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10

B¢

-4- 3L }

278
Fr'f}



CN 102307869 B W F OE Kk P 10/18 T

HEmg e —2- 3 ) HEE,
(66) (S)-1-{2-[1-(4- A I ) LSRR A 1-6- (LR -2- Fha( %k ) WEnE —4- 2k} IR

e —4- BE

67) (S)-1-{2-[1-(4- WAL ) LFERIKE 1-6- (kiR —2- L2k ) meng —4- & | A
T -3- T,

(68) 1-{2-[(S)-1-(4- KL ) LI EE 1-6-(MEmk —2- FLaFL ) memg —4- 38 | IR
e —3- FE ,

(69) (S)-5-{2-[1-(4- H A ) LHERIH 1-6- (MR —2- FEEHL ) meng —4- J& | At
i,

(70) (S)-N*-[1-(4- i Z5 3 ) & F I-N-( g & —2—- 3 ) —6-(2H- PY Mg —5- F ) m¥
e -2, 4- %,

(T (S)-N-(2- & & & H)-N-[1-(4- 5 2K 2 ) & & I-N-(ntp e —2- 5 ) mg
mE -2, 4, 6— —Ji&,

(72) () -N-(2-{2-[1-(4- | AR ) LFBAE 1-6- (M —2- RE L) W -4- "

A} LF) WAL,
(73) () N=-(2—{2-[1-(4- JAH ) LA HE 1-6- (HEIE —2- FLE I ) Mg —4- K
i} LR LB,

"
q

(74) (S)—2—-{2-[1-(4- HAIL ) LFEEFE 1-6- (nLiE —2- FLE L ) memg —4- FLE I |
LG

(75) (S)~4-{2-[1-(4- HARK ) LHREIL 1-6-( Mk —2- FEEHL ) wing —4- 5L} KH
[

(76) (S) =3—1{2-[1-(4- FARIL ) LFEIE 1-6- (MkiE —2- FLa 38 ) meng —4- 3L ) FJIF,

(77) (S) N*-[1-(4- FAHE ) LFE 1-6- (W —3— 3k ) -N'= (HigiE —2- 5k ) mgng -2, 4- —
f ,

(78) (S)-1-{2-[1-UU- &) CFEA I ]-6-( ML —2- FLaHL ) weng —4- % | IR
Mg —4- R L8,

(79) (S)-5-1{2-[1-(4- R ) LRI 1-6- (LR —2- FEE AL ) mEng —4- AL ) ARk
Hﬁ)

(80) (S)—1-1{2-[1-(4- KK ) LFHAFE 1-6-(MkE -2- FE L) meng —4- £} IR
WE —4- RIR ,

(81) (8)—2—{2-[ () ~1-(4- W AIL ) LFHEE 1-6- (ML —2- FLa I ) ming —4- B
% }_2_ X% Zl@% ’
(82) (8)—2—{2-[ () ~1-(4- AFE: ) LFEZEE 1-6- (ML —2- FLa Il ) ming —4- B

5 13- RN -1

(83) (R) —2—{2-[(S) —1- (4~ W AIE ) LI ]-6-(nbe —2- FE2IE ) mimg —4- 3L
-4 PR -1,

(84) (8)—6-[2-( —HIHEZIEL ) LK I-N-[1-(4- FAEEL ) &3 I-N'- (ks -2- 5)
WENE -2, 4— %

(85) () —1-{2-[1-(4- FAHE ) LHEE L 1-6- (nhiE —2- FE2 0k ) WEIE —4- 2} -1H- ik

i
T

11
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e —4- 1%

(86) (S)—3—{2-[1-(4- AT ) LHEEZEE J-6- (nbhE —2- JE2 L ) Mg —4- 5L} 2k
Wl

(87) (8)—-6-( I [d]1, 3— —AAIR M —5- 3 ) N~ [1- (4- AR FE ) 458 1-N- (it
e —2— 55 ) WERE -2, 4- :Hﬁ :

(88) (S)-N-[1-(4- JL % 3 ) £ 2 1-6-(2- Fmb me —4- 3L ) -N-(np g —2- 3 ) mg
WE -2, 4- iz,

(8N ~[(S) ~1-(4- FHAZL ) 3 I-N-(nbmk —2- 3 ) —6-[ (PHE IR —2- %) FHR
HE ] WERE -2, 4- %,

(90) (S)—2—{2-[1-(4- 2RI ) LHAE J-6- (e —2- I ) ming —4- 24
L,

(91) (S)-N*~[1-(4- JAIE ) 25 1-N= (s —2- 56 ) N~ [2- (AL be —1- 2% ) 23 ]
WERE -2, 4, 6— =%,

(92) (S)-3-{2-[1-(4- |AEE ) LHEA
RIS

(93) (S)-3—{2-[1-(4- At ) LHEEEIEE J-6-(MbiE —2- FRa ) Weng —4- 2% | 4
[7Hi=g

(94) (S)—2-{2-[(S)-1-(4- | AKE ) LFAIHE ]-6-(nbk —2- Fa K ) meng —4- B2
1-3- AT -1-

(95) (S)-N-[1-(4- & K 3L ) & % 1-6-[4-( FF I M /o 2% ) O mE —1- 5 J-N- (it
W —2— 2 ) WEIE -2, 4- "z,

(96) (1S, 2S) —2-{2-[ (S) ~1- (4~ T #FL ) LFEEFE 1-6- (MEME —2—- FLa(FL ) mEmg —4- 3%

2 N

(97) (8) -N-[1- (4~ I ) LFI-N-[ (5~ FAEntEmE —2- 3% ) A 1-N°- (b —2- 3% )
WEE ~2, 4, 6- =i ,

(98) (S)-N*~[1-(4- JRL A 3 ) & T-N'- (R I —2— & A7 385 ) -N*— (g ik —2- % ) mi
WE -2, 4, 6- =Ji%,

(99) (S)-N*~[1-(4- KK ) LI I-N-(nbie —2- 26 ) -N-[1-(ngme -3- %) &% ]
WEE -2, 4, 6— =%,

(100) (S)—1-{2-[1-(4- W AKE) LFEREE]-6- (MbPE —2- Fa &) Wing —4-% 1 -4-(%
FERIL) URNE —4- B,

(101) () -N-[1-(4- A H ) L3 I-N- (e —2- 55 ) N~ (b e —2- L 3L ) mg
WE -2, 4, 6- —Ji%,

(102) (S)-N-[1-(4- R FE I ) L3 T-N-(ipmE —2- 55 ) -N-(ntp e —3- 5 58 ) ms
WE -2, 4, 6- = Ji%,

(103) (S)-N-[1-(4- A K ) L3 T-N= (e —2- 55 ) N~ (b e —4- F& FF 3L ) m
e -2, 4, 6- —Jik,

(104) (S)—2—{2-[(S)-1-(4- JRIE ) LI IL ]-6- (MEME —2- K2 ) WENE —4- Jhad
5} -3- BAENWE

22

5

i

B J-6- (LR —2- 2Ea0k ) mENE —4- 2L | A

ZqﬁT

1<
bl
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(105) (35,49) -1-{2-[(S)-1-(4- W K 5 ) L& FE & H J-6-( Mt iE 2- x| &)
WE —4- 55 ) Lt -3, 4-

(106)N°=[(S)~1- (4= FAHIL ) LFE J-N=(HEmE -2- 2 ) -6-(1, 4~ 52 -8- AL IB
[4.5] %% -8- &) memg -2, 4- —Ji%

(107) (S)-8-{2-[1-(4- J 2K &) & % & L 1-6-(nmt B —2- 3 & )
WE —4- 2 -1, 3— A 8- A g [4. 5] %% -2- il

(108) (S)~4- (1= "FHE ~1H- nEb Mg —4- 6 ) N~ [1- (4~ AL ) L3k J-N- (ke —2- %)
MEmE -2, 6- — &,

(109) (S)-N-[1-(4- F K F ) L5 ]1-6-[4-( F I MW ) Uk B —1- 2 1N (it
W —2- Jk ) WENE -2, 4- —Ji&

(110) (S) —4-{2-[1- (4~ FARE ) LHERIEE 1-6- (kg -2- LK) ke —4- %} KXF
Wt f

(111) (S)-N=[1-(4- L & % ) & 5 J-N- (b g —2- 3% ) —-4- (1H- nit & -3 3% ) nft
WE -2, 6- —fix ,

(112) (S)-N=[1- (4~ # AL ) L3 1-N°~(Herg —2- 2% ) nikme -2, 6- i,

(113) (S) -N-[1- (4~ FHEE ) L 1-6- (4~ FFE —1H- kMg —1- 3% ) -N*~ (AtgE —2- 3% )
WEIE -2, 4- —Ji&

(114) (S)-N=[1-(4- FL & 3 ) & 3 J-4-(4- B 40 28 2K 58 ) -N°- (ki —2— 3% ) it
WE -2, 6- i,

(115) (S)—4- (4= FARFE ) -N~[1- (4= ORI ) LFE J-N- (ki —2- 55 ) nbme -2, 6- —

BS

iczs

(116) (S)-N~[1- (4~ F#EL ) LHE 1-4- FFE N~ (npmg —2- 3% ) nbme -2, 6- —Ji%

(117) (S) -1-{2-[1- (4- AL ) LHEEEFE 1-6- (MbME —2- FRa 5L ) wemg —4- 55} -N-(F
TR ) WRiE —4- R ,

(118) (S)-N*-[1- (4- AL ) ZHE 1-4- (Wergg —3— 3L ) -N°— (kg —2— 3% ) nbkmE -2, 6- —
Wz ,

(119) (S)-N-[1-(4- A 5 ) & 5 1-4-[4-C F FE B |k O ) R e —1- 2% J-N°- (it
W —2— 2% ) MERE -2, 6- —Ji% ,

(120) (S)—1-{2-[1-(4- W AKE) LFEREE]-6- (MbiE —2- FEa ) mbre —4-% 1 -4-%
FEIE) URRE —4-

(121) (S)~4-{2-[1- (4~ FAREE ) LTI 1-6- (ML —2- FEE I ) nbme —4- 3 ) A
Wl

(122) (8) -N*-[1- (4= i ARFE ) LF 1-4- FEI -N- (IkeE —2- 3% ) nikme -2, 6- iz,

(123)4-{2-[ (1) -1-4- ] K &) & & &= & ]-6-(nt B 2- & & &) it
e —4-FE } =1 A °, 4= ARk —1, 1- —d ,

(124) (S)-1-{2-[1-(4- R E ) LHFEREE ]-6-(nbiE —2- L2 3L ) mbre —4- 2% | UKk
WE —4- %,

(125) () -1-(4-{2-[1-¢~ T & 2 ) & F & 16—k B —2- & & &) i
WE —4- JE -1, 4- AP -1-3) 2,

13
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(126) (S)-N-[1-(4- J 2% 3£ ) & F T-N-(HE Mg —2- %) -N-(ms mg —2- %) it
WE -2, 4, 6— =fi%,

(127) (S) N -[1-(4- 8 2K 3 ) & F I-N-( ik Mg —2- 3L ) -N-( ik mg —2- 36 ) g
ME -2, 4, 6- =i,

(128)N*~[(S) —1- (4~ AR FE ) L& J-N- (ki —2- 35 ) —4- (1, 4- 5 4% -8 AL i
[4.5] %& 8- J& ) HtmeE -2, 6- —fi%,

(129) (S)—2-[1-(4- FAIE ) LIEEFE 1-6- (LR —2- FEIE ) TR s,

(130) (S)—4-{2-[1-(4- HAE ) LIEIE 1-6- (Mg —2- FLE I ) weng —4- 2 ) -N-F
HE TR

(131) (S) -N*~[1- (4~ JAHFE ) L5 1-4-(4- FIFE —1H- IRmg —1— 5 ) -N°~ (nipE —2- 3%)
e -2, 6- —fi% ,

(132) (S) -N*~[1-(4- J|KIL ) L3 1-N, N- = (ki —2— 36 ) mbme -2, 4, 6- —fi%

(133) (S)—4- (PR A & A 4 28 ) -N*-[1- (4~ A L ) & 58 1-N*- (b g —2- 3% ) it
e -2, 6- %,

(134) (S)-N*~[1- (4~ FAKIE ) LFE J-N- FIE —4- (1- FF3E —1H- n s —4— 356 ) -N°~ (i
e —2— 2% ) mERE -2, 6— —fi%

(135) (S)—{2-[1-(4- H AR ) LFERIE 1-6- (bl —2- &L ) mhwe —4- 2% | FEE,

(136) (S)—2-[1-(4- |t ) LHFE 1-6-(MbE —2- BEE ) RIMR ,

(137) () -N*~[1-(4- A I ) L5 1-4-(2- B I L8 FE ) N~ (ke —2- 55 ) ik
e -2, 6- %,

(138) (S)—2-[1-(4- st ) CHEEE 1-6- (b —2- B2 I ) Weng —4- i,

(139) (S)—2-[1- (4~ I ) LA 1-6-(nbE —2- B ) FUBHE ,

(140) (S)—2-[1- (4~ I ) LFHEAKE 1-6- (nbE —2- B ) FUBEL

(141) (S)-N*~[1-(4- FAHI ) 25 T-6-(1, 2, 4-BE M -3- 3L ) -N*~ ( bk —2- 5% )
e -2, 4- —fi%

(142) (S)-N*~[1- (4~ FFKFL ) L3 ]-4-(1, 2, 4 W& mg —-3— FL ) -N— (g mk —2—- 3% ) it
e -2, 6- % ,

(143) (S)—2-[1-(4- | ARH ) LHFAE 1-6- (b —2- BEE ) IR F s,

(144) (S)-2-[1- (4~ FARKE ) LFAHR 1-N,N- —FH —6- (g —2- FLE 38 ) FUHmE
fié

(145) () -N-[2-( ZHERAK) £FE 12-[1-(U-F AR ) CERAKE 1-6- (i —2- &
2E) FEE

(146) (S)-N-HUT 3 —2-[1-(4- | KIL ) LIEAKE ]-6-(MLiE —2- G HE) FWBEE,

(147) (S)-N= Z.3& —2-[1-(4- AKEFEE ) LFEEKE 1-6- (MLrE —2- I ) SMmHEL ,

(149) (S)—{2-[1-(4- FA&IE ) LHEFAIE ]-6- (b —2- FZJAE ) e —4- 2 ) (ngeg
Kt —1- %) R,

(150) (S)—2-[1-(4- FFHEE) aﬁﬁﬁj E‘Wﬁ -6- (MEHE —2- B2 5 ) FHmEn

(1561) () -1-{2-[ () -1-(4- wWAE) & —6- (MEiE —2—- a2k ) mEmg —4- 3 )
BT It —2- L ,

14
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(152) (S)-N°=[1- (4~ W AFE ) L3 1-N- (ks —2- 3 ) —4- (PUS —2H- Nk —4- JE44
) mkng -2, 6- —Ji%,

(153) (S)-1-{2-[1-(4- W RIE ) LFHLZIE ]-6- (nbhe —2- Jhad k) wemg —4- 2 |
Tt -3 HlEZ ,

(154) (S)—2-[1-(4- AL ) LHREEIE 1-N-(2- B4 FE ) -6- (nikiE —2- FLa 3L ) 7
JHBERE

(155) (S)—2—-[1-(4- AR ) LHREFE 1-N- FE -6-(mbiE —2- HEE ) FHBLZ,

(156) (S)—{2-[1- (4~ KK ) LI 1-6- (kg —2- FL2 L ) nbmg —4- 2% | (b
) FER

(157) (S) N-F3E —2-[1-(4- WAEE ) SR 1-6-(mbiE —2- HEE ) FHBLZ,

(158) (S) N-FRZE —2-[1-(4- Rk ) LHEEEEE 1-6-(Mbik —2- &) FHBthL,

(159) (S)—{2-[1- (4~ FARE ) CHEEIH 1-6- (ks —2- ) ke -4-2& ) (4- F
FEWRIE —1- 25 ) T,

(160) (S)—2—-[1-(4- W AFE ) LRI 1-N-(2- FEIE L) -6- (g —2- R K )
B

(161) (S)—2-[1-(4- ALK ) LEFE 1- IENE -6- (ke —2- R E ) BB,

(162) (S)-N- RN EL —2-[1-(4- FRE ) CEEHE 1-6- (ke —2- R E ) 7BH
Wl

(163) (S) N- T 3 —2-[1-(4- Rk ) LHEE S 1-6- (kg —2- JL 38 ) S mthz

(164) (S)— IE T 2 —2-[1-(4- WAL ) LFEZ I 1-6- (kg —2- 23 ) iz ,

(165) (S) —2—-[1-(4- o AHE ) LFE2 I J-N- S T 3 —6- (ki —2- FL2 08 ) S mthz

(166) (S)—2-[1-(4- JREL ) LA J-6- (b —2- B0 ) N-(2, 2, 2- =5 E)
FEAH L

(167) (S)—2-[1-(4- AL ) LFEIE J-N-(3- BIEEWIE ) -6- (nkh —2- 2k ) 7
JHIER

(168) (S)N-(2- LI L) 2-[1-(4- AR ) AR ]-6- (M —2- BEE)
A

(169) (S)—1-{2-[1- (4- AR ) LRI ]-6- (Mbik —2- &) meng —4- K} -N-F

BRI T Bt -3- EF'E%H;:,

(170) (S)-N=[1-(4-F AL ) LFE]-4- (FFEIE FIE) -N°- (MR —2- 38 ) nikie -2, 6- —
i,

A7) () -1-{2-[1-(4- 5 X ) & & & & J-6-( Mt & -2- & & i) W
WE —4- 55 1N, N- BRI T 5t -3- Al ,

(172) () -N=(1-{2-[1-(4- AR ) LHEZKE 1-6- (kg —2- ) meng —4- 5 |
BN T e -3- L) TRAEE ,

(173) () -1-{2-[1- (4~ FARE ) LREZE 1-6- (kiR —2- R ) weng —4- 5 ) A5
T Ht-3- 1%,

(174) 2- (4- F A3 ) —2-[4-(1- B 3L —1H- npp g —4- 3L ) -6 (b g —2- L& 55 ) it
WE —2- JL2 gk ] SBE,

ol
P
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(175) (S)N- & & -1-(2-[1-(4- R L ) SR I J-6-(mbiE —2- L 3L ) we
WE —4- 55} AA T b -3 LR

(176) (S)-N,N- =& F —1-{2-[1-(4- K ) LHFEZ I 1-6- (nbiE —2- FLa gk ) we
WE —4- 55} AT b -3- LR,

(177) (8)—1-{2-[1-(4- WAHEE ) LRI 1-6- (ML —2- L2 5 ) g 4- 2%} &
fid
(178) (S)-N=[1-(4- J] K ) & A 1-6-(3— M40 5E A 31 T e —1- 56 ) -N*= (it

W —2- JL ) WERE -2, 4- :Hﬁ,
(179) (S)-1-{2-[1- (4~ R ) LHEEFE 1-6- (MLIE —2- &) weng 4- £} -3-F
FERFI T Bt -3- BE
(180) (S)—2-[1-(4- i ARIE ) LFEZFH 1-N- B —6- (bhE —2- EE ) Wt ,
(181) (S) —2-[1- (4~ FAHE ) LFEFE TN, N- 3 -6 (nbmk —2- FLE 3 ) Wk,
(182) (S)—2-[1-(4- K% ) LFEE I 1-6- (MbhE —2- aE A ) Wk,
(183) (S)—{2-[1-(4- W AFE ) LFEZIE ]-6- (nbME —2- FE&IE ) nibme -3 5 ) (g

A0 TR,

(184) (8) N-(FAHE I ) —2-[1-(4- AT ) LA IE 1-6- (s —2- Fadt)
iz

(185) () N=(1-{2-[1-(4- &I ) LHEZE 1-6- (ML —2- FEEHE ) Mg —4- %)

BRI T ht —3- 5 ) ZTEmE i,

(186) (S)—1-{2-[1-(4- W ARH ) LHEEE ]-6- (Mbik —2- BE&5E ) Wing -4- 5} -N- 7
NIRRT ft —3- FELIZ ,

(187) (S) —1-{2-[1- (4- AL ) LHEZFE 1-6- (MbME —2- a5 ) wemg —4- 55} -3- (=
W) BT b -3 BE

(188) (S)—(1-{2-[1- (4~ A ) LHEEFE 1-6-(nbhE —2- a2 ) meng —4- 3 | &
FIR T hE -3- 25 ) (mEmske —1- g5 ) FER

(189) () -1-{2-[1-(4- % X &) & H & & 1-6-(nk Bk -2- & &= ) »
W —4- 2 ) -N-(2- LK) BA T %t -3 Eﬁ@f‘ﬁﬂfx

(190) (S)—(1—{2-[1- (4~ JARZE ) LFEEFE 1-6- (nkiE —2- FLEHL ) Mg 4- 3 | &
FIR TR -3- 255 ) (WRME —1- 25 ) A,

(191) () -(1-{2-[1-(4- FARE ) CHEEIH 1-6- (ks —2- ) g —4- 1 | &
FIR T BE —3- 55 ) (MSRAR ) A,

(192) () -N=(HHE ) -1-{2-[1-(4- ALK ) LHEAE ]-6- (g —2- FLamHE) w
e —4- 55} AA TR -3- BRI ,

(193) (S) -N- (A ZEFREE ) -1-{2-[1-(4- TR ) SEEHE 1-6-(MbhE -2- EEHE)
WEE —4- JE ) BN T -3- FkRZ

(194) () -1-{2-[1-(4- 5 #k ) & F & & 1-6-(mf B —2- 5 & &K )"
WE —4- 5} -N-(2- RO ) A T 5t -3- Eﬁ@f‘ﬁfx

(195) (S)-3- MR 2 —1-{2-[1-(4- AR ) SR ]-6- (g —2- Bz &) W
WE —4- 55} BTk -3

=1

0

0

ES

ES
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(196) (S)-1-{2-[1- (4- JpI ) LHEZAE 1-6- (nbng —2- JEa 2k ) wing —4- &} -3
NIRRT $t -3- BE

(197) () ~1-{2-[1- (4~ AL ) LHEEIE 1-6- (L —2- T ) nbme —4- 3% ) A
WT bt -3- 1,

(198) (S)-3- M 2k —1-{2-[1-(4- J A 2 ) S A2 Tk 1-6- (b —2- FLa 55 ) nit
WE —4— J& } BAEA T bt -3-

(199) (8)—1-{2-[1- (4 A AIL ) ZILGEHE T-6- (NMEME —2- FEEIL ) nbe —4- 36 ) -3
R T B -3- E

(200) (8) —1-{2-[1-(4- A AIL ) ZILEFE T-6- (MR —2- FEEIL ) nbme —4- 3L ) -3-

FERFI T Bt -3- BE

(201) (S)~1-{2-[1-(4-FFKF ) LFEREILT-6- (nMbE —2-FE 3 ) g -4-3 ) -3-(=
MR BA T ke -3-

(202) (8)~4-(3,3- A 24 3 T ¢ —1- F ) -N-[1-(4- | K K ) & & I-N-(nlk
W —2- 25 ) mEeE -2, 6- iz,

