmE ) -5- 2 ) —3- JRacdE ) 5 H
AR RETEMGE —2— B (45 33) Kl

[0281] #4400 2 5o H SE 1 24 55 — P #1380 (R) -3-(4-(2-(2- FIE Y M —5- 5L ) ik
WE ) —5— 2% ) —3— JARIE ) —5— FIRAELAR T AEEMGE —2— B T 10 =4 FlEEh . 50 T
90 Z 50, FEN IR, IR IR N BERE 1 K. B S8R SR B VR, T 7K A R K B 7
BHFANE . AVUZNK I 9E B2 i i A A e 4, 1531 200 = robr itk &
W, W% 58% .

[0282] 'H 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)

[0283]  SEjfiifs] 38 : (R) —3—(4—(2— (2— FRFLPUMe —5- % ) nbie ) —5— 3L ) —3- A ZE ) -5-(N,
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N- RS ) TEMeE —2- Bl (fLE9 40) 16l

[0284] 4 100 Z& 5o B SE 41 24 58 — P #4310 (R) -3- (4-(2-(2- FIL Y M —5- 55 ) ik
WE ) —5— & ) —3— G ARIE ) —5— A LA T AEIEmMbr —2- WS T 6 ZH — LA EE T . 18
TR TR 30 25— i B R ER NNV, FEAE 60°C R RIEEE 30 /NN AR5 FH SR
CPBRAE RS, FHZK MR K Pl 0 B T AR A WL o A FAE i B Al i ik ol i L
WRATHNUZ R, 152 70 Z5whs @it 59, R 76 % .

[0285] 'H NMR(DMSO-d) 68.91 (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 (m, 3H) , 3. 94 (dd, 1H) , 2. 79 (s, 3H) , 2. 74 (s, 3H)

[0286]  SEfdl] 39 : (S)—3— (4 (2— (2— FAZEPUMe —5-2E ) mbmg ) —-5- & ) —3- k3L ) —5-N-H
TR I g ME —2- Wi (AL A1) BIil#4

[0287] 4 200 Z& 50 B SE 1] 24 55 — P il H (R) -3-(4-(2-(2- PP M —5- FL ) ik
WE ) —5— & ) —3— JARIE ) —5— FITEEEA FAETEMbE —2- WS T 7 Z2 A — R BL . 15
FR K 100 250 LR R £ A 240 2 pe B IR BT NS, T 45 80°C MM HE 30 /)
I SR TR SR 2 BUORS W, K R KPR 4y B T AR A HLZ o AT R A (a4 4diid i
B 7K I 98 B IR A HLZE TS AR ), 43 31 80 Z wibn 54, I E 45% .

[0288] 'H NMR(DMSO-d,) 6 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)

[0289]  Si jili 4 40 : (R)-3-(4-(2-(2— F¥ & VY M —5- 55 ) nk wg )5 & )-3- | &
) -5-(L- NREEE ) FIEMEMGE —2- B = O Eh (L& 42) KIl#

[0200] SR H &5 SETitifs] 10 AH [m] R0 B & An AL S 4, AR 22, 48 A BOC-L- A 2z AR
BOC- @ F 4R .

[0291] '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)

[0202]  SEjfs] 41 : (R) —3— (4— (2— (2— FAZEPUMe —5- 3L ) Mikmg —5-2% ) —-3- F AR I ) —5- (L- 43l
A ) FEENEME —2- B EhER 2 (LA 43) IHl#

[0293]  SZHEW] 1 I3 500 Zvaib 54 20 v F7K 8 ik I N R S0 K S i a3 il
) pHAEA 5, F LR LEEAEWUKIZ , S8 Ja 1 B Eh ER MO FN 1K) SRS IR B I A BIA HLZ 1,
ik g H RO 7 VA [ R S TR, 43 31 200 Z e bRl S, g 46 % .