(203) (S) -N-{2-[1-(4- FAE ) LHEZE 1-6- (kiR —2- L) ke —4- 2 ) 4
iz,

(204) (S)-N-{2-[1-(4- WAHE ) LHEEH 1-6- (kg —2- B ) mbng —4- 55 ) A
W fi

(205) (S)-1-{2-[1-(4- WAREE ) LFHEAEE 1-6- (L —2- 9%&@@ nkme —4- 25 ) R,

(206) (S)—4-(3— ¥ 7 % -3- Eﬁ%nﬁéﬂmHTﬁ* “1- ) N-[-U-RAER) &
551N (bR —2- 2% ) nbmg -2, 6- —Ji%,

Q07) (S)-N-[1-(4-f F H) Z E]4-GC-F HE-3-FAHERA LR T
Bt —1- 36 ) -N- (g —2- 3% ) nikne -2, 6- —fi%,

(208) (S)-N-[1-(4- L 2% £ ) & F1-4-CG- F & & 3-F K & & % T
ft —1- 36 ) -N- (g —2- 3% ) ngne -2, 6- —fi%,

(209) (S)-N*-[1-(4- G 2EHL ) 2 5= 1-4- (1- B 3% —1H- ok Mk —4— 3 ) -N°— (5— FF kit
W —2- 25 ) mEre -2, 6- iz,

(210) (S) N-[1-(4- R 2 &) & F 1-4-[1-( F¥ 1 Bt 56 ) WR mg —4— %= J-N— (it
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WE -2, 4— —J% ,

[0156]  (16) (S)—1-{2-[1-(4- AEE ) LEZEE 1-6- (ke —2- FEa 2k ) WEig —4- 2
HEEME e —2— id

[0157]  (17) (S)—4—{2-[1-(4- W AEE ) LEZEE 1-6-(nbe —2- FEa 2k ) Mg —4- 2 )
Wi -2, 6- —H

[0158]  (18) (S)—1-{2-[1-(4- W AE ) LEZE 1-6-(nbe —2- FEa 2k ) Wiig —4- 2 )
PO msne -2 (1H) - {id

[o159]  (19) (S)-N-[1-(4- J &KL ) LK J-N'-(nbig —2- ) —6- (kMg ft —1- 55 ) w8

WE -2, 4- —Ji% ,

[0160]  (20) (S)-N*~[1- (4~ FAZL ) LI J-6- MIRAR -N*= (bR —2- J5 ) mEmg -2, 4- —
iz,

[o161]1  (21) (S)-1-{2-[1-(4- W AEE ) LFEZIE 1-6- (b —2- Fa gk ) weng —4- 3L |
K PAEER —2— A

[0162]  (22) (S)-N*-[1-(4- F #K 3L ) & F& 1-6- (W& M —5- FL ) -N'- (kg —2- 55 ) w¥
WE -2, 4- —JiZ,

[0163]  (23) (S)-N*~[1-(4- A FL ) Lk ]-6-(6- FEEIEAMENE —3-3& ) -N*= (nfbs —2- 2 )
WEE -2, 4- —Ji&

[0164]  (24) (S)-N-[1-(4- F 2K ) L F T-N=(nb g —2- 3% ) —6- (1H- nk g 3- 3% ) ms
WE -2, 4— —J% ,

[0165]  (25) (S)—4-{2-[1-(4- H K ) LA 1-6- (b —2- FL 3L ) ming —4- 4L |}
nEmE —2- i

[o166]  (26) (S)-5-{2-[1-(4- H KK ) LREEE 1-6- (b -2- L&) meng —4- 4 )
nEmE —2-

[0167]  QCDN-(R)-1-{2-[(-1-(4- R K &) L F L J-6-(nmbsE 2- &L ) W
e —4- 55 ) kgL -3- 3 ) CBkRZ

[0168]  (28) (S)-N*~[1-(4- JARZE ) LI J-N- (kMg —2- 3% ) —4— (1H- b me —4- 35 ) ik

I]/% _2) 6_ :Hﬁ )
[0169]  (29) (S)-N-[1-(4- T AKEE ) LI I-N-(EmE —2— F& ) —4- (IH- ntb M —3- 3% ) it
I]/% _2) 6_ :H§ )

[0170]  (30) (S)-N-[1-(4-FA&HE) LK ]-6-[3- (FIIEMAMEAL ) 2058 1-N'- (nibrg —2—- 5%
WENE -2, 4- —fik,
01711 (31) () -N-[1-(4-FAEEE) LFk J-4-[4- (FILMATEAE ) KFE ]-N"- (nipi -2 2
HEme -2, 6- —Ji%,

28



CN 102307869 B OB P 10/129 71

[0172]  (32) (S)-N*~[1-(4- # K &L ) &5 J-4-(1- 5 N FE —1H- 0k Mg —4- 3% ) -N°~ (it
W —2- 56 ) mbmE -2, 6- —f%,

[0173]  (33)N-{(S)-1-[2-{[(S)-1-(4- ARIE ) LI ] 2 FE | -6-(nblk —2- L2 ) it
e —4- 55 T mEmsde -3- 3L ) AR ,

[0174]  (34) (S)-N*-[1- (4~ HAIL ) LI J-4- MBIRAR -N°- (bR —2- 55 ) ke -2, 6- —

fi,

[0175]  (35) (S)-N*~[1-(4- i 2k %) & 5 J-N°- (b e -2- 3% ) —4— B A% 15wk 48 it
I]/% _2; 6- :Hﬁ ’

[0176]  (36) (S)—-3—{2-[1-(4- ®ARIL) LFEZHE J-6- (bR -2- ZE2 Ak ) mbng —4- 2E |
W —-1- @% ’

[0177]  (37) (S) N-(1-{2-[1- (4~ | #FE ) LFERFE 1-6- (MLHE —2- FLa 5 ) mEmg —4- 3L
BT It —3- 5 ) CWkE,

[0178]  (38) (S)—6—( ZALH Tt —1- 3 ) -N-[1-(4- K ) 25 I-N- (ks —2- 3)
WERE -2, 4— %,

[0179]  (39) (S)—6-(3— L & 2% & T 4 —1- 3% ) -N-[1-(4- J 2K 35 ) - & & J-N- (it
e —2- L) WERE -2, 4- %,

[0180]  (40) (S)-1-{2-[1-(4- HARE ) LREEE 1-6- (Nt —2- FHE ) meng —4- &
BT bt —2- W,

[0181]  (41) (S)-4-(1- & Z& —1H- Nk Mg —4- 55 ) -N*-[1-(4- % - K %) & FE 1-N- (g
e —2- 55 ) MEnE -2, 6- — %,

[0182]  (42) (S)-N*-[1-(4- 3 & %) & & 1-4-(1- F 5 —1H- niL me —5- 3 ) N~ (it
W —2— 2% ) NEwE -2, 6- —Jiz ,

[0183]  (43) () —4-[1-( ¥ N & B &) -1H-nk M —4- & I-N-[1-U4- | K &) &
BEI-N- (kg —2- %) iR -2, 6- %,

[0184]  (44) (S)-N*-[1-(4- i ZK 3£ ) £ & T-N-( b g —2— 3 ) —6- (W M —5- 3L ) mg
WE -2, 4— —J% ,

[0185]  (45) 1-{2-[(S)~1-(4- AL ) LFEHEIE 1-6-(MLhE —2- FLa 5 ) meng —4- 3L |
MLt —3— I,

[0186]  (46) (S)-N*~[1-(4- R AKIL ) L3 J-N- (5 FZEmEM: —2- 55 ) N~ (nigiE —2- 36 )
WENE -2, 4, 6— — i |

[0187]  (47) (S)-N*~[1-(4- FRFE ) LI J-N-( b -2- 36 ) -4, 5" - BEWEIE -2,6- —
i,

[0188]  (48) (S)-N*-[1-(4- AL ) L5 1-6-(2- A TEMEM: —5- 3% ) -N*- (niEmE —2- %)
WERE -2, 4- %,

[0189]  (49) (S)-N*-[1-(4- R ZK 3£ ) & & J-N-( b B —2- 3k ) —6- (W& m —2— 3L ) m&
WE -2, 4— —Ji& ,

[0190]  (50) (S)-5-{2-[1-(4- % & &) & & L ]-6-(mt & 2-& & H )"
mE —4- 3 } 2— S IEMERE (picolinonitrile)

01911  (51) (S)—-1-{2-[1-(4- FIEIL ) LFEEHE 1-6-(MbE —2- FLEIL ) mang —4- 5

ES

——
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WRE —4- LG

[0192]  (52) (S)-5—{2-[1-(4- K ) LFEAIE 1-6-(mbme —2- FLEIL ) e
nE e W

[0193]  (53)4-{2-[(S)~1-(4- AL ) LILAIL 1-6- (nbmE —2- FLEIL ) meng —4- 3k |
WkiE —2— LR

[0194]  (54) 6— (3~ FIEMEMELE —1- 35 ) N-[(S) ~1-(4- FARFL ) L3 J-N-( bk —2- 3% )
WERE -2, 4- —Ji%

[0195]  (55)N-(1-{2-[(S) -1-(4- | AIE) LIERIE ]-6- (b —2- FLE ) WEnE —4- 3L}
MM bt —3- 3 ) FRIEA

[0196]  (56) (S)—2-({2-[1-(4- L KIL ) ZILEFE 1-6- (NEE —2- FLEFL ) mang —4- 3L
(- 7RI OHE) HE) & -1-8F,

[o197]  (57) (§)-N'-[2-( — A Je g k) & 2 1-N-[1-(4- i & ) & F 1-N- (it
M —2- JL) BENE -2, 4, 6- —Ji%,

[0198]  (58) 1-{2-[(S)—1-(4- R 43k ) ZIEFE 1-6- (MLHE —2- IR IE ) WEmgE —4- 3 )
WRIE —3- LR ,

[0199]  (59) (S)-1-{2-[(S)-1-(4- F K &£ ) & & & & ]-6-(nt ik —2- 5 & &) W
Mg —4- J& b ke —2—- FTERE

[0200]  (60) (S)-N*-[1-(4- 2L ) £F 1-6-[4-( FRAEEESRE ) WRIE —1- 3% J-N'- (it
W —2- Jk ) WENE -2, 4- —Ji%

[0201]  (61) (S)-N*~[1- (4~ JAKREE ) 2 T-N'- (bR -2 35 ) —6- (1H- kg -3- 25 )
g -2, 4- —Ji%

[0202]  (62) (R)-1-{2-[(S)—1—(4— J %€ 3= ) & % & 3= 1-6- (Mt g —2- 3% 4 3% ) Wk
g —4- F } -4- ANk g e —2- M ,

[0203]  (63)N*-[(S)—1-(4- FAIL ) ZF J-N'-(HEiE —2- %) N[ (PUEWeng —2- 3% )
AL ] Wi -2, 4, 6- =fi,

-4- 3}

=218
&

S

[0204]  (64) ((S)-1-{2-[(S)—-1-(4- 3L & & ) & F& & FL 1-6-(nk e —2—- L o &L ) g
WE —4- & | kg —2- L) B,
[0205]  (65) (R)—1-{2-[(S)—1-(4- # K F& ) & FL & A ]-6-(nf e —2- 5 & 5 ) ¥

WE —4- Zk | Enge —2- 55 ) FIEE,

[0206]  (66) (S)~1—{2-[1-(4- W AFE ) LFERIE 1-6-(MLHE —2- FL&FE ) wing —4- 3
WRIE —4- F%

[0207]  (67) (S)-1-{2-[1-(4- W AEE ) LFERIE 1-6- (kg —2- ek ) weng —4- 5 |
BT It -3- B,

[0208]  (68) 1-{2-[(S)—1-(4- W AKFE ) LFERIL 1-6-(HLHE —2- FEEFL ) ming —4- 3L )
WRIE —3- F%

[0209]  (69) (S)-5—{2-[1-(4- W AFE ) LFEEZIE 1-6- (b —2- Fa gk ) weng —4- 3 |
JHBEN |

[0210]  (70) (S)-N*~[1-(4- FAZEE ) &3 I-N- (ks —2- 5 ) —6- (2H- PUMe —5- 55 ) W&
WE -2, 4- — iz,

——
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[0211]  (7T1) () -N-(2- & LI ) -N-[1-U4- FZFE ) 2 FE 1-N- (L —2- 55 ) ms
[]/%_2, 4, 6_ EH&)

[0212]  (72) (S)-N-(2—{2-[1-(4- F AT ) LILa I 1-6- (AEE —2- FLEHL ) g —4- 2%
@I} OFE) PN,
[0213]  (73) (S)-N-(2—{2-[1-(4- W AIL ) LFLEIE 1-6- (LR -2- FRa(IE ) wing —4- 2%

R L) LB,
[0214]  (74) (S)—2—{2-[1-(4- TAKIL ) ZHEEE 1-6-(MbHE —2- AL ) meng —4- R
5 O,

[0215]  (75) (S)—4—{2-[1-(4- S AHE ) ZILEIL T-6- (mLmE —2- FEGIE ) meng —4- 3k )
PN

[0216]  (76) (S)-3-{2-[1-(4- Ji#3E ) ZHEEIE ]-6- (MbmE —2- FLE I ) ming —4- 3¢
FIE

[0217]  (77) (S)-N-[1-(4- i K 3 ) £ F 1-6-( Mk I —3— J& ) -N'— (it 8 —2- 5% ) %
e -2, 4- % ,

[0218]  (78) (S)—-1-1{2-[1-(4- W ZHE ) ZHEFE 1-6- (nbE —2- FEa Ik ) msng —4- 3L
ke —4- 2R L.B5

[0219]  (79) (S)—-5-{2-[1-(4- Ji 23 ) LHEEIE ]-6- (MbmE —2- FLE I ) ming —4- 3 |
TR

[0220]  (80) (S)—1-{2-[1-(4- FAKEL ) LIEAIE 1-6-(MbHe —2- FLIL ) wE
WRIE —4- R

[0221]  (81) (S)—2-{2-[(S)—1- (4~ AL ) LILZ I 1-6- (NEhE —2- FE 2 FE ) wemg —4- &
R ) -2- L,

[0222]  (82) (S)—2-{2-[(S)—1-(4- ALK ) LFEEIE ]-6- (MbhE —2- Fa AL ) weng —4- %
A -3 REW -1 B,

[0223]  (83) (R)—2-{2-[(S)—1- (4~ TFFE ) LILEIL 1-6- (e —2- FLEFL ) ming —4- 3
G 4 R -1

[0224]  (84) (S)—6-[2-( Z A EREHE) ZHE I-N-[1-U-WFEHE) & I-N-(t
W —2- 55 ) WENE -2, 4- %,

[0225]  (85) (S)—1-{2-[1-(4— 9 # &) & 3 & = 1-6-(ut e —2- 5 & ) 0
WE —4- &} -1H- mbme —4- 3R01%

[0226]  (86) (S)-3—{2-[1-(4- W ZHE ) ZHEHE 1-6- (nbE —2- FEa Ik ) msng —4- 3L )
R

[0227]  (87) (S)—-6-( % Jf [d]1,3- — 4 2% ¥ /N 4 —5- £ )-N-[1-(4- i K ) 2
B TN (utpE —2- 3 ) mEng -2, 4- —Ji%

[0228]  (88) (S)-N-[1-(4- f KK ) 23k 1-6-(2- FRMLIE —4- %) -N- (mipmk —2- 3L ) mx
e -2, 4- %,

[0220]  (8Y)N*-[(S)~1-(4- FiIKIL ) LF I-N-( bk —2- %5 ) —6-[ (PU&Ukig —2- 3 )
L ] MERE -2, 4- i,

[0230]  (90) (S)—2—{2-[1-(4- i AKIE ) LFEEFE 1-6- (nEiE —2- FLEFL ) wing —4- FL5

-4- 3}

ES
JE

E-%

B
]-

B
].

BS

pi)
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i) O,

[0231]  (91) (S)-N*-[1-(4- J2KIL ) ZHE I-N- (ki —2— 35 ) -N-[2- ik g &g —1- 3% )
LF ] WENE -2, 4, 6- = fi

[0232]  (92) (S)-3-{2-[1-(4- W AHE ) LHE2 Ik 1-6- (kg —2- JE2ddk ) meng —4- 2E |
FEAH L

[0233]  (93) (S)-3-{2-[1-(4- A ) LHEEEIAE 1-6- (b —2- B ) wing —4- 2 |
FEAHEETE

[0234]  (94) (S)—2-{2-[(S) ~1- (4~ HAKZEE ) LI FE ]-6- (nLhE —2- FLa gk ) wemg —4- 5L
A -3- FET -1- 8,

[0235]  (95) (S)-N*-[1-(4- & IKIE ) L3 1-6-[4-( FFILRAMEIL ) DRME —1- %5 1-N- (it
W —2- L) WERE -2, 4- %,

[0236]  (96) (1S, 2S)—2—-{2-[(S)-1-(4- R A% ) LFEEZHE J-6-(nbiE —2- L) W
WE —4- R4 | RORE

[0237]  (97) () -N-[1-(4- g Z I ) L HK J-N'-[(5- PR s —2- ) B3 J-N-(nit
I —2— 5t ) WERE -2, 4, 6— —fi% ,

[0238]  (98) (S)-N-[1-(4- KL ) L3 T-N- (W —2- Fk - I3 ) -N°- (ki —2- 3% )
WEIE -2, 4, 6— =%,

[0239]  (99) (S)-N-[1-(4- S ZI ) LF 1-N'= (nikE —2- L) -N-[1-(kig -3- %) &
] mENE -2, 4, 6- =fi%,

[0240]  (100) (S)-1-{2-[1-(4- % & F& ) & F& & & ]-6-(nk M —2- 5 & &) ¥
WE —4- Fk 1 -4- (I ) WRAE —4- B,

[0241]  (101) (S) -N-[1- (4~ FFAFE ) L3k J-N- (kg —2- 35 ) -N— (nipme —2- FEF 3L )
WEE -2, 4, 6— =%,

[0242]  (102) (S)-N~[1-(4- JiAKE ) L3 1-N- (e —2- 36 ) -N- (ke —3- 3L )
WEIE -2, 4, 6— =% ,

[0243]  (103) (S)-N~[1-(4- i AKE ) L3 I-N- (e —2- 36 ) -N- (ke —4- A3 )
WEIE -2, 4, 6— —Ji#% ,

S

B

ES

[0244]  (104) (S)—2-{2-[(S)-1-(4- 3 K & ) & I & FL 1-6-(nk e —2- FL & 5L ) &
WE —4- REG R | -3- REWEE
[0245]  (105) (3S,4S)-1-{2-[(S)-1-(4- AL ) LFEHE 1-6-(MLrE —2- FLa 5 ) B

e —4- 5} g -3, 4- B,

[0246]  (106)N*~[(S)—1-(4— FAH ) L3 I-N-(nbE —2- F5)-6-(1,4- 54k 8- %
e [4.5] %% 8- FL ) WEmE -2, 4- %,

[0247]  (107) (S)-8-{2-[1-(4- 8 # %) & = & H ]-6-(nt ¥ 2- & & ) %
Mg —4-ZE 1 -1, 3- 3L 8- A v [4.5] %8 -2 E@H

[0248]  (108) (S)—4-(1- FFE —1H- nik M —4- 6 ) -N-[1-(4- 5 - K5 ) 23 T-N- (it
e —2— 2% ) mrg -2, 6- iz,

[0249]  (109) (S)-N~[1-(4- JAKEL ) LFk J-6-[4- (RIEMAMEIL ) WRME —1- & ]-N- (it
MR —2- 55 ) WEIE -2, 4- — %,

H

o
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[0250]  (110) (S)—4—{2-[1-(4- MAIL ) LHEZKE 1-6- (HEHE —2- KEa AL ) AbnE —4- 2 )

25 AR
[0251]  (111) (S)-N*-[1-(4- FAFL ) L5 1-N-(ngmz —2— 55 ) —4- (1H- niemg —3- 3% ) itk
n/% _2, 6— :E§ I}

[0252]  (112) (S)-N-[1-(4- F KK ) 23k 1-N- (nipmg —2- 3k ) - nikig -2, 6- — %,
[0253]  (113) (S)-N-[1-(4- F 2K & ) & %k 1-6-(4— B & —1H- ok Mg —1- 355 ) -N"- (it
MR —2- 55 ) WERE -2, 4- %,

[0254]  (114) (S)-N-[1-(4- &KL ) LF ]-4-(4- FEIERE ) -N-(npsz —2- 55 ) it
WE -2, 6— —JiZ ,

[0255]  (115) (S)—4-(4- 4 Z5 F& ) -N-[1- (4~ i 2K 5 ) & F& J-N- (it & —2- 3 ) it
WE -2, 6— —JiZ ,

[0256]  (116) (S)-N*-[1-(4- i #IE ) LF ]-4- FFEE N~ (npmE —2- 55 ) ki -2, 6- —
i

[0257]  (117) (S)-1-{2-[1-(4- 9 =K 2 ) & & & & ]-6-(mk B —2- 2 & &) W
WE —4— & | -N-( PEETAIEIE ) WRRE —4- Pl

[0258]  (118) (S)-N*-[1-(4- J K F& ) £ % J-4- (W —3— 58 ) -N*- (b M —2- 36 ) ik
WE -2, 6— —JiZ ,

[0259]  (119) (S)-N*-[1-(4- FAKIE ) LIE 1-4-[4- ( FERBEWEIL ) WRME —1- F& ]-N- (i
W —2- %) MERE -2, 6- —Jiz ,

[0260]  (120) (S)-1-{2-[1-(4- F & %) & & & & ]-6-(mk g -2- & & ) it
WE —4- 55 ) -4- (FRE R ) WRIE -4- BE

[0261]  (121) (S)—4-{2-[1- (4~ JLAFE ) LFEEIE 1-6- (nLE —2- FE&(FE ) nmpme —4- % )
ZRTEIEL

[0262]  (122) (S)-N-[1-(4- KK ) L5 1-4- FI4RHL -N°- (nfbigs —2—- 356 ) nlkmg -2, 6- —
Wz ,

[0263]  (123)4-{2-[(1S)-1-(4- 7 K %) & F& & F ]-6-(nk & —2- 5 & L) ik
e —4-FE } =1 A °, 4- B AR bk —1, 1- —d ,

[0264]  (124) (S)-1-{2-[1-(4- JoAEE ) LHEAIE 1-6-(nbiE —2- FE& %) mbmg —4- &}
WRIE —4- F%

[0265]  (125) (S)-1-(4-{2-[1-(4- . KX %) & FE & & J-6-(nmb E —2- & ) it
mE —4-JL 1 -1, 4- Pk -1-4E ) &l