[0294] 'H NMR(DMSO-d,) §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, LH) ,
3. 95 (m, 2H) , 2. 17 (m, 1H) , 0. 97 (d, 3H) , 0. 94 (d, 3H)

[0205]  SEjfs] 42 : (R) —3— (4 (2— (2— AR ZEPUMe —5- 3L ) nibmg —5-3% ) —3-J 2L ) 5-(L- N
ABEA ) FPEVEME —2- B EhER 2 (LA 44) WHl#s

[0206] R H] & Sutifsl] 41 AHRI 2 R & br ik &4, AR, [ HAE ) 42,

[0297] 'H NMR(DMSO-d,) §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, LH) ,
4. 18 (m, 1H) , 4. 00 (dd, 1H) , 1. 37 (d, 3H)

[0208]  SEjiifsl] 43 : (R) -3 (4—(2—(2— ALY M —5- 3% ) mbiE —5- % ) -3 Jiacdt ) -5- 2
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5 GRS P AEREMepE —2- B bR 2R (LB 45) 1%

[0200] SR 5 Silifs] 41 AR D B H 2 bR AL A1), AN A2 AL G4 12,

[0300] 'H NMR(DMSO-d,) & 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 (m, 2H) , 4. 46 (s, 3H) , 4. 24 (t, 11), 3. 99 (dd, 1H) ,
3. 86 (m, 2H)

[0301]  SEjfdl 44 : (S)-3-(4-(4- (4- F2 FFAEMEMe —2— JL ) ZRIE —5- 38 ) -3- A 3L ) -2- 4
R -5 BEMepE L 5L 2k (AbE 4 28) HIH &

[0302] SRS SEHti ] 1 AH [R) ) 58 SRl 25 AR AL & 0, AN RIS, A (S) -3-(4- =12k
Bhpe st -3 FARIL ) —2- AR -5 BEMp e I AL W AR N LR W) B RN 4- (4- 32 R R e
M -2 ) - K,

[0303] 'H NMR(DMSO-dy) & 8. 24 (t,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)

[0304]  SE jifi 4 45 : (R)-3-(4-(2-(2— F¥ & DY ™ —5- &) nk wg ) -5 & )-3- 5| K
B -5 (L- Bt ) MREEM —2- Bl =R O h (& 46) HIH &

[0305] R H] & SEhtifsl] 10 AH A 8 B & AR AL G4, AR A2, 43 BOC-L- iz B i A
2 BOC- BB,

[0306] 'H NMR(DMSO-d,) & 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, LH) , 4. 57 (dd, 1H) , 4. 45 (s, 3H) , 4. 41 (dd, LH) , 4. 26 (t, 1H) ,
3.96 (dd, 1H) , 3. 23 (m, 2H) , 2. 21 (m, 1H) , 1. 92 (m, 3H).

[0307]  SE il 4] 46 : (R)-3-(4-(2—-(2— ¥ 55 VY M —5- 55 ) nb wg )5 & )-3- 7 R
5 ) -5 (L- B4 ) FIEnEmee —2- f bR R (4b&4 47) il

[0308] SR H 5 Siifs] 41 AHIRIR D B E 2 bR AL A1) AN )72 AL G4 46

[0309] 'H NMR(DMSO-d,) 69. 11 (bs,2H),8.91 (s, 1H), 8. 20 (m, 2H) , 7. 76 (t, LH) , 7. 65 (dd,
1H),7.49(dd, 1H) , 5. 05 (m, LH) , 4. 55 (dd, 1H) , 4. 46 (s, 3H) , 4. 41 (dd, LH) , 4. 25 (t, 1H) ,
4.01(dd, 1H) , 3. 36 (m, 2H) , 2. 07 (m, LH) , 1. 89 (m, 3H)

[0310]  SEjfs] 47 : (R) -3- (4~ (2-(2- A& —[1,3,4] BE M —5-J% ) HikmE ) —5- 2 ) -3- %
FREE ) —h— F Ik LW P EEE M —2- F R E (AhaW 48) WA

[0311]  SRHI 5 siifs] 41 AR R0 SRS 2 b @A A1) AN F 2, AL G4 27,

[0312] 'H NMR(DMSO-d,) 6 8.92(s, 1H),8. 48 (s,3H),8. 21 (s, 2H) , 7. 76 (t, 1H) , 7. 66 (dd,
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)

[0313] s jifi 4] 48 : (R)-3-(4-(2-(2— A & DY ™ —5- &) nk wg ) -5 % )-3- | K
F)-5-(B - NAEBE ) THREEMEE —2- Bl = LR (L&Y 49) 1HIH4%