[0266]  (126) (S)-N~[1-(4- A K ) L5 J-N-(np R -2 55 ) -N-(mgng —2- 3% ) it
g -2, 4, 6— —fi%,

[0267]  (127) (S) N-[1-(4- A F ) L3 I-N-( e —2- 3) N (g —2- 3 ) g
e -2, 4, 6- =ik,

[0268]  (128)N*~[(S)~1-(4- f#%EE ) LF 1-N-(nbmE —2- %) —4-(1, 4- —5H 4 8- &
U [4.5] %5 8- 5L ) MERE -2, 6- —JiZ,

[0269]  (129) (S)—2-[1-(4- L AHE ) LI FE J-6- (MbE —2- L2 ) iR s ,
[0270]  (130) (S)—4-{2-[1-(4- J K %) & & & & ]-6-(mk g —2- & & &) W
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e —4— Fk | -N- LRI

[0271]  (131) (S)-N*-[1-(4- J 2 % ) & F& ]-4-(4— & —1H- R e —1- 38 ) -N°~ (i
r —2- 55 ) mEwe -2, 6- %,

[0272]  (132) (S)-N*-[1-(4- L AKIL ) LI J-N, N~ = (kg —2- nLE -2, 4, 6- =
fiz

[0273]  (133) (S)-4- (IR A FEF4REE ) N~ [1- (4~ FAFE ) - 456 T-N- (nipms —2- 3% ) it
WE -2, 6— 1%,

[0274]  (134) (S)-N-[1-(4- 4 2 %) & FH I-N- F H —4-0- 7 F -1H- g
Mg —4— 3% ) -N°- (bR —2- 56 ) mibnE -2, 6- %,

[0275]  (135) (S)—{2-[1-(4- JW2R3E ) LI ]-6- (b —2- &) g 4-% 1 §
L3

[0276]  (136) (S)—2-[1-(4- JoAEE ) LFEEE J-6-(MbiE —2- BEE) RMR,

[0277]  (137) (S) -N-[1- (4~ | AIE ) LI J-4-(2- FEIE C5SE ) -N- (ki —2- 2 ) ik
WE -2, 6— —JiZ ,

[0278]  (138) (S)—2-[1-(4- ALK ) LHEERI ]-6- (MbhE —2- B ) g —4- i,
[0279]  (139) (S)—2-[1-(4- S AZE ) LA J-6- (e —2- B2 ) AIMmtE
[0280]  (140) (S)—2-[1-(4- S AFE ) LA J-6- (e —2- B2 ) bz,
[0281]  (141) (S)-N~[1- (4~ FIE) LI ]-6-(1, 2, 4-BE W -3 3L ) N~ (HpE —2- 3% )
WENE -2, 4- %,

[0282]  (142) (S)-N-[1-(4-FA&IL) £F]1-4-(1, 2, 4- Mg — M —3— 3L ) -N°— (g —2-3%)
ntErE -2, 6- —Ji%

[0283]  (143) (S)—2-[1-(4- W AHE ) LI IE J-6-(nbhe —2- JE200E ) R s,
[0284]  (144) (S)—2-[1-(4- L AKHL ) LFHFIEE J-N, N- ZFEE -6- (kg —2- BREi ) 7
JHIER |

[0285]  (145) (S)-N-[2-( = HF &KL ) L5 1-2-[1-(4- | AE L) L= 1-6- (L
R —2- R ) FHBLL

[0286]  (146) (S)-N- BT 2 —2-[1-(4- AR ) LEEE 1-6-(nMtiE 2- EHE) 7
Wf

[0287]  (147) (S)-N- &% —2-[1-(4- iAEE ) LHEE ]-6-(MbE —2- Ba %) =Ml
i

[0288]  (149) (S)—{2-[1-(4- i REE ) LHEAE ]-6-(MbE —2- a3 ) nbme —4- %}
(HEmsde —1- 2 ) FREd ,

[0289]  (150) (S)—2-[1-(4- J A% ) LA I-N- RINEE -6-(MbPE —2- R ) M
[T

[0290]  (151) (S)-1-{2-[(S)-1-U- R &< &) L & & J-6-(Mt e 2- LA ) W
WE —4-J& } BRI T 5t —2- B ,

[0291]  (152) (S)-N*-[1-(4- JiZ=IE ) LFE 1-N- (nbkiE —2- 358 ) —4— (PUS —2H- ntkPgg —4— 35
L) mkeE -2, 6- —fi%,

[0292]  (153) (S)—1-{2-[1-(4- W AKEE ) LFLEIE 1-6- (MLiE —2- FLEIEL ) e —4- 5L |

=5

1<
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R ] e -3 Pl ,

[0203]  (154) (S)-2-[1-(4- W ARAL ) LAAIL | -N-(2- Fedk 45 ) —6- (ML —2- Fha i)
A MABEL

[0204]  (155) (S)—2-[1-(4- i AIL ) ZILEHE 1-N- L —6- (LR —2- L2 ) St
%,

[0205]  (156) (S)—{2-[1-(4- A FE ) LFLEFE 1-6-(MEE -2- FaJt ) mbmE —4- 2% )
(AL ) T

[0206]  (157) (S)-N= "Nk —2-[1-(4- AL ) LFEAAE 1-6- (MLMRE —2- FRaHE ) St
%,

[0207]  (158) (S) -N=FAAKE —2-[1-(4- IAIL ) LHEIE 1-6- (MLiE —2- L2 ) S
Bih

[0208]  (159) (S)—{2-[1-(4- FAHHE ) LFLAHE 1-6- (LR -2- FaJL ) mbme —4- 3k}
(4- FIEUREE —1- 3% ) AT ,

[0200]  (160) (S)-2-[1-(4- WAIL ) LAEIL J-N-(2- FEIELHE ) -6- (N -2- F
B FRMHBLRE

[0300]  (161) (S)—2-[1-(4- L 2IE ) LFRAFEE - IFNEE -6- (NLE —2- FEFL ) S
H§ b

[0301]  (162) (S)-N- NN FE I —2-[1-(4- FAREE ) LFERIE 1-6-(nhmkE —2- L)
SRR

[0302]  (163) (S)-N- I Tk —2-[1-(4- AR ) LFLEE 1-6-(npE —2- FaFL ) F
mﬂﬂ b

[0303]  (164) (S)— IE T & —2-[1- (4~ FARKE ) LFEEEL 1-6-(LHE —2- FEa 3t ) S HmE
Jz |

[0304]  (165) (S)-2-[1-(4- R AKEE ) LFEIHE 1-N- 55 T 5 -6-(npms —2- Fat ) 54
i

[0305]  (166) (S)—2-[1-(4- FARIE) LFEZIE 1-6-(MEE —2- A ) N-(2,2,2, - =5
LH) S

[0306]  (167) (S)—2-[1-(4- 2R3 ) LHEFIKE J-N-(3- RN ) -6- (nbhE —2- Ha i)
AR

[0307]  (168) (S)-N-(2- LI LHEE ) 2-[1-(4- FARH ) LHEFAKE ]-6- (b —2- £
i) Lz,

[0308]  (169) (S)-1-{2-[1-(4- 3 & &) & & & & ]-6-(nk k -2- & o 3 ) wF
WE —4— J& | -N- AT bt -3- FELZ ,

[0309]  (170) (S)-N-[1-(4- A& I ) &3 1-4-( 4 SE A7 38 ) -N°- (b s —2- 3% ) ik
WE -2, 6— —JiZ ,

[0310]  (171) (S)-1-{2-[1-(4- 9 2K %) & FE & FE 1-6-(mt B 2-F = )"
WE —4- 2 }-N, N- LR T e -3- Flik ,

[0311]  (172) () -N-(1-{2-[1-(4- W KX &) & FH A F]-6-(nmb g 2- L= )"
WE —4- 55} EARI T b -3- 55 ) FmEmLRL
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[0312]  (173) (S)—-1-{2-[1- (4~ JAFE ) LFEAFE 1-6- (nLBE -2 FE&(FE ) meng —4- 5L )
BRI T e -3- I,

[0313]  (174)2-(4- AL ) —2-[4- (1 FHE —1H- ML Mg —4— 355 ) —6— (nibrE —2— L5 3% ) nit
W —2- B ] OB,

[0314]  (175) (S)-N- &3 —1-(2-[1-(4- KK ) LB ]-6-(nbmE —2- =) W
WE —4- J& } EAEA Tt -3 FBLIL

[0315]  (176) (S)-N,N- 2% —1-{2-[1-(4- KR ) LR 1-6- (hme —2- FEa k)
mEnE —4- 55 ) JAI T b -3- P,

[0316]  (177) (S)—-1-{2-[1-(4- JAEE ) LHERIE 1-6-(nbiE —2- FE& 5 ) mimg —4- &}
LW,

[0317]  (178) (S)-N~[1-(4- | AIE ) 23 ]1-6- (3~ S - HAL T e —1- 35 ) N (it
e —2- L) WERE -2, 4- %,

[0318]  (179) (S)-1-{2-[1-(4- J # F& ) & F& & £ 1-6-(nk B —2- 3 & ) B
WE —4- 2 1 -3 FEEEAIR T 4t -3- %,

[0319]  (180) (S)—2-[1-(4- JAEE ) LHEZEE ]-N- FE -6- (kiR —2- a2 ) Bk,
[0320]  (181) (S)—2-[1-(4- J A% ) LA J-N, N- ZHIE —6- (kg —2- Fa %)
[V

[0321]  (182) (S)—2-[1- (4~ i AFE ) LFEIE 1-6-(nbE —2- L& E ) WL ,

[0322]  (183) (S)—{2-[1-(4- W RFE ) LHZEE ]-6-(nmbE —2- FEa( 3L ) mbme -3- 2% |
( ML RAR ) P

[0323]  (184) (S)-N-(HNZERIL) —2-[1-(4- AHE ) LFE2 I 1-6- (ks —2- JL23E)
JHIERZ |

[0324]  (185) (S)-N-(1—-{2-[1-(4- R &K % ) & & & & J-6-(nk g —2- &£ & 2 ) W
e —4- 2 ) EAEA TR -3- 0 ) LB

[0325] (186) ()-1-{2-[1-(4- . K ) & & & F ]-6-(ut s -2- 3 & &) mwg
WE —4— Z& | -N- RN AT 5t -3 F Bt ,

[0326]  (187) (S)-1-{2-[1-(4- J =X %) & & & & ]-6-(mk B —2- & & X&) W
WE —4—J& | -3-( =P E ) BT 4t -3-IF,

[0327]  (188) (S)—(1-{2-[1-(4- M F#IL ) LFERIE 1-6- (ks —2- FEa ) meng —4- 3% )
BT Bt 3-8 ) (Engke —1- %5 ) i,

[0328]  (189) (S)-1-{2-[1-(4- 4 % £ ) & & H 1-6-(nf me —2- 3 5 ) m
WE —4— J& | -N-(2- R CEE ) B T -3- HBt ,

[0329]  (190) (S)—(1-{2-[1- (4~ T FRIL ) LFERIE 1-6- (ks —2- FEa 5L ) weng —4- 3% )
BT ht -3- 55 ) (URRE —1-3% ) A,

[0330]  (191) (S)-(1—{2-[1- (4~ R FRIL ) LIFERIE 1-6- (nbRE —2- FEa( 5L ) mweng —4- 3% )
BT e -3 28 ) (oAt ) FER ,

[0331]  (192) (S)-N-(FAEE ) -1-{2-[1-(4- WAKE ) LHEZIEE 1-6- (kg —2- k)
WEE —4- & b BV T 6t -3- FkRZ

[0332]  (193) (S)-N-(HNEEFEE) -1-{2-[1- (4- WAL ) LFh2 I 1-6- (nbiE —2- FEa

3
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5 WERE —4- F ) FOYIR Tkt -3- FkRZ

[0333]  (194) (S)-1-{2-[1-(4- % 2K &) & & 2 & J-6-(nk e —2- 5 2 L) we
e —4- 58 ) -N-(2- BRI LEE ) HAFR T4 -3- FELZ ,

[0334]  (195) (S)-3- A —1-{2-[1-(4- AR ) LF - & E ]-6- (kiR —2- %)
WEE —4- JE b BN T bt -3 B,

[0335]  (196) (S)-1-{2-[1-(4- 3 2K & ) & & & & J-6-( b e —2- 5 & &) e
g —4- J& }-3- FINEEIN T fE -3- BE

[0336]  (197) (S)-1-{2-[1-(4- HIKIL ) ZILEFE 1-6- (NEE —2- FLEHE ) fne —4- 3 )
BT e -3- E

[0337]  (198) (S)-3- M AZE —1-{2-[1- (4~ F AR ) LHEAIHE ]-6- (ks —2- B ) it
WE —4- 2} AT bt -3-

[0338]  (199) (S)-1-{2-[1-(4- J = %) & & & & ]-6-(mk B -2- & & X&) it
g —4- 2} -3- RINEEE HT}C’J -3- i,

[0339]  (200) (S)-1-{2-[1-(4- J # F& ) & F& & FE 1-6-(nk B —2- 3 & &) it
Mg —4- J }-3— FEE AN Tt —3- I,

[0340]  (201) (S)-1-{2-[1-(4- F K %) & & & & ]-6-(mk ik -2- & & ) it
WE —4- 25 1 -3-( =R ) BN Tt -3- B,

[0341]  (202) (S)-4—(3, 3— AL Tt —1- ) -N-[1-(4- AL ) 23 ]-N-(nit
e —2- 55 ) MEnE -2, 6- — %,

[0342]  (203) (S)-N-{2-[1-(4- HFIKIL ) ZILEEE 1-6- (NLmE —2- FLEFE ) mfne —4- 3 )
LB

[0343]  (204) (S)-N-{2-[1-(4- FFIKIEL ) LILEFEE 1-6- (NERE —2- FLEFE ) mLne —4- 3 )
R IE R

[0344]  (205) (S)—1-{2-[1-(4- FAIE ) LHEEIL 1-6- (nibiE —2- JLadk ) mibue —4- 3% )
Ik,

[0345]  (206) (S)-4-(3- IR AL -3- I A AR Tt -1- 5 ) -N-[1-(4- | A FEE) &
B 1N (HibRE —2- 2% ) mtkme -2, 6- — %,

[0346] (207) (S)-N-[1-(4-F K ) £ I4-G-RHNE-3-FHEEAEHKT
BE —1- 25 ) -N- (ks —2— 2% ) mibne -2, 6- — %,

[0347]  (208) (S)N-[1-(4- | K &) 4 H J4-C-F H E 3-FE A K T
Bt —1- F5 ) N (kg —2- 2% ) e -2, 6- %,

[0348]  (209) (S)-N-[1-(4- %KL ) L5 1-4-(1- FIE —1H- nbmg —4- 55 ) -N°~ (5- FI3E
bk —2- &) nikhe -2, 6- "%,

[0349]  (210) (S)-N-[1-(4- KK ) L3 14-[1-( FRAEEEE ) URmE —4- % J-N~ (it
W —2- 25 ) mErE -2, 6- —fiz,

[0350]  (211) (S)-N-{2-[1-(4- R ) LHEE 1-6- (MLhE —2- A ) Mbng -4- 3 )
NN

[0351]  (212) (S)-N-[1-(4- % 2 ) & & J-4-[1-2- F & & & & )-1H- 1t
M —4— L J-N°- (LERE —2- 2% ) nbmg -2, 6- )%,
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[0352]  (213) (S)-4-(1- RPN JE —1H- mbmg —4- JE ) -N-[1-(4- A FE ) &3 I-N- (it
e —2- 55 ) MEnE -2, 6- — %,

[0353]  (214) (S)-N*-[1-(4- # & ) & F J-4-[1-( F 4 & F & )-1H- 0t
M —4- FL T-N°- (HEmE —2- 35 ) ntkng -2, 6- —Ji

[0354]  (215) (S)—-6-[3-( = A& &) BANH T H -1- & I-N-[1-U4-FFxH) &
B I-N- (bR —2- 56 ) mEng -2, 4- %,

[0355]  (216) (S)-N-[1-(4- L # %) & FH1-6-[3-(F £ & &) &
ot —1- FE 1-N"— (ntpms —2- 3% ) msng -2, 4- i,

[0356]  (217) (S)-N-[1-(4- FF K3 ) LI I-N'-(nibE —2- 3% ) —6-[3- (nLrg e —1- 3% )
BRI T e —1- 3 ] mERE -2, 4- %,

[0357]  (218) (S) N-[1-(4- FFAKFE ) L5 1-6- (3 IR ILIA T e —1- 55 ) N (g
e —2- L) WERE -2, 4- %,

[0358]  (219) (S)-N-[1-(4- | A H ) £ FH ]-6-[3-(4- FIRIRME -1- &) ALK T
ot —1- FE 1-N'= (g —2- 3% ) msng -2, 4- i,

[0359]  (220) (S)—-(1-{1-[2-(4- JRI ) LFEZIE 1-6- (nbiE —2- Bz &) W
BTt -3- 38 ) WRnE -4- g

[0360]  (221)4-{2-[(1S)-1-(4~ i # %) & F& & F& 1-6-(nf BE —2- & 2 5L ) »
e —4-F% } =1 A °, 4= BRAR bk —1, 1- —d ,

[0361]  (222) (S)-1-(1-(2-[1-(4- 3 K &) S FHE 1-6-(nmb e 2- a7 &) »
WE —4- 55 ) AR TR -3- ) IR,

7

s

-4-F

e

ES

ES

[0362]  (223) (S)-(1-{2-[1-(4- G IRIH ) LFEAKE 1-6- (LR —2- L FL ) mEng —4- 3L |
BN Tt -3 FL ) FEE,
[0363]  (224) (S)-(1-{2-[1-(4- T AREL ) LHLEIL 1-6- (nEME —2— FLG L) mwing —4- 5k )

BTt -3- 25 ) REZEFRBUT N,

[0364]  (225) (S)-6-[3-( & Z& F &) H AW T I -1- & I-N-[I-U-WE &) &
BTN (bR —2- 56 ) mEng -2, 4- f%,

[0365]  (226) (S) N-[(1-{2-[1-(4- R F F& ) L FE 2 I 1-6-( b mE —2-FL & L ) m
WE —4- 56} BALIR T g —3- 3k ) ML ] ZmEmEE

[0366]  (227) (S)-N-[(1-{2-[1-(4- %L K &5 ) & 5 & 5 1-6-( b e —2- JL 2 &L ) W&
ME —4- 3 ) BAR T RE -3- &) R ] Q%

[0367]  (228) (S)-N*-[1-(4- &I ) L 1-4-[3- AR E IR T e —1- 58 J-N- (i
W —2- 55 ) mkmE -2,6- —fiE, LAR

[0368]  (229) (S)-1-(1-{2-[1-(4-F K K ) & = & ]-6-(nt & —2- & &= &) 1t
e —4- 5} FAR T e -3 3L ) OReE -4

[0369] AUk BAAL GBI 22 sz i 3hm] -AEZ59)

[0370] "R FEGI A AR B I35 A R

[0371]  “pG 27 A4, 9 d g S SRR

[0372]  “fedk” KR, B, 1-8 MK E RS S BERESS , FEABFE L, o5, ERE,
SN, BT, BTHE, pTE, SUTE, ERE, 75E, ECf, F0i, B
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i, FPEERNEER . HARCRUL, PLik 1-6 ANk, B0 1-3 MRS

[0373]  “PedimaliAl”, “PedbpRILaIL”, “FRELRL”, ¢ (RS ) KL, “hes kb
B, CRE AL, CORIERTIE ) L, C(BRAIELEL ) |, R EIE, Ttk
QISR C(MBedk ) Jedka i, “Hibdt”, “LiiRIEa A, LR, bt
FEMAMEIL AL, N« BGEBE S IR IE” T e B 4 TT S BRI 2 ) Rk AH ]
[0374]  “ABEIE” KR, B0, 1-8 Mk I BB B RGeS , JL AT m] U AR 34 A3
AL N R R R AR SR i B 2 B BRI 2 e i
iR AHIFA

[0375]  “PRGEdE” Kow, N, 3-8 MR GEES, RARRRIR NS , BT 5, Mid , 3
Ok, P, i,

[0376]  WIBIZE)“ (BT ) el ”, “MBedda e ” f e (Mgt ) bedEa & hivEge
M5 FIRBIZE ) BB AHI

[0377]  “Pefa " RoR, BN, 1-8 MK W B BE B B e 4 2k, BB HE A, 48, IE
P, RS, IETHIE, w18, T4, BT, ERERE, ECsi,
IE B FEA F o 2.

[0378]  “UEfR it ” R« (FRd Rt ) &7 h A 0 5 Bl a2 i « S s 27
AH
[0379]  “J53L” IR 6-10 MMh ) 77 %%, AL G, f N opJE | 1- 28300 2
Ko

[0380]  “ ek Ko, 4N, 6-10 Bk I 05 A AT 18 W] A AR BRI AL S 1-8 ANk IR 7 I B
WERCSCRE SRR 2R A, g, i dn, W R, REESAE (A, 1-2RFE 23k, 2- R 4L ) | oK
FENAE (1- ZRFENSE , 2- ZRFENEE | 3- RENILSE ) MIZRIEMAE (i, 1- ZRAEEM2E  2- &
FEPEE).

[0381]  “HFNIRZIE "N, B, 4-7 JTTHEAM L, \T&H 08k S 2 —, 5— 1 BN
AR No BAREHE 1- B T e dE , - b pe s, 1- BRmpedE | WRie 725, 1- DRI
F, 1 PUSmERE L, NEIpRAR , ARSI, AT 1- SRR .

[0382]  “F N WML RN Ko, il an, & 1 AN AR 7 N 1) 5 B 6- ol fZs IR 5
@1, BARGLEHE, B 2— g pedt | 3— mbmgpedt |, 2—- WRIESE | 3— WRIEZEAN 4- WRAE S

[0383]  “AT1EF O HIMIFIIAZE[]” RoR, B 40, 5- B8 6— JTHFNIRIE ], v &8 — M4k
JRF 0, BLARELHE, G40, A3, , M, U SUMEnR S5 R0 DY itk iR 22

[0384]  “HRT5RE7RRN, AN, B 1-4 DR R NLO RIS 1) 5- 8K 6- Jua i, BARf
B, 0, WA 5L (n, 2- PRI L | 3— R ), MRy L (ln, 2- WEWy L 3-mEmy AL ), nib Ik
Can, 1-PEme 38, 2— mibmg 26, 3— mbng Rt ), WKMRIE (4, 1- KRR | 2— BRIMREE | 4- BRI ),
mEEPeE (T, 1—nbb Pl | 3— It | 4— bkt ), =Wk (i, 1, 2, 4- =M -1-56 ) 1, 2, 4- =
Me—3- 25, 1,2, 4- = M3k —4-J5), DYMRIE (4n, 1- DYMedL ) 2— PUMKEL | 5- PUMESE ), BEmRIL
(4n, 2— WML | 4— WEMRIL | 5- DEMRSL ), @Mt (40, 3- SplEmedt | 4- plEmekt | 5-
WEMRIL ), BE I (i, 1, 3, 4-BE M —2— 3% ), WEMRIEL (1, 2— WEMRJE | 4- WML | 5— I
L), WEMRSL ) SRR (4, 3- pMEMRIEL | 4- SpMEMRL ) 5 BEMRIL ), e L (4,
2- MEREFL | 3— MERESE , 4- NEREL ), WAL (T, 3— WARREL | 4- MRS ), Wemgdt (40, 2- W&

|

Ak, RARLIESR

%
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e, 4- WEmESE | 5- WERESL ), RIMEREEL (n, 2- LR ) .

[0385]  “PUSWAE 5L AL 4&, 4 40 2— PUSIERE LA 3— DYSUMerR 5

[0386]  “PUSnLAR AL A0 4%, 5 40 2— DY AL 3L | 3— DU ntb iR 2 A 4- DU 2
[0387]  SKjifiA A BH ALK

[0388] AR BHICAL AW, 4 4nm] 4% LA R 7532, N SIS 55 16 Bt b 1a) 44 il
B o 8 AR AL A B IE A RE 205 A7 5 s . PR ARG B, 0 2 R 0 7 v FH B 1
PRI EE FI 0 R P JEM B E A AT SOV o 7E SN 5€ B 5 1T 122 B V50 5 VR B 253X R R 4 I
iR

[0389] 773 1: DL R® B K40 &M 4 1)

[0390] [ fk2% 21]

[0391]
R‘i N NH?,
L LY R
Hal'\ _N. N RSN H H
T; N . N N‘E"N
HaP e
Hal
[12] [1a]

[0392]  (H:Ap R AR (13 SCH B 5X' 0% CH B N; Hal' F1 Hal® AHFI SN, % BARE X
o )

[0393]  Z MR A [12] S546EY [13] W46 N, A1 AR EAL T, PRI A B m] $22
AN T7 2047 o I P SRR, 4910 4, Jee 2t G FR R L — RS Ikt 1, 4- @kt , DYk
MR 5 WERGSS 40 N, N- I R fiE , NN- R i, N— AR —2— mibng e s slCe AT TR
EW, T BARBR ), REE AN RN A M. £ 20°C 3 200 CAELERIN HEAT R o i
AT A, N, = (RN ) (SU47) 48 (0), = (I REFE ) =48 (0)
FZFRA (11D LIRS A 1 BER F5HE 5 0. 001-0. 1 BE/RAMEAL T AR AR5 T H
PIBCARELEE, Bl an, 1, 17 = X - IR BRI ) %8k, 4, 5- W ( Z2REEEE ) -9,9” - —F
LA 2- ORI -2 47,67 - RN TIOREL ) (£)-2,27 - W (2R
T -1, U= 2280 2- (= - BUT RS ) =K ) W [2- ( Z2REE ML ) 2838 1 BEfn = - L
THEWE. BT BRELES, Ban, BUT EEEN , BEER PR IR R B . SN B TR T BT A SR A
BRSNS AR BE S o8 10 230831 24 /NI

[0394] W] % M O 41 7 ¥ (Bioorg. Med. Chem. Lett., 14, 2004, 4249-4252: Org.
Lett., 6,2004, 3671-3674) il #&VE N EM BN G [12].

[0395]  Jiyk2: DI RE & —OR*(HoAr R (198 XA L) K

[0396] 7Yk 2-1
[0397] [ 4k22 22]
[0398]

1 R1
[ :r b [14] E J/ ‘3’1
RSN Xt CHs P BE N X' CHs
Hal? OR®

f1al {1b]
40



CN 102307869 B OB B 22/129 T

[0399]  (HAr X', R, R Al Hal® (18 LA b sROARER L B 28 e s a2 e 2t DU A
WA SRR e AT IR AR A pE 2, BURATIE S O RN, )

[0400]  HEATZIN, 48 &AL [14] 5469 [lal, R EAT . BT w7 A
F&, 040, R n oK . R BESRA 1, 4- ERE , PUSRRNG o BRBn N, N- R A
fi N, N= ZFEE WL, N- BRI —2— b e e sl e AT VR A4, T8 AR PR il RS A% X
I 5. E 20°C B 200°C AP AR AT SOV o BT AR AL SR L0, i, = (0
FENER ) (R ) 48 (0), = (O REEANT) =48 (0), TR (11D, PLiki H & e
& 1 BEIRJFHEE G 0. 001-0. 1 BE/RAMEALT o ARAEAL TR AT FT BB 45, 0, 4, 5 X (28
FEWEIE)-9,9" - AL Wi, 2- IR 27, 47,67 - SRR, (£)-2,27 - R
(ZZRFEBEIE ) -1, 17 - BRZEIE , 2- (= - BUT ZEBEIE ) BRI [2- ( 2R EE B SE ) &
551 k. BTGB RE, a0, BUT BRI — B . SN TR E R T BT A SR A R R A
SR, oA 10 2B E] 24 /N

[0401] 11k 2-2
[0402] [ fk22 23]
[0403]
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Wi, 2- “EIRCIEBERE 27,47, 67 - SRR, 2- IR -2 67 - AR
PRSI R . BT I S S AT (DD, SULE (T D, SULEREb . B
(RIS, 60, TR AN DU SRR | 1, 4— —IB% ; WK inPEE , OB ; BEES N N- —
AL R e , N, N= — FR i k% , N— AR 3L -2 NEERE Bl ; SRR RS , BN ; /K ;
TR EY), (B e BARBR S, HE I RN B 50 o [N TR B T i F ) A )
TR S SRR, AL 30 2831 24 /i

[0517]  J7yk 11: DL X g —CRY, R* Jy kel Bt 9]

[o518] [ 4k22a 45]

[0519]
Ry N..NH, Ry
HSC\KO RSKN]’ H H3C
Hax‘\E:dINH [13] J:ij N, NH
COsR 19 RETN UCQ 2R19
[38] [1k]

[o520] (A R, R* Rl Hal' % A& AL R AAREESE. )

[0521] SN G [33] S-G9 (131 4a6 SN, A8 AR AL ), W HT S Bk 7 ik
4-2 AR I THEIEAT o

[0522]  1EMEIRIL SR &1 [33] H A T Jr ikl 4% .
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[0523] [ 4k2%=\ 46]

[0524]
Ry
HoN R
CHy HsC
4

H"”\E:IH""P (19] Hat' N, NH

9 — "T:@;[:

COR COR®
4

ts 4] [33]

[0525]  (Hip RY, R, Hal' Ml Hal® & EHS XFE F. )

[0526] iZ VIR EY) [34] S4EW [19] 466 N, 48 A AT, 7T 5 B vk
A BB 2, 773 3-2 AHIE M VT .

[0527]  J7ik 12: DL X 2 —CRY, R* B FRBEIRIL

[o528] [ fk2# 47]

[0529]
Ry Rq
H H_?,G ;‘k % H H3C
N NN, HH ’[Njﬂm\fuwﬁ
RS'KN:I' UCO;;R"Q RPN COOH
[1k] {v1]

[0530] (AR, R, FIR® & HEEXFE . )

[0531] i NRAEY) [Ik] WK SN, WS B8 T53 7 MR T3 EEAT .
[0532] i 13: DA X A —CRY:R* Ao [35] AR R MFL I A -

[0533] [ 4k2%aK 48]

[0534]

RQO
* N

\{r RZ‘?
(8]

fasl
[0535] (e [ YIA] & R A R AH R BRAN AL, 55 EARTR M, St | BRedt . Rkt )
Rtk BRI B A S AR N JE EAR R AR I, )
[0536] [ fk2%xK 49]
[0537]

Ry R

H-N Ri
o HG Ry ’ HiC

E“;”ﬁ"‘“ [36] JINjN N NH

RSN COOH RSN ELO

(131 RN g2t
[Tl

f0538]  ( JLrP1 R R, R AR % E A SR . )
[0538] i MAEAL A [13] LAy [36) 0% 4 S, 7 FI 5 bk 8 AIFI i
AT

ol
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[0540]  J5¥FE 14: DL R® Bl A
[0541] [ 4k2%=K 50]

[0542]
N NHy
RZ2 R R*‘J:NI R2 R
Hal' NYN [13] NN N‘a’&\ﬁ
Lx CH,R? RSINI tyx CHR®
R? R2

{37] E1l}

[0543] (A X, R, R, R, R° Al Hal' #5% FI G U] | 5 F0 R™ AR eI )

[0544]  ZJ ARk [37] S540EY [13] BI464 O, 4 AR AL, vl S Bl 77k
4=2 AH R 74T

[0545] VRN GG [37] F LU ikl o

[0546] [ fb2%:K 51]

[0547]
4
gl Rl R R
) H 1’1@/ (397 AN N
Hal N,ﬂ,N L
ZX CHy R?
R
[38] [37]

[0548] (M X, R, R R® fl Hal' %% H¥#& XA b Hal* R K% )

[0549]  {EiZA B, ibAL-& 4 [38] S4k&4) [39] 1563 v 4, 547 /£, 20 °C 2
200°CHLAE , T B FER N AT R Mo By B 04, 49, Sk, — 5 NI G BE AN IE
TR P FIELEE, ], MRS ATPU SR |, 1, 4- ZREGER . BRI W N, N-
e N, N- R AW ; ISR 2R 20 sUeMrEEY), Ee B AR S, X
BUCAIXS R RN o J NI TR R T B AR A S R i VAl BE, — L 10 43831 24
ANIREEN

[0550] 7y 15: L R® 2 FR 3L h

[0551] [ 4k2% 52]

[0552]
R! M. NHs
1 S o
bt N o [13] ENjNﬁYfN

LA RSN X" Non

RrR? R

7 {1m]

f4¢]

[0553]  (Hrp X', R\, R, R° Ml Hal' % H & LR B )

[0554] S NRAL G [40] SALGY (131 4EG SN, A8 FHARIEAL ), W HT S Bk 7 ik
VAR R TR EAT o 250N BT T AR AR T A 53

[0555] 1R MECIAIL SR &1 [40] $ LT J5 ik 4%
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[0556] [ k2% 53]

[0557]
R‘l
Hal NYHaJ
x1
OH QO RZ " [e}
N NSO asl | A
R‘i R1 H X1 (0]
2
[41] R
[42] [4.0]

[0558] (o X', RY, R%, Hal' flHal® & A2 XE o )

[0559] DIE 1

[0560]  #ZMECL4&N77v% (J. Org. Chem. , 65, 2000, 9059-9068) Hil#4L&4) [42] .

[0561]  JDIE 2

[0562]  FEiZAB BT ATHAEY [42] SEW [43] FAT40 6 I N, A AR AL, WTH 5

R TTVE L AEB T AT

[0563]  HARA KIS mT AR, Bln2sy), (A w] #2 B a7 iE R L 2% BTz

FER LR XRGEN AR S TR, kiR, SRR, MR, BFRTERNEE, S5 H

MR, LR, ¥R, AR, DRE, BEHR, &5, & - FRBRKR, XK, F

e FIAT N EN

[0564] U, il & AR AL SRR AL 40T AR BRI S VS T R AEBE S 4 TR

ZERER — RS

[0565]  HH T AR BH I — S0 A 43 A RERR IR , Ho BT A DG 28 A AR TN E A TR TR &) A

FRIEA R a1 o 62 AR, W H R O N 7532, R AR aRE , 18 DB Rl vd AL i

(WA, —RETPERNAEE, mAER , 10— FEREEERSE ) XT F ok il £ 16 7171 e R gk AT Ol 2%

P MRS, B, D62 AR v MOETIIE AL R IE AW &35k AF . Fi 4k, g 2= 9k

I3 T PEAE BOE I A FRE R A A A

[0566] YA BHAL G WAEAE ) LART S ) A B8 EL AR S A A T S S AN 28 S ) A T HL AT

[FRA A JE T A G A

[0567] AR LAY sk 228 Eal Bz K Eh ] FAE299 . SB1E TS 4L 0 AR 1k

GE 2y ERT Rz B G A S T T T BT e, (s Can, B4 4E R

W2 RE , Fr MM/ NARIG 20T , B BE A R, 49 e R T AT AL (12 MR e i

P ), ARERBAREGAEME, S CH oy, SEaeat: oy, B asEtto

M, BE ), S Can, e, LIRS D), RN (ln, BRIB TR, RI%

WTE T , o URANIE , 2 R MEEALRE ), A (o, s s, kgLl , shikss ,

el ek ).

[0568] YA BIAL AW B 252 bR 1 EhVE b 90025 T 3B (3G O 1, \]

CIAG) an 25 ) A1 G0 AN eh 24, W N AE 25 2% B nl 52 W o3 otk M e 3 R TP A5 0. 001% 3|

99. 5%, ik 0. 1% 3| 90% [HITE 4 7 .

[0560] X T2 A, WA HH [F 15 | 2 [ 4 i A4 T 711) K 78 5080 28549 il ) i A FH 1) G e

Bl AR HPIAWHEGY ]2 55 LA RS 25 A -Gl d i A28, MR ik

PRl (5 IR S ) BRE SR 2. i G n] LS GaX 2825 245 L RIS T 29
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T B R T A FRPARE s ARG A 3 P00 ARl AT 1 DA R 2 2042, O R] IR T
AR G255 E T2 1, — Ra G4y 255 Ve [N 0. Img—5g/ K, Uik
Img-500mg/ Ko FeLLp ], & n K T v ], o0 75 B n] - Bl — ok,
G R E B IR 1-24 /NRESF K N 25 24

S Hte 11

[0570] A BHEILIE ok 252 S e ) S it 5] « 00038 i e 4] 0 ) S e 4] 5 BRI Mk U B AR R
B IS4, (EA A B AN BRT STt

[0571]  ZZZ sl 1

[0572]  (S)-4,6- &G -N-[1-(4- FRIE ) L] WEmE -2 i

[0573]  # 2.4g2,4, 6- —FWEIER T 24ml YRR, SR 2. 0ml = 2%,
2.0g(S)— () -1-(4- AR ) LM 12mL PUSIRR A, 28 5 SRR G 9. 5 /M.
ok 8 R NVRA PR 2 UTUE ARG IR IRAG DR . TR A ERAE 415 2 1. 77g BARfLE
.

[0574] MS(ESI)m/z286 (M+H) "

[0575]  ZZ 5L 2

[0576]  (S)—4— G -N*-[1-(4- FIRIL ) LFL 1-N—(nfkmE -2 L) nffme -2, 6- —Ji%

[0577]  ZDIE 1.

[0578]  (S)—4, 6— 5 -N-[1-(4- 2L ) LI ] g -2- i

[0579] ¥4 7. 2g2, 4, 6— =SMLREFN 2. 74g (S)— (=) —1- (4- FEKE ) ZHEVE T 25ml1- T B
e, AN 13.7Tml N, N- RN SN, 120 CHEFEIR G4 42 /N R RNVIRE WA E B =
WL ARG CTR TR . WK BESS, SR G IR R BE T4 o DR 28 R B0, ARG T fs
[R5 R AL JZ T 415 3] 2. 57¢ HFrL-E W G .

[0580]  MS(ESI)m/z285 (M+H) "

[0581] DI 2

[0582]  (S)-4— & N-[1-(4- FFIL ) LIk 1-N-(ntbmk —2- 2L ) nikme -2, 6- —Ji%

[0583]  7E 734mg(S) -4, 6— G ~N-[1- (4= AKFL ) LFE ] nbmg —2- i, 343mg2- & FEnlk
%, 1. 39g W — 4 , 190mg4, 5— X ( —ZREEHEE ) -9, 9 - —HE Wi 170mg = (ZWFF
FEEE ) (&) AP 17ml 1, 4- ZREGE, B RGPS A&, 100°CHiH:
19 /MBS o S RVRA Y R CBEFRE , MR FH 7K RN 3E K P i i v, AR Ja TR R B T4
AR, P IER EIR 5 S A E A 24043 21 654mg Tk K BARL G
[0584] MS(EST)m/z344 (M+H)"

[0585]  Sjiafd] 1

[0586] (S)—4-{2-[1-(4- T AKIE ) LFEGIE [-6- (kg -2 FLEJL ) meme —4- JL | Uk
= —2— i

[0587] IR 1

[0588]  (S)—-4-{6— G —2-[1-(4- AL ) LFEEIE ] WEnE —4- 55 | WRIE —2- fi

[0589]  7E 150mg (S)—4, 6— &l ~N-[1-(4- JRFL ) LI ] WEmE -2 & 58mg WMz —2— fili
1) 1. 6ml1- T REHW A A 183 1 1 N, N- R NI L%, 60° CHIFIRA Y 20 /N o AT Y
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RBEW A H B, ARG H O PR « MR 7K SR K BEBRES L 28 G I IR BT
T PR ZE R ISR 196mg HEW AR BG4

[0590]  MS(ESI)m/z355 (M+H) "

[0591]  JDIR 2.

[0592]  (S)-4-{2-[1-(4- F AR Z ) LI EE J-6-(MbmE —2- FL a3 ) memg 4- 2 | IR
W% —2— i

[0593] % 196mg(S)-4-{6—- G —2-[1-(4-J K 2&) & & & & ] W g 4- 5 } IR
¢ —2- Ji , 55mg2— ZFEMLME , 50mg2— I IR -2°, 47,6 - ZRINEE K, 101mg SUT
FEANAN 2Tmg = ( ZMEREEAET ) CRU07) AR 6 = AR 2R, fEE < 100°C
THRAY 2 /o ROV G CRaMRE « MR FH KRN R /K PRV W, S8 i D FR B
Tl WURZEREER, ARG TS iR AR AR E T2l 15 21 196mg ¥R (8 K B Fr
e

[0594]  MS(ESI)m/z409 (M+H) "

[0595]  SEjiafd] 2

[0596] N-{(S)-1-[2-{[()—-1-(U- | KK ) LI | ZFE 1 -6-(nk g —2- FL o FL ) W
Mg —4- & 1 afkngbr -3 3} LRSS

[0597]  RAIESLHER] 1 AHEI T3, I (S) -N- (ks —3- 3% ) LB AU WRE —2- fi,
FEIN-{(S)-1-[2-{[(S) —1-(4- i AFE ) £F ] &I} -6- (MbiE —2- LI ) mEng —4- 2L ]
ML E -3- 2 1 SWilE. HIR RS T HEE, AR E IN SRR G 15
ESISRER P ISR N e/

[0598]  MS(ESI)m/z437 (M+H) "

[0599]  siZjififsl 3

[0600] (S)-6-(3,3- — B A T b —1- FEO-N-[1-(4-F A FH) £ I T-N-(ulk
I —2- L) mEnE -2 4- —PRE Sy

[0601]  SRHAH S5zt | AHFEIR 75y, H 3, 3— AL T A &AL A IR R -2 fili,
343 () —6-(3,3- " HEINI T he —1- I ) -N-[1-(4- AT ) LI 1-N'- (ks —2- L4
JE) MENE -2, 4- g, WIS T PEE, IS S E IN SR, ARG R R 2
HEMm R iRt &9,

[0602]  MS(ESI)m/z402 (M+H) "

[0603]  SZjiaf] 4

[0604]  (S)-N-[1-(4- ATE ) LI 1-4-(1- FIE —1H- ot —4— 3 ) -N°— (MR -2 3 )
ntemE -2, 6— — A S

[o605] D& 1.

[0606] 2,6— & —4—(1—- FI%E —1H- M —4— 2 ) nigrg

[0607] K 500mg2, 6- 5 —4- BUARALRE , 379mgl— %L —-4- (4, 4, 5, 5- PUF %L -1, 3, 2- —
SR R I —2- FE ) —1H- b | 753mg A FRAIAT T4mgl, 17— X ( 2R FEHEEL )
TRER - ZEAMR (T D- R P RSEWRKIMN 7. 5ml1, 4- ZRELER 2. 5ml K IR IR
EWHI, EES 0 CHRFEREGY) 2 /I o NI SR CTEMRE « MUK KR R 7K B8
RIS PR IR B T8 o U 25 RIS, PRI AR A B A i AT JE A 44k 43 3
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25Tmg HARL G-

[0608] MS(ESI)m/z228 (M+H)

[0609]  JDIE 2

[0610]  (S)-6- %l -N-[1-(4- A% ) L3 1-4-(1- FEE -1H- mpme —4- 55 ) nbng —2- iz
[o611] % b IR 1 43 2| 1Y 257mg2,6- — S -4-(1- F & —1H- mt mk —4- 55 ) ik
WE , 164mg (S) — (=) —1- (4- WAREE ) Ll , 66mg2—( — — BUT ZEMEE ) B, 271mg HUT BEHH
A1 25mg SERAEAK NN 6ml B < AR . FEETR T, 85 CHHHIR G 2 /Mo RV
S AL IE T4 3 240mg ¥ T WK BEARLE Y.

[0612] MS(ESI)m/z331 (M+H) "

[0613] DIE 3

[0614]  (S)-N-[1-(4- AL ) L4FE ]-4-(1- FEE —1H- nbmg —4- 3% ) N~ (hipmE —2- &)
mERE -2, 6- A=)

[0615] % 235mg (S) —6— &l N-[1-(4- B AHE ) LF 1-4-(1—- FEE —1H- nbmg —4- 3% ) nit
W —2- i , TAmg2- ZFEMEEE | 68mg2— I CERREEE -2, 47, 6" - = R INZEECK, 95mg BUT BE
BRI 3Tmg = ( ZWERIEENET ) (507 ) AR B éml B A, AEEAT 100°CHRE
FEREW 1.5 /Do RNVEERH 18 CEEMRE . W K B K PR 2R G R R Bk
T WIEZE RV, SR)G PITIRIR B WA A 2 M40 5 31 204mg (S) N~ [1- (4— 5]
I ) LFE ]-4-(1- FFE —1H- nfbme —4- 3% ) -N°- (tpmR -2 6 ) mibne -2, 6- Rk s
MR, BRI EWET OB, NN E N R, RIG R BEHIE BRSO K B AR
e,

[0616] MS(ESI)m/z390 (M+H) "

[0617]  SLjiafs] 5

[0618]  (S)-N*—[1-(4— G AIL) LFE T-N"— (ki —2- £ )-3, 4" — Btk —2°  6° — —Ji
[o619] 4% F i Jii 441 4 AH [R] 77 %, FH 3-(1, 3, 2= — %0 2% # 2f Coxaborinan) —2- 2k ) 1t
e QB 1- B 3k —4-(4,4,5,5- PO B3k -1, 3, 2- & A% 00 BR —2- 3k ) —1H- nik m, 3R 15
(S)-N* =[1-(4- FiIEHE ) 23 TN - (npEms —2- 35 ) -3, 4" — ekme -2, 67 - k. B pife
MG T CBE, IMANGERER) IN 3R, AR5 R LR HE 2 Gk R B iLav).
[0620] MS(ESI)m/z387 (M+H) "

[0621]  SLjiafy] 6.