[0314]  RHI S SLtEf] 10 AH B 5 B & br @ik 54, AS[E A2, A5 BOC- B — P22 1M
ANJE BOC- B LR -

[0315] 'H NMR(DMSO-d,) & 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 (s, 3H) , 4. 36 (m, 2H) , 4. 26 (t, 1H) , 3. 93 (dd, 1H),
3. 02 (m, 2H) , 2. 70 (t, 2H)

31



CON 102702184 A WO B 25/33 7T

[0316]  5C jfi ] 49 : (R)-3-(4-(2-(2- F & DY Mg —5- F& ) nif mg )-5- &L ) -3- | K
JE) -5 (B - TNZWESE ) FEEREMepE —2- W Eh iR 2k (fb&4 50) W&

[0317]  SRH] 5 Siifs] 41 AR 0 B H 2 bR il A0, AN )72 AL G4 49,

[0318] 'H NMR(DMSO-d,) 6 8.91 (s, 1H),8. 22 (m, 2H) ,8. 11 (bs,3H) , 7. 76 (t, LH) , 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)

[0319]  Sjitifs] 50 : (R) -3— (4—(2— (2- L 1,3, 4] - BE M —5- 3L ) miLme ) -5- 3% ) -3- 4
HHE)-5- (L- TN B4R ) FIEIEMgE —2- B = St (tb&aW 51) 1IHl+%

[0320] R H] 55 S5 10 AH [F) (1) 20 3R 2% b AL & 0, AN R 2, 8 AL &) 16 1
BOC-L- TNA& .

[0321]  'H NMR(DMSO-d,) 6 8.93(s,1H),8. 39 (bs,3H),8. 21 (s, 2H) , 7. 76 (t, LH) , 7. 68 (dd,
1H),7.49(dd, 1H) , 5. 04 (m, 1H) , 4. 61 (dd, 1H) , 4. 40 (dd, 1H) , 4. 28 (t, IH) , 4. 18 (dd, 1H),
3.95(dd, 1H) , 2. 62 (s, 3H) , 1. 36 (d, 3H)

[0322]  SEjtiff] 51 : (R)-3-(4-(2-(2- 1 3E 1,3, 4] - BE M —5- 3% ) nifme ) -5-3& ) —3- %
L) -5- (L- WRBEA ) TIEREM e —2- WiZhmRE: (164 52) &

[0323]  SRH] 5 Siifs] 41 AHIRI D SRS 2 bR @A A1), AN F )2 AL G4 51,

[0324] 'H NMR(DMSO-d,) 6 8.93(s,1H),8.61 (bs,3H),8. 21 (s, 2H) , 7. 76 (t, LH) , 7. 65 (dd,
1H),7.49(dd, 1H), 5. 05 (m, 1H) , 4. 58 (dd, LH) ,4. 39 (dd, 1H) ,4. 25 (t, 1H) , 4. 12 (m, 1H) ,
4.00(dd, 1H) , 2. 62 (s, 3H) , 1. 36 (d, 3H)

[0325]  SEjtifhl 52 : (R) -3- (4-(2- (2- F5E -1, 3, 4] - BE Mg —5-F% ) nikmg ) -5- 3% ) -3- &
TR ) -5 (L- B ) IEIEM L —2— B =R SR Eh (AL& 53) K4

[0326] K H] 5 S 51 10 AH [F] (1) 2 B % bl AL & 40, AN AR 52, A8 AL & ) 16 i
BOC-L— 42 1% .

[0327] 'H NMR(DMSO-d,) 6 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, LH) , 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)

[0328]  sjitiffl 53 : (R)—3- (4 (2 (2—- 3L —~[1,3,4] BE Mg —5-FL ) nikie ) -5- 5 ) -3- &
I ) -5 (L- B BEA ) FIEREM e —2- W ZhmRE: (1b&4 54) &

[0320]  SRHI 5 Sty 41 AHIRIR D SRS 2 b @A A1) AN F A2, AL G4 53,

[0330] 'H NMR(DMSO-d,) 6 8.93(s,1H),8.60 (bs,3H),8. 21 (s,2H) , 7. 75 (t, [H) , 7. 67 (dd,
1H),7.49(dd, 1H),5. 04 (m, 1H) , 4. 58 (dd, LH) ,4. 42 (dd, IH) ,4. 26 (t, 1H) ,3. 92 (m, 1H),
2.62(s,3H),2. 12 (m, 1H) ,0. 97 (d, 3H) , 0. 94 (d, 3H)

[0331]  sEjitifsl 54 : (R) -3— (4-(2- (2- 1 3E 1,3, 4] - BE M —5- 3% ) nikme ) -5-3& ) -3- %
FHE ) -5 (L- P B ) FIEIEM —2- B =R S Eh (Ab&W 55) HIHI#%

[0332] R H] 55 S5 10 AH [F] 1) 20 B 4% bl AL & 0, AN AR 2, A8 AL &) 16 i
BOC-L- &% .