[0622]  (S)-N*—[1-(4- fE Z ) Z 3 1-6- A 4 i -N"— (k8 —9- %6 )-3, 4" — ki
Mg -2 .60 - ik

[0623] @ i A8 FH 5 SC i 4 4 AH [R5 v, A0 2- AR A 2 5k mE AN R AR 1-
H-4-(4,4,5,5- WFREE -1, 3, 2- A R0M30 —2— 2% ) —1H- ntb M 203 T o K 11 H ik
“o

[0624] MS(ESI)m/z417 (M+H) ™

[0625]  SZjifs] 7

[0626]  (S)—2" —[1-(4- FAIL ) LHLFIL 16" — (kg —2- FLIL ) -3, 4" — BRLE —6— i
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[0627] ¥ 108mg (S) N ~[1-(4- fiIEEE ) 2% J-6- FI4RIE N — (ke —2- 3% ) -3, 4" - Jk
aEmE 27,67 — BT 3ml 2, N 116mg AL ENAT 99 1 1 = B e A AR RS
T T0OCHFHRAY 3.5 /Mo RNESEH LR LBEFKFRRE , P AR B SN /K B K TR
HYE) pH TR 9. HEKIEGANZ , AR5 HBRIREE T W2 R BRI, Frfeisk
AR Z AT A4 1 3] 78mg (S) -2" ~[1- (4~ AEE ) LHEH 1-6" - (nbe —2- F&
5) -3, 4 - BENERE —6- BEBE R oK . BT S AL G T FEE , ISR Y ER IN 1R, 4R
Ja bR Z5EE RS RR T Bk K B &) .

[0628] MS(ESI)m/z403 (M+H) "

[0629]  =SZjjfs] 8

[0630]  (S)-N-[1-(4- FIKIL) LFE 1-4- (WM -5 FL ) N~ (imE -2 JL ) mfme -2, 6— —
i3

[0631] IE 1.

[0632]  5—(2,6— —GUtIE —4- &) nEme

[0633] }4 528mg2,6—- — . W ik B (1% e & Y ¥ M J. Chem. Soc., Chem.
Commun. , 1998, 1567-1568 FTik /775145 ) ¥ T 10ml FEE |, hiA 586mg Af — P KT It
IR F AR 415mg BkFRER, 50 CHIFRIR G4 30 73 8h. W45 RNIREW , R LR &
BERRRE , FHRIRR R SV AV TR /K Ve A LR, ARG IO BR BT 58 o Hs 28 A P 311
733 630mg HFRLEW AR K,

[0634] MS(ESI)m/z215 (M+H) "

[0635] IR 2

[0636]  (S)-N-[1-(4- R IE) L5 ]-4- (WEM: —5- L) -N°- (nibhgs —2- 5 ) nkmg -2, 6- —
iczs

[0637] 4P HR 1 1921 630mg5— (2, 6- —FMLIE —4- F& ) BEME , 408mg (S) - () —1-(4-
RH) LM%, 182mg2, 27 - X ( ZIRFEEMEEE ) -1, 1 - BRZEEL | 1. 9g Bk IR 4 A 66mg £ FRALAK
o E] 3oml R, R 100°CHFHRAY 1.5 /DN o RNVEE A RER AL Z T4l
153 600mg (S) —6— 5 —N-[1- (4 FAEE ) L3 1-4-(WEM: —5- 5 ) MEnE —2- FZriR s e
AR . 78 10m] W< H A I A B AS (R R IR\ 180mg2— 28 JEiE R | 180mg2— — 3
TR -2, 47,67 - RN IEIKR , 254mg BUT BEEART 98mg = ( WV RIEPIET ) 4R, 1E
ST 100°CHFRAY 2 /I o RV LR LFEMRE o IR KA ER K PR SR
Ja B IR BT o R ZERBVEH] , SRJG T3 15k B A ik A Z A 284043 21 390mg B A

AR FER K
[0638] MS(ESI)m/z377 (M+H) "
[0639]  SLjiafsl 9.

[0640]  (S)-6- & -N-[1-(4- FZI) LI 1-N-(nkmk -2 FL ) mEmE -2 4- %

[0641]  7F 1.37g(S)—4,6- — & -N-[1-(4- A& ) L5 ] WEng —2- ik (275 5L it 41
1), 460mg2— ZFEMEMR |, 277mgd, 5 B ( RKEPHIE )-9,9 - —HE Wi, 2. 04g B IR — 4
1 248mg = ( W REEAER ) (&7 ) ZAE A 30mll, 4- —RELE , IRAWRTHEE
X, 5 100°CHiH: 2 /Mo [ NI L8 SEERRE . AR K A B /K YRS SR )5
PR T . IR ZE RIS, ARG TS AR B Mt AL R 4415 2] 960mg H bRt &
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[0642]  MS(ESI)m/z345 (M+H)"

[0643]  SZjifadsl] 10.

[0644]  (S)-N°-[1-(4- SFRIE) L3 1-6-[4- (FFERAIERL ) ZRIL 1-N*- (ks —2— 3L ) 1
mE -2, 4— RS EAY

[0645] ¥ 100mg (S) —6- % —N~[1-(4- KK ) L5 J-N-(nlbms —2- 55 ) ming -2, 4- —
fii , 145mg4—( FIERARETL ) ZREENIR | 123mg AR BRI AN 17mg VU ( = 2RFE% ) AKX N2
3ml1, 4— ZWELEA 1. 2ml JKIIBRIR-EE I H, 7RG T T 100 CHRFHR A 3 /DN o RV E
W LR SPERRE o MR KR 3 K PRV AR S5 IR B T IR 28 PSR
J& TS5 BB M ek AR Z AT 215 3 124mg (S) -N°-[1- (4~ |AFEE ) 45 1-6-[4-( 3
RS ) 283K 1-N'— (e —2- 3% ) mBig -2, 4- e oK. BIEnamsE T PEE,
IAZE Y& IN BRI, R E R R E 2 Bk & a K .

[0646] MS(EST)m/z465 (M+H) "

[0647]  SZjads] 11.

[0648] (S)-N-[1-(4- & 2K F) £ F 1-N'-(ulk B —2- FL ) —6- (11— Al M —4- F ) ¥
Mg -2, 4- A S

[0649] K F =£ Jili 5 10 1 AH [\ J7 v, M 4-(4,4,5,5- V0 A 2 -1, 3,2— = 44 2% B
Bt —2— Jk ) —1H- WL me —1- 20 JE 1R B0 T MR AX R 4- A 26 e G 2 ) A< AR Al R, 3R 1S
() -N-[1-(4- AR ) LFHE T-N— (ki —2- 5L ) —6- (I H- nfhmr —4— 3L ) BEmg -2, 4- i,
AL, LT EAE T AR L S E &4k, 1321 B Frfb &9 B 6k K.

[0650] MS(ESI)m/z377 (M+H)"

[0651]  SLZjfifs] 12.

[0652]  (S)—2-{2-[1-(4- FARKL ) LILEIE 1-6- (nkiE —2- LI ) nibme —4- FLARIE |
[0653]  {E 150mg (S)—4- G ~N*~[1-(4- 3L ) L3 J-N-(nipmk —2- 3 ) nme -2, 6- —
iz, 18Tmg MR — 41 , 84mg2—- RO BEIE -2’ , 47,6’ - = RN IEEC KM 46mg = ( WP
FEEWE ) (&G ) AR 3ml & EER 1. 5ml 1, 4- —BERE  IREMN A HESE
R 5 100 CHEFEIR AW 13 /e RV R SRR RE . WK IR KR 2K
Vv, IR E B IR T . IR ZS R BV, AR5 BT 19 005k B M 22 1k A JE AT A 49 2
62mg (S) —2—{2-[1-(4- AL ) LA 1-6- (kg —2- B ) e —4- BEE T O
BAEOR AR WAL, PRSP TR R AT 2] 52mg BAR LAY O K.
[0654] MS(EST)m/z370 (M+H)"

[0655]  SEjfafsi 13

[0656]  (S) N-[1-(4—FFKIL ) LB T-N— (ki —o- 3L ) -6 (ke -3 3 ) mmg -2 4- —
i3

[o657] IR 1

[0658]  (S)—4- %l N-[1-(4- B AT ) &LF& -6 (nbme -3- 55 ) WEmE —2- ik

[0659] ¥4 500mg (S)—4, 6- — &l -N-[1-(4- A FE ) L5 ] WEng —2- ik (275 S it 1
1), 314mg3-(1, 3, 2— 44N %¢E Coxaborinan)—-2- 3 ) MLEE , 927mg BREEHNFN 202mg Y ( =
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ZRELN ) AR R 15ml 2K, Tml LEEAT 10m] KR SR G T, ZEES 110°CHFE
TREW 3 /Yo OV SR SERRE o KR A K ANER KPR GRT, 2R8 Ja P B BT
IR 28 R AT, ARG PSR B ) 2 ek A e Z A 44 45 21 218mg Hrb &Y Bk K.
[os60]  JUE 2

[0661]  (S)-N*-[1-(4- JFFRIE ) L3 1-N'— (ks —2- 3% ) —6- (ntbme —3- 3% ) ming -2, 4- —
iczs

[0662] 7F 100mg(S)-4- & N-[1-(4- & 2K &) & & J-6-(Cnt mg -3- I ) w¥
WE —2- i% , 35mg2— 24 FEMLE | 18mgd, 5 X ( Z2RFEWEIE ) -9,9° - 3L Wi, 129mg B4R
RPN 16mg = ( PRI ) (S0 ) AR 2ml1, 4- ZRERE, SR )5 100°CHiHE 1/
o RINEEEH LR CEERRE . AR B K RN ER K BESRES, AR 5 R R BT . U 28 K
A, RGP IR L AT JE T 44k 43 21 54mg B ARLEY) A8 K.

[0663]  MS(ESI)m/z388 (M+H) "

[0664]  HLHENZE [a 1°,=-29.60° (c=0.5, FIfZ)

[0665]  SZjfifs] 14.

[0666]  (S) N-[1-(4—FFKIL ) £ T-N— (ki —2- 3L ) -6 (ke —2—- ) memg -2 4- —
i

[o667] DR 1.

[0668]  (S)-4— @l N-[1-(4- W EIE ) LI 1-6-(HbhE —2- 58 ) Weng —2- iz

[0669] % 200mg (S)—4, 6- — &l -N-[1-(4- R AT ) LK ] WEng -2- ik (275 S it 41
1), 0. 22m12-( =T ZE P 5L ) MEnE , 55mg AL 81mg VY ( = KEME ) ALK N 30 i
ARARA, FEEAT, LIOCHFREY 4 /M o [ NS A 2 284015 21 63mg H bR
EY et .

[o670] DR 2

[0671]  (S)-N*-[1-(4- F A3 ) L3 T-N'- (s —2- 3L ) —6- (HLme —2- 3% ) mEmg -2, 4- —
iczs

[0672]  7F 62mg(S)—4- & -N-[1-(4- %L &% 2L ) & & J-6- (b wg —2- 2% ) me g —2- —
fi , 22mg2— ZAFEMLE | 22mgd, 5— B ( R FEWEAE ) -9, 9 - ZHIZE Wi, 80mg B IR — AN
20mg = ( ZVEFRFEEAET ) (505 ) AR 2ml 1, 4- R8RS, RS WA H &R,
SR 100°CHEFE 2 /N o RV LR LBERRE o« IR FH KRN ER /K BEBRSTR, SR 5 PR R
BB R R, RS TR A r ik E Atk /3 2 25mg BARLE Y B
R

[0673]  MS(ESI)m/z388 (M+H) "

[0674]  HLHENEE [a 1°,=-61.20° (c=0.5, FIfZ)

[0675]  SLZjfafsl] 15.

[0676]  (S) N-[1-(4—FFEIL ) LHE T-N— (ki 20— 3L ) -6 (ke —4- L) mmg -2, 4- —
i

[0677]  SRASZHf] 14 WAHIF T35, H 4-( =T 2R HE3E ) e A% 2- ( =T 2Rkt
55 ) MEREFF B B AR AP0 1 o K

[0678]  MS(ESI)m/z388 (M+H) "
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[0679]  SZjifp] 16

[0680]  (S)—1—-{2-[1-(4- W ARIE ) LIEZIE 1-6- (kR —2- FLo(JE ) meme —4- 3L | ik
Tt —2— i

[o681] DI 1

[0682]  (S)-1-1{6— %l —2—-[1-(4- FARIL ) LI IE ] WEng —4- 56 | mbngdr —2- i

[0683] K4 100mg (S) -4, 6— 50 -N-[1-(4- AR ) LFE ] Wemg —2- ik ( 35 5Lty
1), 33mg2— ML & LE i , 20mgd, 5— X ( ZRFEREEE ) -9,9 - Z R Wi, 149mg W IR — i1
19mg = ( M RFEPIER ) (&7 ) 43 3ml B 1, 4- ZRgkerh , fE&T 100°CHE
FEREY) 3 /I o L UE R NS R B UTHE , IR, AR5 IS AR B M) etk A
JET AT 2] 106mg B AR &) (i

[0684] IR 2

[0685]  (S)-1-{2-[1-(4- 2RI ) LHREEEE 1-6-(NbiE —2- Za L ) memg —4- 2% | nknk
ft —2— M

[0686] 4 104mg (S)-1-{6— S —2-[1-(4- i K Z&) & F& 2 & ] w8 mg —4- 55 | b nk
It —2— Wi , 33mg2— F FEMLEE | 18mg4, 65— W ( —RFEREFL ) -9,9 - —FIE 1§, 132me L
AR 1Tmg = (ZEREEAE ) (RU07 ) AR R 3ml B 1, 4- ZREREh, SRS TE
RGN L00CHEHR G L1 /NI o IR 28 R V7, R PIrAs (K% B et oA = A 4tk
23 74mg B ARG PIRMEERT AR o

[0687] MS(ESI)m/z394 (M+H)"

[o688]  LLJEH [a ],=-19.60° (c=0.5, FfE)

[0689]  SLjiaf] 17

[0690]  (S)-4-{2-[1-(4- I ) LFLEFE 1-6-(nfhME -2 FLSUHE ) WEme —4- FL | UR
I -2, 6— M

[o691] DR 1

[0692]  (S)—4-{6— % —2-[1-(4- A ) LHEEEE ] g —4- 55} WRME -2, 6-
[0693] % 182mg (S)—4, 6— — &l -N-[1-(4- JARI ) LF ] WENE —2- i (S5 SChEf) 1) A
80mg WMz -2, 6— —Hi%s T 2ml PUSMRIEFN 2ml N, N- — FFSE I @ERZ+ , hoA 1220 1 N, N- —
FNELE , SOCHIHREY) 32 /M. FRAHNRAGM R =, ARG H OB ClEWRE. H
TR YRS, IR 5 R IR BT IR 28 RV A 2 136me B AL G Ak K.

[0694] IR 2

[0695]  (S)—4-{2-[1-(4- 3L ) LRI J-6-(Mbe —2- L&) Weng 4- 2 ) IR
= -2, 6— —[ifi

[0696] ¥4 119mg (S)—4-{6- & —2-[1-(4- HIEIL) ZFEEIE ] wemg —4- JE ) WRIE -2, 6- —
M , 34mg2— 2 FEMLIE | 19mg4, 5— X ( Z2-FEMEIE ) -9, 9’ - —HIL  mj, 139mg TR — A
17Tmg = (M REEAE ) (ZU07) 430 2. sml <01, 4- —REkerh, SRE7E&E T 100°C
BFER G 2 /N o RNV 18 CTEMRE . /K DRI, AR5 IR BT I
ZARAHSH , ARG TR Bk B A e AT E A a3 21 26meg H bRt S s Ok K.
[0697] MS(ESI)m/z423 (M+H)"

[0698]  =Zjififs 18

5
1:
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[0699]  (S)—1-{2-[1-(4- FARIE ) LIEZIE 1-6- (kiR —2- FLa 0L ) meme —4- 3 | U5
WEIE —2 (1H) — [

[0700] R A S SLHfs) 16 AHFI R J73%, FPUE —2— meng f AR 2- mbms be i 13 2 B A&
YRR s O K

[0701]  MS(ESI)m/z409 (M+H) "

[0702] S 19

[0703] ()-N-[1-(4-F K F ) £ F 1-N-(nfk B —2— F ) -6-(nfk mg e —1— F ) m#
ME -2, 4- —Ji%

[0704]  FH 5 S2ifs) 1 AH R 7325, IS AR WR R —2— Bl 15 2 B Arib S0k s oK .
[0705] MS(EST)m/z380 (M+H) "

[0706]  SLjifaf] 20

[0707]  (S) N-[1-(4- FIEIL ) LH 1-6- WIHAT N*- (ks —2— 3£ ) mEmE -2 4- i
[0708]  RHI S SLUtife] 1 AH 7%, F kA IR IE —2— Bi45 2 B At S 90R s e &
AR

[0709] MS(EST)m/z396 (M+H) "

[0710]  ELJER [a 1%,=-25.19° (c=0.5, FRE)

[o711]  =Zjfifsl 21

[0712]  (S)—1-{2-[1-(4- ARIL ) LIEFIE 1-6- (kR —2- FLFIE ) MEmE —4- FE | K
Ik —2- i S S

[0718] % 150mg (S) —6— G ~N~[1-(4- AKFL ) L5 J-N'- (nbik —2- 55 ) g -2, 4- —Ji%
(SETEM 9) , 224mg2— BRI , 26mg4, 5— X ( — AAEWEEL ) -9, 9" - —FIZL Wi, 185mg 1R
AR 23mg = (OEREEAE ) (S ) AR INE sml B 1, 4- ZRERE, SRS AER
R 100 CHFHRAY 2 /N o RV CFR SPRERRE . /K BEERAEIR , AR5 TR B+
T RIS RPN, ARG TS HI R BB WA A JE M 48415 31 80mg (S) —1-{2-[1- (4~ 3
HRH) CHEEEEE 16— (bR —2- ZEa AL ) memg —4- J& b nRmentk —2- i 3 &R K. BeAh, B
LA T A AT R 56mg B FRAL G R B ER K.

[0714]  MS(EST)m/z395 (M+H) "

[0715]  JCEAHE (CH, FN,O HC1+40. 5H,0+0. 1C,H.0H)

[0716]  HE{E (%) C:51. 88, H:4. 90, N:25. 21

[0717]  JM5EAE (%) C:51. 71, H:4. 77, N:24. 87

[0718]  SLjiafy] 22

[0719]  (S) N-[1-(4-FFEIL ) LK 1-6- (MM -5 FL) -N*- (nfkie -2 L) mimg -2 4- —
[0720] DIE 1.

[0721]  (S)-N*-[1-(4- KL ) L3 I-N- (e —2- 56 ) -6-[2- ( = N Fhkkedt ) ig
e —5— 5L ] WERE -2, 4- —Ji%

[0722] % 150mg (S) —6— & -N°~[1- (4~ FAIL ) L5 1-N*= (s —2- 3% ) weng -2, 4- —
Wi (SE 5] 9), 246meb—( = T 5 F 4G fe Jk ) —2-( = 53 TN 2% A Ak e 25 ) M mk (4% R
W02007/17096 BTk ) 7756 AT 2 ) 1 25mg P4 ( = 2RI ) AR M2 5ml i< = A H
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Wiz, ARG AR T 100 CHEHR G4 2. 5/ o I 246mg5- ( =T ZEPHkidk) -2- (=
SIS R ) WEM ) FBCFRR A 4 . FOKRRRE N, ARG GR SR AR
WK KR SR KBEEANLE |, ARG BB BT . IS Z8 R, AR E IS AR B 4
FEAEZ T A0 TE 3 153mg (S) -N*~[1- (4= J A5 ) L8 1-N- (ki —2- JL) -6-[2-( =5
IS FREE L ) WM —5— 55 ] WERE -2, 4- R IG i .

[0723] DIE 2

[0724]  (S)-N*-[1- (4~ HAKIL) L3k 1-6- (BEME —5- 35 ) -N'= (nfbmg —2- J5 ) ming -2, 4- —
e S ey

[0725] ¥ 122mg (S)-N*~[1- (4~ KK ) L% J-N-(EHE —2- 3 ) 6-[2-( =R AEHF
et ) WEMe —5-J% ] WERE -2, 4— S T 1. 2ml PYSRRIE T, 0N 0. 5ml 1M DY T EE R
F VU PRSI . SR RNV IREGY) 20 708D, SR )5 H G1R L aM R o IR K0 R 7K 8
BT ARG IR B T8 o U 28 SR, SR I IS IR B ek A JE A i 43 2
60mg (S) ~N*~[1-(4- JAIE ) £3E 16— (WEME —5- F% ) -N*- (nibik —2- 2% ) WEIE -2, 4- —fi%
BB AR IrFE Y EE AT 2] 45mg B FrG PR AE E K o

[0726] MS(ESI)m/z378 (M+H) "

[0727]  JTESHME (C,oH,;FN,0 HCI)

[0728]  FHAH (%) C:55. 14, H:4. 14,N:23. 69

[0729]  JMEH (%) C:54.94, H:3. 92, N:23. 81

[0730]  SLjiafs] 23

[0731] () -N-[1-(4- FoEHR ) L3 1-6-(6— FAI4IEMLmE —3— 3 ) -N'— (nfhigE —2— JL ) ms
mE -2, 4- RS

[0732]  f&sjitifs] 10 WUAHIR J5id, FH 2— HAR3E —5- MERE MR AR 4- ( FFBEmAIESE ) x5
MRS 2] (S) -N*-[1-(4- FFEIL ) L5 1-6-(6- A FEMLNE —3- 3% ) -N'— (nipiE —2- 3k ) m¥
WE -2, 4- — %o AL, BB a Y e I E S A3 B A SR s ok oK.
[0733] MS(ESI)m/z418 (M+H) "

[0734]  JTEDHTE (C,,H,FN,0 HC1)

[0735]  $1&{E (%) C:58. 21, H:4. 66, N:21. 60

[0736]  JNEfH (%) C:57. 80, H:4. 48, N:21. 54

[0737]  ELJER [a 1%,,=-24.80° (c=0.5, FRE)

[0738]  SLjiafy] 24

[0739] () -N-[1-(4- F 2K 3 ) £ F 1-N-(nfk w2 5L ) —6- (10—t M —3- 3£ ) ms
e -2, 4- —REE SN

[0740]  FZSZHEH] 10 FriR IARIE 51, T 1H- stk —3—- B RRAC S 4- ( AR ZEAEEEE ) R0
BRASE] (S)-N*-[1- (4~ AHE ) £ 1-N*= (bR —2- 9% ) —6- (1H- b Mg 3 -3 ) Mg -2, 4- —
Wz. AL, PRGN E T EE RN 2] H bR 5P 3 B K

[0741]  MS(ESI)m/z377 (M+H) ™

[0742]  JTEHTE (C,oH,,FNHCI+0. 8H,0)

[0743]  +F&EAH (%) C:53.41,H:4.62,N:26. 23

[0744]  JUEAH (%) C:53. 21, H:4. 31,N:26. 25
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[0745]  LEjiEe® [a 1%,,=-86.40° (c=0.5, FWEE)

[0746] SR 25

[0747]  (S)—4-{2-[1-(4- FARIE ) LFEZIFE [-6- (kg —2- FE(JE ) meme —4- 5L | i
e —2— i

[0748] PR 1

[0749]  (S)-N-[1-(4- F K I ) Z % 1-6-(2— ML me —4- 55 ) -N'- (g g —2- 3% ) ms
WE -2, 4- iz

[0750] % BESZHf) 10 WIAHR 775, A 2- wkne —4- PR 4- ( AR ZEMmA eSS ) RS
A2 H bR &4

[0751] JDIg 2

[0752]  (S)—4-{2-[1-(4- 23 ) LRI J-6-(MbE —2- a5 ) meng —4- 2% ) it
g —2- i

[0753] % Imll, 2—- — PP 4H0 3 2 ¢ 0 10% 5 @8 b0 3] Somg (S) -N-[1-U- | KX &) &
B 1-6- (2- gtk —4- 55 ) -N*= (nbmE —2- 25 ) meEng -2, 4- i, 85 CHIFHIR A 2 /M.
I 0. 5m110% R , FHFEHREGY) 2 /DI RNV G 4B R IF H ik IR &L e F1
KB . ZZBUREY) , RS BRIMSANZE . R Z R BN, A5 H = LBk
BT BRI 38 , SR E s TER19 21 54mg Bt &9 A Bk Ko

[0754] MS(ESI)m/z404 (M+H) "

[0755]  sijitafsi 26

[0756]  (S)—5—{2-[1-(4- FARIE ) LFEGIE [-6- (kMg —2— FE(JL ) meme —4- 5L | i
g —2— W

[0757]  F4 S i 9 7 (W AH A 5 i, B () -N-[1-(4- J 2K 3L ) & 5 ]-6-(6- F1 4 A5 it
W3- 5 ) -N'— (nfbmE —2- 3% ) meng -2, 4- —fik (Seiaf] 23) 408 (S) N —[1- (4 Gl )
2 -6 FIARHE -N° - (g —2- 56 ) -3, 4" - BRmEE 27, 67 - 533 H b Sk
[0758]  MS(EST)m/z404 (M+H)"

[0759]  LEHENH [a 1°,=-39.60° (c=0.5, FEZ)

[0760]  SLjifafy] 27

[0761] N-((R) —1-{2-[(S) ~1- (4~ AKFE) LFIEHIHE 1-6- (ke -2 FLE(FE) MEme —4-FE |
nb R —3- ) ZIRRE S

[0762] R ASZifs) 1 el AR E 753, (R) -N- (kg e —3—- 2% ) S BRIEACE WRIE —2— il
FEIN-(R) -1-{2-[(S)-1-(4- o RE ) LEEREE ]-6-(MbiE —2- Fad ) weng —4- & |
MLt —3- 3% ) CBLE. RS O EE AN R B a9 B kK.
[0763] MS(ESI)m/z437 (M+H)"

[0764]  JTEHTE (C,,H,sFN0 HCI)

[0765]  4{E (%) C:55. 87, H:5. 54, N:23. 69

[0766]  JM5E{E (%) C:55. 49, H:5. 21, N:23. 59

[0767]  LEHEEFE [a 1%,=113.59° (c=0.5, FE)

[0768]  SLjiafy] 28
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[0769] (S)-N-[1-(4- G & FE ) £ F T-N-(Cnfk B —2— FE ) —4-(QH- ik mp —4- 3£ ) At
Mg —2,6— %

[0770] DR 1

[0771] 2, 6- — & —4- (LH- kMg —4- JE ) nipmg

[0772] ¥ 188mg2, 6— & —4— MUARILNE |, 201mg—4- (4, 4, 5, 5- PUFZE —1, 3, 2- 544
Bt —2— Fk ) —1H- mEm —1- 0L R AU T M5 , 284mg Bk PR ¥ AT 56mgl, 17— X ( R FEMEEE )
TR - A (TD- R RSSO BN 3ml L, 4- ZREGEAT Iml KRS
WA, RIGERAT 0 CHFHRAEY 5 /Mo N LR CBaFRE . IR KRR
IR VR AN G IR R BT o IR 28 R , ARG BT 1S Ik B W 2tk Jsc A = A 44k
1321 90mg HArL S o

[0773] JBIE 2

[0774]  2,6- & —4-(1-{[2-( =PRI ) L5 ) L T -1H- mbme —4- 3 ) nikeg
[0775]  ZERA N, % 90mg2, 6 & —4— (1H- ML —4- 3L ) mkrEys T+ 2ml PUEMEE , 0°C
TN 20mg60% SALEN , OCHEFEIR A 15 /08h. RGEREGW A 821 1 (2- " FHEE)
L = RERRELAE S YRR S\ IR 2 /T 75 R NEE T INKH O/ CBs %
e HERKEEANE , R)5 -AMBREET . WK, )5 13 15k B A rE e
FEENaifkE 3] 106mg BAribS9) .

[0776] JDIE 3

[0777]1  (S)-6- &l N-[1-(4- W AKE ) &3 J-4-(1-{[2-( =FEPREE ) 8L ] F
5} -1H- mpme —4- 55 ) nibng -2- fiz

[0778] 40 BR 2 15 2 [ 100mg2, 6— —F —4-(1-{[2-( =P LI ) 5] H
J P -1H- nibme —4-F5 ) MERE , 44mg (S) - (-) —1-(4- FA AR EE ) &M%, 1Tmg2-( = - BUT ZE:
) BEZK, T0mg AUT BEHIH 6mg LERAEAK UM E] 3ml i< 2R, ARG TR/ T 85°CHil
FERAD 1.5 /DI o RIVETE LR LBEMRE o MUK KN SR KBRS L, AR I PRt R 5
Tl WIEZER AT, KRG TS R B W hE A 2 M 415 31 7omg B AML WG
i

[0779] IR 4

[0780]  (S)-N-[1-(4- AT ) LI I-N- (ke —2- 3% ) -4- (1-{[2- ( = AP REREIL )
CAEFE ] L) -1H- M —4- 55 ) e -2, 6- %

[0781]  AKKIIASPIR 3 15211 68mg (S) —6- 5 -N-[1-(4- FA&HE ) 45 ]-4-1-{[2-(=
RAEERREREIE ) 8IS ] TS | —1H-mbme —4- 38 ) nibng -2- 1%, 17mg2- & JENLIE , 15mg2- —
WOEWE -2, 4,6 - =N , 21mg BUT BEAAT 8mg — ( WV WIEAIAR ) (&7 )
AR R L00CHEHRAY) 1 /N . RNV TR A RAL E T A4k 3 2] T0mg B AR5
Yt

[0782] LIRS

[0783]  (S)-N-[1-(4- & 2 2L ) & F& 1-N°- (b i —2- 3 ) —4— (1H- kMg —4- 3 ) 1t
WE -2, 6- —Ji%

[0784] {E & B 41 I 1 53mg()-N-[1-(4- W K ) & H I-N-(Iit
e —2- 55 ) —-4-(1-{[2- ( =R AL ) S5 ] 5L F-1H- mbmk —4- 2% ) nikig -2, 6- —
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HZrh inN Iml =R IRA 0. 1ml /K, ZRBEHIEEY) 3 /Do IR ZERFFEH], 2R G hfe
1% B ) FH 7K AR I B BR S B AN A VS VA o [NV SR CRRAEX, FKBERA
BUZ, 285 R ER BT . R RBR SIS, ARG TS B ik ) 2 ek JI-AT JE M 24043 31 15mg
H bl &4 55 (e g TR A4

[0785] MS(ESI)m/z376 (M+H) "

[0786]  LLjiE &K [a 1%,=-103.59° (c=0.5, FE)

[0787] S AR 29

[0788] (S)-N-[1-(4- | ZE H ) £ F T-N- (kg —2— 3£ ) —4-(1H- afk me —3- 3£ ) nff
Mg -2, 6— i

[0789] DI 1

[0790] 2,6 —& -N- P4 —N- FIIE SR %

[0791]  # 586mg2, 6- — & S M0 B2 % T 1oml — L B R% b, b A 690mgl- &
5 -3-(3- ZHEREENE) WA, 490mgl - 2R H =M |, 440mg N, 0- —F
EREREATAH 1. 6Tnl =L, ERBHIREY 17 /DN o 76 RNV D I R
FREVHIKIEH , IREH O CEFRE . HE/KVERIR A, ARG IR EE T8 . IEZ%
REEH, NG s 5k B nt IR JE a3 21 500mg HARLEH .

[0792] DR 2

[0793]  1-(2,6- —&NtRE —4- %) £ Hi

[0794] ¥4 490mg2, 6— — 5 —N- 4055 -N- A9 268 S 0 Wt i o 1 DU &R g b, 0 °C g A
2. Im13M A RAL BRI SISV, O C IR A | /NI o 7F S N AL K
W, IREMH R CBsWRE . HEKERIREY) , AR a IR B8 . kR 28 R s 5R149
2| 325mg HIrLEY)-

[0795] DR 3

[0796] 2,6 % —4— (LH- nppme —3- 3L ) nipng

[0797] % 5ml N, N- R R — 25 446 N 2] 325mg1- (2, 6— —&ke -4- 35 ) &
B, AN RRR VRS 30 48 IR ZETE N, N- — RIERELIG — 23 L 451, 15215 B
O bml SFEAT 91w 1 —/KEWE, MARIGIRED 1 /o JEZERBEH, ARG TS
TR At A ST A4S 2 320mg BARLA Y-

[o798] DIE 4

[0799]  2,6- & —4-(1-{[2-( =P REsiE ) L83 ) L T -1H-nbme —3- 3L ) nikng
[0800] FEG S T, ¥ 250mg2, 6— & —4— (1H-nip Mg —3— 55 ) mLng % T oml PU S0
L 0°C o fib/h B NN 56mg60% EALH , O CHLFIRA ) 30 43P B G EIRAY T IIA
0.25ml - WAL ) LFE=FEMEN, INRAYEABSEIHHE 2 /T 78RR
K. WA LR CEEAE . HEKVEEANLE, 2R 5 FHRIR B T8 . JHs 28 R PRI )
1321 440mg HIrtb &

[oso1] DK 5

[0802]  (S)—6- &l -N-[1-(4- W AZKE ) &3 1-6-(1-{[2-( =FFEPFREGE) 8L ] H
F5 b —1H- nfbme -3 J% ) nibeE -2- i

[0803] ¥4 IR 4 15 2 [ 100mg2, 6- —F —4-(1-{[2-( =P LI ) 5] H
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F5 P -1H- b e -3— 2% ) mbRE |, 45mg (S) - (5) —1- (4= R I ) 4%, 1Tmg2-( = - BUT ZE: Mk
55) BEOR, T0mg U T BERIAN Tmg ZBRAK UMM B 3ml It A, SRJE7EE T, 85 Chitt:
BEW 1P RN R CRERRE . MR H KRN EE K BRI S8 J R IR BT 1
TR 2 R, AR5 TS 5% B A AT E AT 413 21 130mg B AR LAY i
[0804] *FE

[0805]  (S)-N-[1-(4~ JAFE ) L I-N- (ke —2- 3% ) -4- (1-{[2- ( = A FREREHL )
CEFE ] L) - 1H- mme —3- 35 ) ke -2, 6- %

[0806]  KIKIIAZLER 5131 130mg (S) -6- S —N-[1-(4- A% ) &&]1-6-(1-{[2-(=
FRIERREREIE ) LS8 ] FFSE | —IH- b —3- 38 ) nibne —2- %, 35mg2- & JENEIE , 30mg2- —
WOEWIL -2, 4,6 - =R NIEIR , 42mg AUT BERIA 18mg = ( M RIEPIER ) (C&U07)
AR TR L00°CHFHR AW 1 /N o RV IR AT E T 415 2 95mg B AR A
YIE I .

[ogo7] JLIRT

[0808]  (S)-N-[1-(4- & 2k 3L ) & F& 1-N°- (b & —2- 3 ) —4— (1H- o Mg —3- 35 ) Hit
WE -2, 6- —Ji%

[0809] K 3ml — %L LERFN 0. 3ml KRG FIN 20 3% 6 15 2 1) 95mg (S) -N*~[1-(4- %
KIE) L TN-(nbiE —2- 38 ) —4-(1-{[2-( = R P RERe L ) S5 ] 3L ) -1H- it
e —3— FE ) HERE -2, 6- % , 60 CHEFR G 1 /Mo S 28R 0], AR5 T3 ik
W) K R I Tk BR SV BV R K S AL . SNV SR G A B, HZKIEEA HLE,
NG BT . 28 R PR HI13 31 20mg HArtb &9 s (ki K.

[0810] MS(ESI)m/z376 (M+H)"

[0811]  SLjfs] 30

[0812]  (S)-N-[1-(4- AT ) LI 1-4-(1- FFL —1H- ot —4— 3 ) -N°— (HlEmE -2 3L )
atibE —2, 6— —fi% TR R

[0813]  FH St 4 2038 1 F1 2 BIAH R J732 6 i 1. 34g (S) —6— 5 N-[1-(4- WA ) &
55 14— (1 FI5E —1H- mbme —4- 36 ) mibiE —2- Ji, o 423mg2- 2 FEMEE | 154mg2— — I 2
Bk -27, 47, 6" - = R INZEIEA | 544mg AUT EEANAT Tdmg = ( M REEAEN ) —4EAKZm
) 13ml WA F AT, R TT 100CHFREY 1 /DN RNEHEH CR LB R H
IRUEBE NG IR BR B T8 o IR 28 VTR, IS IR B ek AT JE A A 43 2
1. 26g (S) -N*~[1- (4~ FAKZE ) L3 1-4-(1- FEE ~1H- apme —4- 55 ) -N°- (ke —2- 3% ) ntt
e -2, 6- “OREEM AR, BE, BHTA Log)-N-[1-(4- |AKHE) & 1-4-(1-F
B —1H- niEm —4- 3 ) -N°= CHiEmE —2- 2% ) mbme -2, 6- T Iml FEEH, A 300mg &
KR, REIVEEYTIMAN 6ml LIRS, BE\EDFE 2 /0. EIETTEMEIASE R 1. 1g H
FEY B R K

[0814]  MS(ESI)m/z390 (M+H) "

[0815] JTCERSNTE (C25H24FN7O4)

[o816]  HE{E (%) C:59. 40, H:4. 79, N: 19. 40

[0817]  JM5EAE (%) C:59. 19, H:4. 58, N: 19. 36

[o818]  LLJENH [a ]°,=68.40° (c=0.5, )
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[0819]  SZjifyl 31

[0820]  (S)-N'-[1-(4= JAIL ) £HE 1-6— nmipft N~ (b —0— Ik ) Wi —2, 4- — i 1
2E~ @Z‘? th

[0821] ¥ St 20 A Ry (S)-N*~[1-(4- kL ) L5 -6 RgffR —N*= (g —2- %)
WEIE —2, 4— JE FH S 30 BIAHR [R] 77 VAR i R R 2

[0822]  MS(ESI)m/z396 (M+H) "

[0823]  JLEAHTE (CoutgFN,05)

[0824] 1 4{E (%) C:56. 35, H:5. 12, N:19. 17

[0825]  JM5EAE (%) C:56.42, H:5.07,N:19. 41

[0826]  LLAEH [a 1°,=81.20° (c=0.5, FEE)

[0827]  SLjifafyl] 32

[0828]  (S)-N-[1-(4—FFKIL) L T-N- (ki —2- 3L ) -6 (ke -3 ) memg -2 4- —
[ 1/2 Bk th

[0829] B SEiE o] 13 ARty (S)-N*=([1-(4- FFEIL ) L5 J-N- (s —2- 3% ) -6 (it
WE —3— 2L ) WERE -2, 4- A S 30 WA A 77 L AR e R IR 26

[0830] MS(ESI)m/z388 (M+H)"

[0831]  JLE A HTH (CysHyoFN0,)

[0832]  HEEAE (%) C:62.02, H:4. 53, N:22. 01

[0833]  JM5EE (%) C:61.79,H:4.50,N:22. 14

[0834]  LLHENH [a 1°,=-42.00° (c=0.5, FIfF)

[0835]  SLjiadsl] 33

[0836] N-{(S)-1-[2-{[(S)—-1-(U- R &I ) L F ] S F | -6-(nlmE o- FLEFL )"
e —4— FL ] ke —3- 3k 1 2Pk TR ES EE

[0837] % St ] 2 A B N-{(S) -1-[2-{[(S)-1-(4- R a3 ) &5 ] & % 1-6-(nk
Wk —2— LB FE ) WEnE —4- 58 T bt —3- 56 1 L BERZ H SEREE] 30 (AR [R] 7 V5 AR a0k
MR,

[0838] MS(EST)m/z437 (M+H)"

[0839]  JLEAHTH (CogogFNGO,)

[0840] Al (%) C:56.52, H:5. 29, N:20. 28

[0841]1  JM5EAE (%) C:56. 49, H:5. 24, N:20. 45

[0842]  LUHEH [a1%,,=26.39° (c=0.5, FIJE)

[0843]  SLjiafy] 34

[0844]  (S)-N-[1-(4- JF A F ) £ F& T-N-( otk g —2— JL ) -6- (1= i g —4- 55 ) w&
g —2, 4- i ook iR b

[0845] Bt 11 Al (S)-N—([1-(4- JAKREL ) 56 T-N*= (b —2- 2% ) —6— (1H- it
e —4— JL ) WERE -2, 4— ZJii H SETtAA) 30 [RIAH IR TV AR i S SR IR B

[0846] MS(ESI)m/z377 (M+H)"

[0847]  JUTEHTE (C,5H,FN0,+0. 2H,0)

[0848]  HE{H (%) C:55. 69, H:4. 35, N:22. 59

=34
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[0849]  JM5EAE (%) C:55. 32, H:4. 33, N:22. 61

[0850]  LLjiEit# [a 1°,,=-51.60° (c=0.5, FIfE)

[0851]  Sijifafsl 35

[0852]  (S)-N*-[1-(4- HAIL) £FE 1-6-[3- (FHEERHEMESL ) 285 1-N'- (Wb —2- Jk ) Wk
e -2, 4- A SN

[0853] SR AHSZHA] 10 AHF J7vZ2:, F 3— ( FZEmARERS ) AFAEMNIRACE 4- ( FEmIEAE ) K
FEONER, 153 (S)-N*~[1-(4- JiFKFE ) 2.3 1-6-[3— ( FFELMAMESL ) K3L 1-N'- (g —2-3%)
WERE -2, 4- — %, MhAh, IR AE YRR T EE AN B ALY AR R .
[0854]  MS(EST)m/z465 (M+H)"

[0855]  TTEAFHTAE (CyH,,FN.0,S HC1+0. 5H,0)

[0856] it A{E (%) C:54. 17, H:4. 55, N: 16. 48

[0857]  M5EAE (%) C:54. 04, H:4. 35, N: 16. 10

[0858]  LLJiER [a ]1%,=-12.40° (c=0.5, FFE)

[0859]  SLjifafyl 36

[0860]  (S)-N-[1-(4- S ok3E ) LFE 1-4-[4- (FFERARESL ) ZRFE 1-N°— (ntkms -2 3L ) nif
mE -2, 6- _HEA S

[oge1] R A sl 4 W AH R 7 5, BLA-C R R w28 ) R E M A FH 1-F
5 -4-(4,4,5,5- PURE —1, 3, 2- A 4%0¢ —2— 285 ) —1H- nib e, 45 31 (S) -N°-[1- (4~ # 2K
i) LI 1-4-[4- ( PEMELEE ) #E J-N- (nibhE —2- 28 ) mbme -2, 6- —f%. Ptk s
Y E TR E AR Hirb S s ok K

[0862] MS(ESI)m/z464 (M+H)"

[0863] JuE /3 HT{E (C,,H,,FN,0,S HC1+0. 2H,0)

[0864]  THEAE (%) C:57. 24, H:4. 68,N:13.91

[0865]  JU5E{H (%)C:56.97,H:4.35,N:13. 71

[o866]  LLAENH [a 1°,=74.00° (c=0.5, FE)

[0867]  SLjitafyl 37

[0868] (S)-N-[1-(4- AR K 1-4-(1- BIHHEE —1H-pkmp —4- FL ) -N°— (ks —2- )
nteiE -2, 6— —fEE S

[os69] IR 1

[0870]  4— LAY —1— S P IE —1H- ALk

[0871]  FEE A N, ¥ 96mg60% S AL 8 &% + 6ml NN- R E R B S ,0C A
388mg4— WAL —1H- MEME , O°C R HHHIR -5 30 738, SRJE A 0. 21m12- JR A i, 100°CHi
FIREY) 2 /NN o TRV K. H CPR CREABUR W .. K EERANZ, SR )5
IR BT . IR 2R HVET , AR5 PSS I AT B A A4 A5 21 328mg B AR &
Yo

[0872] DR 2

[0873] 2,6 & —4-(1- A 2E —1H- mtbme —4- 5% ) ki

[0874] ¥ 251mg2, 6— %50 —4-(4,4,5,5- PUFEE -1, 3, 2- 4 20kt —2— 2% ) ntkme (H
J. Am. Chem. Soc. , 2003, 125, 7792-7793 ik J7 54 R ), 325mgd— WAL —1- 74 % —1H- it

68



CN 102307869 B OB B 50/129 T

e, 381mg KPR FPA 22mgl, 1" — A ( —ZRZEWEAL ) %8k - — &I (1D - —S& P&
R UCOMBI N 6m11, 4- —WEEER 2ml ARG HIT , & 0 CHIHREY) 2 /M.
ST SR S BERMRE o MUK KN ER KB B, AR5 AR IR BT . DS 28 R PRI
), ARG AR IR R ) R AL JE AT 44045 31 145mg H RS o

[o875] DR 3

[0876]  (S)—6- G N-[1-(4- H KK ) LF 1-4-(1- NI —1H-mEmg —4- 3% ) nibie —2- fi%
[0877] K & B 2 13 B [ 145mg2, 6- — S —4-(1- 5% A & —1H- Mt M —4- 3% ) it
WE , 87mg (S) — () —1- (4~ i AHE ) LM, 34mg2- ( = — BUT FEWE ) BKK | 109mg AT BEHY
A 13mg LFRAEMKME] 6ml B2, SREAEE T 85°CHEFEED 2 /N o RV
H L8 CEERRE o MR FHZK R B /K YRGS AN G IR BR BT R 28 P, ARG
P Ik FE ) 2 Ik AT JE M 4443 21 59mg B AR S P0IR B R K

[os78] DR 4

[0879]  (S)-N*-[1-(4- K EE) &8 14— (1- A& —1H-mibme —4— 35 ) -N°- (kg —2- 2%)
mERE -2, 6- A=)

[0880] ¥4 59mg (S)—6- G —N-[1-(4- -3 ) L3 1-4-(1- FNEE —1H-nbmk —4-y1) ik
WE —2- % , 19mg2- ZFEMLEE | 16mg2- IO -2, 47,6’ - = R NEEEOK, 22mg BT B
BRI Omg = ( W RFEIER ) (U7 ) MK R sml AP, SRR 85C
PFEIR G 1. 5 /NI o [N L8 LM RS o MR AN ER K PRI T, SR e Bt IR 6
T AR, ARG TSR E A AL ZEHT 2415 2 40mg (S) -N-[1-(4- 3
REE) CFE 1-4-(1- FIAZE —1H- nbmk —4- 35 ) -N°- (bR —2- 56 ) mibmg -2, 6- ik i
AR . e SR E T IEE F AT R 30mg H bril & 904 ok Ko

[0881] MS(ESI)m/z418 (M+H)"

[0882]  LLJE% [a 1°,=76.40° (c=0.5, FE)

[0883]  Sjfify] 38

[0884] N-{(9)-1-[2-{[(O-1-(U-FRAKFE) LI | Z K | -6-(ntmk -2 FE L)
mE —4- FL ] nfknk ke —3- BV 2R E S

[0885] K 100mg (S)—4- G ~N*~[1-(4- R IE ) L3 J-N-(nipmk —2- 3 ) meme -2, 6- —
e (2 25 SE i ) 2), 112mg (S)-N-( nt & 4t -3- 2% ) & Wt i , 69mg2- — ¥F 0 & i
52,4 ,6 - RN, 92mg BUT BEEIH 30mg = ( NV REENE ) (U0 ) —4ERAHKIR
el eml P, FEEST 100 CHFREGY) 2 P RIVEBH IR OEERRE. K
KN ER K BEBRS TR ARG R ER B T8 o YR 28 R B, ARG I3 Ik IR
FEEAT A5 2] 115mg N-{(S) -1-[2-{[(S) -1-(4- JoAEE ) L3 ] =&} -6-(nkhE —2- &
L) MERE —4- 55 ] bkt -3- 3} SBRERAE R R . S L SR U A R
23 67mg HARMUL GO K

[0886] MS(ESI)m/z436 (M+H)"

[0887]  LLjiE i [a 1%,63.20° (c=0.5, )

[0888]  sLjifafsl 39

[0889]  (S)-N*-[1-(4— 3 KIL ) LI 1-4- MHMRAR —N°- (ki —2— 6 ) nfkie -2, 6- —fi%
[0890] R HSEiifs] 38 (AR 7732, LARBRACHEE (S)-N-(Htmgde -3- 2k ) LW, /43 B
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WAL G R R .