[0333] 'H NMR(DMSO-d,) 6 9. 20 (bs,2H),8.93 (s, 1H),8. 21 (s, 2H) , 7. 77 (t, LH) , 7. 66 (dd,
1H),7.50(dd, 1H) , 5. 04 (m, 1H) , 4. 59 (dd, LH) , 4. 43 (m, 2H) , 4. 26 (t, LH) , 3. 96 (dd, 1H) ,
3.21 (m, 2H) , 2. 62 (s, 3H) , 2. 21 (m, 1H) , 1. 95 (m, 1H) , 1. 89 (m, 2H)
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[0334]  SEZjiddl] 55 : (R) —3— (4 (2— (2— A& —[1,3,4] W& Mg —5- 2% ) MiEmE ) —5- %5 ) -3-
I ) -5 (L- Iz BEA ) FIEREMee —2- Wi ZhmR . (1b&4 56) [l &

[0335] SR 5 Siifs] 41 AHIRI 0 B E 2 bR AL A1) AN )72 AL G4 55,

[0336] 'H NMR(DMSO-d,) & 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)

[0337]  SEjitifh] 56 : (R) -3—(4—(2— (2- L 1,3, 4] - BE M —5- 3L ) miEme ) -5- 2% ) -3- 4
FREE ) -5 (B - HE B ) FREME: —2- Bl =R Omh (&M 57) K&

[0338] K H] &5 S 91 10 AH [F] (1) 20 B 2% b AL A 0, AN R, A8 AL &) 16 1
BOC- B - N IR

[0339] 'H NMR(DMSO-d,) 6 8.92(s,1H),8. 21 (s,2H),7. 88 (bs,3H) , 7. 76 (t, LH) , 7. 68 (dd,
1H),7.49(dd, 1H) , 5. 02 (m, 1H) , 4. 36 (m, 2H) , 4. 25 (t, LH) , 3. 94 (dd, 1H) , 3. 03 (m, 2H) ,
2.70(t,2H) , 2. 62 (s, 3H)

[0340]  SEJfiff] 57 : (R)—3- (4 (2 (2—- 3L 1,3, 4] BE Mg —5-JL ) nikme ) -5- 3 ) -3 &
KE) -5 (B - NABEA ) FEEMLE —2- Bl EL (b5 58) Ml

[0341]  SRH] 55ty 41 AR IR0 BRE 2 bR @A A, AN F )2 AL G4 57,

[0342] 'H NMR(DMSO-d,) 6 8.92(s,1H),8. 21 (s, 2H) ,8. 08 (bs,3H) , 7. 76 (t, LH) , 7. 68 (dd,
1H),7.49(dd, 1H) , 5. 02 (m, 1H) , 4. 36 (m, 2H) , 4. 25 (t, LH) , 3. 96 (dd, 1H) , 3. 00 (m, 2H) ,
2.71(t,2H),2. 62 (s, 3H)

[0343] 5 i 4] 58 : 1 —[ (R)—[3-(4-(2-(2— A7 & Y Mg —5— J& ) mibweE —5- 2 ) -3- 3 K
)2 AR S NEMe e L ] R ] BRI (fhA W 72) A (R)-[3-(4-(2-(2- Y
e —5— 55 ) MERE —5- F% ) —3— JAHE ) —2— UMK -5 WEMkE st 1 LR — 8 (L&) 59)
() ) 2%

[0344] 1.5

[0345] 1w ALEW 0% T I0ZF AN (WA @ —& FHpg=1: 1
. fEE R K 0.6 50 PU MR 2.3 55 WP T AR T R N 9 BE % (di-tetrabuthyl
diisoprophylphosphoamidite) I AW A FF7E =i N Hie 16 . RNVIR G R
2 -78°C, AN 0. 7 STRI S 2 R it 2 /et o ONIRGWIBER: 2 /N e, RN G T
BRER R OB M NIRE P o B ERSU0 k FR SV R Eh /K BEv 7 B A3 1A
HUZ 7K ok g8 LS4, b fr il o AR G 4l k330 0. 71 58 (R -[3-(4-(2-(2-F
FEPUME -5 HL ) mbmE —5- L ) -3- AR ) 2- FAC 5 MEMp R I ] PR XL (PY T
BE ), W& 71%.