[0891]  MS(ESI)m/z395 (M+H) "

[0892]  LEHENEE [a]%,=-38.80° (c=0.5, FIEE)

[0893]  SEJiffs] 40

[0894]  (S)-N-[1-(4- FARKL ) L 1-N— (ke —2- FL ) —4- FAR Rk f Rtk e —2,6- —
i

[0895] SR HISEis] 38 (AR [R5 vZ:, ABRAREIRACE (S)-N-(nibmsdr —3- 2% ) LBEhZ, 153
I H LA ER K

[0896] MS(ESI)m/z411 (M+H)"

(08971  sjfsl 41

[0898]  (S)-3-{2-[1-(4-H K I ) LI F I 1-6-( ke —2- FL Z FL ) nmfwg —4- FL |
N —1- A SN

[0899]  SRH =L 12 IAHE J7vZ, BL 1, 3- N A £ 1, 15 2 B Arib & e ok
Ko

[0900] MS(ESI)m/z384 (M+H) "

[0901] S 42

[0902]  (S)-N-(1—{2-[1-(4- G dt ) LFLFIE |6 (kg —2- FLaAL ) memg —4- 3L | A
ZUIR T —3- FL ) ZBEIE

[0903]  Kf 100mg Z ¢ ¥F T fE 3- FH A TR T BEW T oml & P hedh, mA
225mgN, N- — R NI L. EKAHTT , I RNMIEED T I 68ng LZBLE , =i 2
Ko RNEBEH CIR MR, KIXH 5% g B /KM K e AUz , AR
B o IR ZE R R 146me # CLlPRY) o PR WA T 2. 5ml S B, IO 1ml
RO, BRWHREGW A WA RBEER], 193] 66mg N- (AT %t -3- %)
OB = LR #he RJEH 33mg N-(E A Tt -3- 2 ) Sk = LR 2, 148mg
= L, 100mg () =6- G -N-[1-(4- J A 5 ) L 25 I-N= (b ik —2- 56 ) ming —2,4- —
f% , 28mg2— —INCIERERE —27, 47, 6" — = S INFEECH | 56mg AUT FEANHT 30mg = ( PRk
PR ) (&5 ) KR 3) 3ml i< 1, 4- =@k, fEEAT 90°CHFHR G 2 /i,
RV SR SRR o WK KN ER KPR s W, AR5 AR IR BT o IR 28 R PRI
), ARG TSR B LA E AT 2 A3 3 1Tmg BEAML AV & B K.

[0904] MS(ESI)m/z423 (M+H) "

[0905] St 43

[0906]  (S)—6—(EA%FF T B —1- FL)-N*-[1-(4- I ) LI TN (kg —2- FL ) wk
WE -2, 4- %

[0907]  FHSEJEM 1 BIAHE 712, LR T Fi A AL A Wk % —2- il , 13 21 B s 59
08 T 44

[0908] MS(ESI)m/z366 (M+H) "

[0909]  SELjjfs] 44

[0910]  (S)—6— (3~ A AIL T %¢ —1- FE ) -N*-[1-(4- FKRFL ) LFL 1-N*- (s —2- 3% )
WEIE —2, 4— —fi%
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[oo11] AL | FAH [ J7 325, A 3 A T e A s AU IR IR —2- i, 79 21 B
PR Wi o 0 8 TR I 4

[0912]  MS(ESI)m/z384 (M+H) "

[0918]  LLHEER [« 1°,=84.00° (c=0.5, FEE)

[0914]  SCjfs] 45

[0915]  (S)—1-{2-[1-(4- FARK ) LHLEIE 1-6- (NEMe —2- FESUIL ) meme —4- Jt | F
R Tt —2— M

[0916] 4 100mg (S)—6— 5L N~ [1- (4~ IKEEL ) L J-N'-(nbik —2- 55 ) ming -2, 4- —fi%
(S 9), 41mg2— WY T WEMT , 34mg4, 5- XU ( " HRIEM§EL ) -9, 9" - I A4, 123mg
TR — B 30mg — ( N REENEE ) (U7 ) —ARAMR 2] 3ml i< 1, 4- —REgerh , 18
ST QOCHFEREW 5 /o R NIRE WSR2 U0E , RS R, R 5 TR
TR AR A AT AT 2 58mg H AR AW K

[0917]  MS(EST)m/z380 (M+H) "

[0918]  LLjENH [a ]°,=-62.40° (c=0.5, FEE)

[0919]  =Zjiifs] 46

[0020]  (S)—4-(1— ZFE —1H- nphmp —4-FL ) N*-[1-(4- FAFL ) ZFE T-N°— (ks —2—- 3% )
ke -2, 6— —Ji%

[0021] 5Lt 37 HIAHE T2, I 25 A 0 2 IR KerT 21 B ARk &9k s (o K o
[0922]  MS(ESI)m/z404 (M+H)"

[0923]  LLJENH [a ]°,=-83.60° (c=0.5, FfE)

[0924]  SLjiafp] 47

[0925]  (S)-N-[1-(4- AR ) LK 1-4-(1— FIHE —1H- kg —5— L ) -N°— (s —2- L)
at e =2, 6— —fi#%

[0926] 4% S jile %9 4 W AH [R] J5 3%, B 1- F 2& —5-(4,4,5,5- P A & -1, 3, 2— 4 2% il
R —2- 35 ) —1H- e meACRF 1- I3k -4-(4, 4, 5, 5- DU AR 3 -1, 3, 2— 50 24AF —2- 26 ) —1H- 1t
e, 152 Hbrtb &9 Ak Ko

[0927]  MS(EST)m/z390 (M+H) "

[0928]  =Ljifify] 48

[0929]  (S)—4-[1- (AT FE FHL ) —1H- Afme —4— FE 1-N*—[1-(4- FaRIE ) L T-N— (it
e —2— L ) NikmeE -2, 6— —fi%

[0930]  fZSLjtaf] 37 WIAHIRI 7732, H CIRFP3E ) GO 2- RN KL, 193] B At 59
Ko

[0931]  MS(EST)m/z430 (M+H) "

[0932]  SLCjifafyl 49

[0933]  (S)N-[1-(4—FF I ) LFET-N- (ke 20— 3L ) -6 (WEME -5 L) Mg -2 4- —
i3

[0934] D1

[0935]  (S)—4- &l -N-[1-(4- WAL ) &k 1-6-(WEM: —5- FL ) WeRE —2- Ji%

[0936] ¥4 286mg(S)—4, 6- — @&l -N-[1-(4- AT ) LK ] Mg -2- ik (275 S it 41
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1), 411mgh— ( = T FE B edt ) WEMR 115mg DY ( = 2RI ) ARV B < — B 2 APk
farh , SRIGTEE/ T L00°CHFHR G 5 /Mo RNV L8 SEERRE . MK K FER
TR VEVE I PR OB B T o WU 2 AV or SRS PR Ik B W) ek JRe AT = A AL
1331 175mg (S) —4— G -N-[1-(4- JAIL ) L ]-6- (MEME —5- 55 ) MEIE —2- fi [ il 14
[0937] PR 2

[0938]  (S)-N*-[1- (4~ FHAKIL) L3 ]-N-(nbmE —2- F5 ) —6- (WEME: —5- JL ) MENE -2, 4- —
iczs

[0939]  7E 156mg(S)—4- & —N-[1-(4- | K X&) & Z ]-6-( W e —5- 5 ) W
WE —2— % , 53mg2— 24 FEMLE | T2mgd, 5 X ( Z2RFEWEIE )-9,9" - 3L W, 196mg B4R
=R 8Img = (WP REENEE ) (&) AP 4l L, 4- ZBERE , IREWRTHEAS
AR, ARG 100°CHiHE 5 NI NS IR CBERRE » MUK KR 3R K PRI, AR 5
FHBRER BT o DR 28 AP, ARG TS AR B At A E A a4k 15 21 105mg H bRk
EWRE AR K

[0940] MS(EST)m/z394 (M+H) "

[0941]  SZjEf] 50

[0942]  1-{2-[(S)—1-(4- FAIE ) LIEHE 1-6- (kAR —2- FL( 2L ) meme —4- JF | nfpnk
ki —3- B S

[0943] DHR 1

[0944]  1-{6— 50 —2-[(S)-1-(4- AR ) LI ] Weng —4- F& | g pe —3- i

[0945] % SEJER) 1 588 | HIAHIE J7i2%, LA DL-3— B e B A C R R ISR —2— i, 75 31 H bRk &
/SRR 5 N

[0946]  JDUE 2

[0047]  1-{2-[(S)-1-(4- W ARIL ) LI 1-6-(nbE —2- FLa L) wing —4- 2% | kg
frt —3- IEE A

[0948]  H#f 119mgl—{6- G —2-[(S)-1-(4- | K &) & & & & ] W wg —4- 5} b nk
Ft —3— B, 40mg2— ZFEMEE | 20mg4, 5- W ( Z2REEREIE ) -9,9 - —H I I, 150mg IR
A 19mg = ( R IEAA ) AR RN 3ml B 1, 4- ZRERE , EEUR 100°CHR
FERAY 2.5 /o IR NIBA IR ZUTE , WORIRAGIEW , ARG TS AR W ant
AT E AT A A5 2 4Tmg1-{2-[ (S) -1- (4 TAREE ) LHEEFE 1-6- (ML 2- BREE ) %
WE —4— & | MLk —3- BE. BRAN, PR G T EE S B 32mg ARG
REOK K.

[0949] MS(EST)m/z396 (M+H) "

[0950]  JUTE P HTE (C,oH,FN,0 HC1+0. 25H,0)

[0951] &4l (%) C:55. 04, H:5. 43, N:22. 47

[0952]  JM5EAE (%) C:55. 06, H:5. 12, N:22. 50

[0953]  SLjiaf] 51

[0954]  (S)-N*-[1-(4- 2K FE ) L FE 1-N'— (5 A JLmEm: —0— JL ) N~ (ki —2- 5L ) Wk
WE -2, 4,6— —Ji%

[0955]  fZ MRS 16 HIAHIE T332, LA 2— 240k -5 M AEMEME AU 2- nb g el , 43 31 H br
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WEWBRT ORI AR

[0956]  MS(ESI)m/z423 (M+H) "

[0957]  SEZJfafd] 52

[0958]  (S)-N°-[1-(4- SE AL ) LFE T-N°—(kmk —2- FE ) -4, 5 — BEWEIE -2, 6- —fiF
[o950] DI 1

[0960]  (S)—6- %l -N-[1-(4- A ) &4H 14,5 - BEWERE —2- fi%

[0961]  #f 210mg(S)—4,6- — S N-[1-(4- R K &) L& ] WEng -2- ik (&% 5Ll
i 1), 91mg W& g —5- B & , 304mg filk B B Il 60mg1, 1" — XU ( R FEREAE ) — ek - =&
WAL (1T - R P A AR ROm B AR 3ml 1, 4- ZRELEH Iml /KRG, 76
AT OCHFIREY 6 Mo RIVIEEH LR S EEM R IR K R EE K Yk i
W, ARG B BR B T8 . IR 28 RIS, AR 5 P49 1 ik B ) 22k R A 25 Ak 15 31
73mg (S) —6— Fl ~N-[1-(4- W AKE ) L3 1-4,5 - BEWERE —2- lZ (e e [ 1k .

[o962] DR 2

[0963]  (S)-N-[1-(4- %I ) LI J-N-(bmE —2- 3% ) -4, 5" — BLWERE -2, 6- —Ji%
[0964]  7E 90mg (S)—6— G ~N-[1-(4- J 3L ) L3 ]-4,5 - BEMERE —2- i |, 31mg2— & F&
MEiR , 31mg4, 5- W ( “REERERL ) -9,9 - —HE Wi, 116mg BEfE —#A1 28mg — ( —E7F
FENE) (=05 ) AP 2ml 1, 4- ZIEEE , IRAMBRATHEIEN, 2R)5 100°CHiHE 3
NI R VTR TR Sl RE o MR K PN ER /K PR, AR fa R BR B T8 o ek R 7%
R, XGPSR DA AL BT a5 2] 30mg B PRG3R 35 U Ko

[0965]  MS(ESI)m/z389 (M+H) "

[0966]  SLjiafsl] 53

[0967]  (S)-N-[1-(4- FAF) LH 1-6-(2— FAEILMEME —5- FL ) -N*- (ikmE -2 3L ) B8
WE -2, 4- %

[0968] i M SIjldsl] 49 WIAHIF] J7v, LA 2— FARSE -5 ( = T Y ) WM 5-( =
TERRG L) WEM, 153 B AL S VRS E K

[0969] MS(ESI)m/z424 (M+H) "

[0970]  SLjiafy] 54

[0971]  (S) N-[1-(4-FFKIL) LFET-N- (ki 20— 3L ) -6 (WEME -2 L) Mg -2 4- —
i

[o972] D1

[0973]  (S)—4, 6- “FMENE —2- 5E [1-(4- AHE ) &3 ] IET AT e

[0974] ¥4 300mg (S)—4, 6— — 5 -N-[1-(4- W AKE ) L& ] WERE —2- L5 T Tml DY RN
e, AN 0. 70ml ZHRIR — — BUT B 58mgd— — IR FLNENE , SRS SR R VIR G
. RNERH CR CBEMRE . AR IR KRB K B, AR e O IR BT I 7%
REER], SR )G IR B A A E A 4415 21 285mg B A& L (il o

[0975] IR 2

[0976]  (S)-4— & —6— ( WEM: —2— L ) wHng —2-
5

[0977] K 270mg(S)—4,6— — G Wi g 2- & [1-(4- | K &) SR ] A E PR T

e
|
5
B
2
3
i
(N
e
By
e
H
B
=
¢_{
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B, 314mg2— ( =T ZEF e dk ) BEMEAT 81mg Y ( = ZRZEHE ) M B 5ml i< 2R
TERT 100°CHHIRAY 3 /DI o IR ZE K bR R NI IR, 285 g 5% B )
AR ENT 440153 150mg B bAb &4 25 .

[0978] PR3

[0979]  (S)-N*-[1-(4- FRIE ) L3 1-N'— (ks —2- 3% ) -6 (WM —2- 3% ) ming -2, 4- —
iczs

[0980]  #f 130mg (S) —4- G —6- (WEM: —2— 5L ) Mg —2- FE [1-(4- AHE ) 4%k ] JHEH
BE AT IE , 34mg2— 20 FEMEE | 35mgd, 5— W ( ZRFEEMEHE ) -9,9 - IS4, 127mg
IR — BN 31mg — ( M REENEE ) (87 ) 4R R 4ml B 1, 4- —WEgerh , 78
T 100 CHHIEA Y 3 /DN o RNVEERH SR CBaMRE . IR KR ER K BESR SR
Ja BRI . Y28 BRIV, ARG T3 Ik B W) etk Jec A JZ A 44015 21 90mg 1R
WM. A TIERIM, A 2nl =H AR, SEBiFE 2 /. WIEEWERELE =R OR, A
Ja AR (%% B 0 FH KA B, B BR A TR R K S VL BRAY, . FH TR B 2 U NS, IR
FZK R AKEESANE , ARG B RREE T . R 28 R IR, SR TS 5% B et e
FEENT A 2] 25mg HAML G A e K.

[0981]  MS(ESI)m/z394 (M+H) "

[0982]  SLjaf] 55

[0983]  (S)—5—{2-[1-(4— i RIL ) LALEHL 16— (kg —2- FLoUIL ) memg —4- FL | 2— 3%
Ersllinid

[0984]  F HASLifS] 52 HIAHIF T71%, LA 2- UAEMLIE —5— A B AT it p A ke g —5- AR,
133 b &P s ok K

[0985]  MS(ESI)m/z413 (M+H)"

[o986]  sLjifs] 56

[0987]  (S)-1-{2-[1-(4-FAI ) LFHIE [-6- (ke —2- FLHEE ) BRme —4-JL | IR
e —4- ARk S S )

[0988]  FZ St 1 WIAH R 75 v2:, LA WRIE Bl (isonipecotamide) fAREWRIE —2— fii, 15 2
Hirtb &9, 1o, FrisiG s B @ AT 2 B 59 B kK .

[0989]  MS(ESI)m/z437 (M+H) "

[0990]  SEZjjaf] 57

[0991]  (S)—5—{2-[1-(4— FRIL ) LALEEL 16— (nkiE —2- FLUIL ) meme —4- JL | ifne
LI

[0992]  7E 38mg(S)-H5-{2-[1-(4-F K 3 ) & 5 & & 1-6-(nt i —2- & &= &) W
g —4- F& } 2— FIEMEE P IR - TEE, I 60mg 16 A SCRE AL BT, 90 C e FER
G AN SRR REDOE , NG IR GG I8 . P T Ik ) S I A JE M 4k
1153 25mg HARA I TE 1K

[0993] MS(ESI)m/z431 (M+H) "

[0994]  SLjiafs] 58

[0995]  4—{2-[(S)—1-(4-FARFE ) LFEZIE [-6- (kMg —2— FLEJL ) meme —4- JL | Uk
W —2— A%
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[0996]  FZ S 1 BIAH R J7 v, DAWRIR —2— AR MEIZACE IRIE —2- B, 19 21 B brib G909 55
o€ TE [l 44

[0997]  MS(ESI)m/z438 (M+H) "

[0998] SC AR 59

[0999]  6-(3— ZFEMEMEpE —1-F ) N[ (S)—1-(4- FORKE ) LI 1-N-(nfkig -2 FL ) mx
Mg -2, 4— %

[1000] &S] 1 BIAHIF T2, B 3- ORUT S ek 2 0 ) ks e AU IR —2— il , 43 3]
1-{2-[(S)-1-(4- AT ) LHAH J-6- (Mg —2- FE&EE ) weng —4- 5 ) ki he -3- &
FAREFRET B, EHEAESYPIN 2nl =R OE , SEHMFHREY | /NN, 281858 %
R LR, ARJE I I BE ) F AR R R R S M AR S VAL . RN LR &
BEZEEL , FHZKBESANUE, ARG I IR T U 28 RS HIA3 2) B A& 20k o Bk
Ko

[1001]  MS(EST)m/z395 (M+H) "

[1002]  =Zjifs] 60

[1003] N-(1—-{2-[(S)-1-(4- FARFE ) LFEFIL 1-6- (ML —2- FLFIE ) memg —4-JL | fif
Mt —3- 3 ) A A S Y

[1004] ¥ 110mg6—(3— 2 & Mt W 4t —1- 35 ) -N-[(S)-1-(4- J K &£ ) & & I-N- (it
W —2— % ) WERE -2, 4- —fi (L) 59) ¥ T 3ml PUSMAEH , 0°C A 911 I N, N- — 7
WEECIEF 210 1 FREEESL, OCHFRRAW 1 /DN o W RN K, R5H LR
R A5 B N, MR B K B KPR A HUZ , AR5 IR BT o IR 28 R 05, P
7% B AR AT E AT AL S 3 92mg N- (1-{2-[ (S) -1 (4— i AKEIL ) ZFLEIE 1-6- (L
W —2— JE2 0 ) WENE —4- 3k | bng ke —3- 3k ) FERIEIZ R s e e R R . B S E )
A S SR T0mg HbRAL B35 3 0 A

[1005]  MS(ESI)m/z473 (M+H)"

[1006]  TTEAMHTIE (CyH,FNL0,S HC1+0. 5H,0+0. 2CH,C0,C,H,)

[1007]  404E (%) C:48. 88, H:5. 38, N:20. 92

[1008]  JM5E{E (%) C:48. 64, H:5. 17, N:20. 73

[1009]  SLjiafh] 61

[1010]  (S)—2-({2-[1-(4-FAKIEL) LFEEIE 16— (nkiE —2- FEEIE ) mimg —4- L} -
EOHE) FJI) 4 -1- BEEWNY

(10111 $ZSLjtafs) 1 (IAHIE T, LA SR AR —2- i, 1521 (S) —2- ({2-[1- (4- %
ARIE) LRI ]-6-(MbE —2- R ) WEng 4- 5 ) (- RELHE) BE) £ -1-F. it
Ah, BRI G I iEE S S 2 B AR LA A B R

[1012] MS(ESD)m/z414 (M+H)"

[1013]  JTESHME (C,H,,FN,0,HCI+H,0)

[1014] &Y (%) C:52.97, H:5. 65, N:21. 62

[1015]  JWEE (%) C:52.91, H:5. 45, N:21. 37

[1016]  SLjiaf] 62

[1017]  (S)-N*-[2-( —FISEIE ) LFE 1-N-[1-(4- L ) LHE 1-N°- (ks —2— 3t )

75
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WEE —2, 4, 6- — S AN

[1018] % M Szl ) 1 9 AH [R) 7 v, AN, N- = 38 & = F& AR B IR MR —2- Wi, 15 3
(O-N-[2-( = FHRE) & I-N-[1-U4- 5 K K ) & F I-N-(Cntp g -2- 3L ) m
WE -2, 4, 6- =&, WAL, IrRIAEY R IUTEE AR 2 B AR G V0RE AR K .
[1019]  MS(ESI)m/z397 (M+H) "

[1020]  JTEAHTE (C,oH,sFNg2HCI+1. 5H,0)

[1021]  $H5A{E (%) C:48. 39, H:6. 09, N:22. 57

[1022]  JU5E{H (%)C:48. 30, H:5.81,N:22. 45

[1023]  SLjitafy] 63

[1024] 1-{2-[(S)-1-(U-FAI ) LFEHIE [-6- (ke —2- FEE I ) meme —4- JL | UR
e —3— F LR S A )

[1025]  $% SE o) 1 W AH [R] 75 5, BAOE BE B % (nipecotamide) Q%5 WKk & —2- Wi, 15 2
1-{2-[(S)-1-(4- AT ) LK J-6-(Mbg —2- Fa K ) wene —4- 5 | WRAE —-3— AL
o WAk, Bt &9 HE U A A2 Bt & B ek K.