[0346] 'H NMR(DMSO-d,) 6 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)

[0347] B H IR AR I d A T P EER R RS, ARG EEE T ¥ 3.4 =7
Al (0.3 FE/R / FHREEASTE ) NG DikE 10 /N W46 i NAIR G IS 7% B -
Wk B g ok g, FHIERTE 300 VAR S (AhE 59) .

[0348] 1" NMR(D,0) 88.27 (s, IH),7.56(dd,2H),7. 06 (m, 2H) , 6. 90 (m, 1H) , 4. 79 (m, 1H) ,
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4.63 (s, 3H),3.90 (m, 4H)

[0349] 2.38 I

[0350] HEE—DHIFHALAEY (0.7 3%) BT 30 2 —H Pk, EERTH 15 2T
R ORI 1N B RNTR SV B SR YE, SIS Y. YA
LTRSS i, 133 400 Z 5 —[(R) - [3-(4-(2— (2 FZEPUME —5- F% ) nibme —5- %5 ) -3- 5
AR ) —2- AR -5 BEMpE AL ] AL ] BRI (AbE T2) .

[0351] 'H NMR (DMSO-dy) 6 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)

[0352]  SEjifs] 59 : (R) —[3—(4-(2—(2- &L —[1,3,4]-BE =M —5—FL ) nikme —5-25) -3- 7
ARHE ) —2- AR -5 NEMegE AL 1 FEEEER — 8 (159 60) K&

[0353] I FHSRAL T 5Lt 58 1) 77 AT AL G4 16 Hl 2 b &4

[0354] 'H NMR (D,0) 88.33(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)

[0355]  SEjifhl] 60 : (R) —3—(4—(2—(1— ALY M —5- 3% ) nibme —5- 55 ) -3- JRacdt ) -5- %
FRIEIEMe e —2— ] (ALA4 61) Il

[0356] I FHZRALF st tel 1 17 AALH 2- (- FEEDY e -5 3 ) —5— JRALIE il %% A5 i Ak
=r/R

[0357] 'H NMR (DMSO-d,) 6 8. 98 (s, 1H),8. 30 (m,2H),7. 75 (m, 2H) , 7. 53 (dd, 1H) , 5. 25 (t,
1) ,4. 76 (m, 1H) , 4. 44 (s, 3H) , 4. 14 (t, 1H) , 3. 89 (dd, 1H) , 3. 69 (m, 1H) , 3. 58 (m, 1H)

[0358]  SEjiifsl 61 : (R) —3—(4—(2—(1— ALY M —5- 3% ) nmbig —5- % ) -3 Jacdt ) -5- 2
J OB R I NEMEE —2— lid — 3 SR ER (ALGH 62) HIiles

[0359] A FHEANTF-s2hEts) 10 )77 XAEH 2- (1— R FE PO me —5- 3% ) —5— YRNHLIE il 2% bR i Ak,
Ex/P

[0360] 'H NMR(DMSO-d,) 6 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)

[0361]  SZjifsl] 62 : (R) —3—(4—(2—(1— AL Y M —5- 38 ) nbieE —5- 2% ) -3 AR ) -5 &
J CWRAR TR EEEME G —2— Wi EhER 2 (LG4 63) IHil#s

[0362]  FIFHRALT st 5] 43 177 AL 2— (1— FRFE UM —5— ) —5— YRALIE il 25 bR AL
“We

[0363] 'H NMR (DMSO-d;) & 8. 95 (s, 1H),8.50(bs,3H),8. 21 (m, 2H) , 7. 80 (t, 1H) , 7. 65 (dd,
1H),7.49(dd, 1H) , 5. 03 (m, 1H) , 4. 48 (m, 2H) , 4. 43 (s, 3H) , 4. 24 (t, 1H) , 3. 99 (dd, 1H) ,
3. 86 (m, 2H)

[0364]  SEjfs] 63 : (R) —3— (4— (2— (1 FAZEPUMe —5- 3L ) nmibmg —5-3% ) -3 J R ) -5-(L- A
AR ) FIENEMEGE -2l = OTRER (ALEH 64) HUle&

[0365] Al AL T st 5] 40 177 AL 2— (1 FRFE UM —5- ) —5— VRALIE il 25 PR 4L
“We

[0366] 'H NMR (DMSO-dg) 6 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) ,
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4. 18 (m, 1H) , 3. 98 (dd, 1H) , 1. 36 (d, 3H)

[0367]  SEiifs] 64 : (R) -3 (4— (2— (1- FIAEPYMe —5- k) nibRE —5- k) -3 A 2L ) -5-(L- T4
) FIENEMEGE —2- W EhER 2 (L5 65) I+

[0368] I FHZRALL T 52 9] 42 177 XA 2— (1- B PY M —5— 58 ) —5— Wt ) 45 b 4k
EW o

[0369] 'H NMR(DMSO-d,) & 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)

[0370]  SEjfs] 65 : (R) —3— (4— (2— (1— A ZEPUMe —5- 3L ) Mibmg —5-3% ) —3- FARIE ) —5- (L- 43l
A ) FEEREME —2- B = SR EE ((LA 66) Hifl#%

[0371]  FIFHZRARLT 5L E) 11 507 AT 2- (1- FEE DY M —5- 25 ) —5— IR e il £ A5 @ik
=x/B

[0372] '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)

[0373]  SEjiifs] 66 : (R) —3— (4 (2— (1— A ZEPUMe —5- 3L ) ibmg —5-3% ) —3- JoRIE ) —5- (L- 43l
A ) FPEVEME —2- B EhER £ (LA 67) Iles

[0374] A FHZBAL T 92 M) 41 (977 2XAFFH 2— (1 B PYMe —5— JL ) —5— Rt IgE ) 45 A 4k
“We

[0375] 'H NMR(DMSO-d,) & 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)

[0376] K Jiti 1 67 : (R)-3-(4-(2-(1- A Z& P4 Mg —5— Z5 ) mE me —5- & )-3- Jil &
55 )-5-(B - NZABEE ) FAENEMpE —2- B =S LR E: (&4 68) [Hiil&

[0377] AL T ] 48 177 AT 2— (1- FZE DY M —5- 25 ) -5 YR e il £ A% @4k
=x/B

[0378] '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 (t, 1H) , 3. 93 (dd, 1H) ,
3. 05 (m, 2H) , 2. 70 (t, 2H)

[0379]  =E JiEE 4] 68 : (R)-3-(4-(2-(1- A Z& PU Mg —5- £ ) nfk mg —-5- gL )-3- & K
) -5-(B - NREBEE ) FAEREME -2- B EhER . (b5 69) H &

[0380] I FHZBAL TS ] 49 177 A% FH 2— (1- FREE DY Me —5— 58 ) —5— SRt I ) 45 A 4k
“o

[0381] 'H NMR(DMSO-d,) & 8. 96 (s, 1H), 8. 25 (m, 2H) , 8. 13 (bs, 3H) , 7. 79 (t, 1H) , 7. 66 (dd,
1H) , 7. 48 (dd, 1H),5. 02 (m, 1H) , 4. 43 (s, 3H) , 4. 36 (m, 2H) , 4. 25 (t, 1H) , 3. 97 (m, LH) ,
3. 01 (m, 2H) , 2. 74 (t, 2H)

[0382] S it 4] 69 : B —[ (R) —[3—(4-(2—(1— FF 2% PU Mg —5- L ) b i —5- 2% ) -3 il <
F)2- AR S-TEMe L L ] AR ] BE IR (A& 73) A (R -[3-(4-(2-(1- A2 1Y
e —5-Fik ) MERE —5- JE ) —3— GRSt ) —2— 4K -5 MEMERE It ] LR 8 (f&H 70)
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) i) 2%

[0383] 1.ZF—F

[0384] | H &AL T 5 i 451 58 i) 77 AT H AL -5 4 61 il % (R)—[3-(4-(2-(1- F1 5 Y
e —5- JL ) NERE —5- A8 ) —3— FRAE ) -2 AN -5 BEMe AL ] F AR ALY T AR .

[0385] 'H NMR(DMSO-d,) & 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)

[0386] 2.3

[0387] R HI 28 R0 T+ S it 441 58 1) 77 A AT H 25 — 25 il 43 19 4k & 9 il & 400 = g
B[R -[3-(4-2-(1—- FEEPYme —5- 55 ) nibie —5— 2% ) —3— FHAREE ) —2- 44X -5 TEMek
5] PE ] R (hEWT3) .

[0388] 'H NMR(DMSO-d,) §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)

[0389]  F AT SLitifs] 58 (1977 il & Ar @b &4 (A& 70) .

[0390] "H NMR (D,0) 88.29 (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)

[0391] S5 70 : (R) —3— (4— (2 (1- FZEPYMe —5—F ) nibie —5- 2 ) -3— A ZE ) -5 ([1,
2,3]- =M —1- 5% ) FIENEMGE —2- Wi (A& T (K&

[0392] I FHRALT- 5Lt 24 177 XA AL G4 61 Hil 25 b AL &4 o

[0393] "H NMR (DMSO-dg) 6 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 (s, 3H) , 4. 31 (t, 1H) , 3. 98 (dd, 1H)

[0394]  SZEG SR | AR Py DT BTG 2k VAL

[0395] Ay T PNAANE M B AT A= B PR, MR Chemotheraphy, 29 (1) ,76, (1981) 1
FEIR 1) 77320 FH B e o s v B0 FE iR — R 4R 2R 5 5 5 o (U R 8 B3R (MRSA) FHi T3
R R IEBKE (VRE) 78 N PR TE TER 7R A e N HIR EE MICyo, T / =T ) o fE
Pharmacia & Upjohn Inc. HIXTR T30 3 1) Zyvox YEAXTIE . Z5HUTTNE 2 FioR,

[0396] & 2

[0397]
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e | mMPEIRE (MICs, WMR/ZT) = /DI T (MICsy, WTE/ZTE)
MRSA VRE MRSA VRE
Zyvox 2 2 37 0.5 0.5
1 1 0.25 33 0.5 1
2 0.5 0.125 39 1 1
3 0.25 0.25 40 4 8
4 2 2 41 4 8
5 05 025 5 0.5 0.25
6 NA NA 43 0.5 0.25
7 0.5 0.5 44 0.5 025
g 16 16 45 05 0.25
9 0.25 0.125 46 05 0.25
10 05 0.25 47 05 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 05 025
14 025 0.25 51 05 1
15 1 1 52 0.5 1
16 05 I 53 05 1
17 1 1 54 05 1
18 1 2 55 05 1
19 32 32 56 05 1
20 0.5 0.25 57 05 i
21 1 1 58 05 1
2 1 1 59 05 0.5
23 2 60 05 1
24 05 05 61 0.5 0.25
25 025 0.125 62 05 0.25
26 0.5 0.5 63 0.5 0.25
27 05 1 64 0.5 0.25
28 05 0.5 65 05 0.25
29 05 1 66 0.5 0.25
30 0.5 0.5 67 0.5 0.25
31 0.5 0.5 68 0.5 0.25
32 05 1 69 0.5 0.25
33 2 70 05 0.25
34 1 1 71 0.5 0.125
35 1 72 32 32
36 05 0.5 73 32 32
NA: K&
MRSA: it - HEAXEFTEXZSHOFEHRE
VRE: /& B&EmEsRE

[0398] WK 2 s, RYE AR R AT AT R AR T Zyvox, AR BH AT A2 Xt i — AR
EARERH R B EBRE MRSA) FU 7 &R mEEK R (VRE) Wos 288 Hdw i M

szjjo PR, Ak B 4k &4 mT LR EDTAE &

[0399]  SEG S 2 AR MEVEAS

[0400] & T IAKAR K BHAT A ) B Bk, F RO IR IFAT SE8 o W AR AT A I AN

200 ST+ ZE KA, ARG TEDLEE 2 Bl T AR WAV IS (turbidity) .

[0401] AT AEMIAR 5E VRIS, 4 50 T 2SR AN, 2R 5 T E3k 7 PP A v

(R RE , AR IS VR RN S A8 R

[0402]  MZH— VK 2 2T AT BN N ZEAR K P I 58 SV R I, VTR E 5 AR R

TN 2 Z e T, IR JE BT PIRAS o AR WIHIRT DI 5 IR, SR 5 VRl 3R

o L5 R E R = UGRAT R DA RO e PRMEIER 3 P,
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[0403] & 3

[0404]
&Y VEIRE wEw VIR IE
Zyvox 3=/ =Tt 51 > 50 & / &I
10 10 o / =7t 52 > 50 %5t / =Tt
12 28 =&y / BTt 53 30. 3 25 / =t
16 20 e / =Tt 54 2.9 25w / =Ft
20 4.7 %5 / ZFH 55 7.2 2755 / =T
27 > 50 2% / =TT 56 > 50 &5 /=TI
42 > 50 2% / =TT 57 > 50 &5 /=TI
43 4.2 25 / =Tt 58 5.5 %5 / 2Tt
44 > 50 27 / =TT 59 > 50 51 / 2=
45 12 25 / 2Tt 60 S h0EE =0T
46 < 1.63 %/ =&F| 62 28 = / =If
47 2 = /2Tt 64 > 50 =55 / =T
48 > 50 2w / &t 66 4.7 %25 / =T+
49 2.6 %= / =t 68 2.6 %5 / =T}
50 20. 4 =71 / =Tt 70 > 50 =%/ =TT

[0405]  WI5E 3 7R, 5 Zyvox (3 =3¢ / ZJt) FLAW 10 (10 v / =T ) IR AR
LC, fTAEDI T R A E ) 42 ISR S T (KT 50 =508 / ZF ) o

[0406]  [KIith, A BHIRIAT A0 il e 0 AR 43R0, P AR R AR R e o 50T AR il e
TSN, W] LLIRAS 5 AT A i) o

[0407] SRS 3 B Ib B RT AP/ B IR 2 25 1R 2 B R

[0408] Il A K AL G S R, BET T IR LS.

[0409] K 1% ANFEFILA4ER S 200 27 ik H HALAY 10.12.16.17.20.22.24 F1 27
H R A B —MIRE X 5 K ICR /N2 (5 K, HEME, 7R 20 52 +2 s /LD o
SRTG S 2 J] Ja B AR E IR S, DL /8L E Minimum Lethal Dose, MLD,
2w/ T3 ). {#f/ Pharmacia& Upjohn Inc ] Zyvox fE XM iR UK 4 Prox.
[0410] &4
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[0411]
&Y BohEtE (MLD, 2% / T3 )
Zyvox > 1000
10 > 1000
12 > 1000
16 > 1000
17 > 1000
20 > 1000
22 > 1000
24 > 1000
27 > 1000

[0412] A7 i 4 PR B AA M I AT 25 285 i R 00 A0 B AR FH A5 I I AL 5 D e
1%

[0413]  MRHER 4, AR RIAL GV BAT VLA HIPURIE PN, BB R st

[0414]  SCHEBIRCTT 25 S I %

[0415] 1 sl %

[0416]  WEMLEERdfT A4 273
[0417] Sk I

[0418] ¥ LRWEHE A, ARG IR G 7 28 B 2, L85
[0419] 2. KK &

[0420]
8 ke BT A2 500 =77
TKGER 100 Z 7%
FLHE 100 Z7¢
hiF R R Bk 2 2

[0421]  Kr EIRYIEHRE S, R RIR G AT iR A Hi A 7)o

[0422] 3. REERIHI
[0423]
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WM AT A4 500 Z7¢
FAKIER 100 Z 7%
FLbE 100 Z 3%
B RE R B 2 =5

[0424] 34 L ARADRNE & i CLA 7 VR 2 7L B0 BT P b e 2
[0425] 4. PRSI %

[0426]  WEMBEETAT Y 500 = 77,
[0427]  FPAEER £k 22 5 PREF pH 4 3.5
[0428] %5254 e Jaa

[0420]  RWEMEGERR FT A0 AT BRI B s A7 IR 1 26y M I8 B P TR BN 20 22718
M SR A FHBR IR 2 o R TR G W e T S R 28 MK b I A8 AT EE B A S @ R AR
PRI R o
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