[1026] MS(ESI)m/z437 (M+H) "

[1027]  sZjfs] 64

[1028]  (S)—1-{2-[(S)—1-(4— | AF ) LIEZIL 1-6- (kg —2- FLAUIL ) meng —4- 3L |
niL et —2— PR I i S A )

[1020]  $ZSEJf 1 (K AH [F] 732, UL L- i 2d Bl (prolinamide) AR —2- Wi, 15 3
S)-1-{2-[(S)-1-(4- W A I ) LFEAKE 1-6-(ubiF —2- B2 5L ) WEng —4- 55 | kg
Bt —2- PBLZ. toh, Frisiea A E MO EE AN 2 st a9 E Ok K.

[1030]  MS(ESI)m/z423 (M+H) "

[1031]  JTE S HHE (C,,H,,FN,0 HC1+1. 5H,0)

[1032]  +F&{E (%) C:51. 90, H:5.60,N:23. 06

[1033]  Jl5E{H (%)C:51.89, H:5. 26,N:22. 97

[1034]  SLjiafy] 65

[1035] (S)-N-[1-(4- S K I ) £ FE 1-6-[4- I fif Pk 36 ) WR m —1— I 1-N*— (b
W -2 L) e -2, 4- RS AN

[1036]  F Sz i ) L (/9 AH [| 5 ¥, BLo1- R R L UR RE AR R UK B -2- R, 15 3
(S)-N-[1-(4- KK ) L5 1-6-[4-( FILEEER: ) WRME —1- 55 J-N'- (ks —2- 55 ) m¥
WE -2, 4= —fi. AL, FrSHE Y HE T EE S 2 Btk & a G K.

[1037] MS(ESI)m/z473 (M+H) "

[1038] JTEHTE (C,H,sFNG0,S HC1+1. 6H,0)

[1039]  {1H&(E (%) C:46.90, H:5. 47, N:20. 83

[1040] 5B E (%) C:46.52, H:5. 09, N:20. 69

[1041]  SLjiafh] 66

[1042]  (S)-N-[1-(4- 2K 3£ ) £ F 1-N-(nfh B —2- 5L ) —6-(1H- kg —3- 5L ) m#
WE -2, 4- %

[1043] DIE1
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[1044]  (S)-N*-[1-(4- G % 5 ) & FE J-N-(mp e —2- 56 )-6-[1-( = % I Z& F A %
) —1H- nibRgg =3 3 ] MEIE -2, 4- %

[1045]  $ZSLiif) 52 [RIAR R 7732, BL 1= ( =S A2k b 55 ) —1H- nib g —3— A A 2w
g —5- TR, ?%@U Hir L&)

[1046] IR

[1047]1  (S) N2 [1-(4- 3 2K 38 ) & % J-N'= (b g —2- 3k ) —6- (1H- nik w —3- 2k ) me
WE -2, 4- —fik

[1048] ¥ 305mg (S) -N~[1-(4- FAEE ) L3 I-N-(nbmk —2- 3) -6-[1-( =R HEFE
Frdk ) —TH- 1L —3— 55 ] WERE -2, 4- — s T 3ml PYSMA H , 7EUKKVHI T A 0. 86m1 1M
VT 255 A e / VUSRI, SR G 15 20 8h. M RMNEEP K. HLk &
BEAE B . MR AR KIEFRANZ , X5 IR BT . IR 28 R Bs5R , SRJa P
R WA RE AT E T2t 15 2] 199mg B PRl &R ok K

[1049] MS(ESI)m/z376 (M+H) "

[1050]  SZjiaf] 67

[1051] (R -1-{2-[(S)-1-(4- ] & F ) £ F& F F 1-6-(nt m -2- I & F ) B
g —4— L | —4- BRI BE —2— i

[1052]  FfSEHEH) 16 FIAHF 7%, BL (R) - (+) —4— FR5E —2— nbms e f 4G 2 nibn e i,
133 B & a0 e T [ 1k .

[1053] MS(ESI)m/z410 (M+H) "

[1054]  SLjiafh] 68

[1055]  N*=[(S)—1—(4— AL ) L3 1-N*— (g —2- J ) N[ (PUSIMRIR -2 FL ) AL ]
WENE —2, 4, 6— — %

[1056] 4% HESCHEf] 1 BIAHIR 77325, LAVY SR A R —2— Wi, 15 21 B bRt &9 68 T 18
(N

[1057] MS(ESI)m/z410 (M+H) "

[1058]  SLZjif] 69

[1059]  ((S)—1-{2-[(S)—1-(4- FpAKL ) LHLFIL 1-6- (nkiE -2 FEGIE ) wemg —4— JL |
Ik —2— L ) RS SR

[1060] 4% & i 5 1 /) AH [\ J7 5, R A L- W 2 B AR B UR MR -2- B, 19 3
O)-1-{2-[()-1-(U- T K ) LA 1-6-(ntE 2- LK) g —4- 5 | it g
ft —2- 2k ) MR AL, TSRS Y R U EE R AR 2 B bt S s B K.
[1061] MS(ESI)m/z410 (M+H) "

[1062]  JTTCEA4HTE (C,,H,,FN.0 HC1+0. 4H,0+0. 5CH,OH)

[1063] &1 H (%) C:55. 04, H:5.97,N:20. 90

[1064]  JE{E (%)C:55.05,H:5. 75, N:20. 57

[1065]  SLjiaf] 70

[1066]  ((R)—1-{2-[(S)—1—(4— g AKE ) LHLaIL 1-6— (kg —2— FESE ) wemg —4— AL |
nik et —2— AL ) S AL

[1067]1 4% M 55 1 1 09 AH A 5 ¥, LLD- R 2 B AR B R MR -2- W, 15 3
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(R-1-{2-[(O-1-(4- A I ) LFE ]-6-(MbE —2- Fa ) Mg —4- 25 ) npng
Bt —2- 45 ) Wl AL, PrSRLa Y HE A S 2 B it S0 B K.
[1068] MS(ESI)m/z410 (M+H) "

[1069]  JCE/PHTE (C,H,FN,0 HC1+0. 4H,0+0. 5CH,0H)

[1070]  $F&AY (%) C:55. 04, H:5. 97, N:20. 90

[1071]  JU5E(H (%) C:54. 74, H:5.70,N:20. 70

[1072] ’_’i ﬁ jﬁl 71

[1073] () -1-{2-[1-(4- A ) LIEHIE [-6- (ke -2 FEJL ) meme —4- FL | IR
I —4- A SN

[1074] 5L 1 RIAHIRIJ732%, LL 4- PR BEWRIE AR IR IR —2- i, 75 31 (S) -1-{2-[1- (4- %
RI) LHEAEE 1-6- (bR —2- FRa 2L ) meEmg —4- J& ) WRAE —4- BE. AL, 3Rk &9)
HE RO EERNAT R B VR B R K

[1075] MS(ESI)m/z410 (M+H) "

[1076]  JCE 5 HT{E (C, H,,FN0 HC1)

[1077]1 &Y (%) C:56. 56, H:5. 65, N:21. 99

[1078]  JM5EAE (%) C:56. 23, H:5. 53, N:21. 99

[1079]  SLjiafy] 72

[1080]  (S)—1—-{2-[1-(4- FARIE ) LIEHE 1-6- (kR —2- FLa 0% ) memy —4- 5 | %
T e -3 B AN

(10811  #ZsEptfs] 1 AHR 755, UL 3- BE AN T A J AR EIRE —2- i, 15 2
S)-1-{2-[1-(4- R E ) LA ]-6-(MtiE —2- o Ik ) meng 4- &} AN T
Bt —3- lEo UbAk, PRSP E T EE SRR B PRG035 0 Ko

[1082] MS(ESI)m/z382 (M+H)"

[1083]  JTE/PHTE (CoH,FN,0/HC1+1. 2H,0+0. 2CH,0H)

[1084]  404E (%) C:51.72, H:5. 47, N:21. 99

[1085]  ¥ll5EAE (%)C:51. 45, H:5. 14, N:22. 29

[1086]  SLjiafs] 73

[1087]  1-{2-[(S)-1-(U-F A ) LFEHIE [-6- (ke —2- FEE I ) W —4- JL | Uk
e —3- A SN

[1088]  $ZSLjaf] 1 IAHIRI 7325, UL 3- FeBbWRIE AR IR IR —2- i, 75 21 1- {2-[ (S) -1- (4- %
REL) LFEAEE 1-6- (b —2- FLa 2L ) meEmg —4- J& } WRAE -3- BE. AL, 3Rk &9)
HEROTEEZNAT R B LS UR s Ok K

[1089] MS(EST)m/z410 (M+H)"

[1090]1  JTCEA4HTE (C,,H,,FN.0 HC1+0. 9H,0+0. 4CH,0H)

[1091] &Y (%) C:54. 12, H:6. 03, N:20. 64

[1092]  JM5EAE (%) C:53.90, H:5. 78, N:20. 93

[1093]  SLjiafy] 74

[1094]  (S)—5-{2-[1-(4- I ) LILHIE 1-6- (kg —2- FLIE ) WEme —4- FE | JHEE
&
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[1005] DEE1

[1096]  5-( =FILRGLEIL ) ML

[1097]  # 300mgh— ¥R —3— FIEMLRE , 750mg 7~ AL 451 185mg Y ( = 4<HEME ) 44K
& 5ml B/ 1, 4- —ERErh ) ZERT L00CHEHRE S 3 /NI o ol s 25188 25 e NV T
VR, ARG TR AR R A AL JE T 4i 045 3] 178meg H RS9 e i .

[1008] IR 2

[1099]  (S)-5-1{6- 5 —2-[1-(4- BAHE ) LFHLZIE ] WEnE —4- J& | JHIEIS

[1100] ¥ 187mg(S)—4,6- — &l -N-[1-(4- A ) L& ] Mg —2- ik (75 5L it 41
1), 175mgd—( =L R L L ) ML , 25meg MUALAR AT 7omg DU ( =50 ) MK N 21
3ml 2R, FEEST LLOCHFHRAY 17 /NN o RN A Ik A 2= A 4445 21
58mg (S) —5—{6— A —2-[1- (4~ JAEE ) LHEZIE ] Weng —4- 5} JHELIE L.

[1101] D3

[1102]  (S)-5-{2-[1-(4- 2RI ) LHREEEE 1-6-(nbiE —2- o ) memg —4- 2% | i
i

[1103] ¥ 55mg(S)—5-{6— & —2-[1-(4- 7 & 2 ) & F = & ] W mg —4- 5} M B
15, 16mg2— 2 FENLE |, 16mg2- I ORI 27,47, 6" - = AR, 21mg U7 A4
8mg — ( W RIENE] ) (F7) AR ME 2ml B A, fEEST 100°CHFHR S
W1 . RNV RERERE ST a3 2 21mg BFRLEW AR K .

[1104] MS(ESI)m/z413 (M+H) "

[1105] 5L 75

[1106] (-N-[1-(4-F K ) £ F TNl B —2- F ) —6-(2H- Y M —5- F& ) m¥
WE -2, 4- %

[1107]  PIR1

[1108]  (S)-6-[2- ("FILAIEFFIL ) —2H- PUME —5- FL T-N*~[1- (4- F 2RI ) 458 1-N- (it
W —2- k) WERE -2, 4- )i

[1109]  F MRSl 74 )75, UL 2- (R ) -5-( =T PS5 ) -2H- PYme
( M8 Tetrahedron Lett., 2000, 41, 2805-2809 H1 AT ik 77 ik ik ) A% 5-( = 3L P4kt
) JHEENE, 133 (S)-6-[2- (FEEAIE I ) 20— PYmg -5- F T-N-[1-(4- | H ) &
BN (ks —2- 3% ) mERE -2, 4- ik

[1110] DIg 2

[1111] () -N-[1-(4- & 2K 3L ) & & I-N-( ke —2- 36 ) —6-(2H- Y M —5- 5k ) m&
WE -2, 4- i

[1112] ¥ 50mg (S) —6-[2— ( 7 I 4 & A7 % ) —2H- DY Mg -5 3% J-N*~[1-(4- H K %) &
FET-N'- (ke —2- g5 ) mERE -2, 4- ZJEEEF L 5ml RS, NN 1. 5m110% $RER , 80°CHi
FEVRAY 20 /M. B RNETE TSR HIBIER, ARG O CBEWRE , R FR AU AN
KRSV pH T3 4. ZZECANZ , JERDKME KRR BER: , R Ja RS T
Beo PR ZERBEH], ARG T3 005R B A H R EESE OF I U8, vk 543 21 15mg BARL &
MBEER K.

[1113]  MS(ESI)m/z379 (M+H) "
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[1114]  SZjf] 76

[1115] () -N-(2- & K& & FE)-N-[1-(4- G| 2 FL ) & FE T-N—( ik mg -2 FL ) W&

mE —2, 4, 6— — & S AU

[1116] M) 59 MIAHTE /538, PAN-(2- @I L3 ) RILF AT B 3- (T

SEIEIRILEEE ) bkt 193] (S N-(@- B LEE ) -N-[1-U- AREE ) &3 1-N- (it

W —2- 55 ) WERE -2, 4, 6- —fik. IbAL, TSGR U A S 2 B AL Sk

TEER Ko

[1117]  MS(EST)m/z369 (M+H) "

[1118]  JUE/HHE (CgH,FNg2HCI+0. 5H,0)

[1119]  HE{E (%) C:48. 01, H:5. 37, N: 24. 88

[1120]  JN5EAE (%) C:47.72,H:5. 51, N:24. 70

[1121]  SCjaf] 77

[1122] () -N-Q-{2-[1-(4- F AR ) LFEFIE 1-6- (kM —2- LG L ) WENE —4- L5

i ) P A S Y

[1123] 4% FE St 451 60 (A AH 18] 7 ¥k, BL (S) -N'-(2- " ZE &5 ) -N-[1-(4- | ) &

FEI-N"= (kiR —2- 3 ) ME0E -2, 4, 6- — AR 6- (3- & ARt —1- 35 ) -N*- [ (S) - 1- (4~ 3

HE) ZE TN (g —2- 3 ) mEng -2, 4- T 58] (S)-N-(2-{2-[1-¢U- |ER) &

Faa s ]-6- (b —2- JLa 2L ) weng —4- Rt | 43 ) Fmaltiz. st , ErRE

I E T IEEFANAT R B LS YRR s Ok K

[1124]  MS(ESI)m/z447 (M+H) "

[1125]  JTEHTE (C,oH,FNG0,S HC1+H,0)

[1126] 488 (%) C:45. 55, H:5. 23, N:22. 37

[1127]  JW5E(H (%) C:45. 61, H:5. 07, N:22. 24

[1128] %ﬁ jﬁl 78

[1129]  (S)-N-(2-{2-[1-(4- F AR ) LIEFIE 1-6- (ke —2- FLFIE ) Weme —4- FEoT
< LIHEE A

[1130] A4 RIRR R SN A AT N3 141mg (S) -N*- (2- ZIE 2 HE ) -N-[1- (4- 2K

) LFE TN (ks —2- 55 ) WERE -2, 4, 6- =ik A &AL (52 76) th, ZEUEEY.

R EKBEFRAVAE , HBRBREE T 28 R FEEH , 85 A3 005k B s T 3ml PU S

B, 0CHIA 22301 " RRFLIEA 2310 1 ZERE, OCHFHR S 30 734h. 1) VBT

FIMAKH L8R CBEAEEL . F EKBERA VA, BRI R 8RR, ARG

BHI 7% BB A E A E T4 45 3 95mg (S) N-(2—-{2-[1-(4— AR ) ZFEE 1-6-(ntt

W —2- BEa L) WERE —4- R LR ABRAEm K. RS HE R EER

A2 74mg BARLE VR B ORI K

[1131]  MS(ESD)m/z411 (M+H) "

[1132] JTCERSNTE (CyoH,5FN;0 HCT)

[1133] &Y (%) C:53. 75, H:5. 41, N:25. 07

[1134]  JI5E{H (%) C:53. 47, H:5. 55, N: 24. 87

[1135]  SCjiads] 79

piy
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[1136]  (S)-2-{2-[1-(4- HAKE ) LI 1-6- (MhME —2- FLoIE ) Mg —4- FLaIt |
[1137]  F% B Sl ) 1 09 AH B 7 v, DL2- & 3 & Bt g AR & Uk e -2- i, 15 3
(S)-2-{2-[1-(4- | ARHE ) SFEEHE 1-6-(nbiE —2- FL2 0L ) meng —4- JL2 0k | Ol
AL, BTSSR T A S AT B B bR S YR (R Ko

[1138] MS(ESI)m/z383 (M+H) "

[1139]  JTEHTE (CeH, FN;O HC1+1. 2H,0)

[1140] 144 (%) C:49. 08, H:5. 13, N:25. 44

[1141]  J5E{E (%) C:49. 33, H:5. 45, N:25. 14

[1142]  SLZjEf] 80

[1143]  (S)-4-{2-[1-(4- KAL) LAEEUH 1-6- (LR —2— HEE(HL ) MENE —4- J | A
[1144] 42 HESCHEAA] 10 RIAHE 7775, BL 4- 2 TR AR SE AR AR 4- ( I AEmAlESE ) 45k
Mg, 132 (S)-4-{2-[1-(4- WAK ) LFEEREE ]-6-(MtiE —2- a5 ) ming 4- & | R
FWElZ. AL, ISR aY & T EE 2 2 Btk 59 A Gk Ko

[1145]  MS(ESI)m/z430 (M+H) "

[1146]  JTEHTE (C,5H,FN,0 HC1+H,0)

[1147]  +F&AE (%) C:57. 09, H: 4. 79, N:20. 26

[1148]  JE{E (%) C:57. 16, H: 4. 68, N:20. 45

[1149]  SLjiEf] 81

[1150]  (S)—3—{2-[1-(4- W ARIE ) LIEZIE 1-6- (ke —2- FLo( 0L ) meme —4- 3 | FffE
[1151]  FZRESEHER] 10 BIAH TR 753, LA 3— SR AR AL IR ACRF 4— ( TR AERAIGEAE ) AALANIR
33 B Fr a0 s e g T K

[1152]  MS(ESI)m/z412 (M+H) "

[1153]  SZjfafs] 82

[1154]  (S) -N-[1-(4-FIKIL) £ 1-6- (MR -3 F6 ) -N*- (ke —2- 3 ) msmge -2 4- —
[1155] 4% HESCHEf] 10 FIAH [R5, LA 3— MR IEAN IR AR 4- ( P AERmAMEIE ) ZRIEMNRR, 159
B (S)-N-[1-(4- I ) L5 1-6- (Wi —3- 56 ) -N*- (kg —2- J5 ) WEmg -2, 4- —Ji%.
AL, RS A AR R stk & a e K.

[1156]  MS(ESI)m/z377 (M+H) "

[1157]  JTESHHE (C,H,,FN,0 HC1)

[1158] 51 H (%)C:58. 18, H: 4. 39, N:20. 36

[1159]  J5E{E (%) C:57. 88, H: 4. 58, N:20. 24

[1160]  SCjifafy] 83

[1161] () —1-{2-[1-(4-FARIE ) LFEFIE [-6- (ke -2 FLEJL ) meme —4- FL | Uk
e b L

[1162]  ZHESCHEAT) | AR IR 732, LA RiE 7 G S B4 ORI —2- Wi, 15 31 B Artb 590k
O E A
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[1163]  MS(ESI)m/z466 (M+H) "

[1164]  SZifafs] 84

[1165]  (S)—5—{2-[1-(4- ARIE ) LIEZIE 1-6- (kg —2- FLFFE ) Wemg —4- FE | JHEE
i

(11661 4% HE SZ it 451 57 1 AH [F] 75 7%, LA (S)-5—1{2-[1-(4- K ) S K& ]-6- (it
W —2- FEE I ) WENE —4- 5L ) MBEISAE (9 -5-{2-[1-(4- R H ) LR 1-6- (it
W —2- JRE I ) mEmE —4- 2 ) 2— AR, 15 2 B bRk &9 00 e T [ 1k .

[1167] MS(ESI)m/z431 (M+H) "

[1168]  SZjjf] 85

[1169]  (S)—1-{2-[1-(4-FAKF ) LFHIE [-6- (ke —2- FLSHEL ) meme —4-FL | UR
IJE _4_ ﬁ‘/\g‘f

[1170] ¥4 128mg (S) —1-{2-[1- (4- i AZE ) LI 1-6- (MEME —2- LI ) meng —4- 5}
WRIE —4- FRIR OB (SEHER] 83) ¥ T 3ml SEEH, A 0. 28ml12% HEAMM/KE W , =il
THEREGY) 6 /NN o 252 O, ARG HK R P19 R B4, F — CBEBE K2 . 10%
ERERPFIKZE R pHT, F LR CHEZEHL, FE/KBERAENZ , ARG R EET . MUEZER
PR, RIE = CBEEG TS Y, iR T 1545 2 58mg HARLA M A Bk K.
[1171]  MS(ESI)m/z438 (M+H) "

[1172]  SZjjf] 86

[1173]  (S)=2-{2-[(S) —1-(4— FRIL ) LFLZFL 1-6— (NkiE —2- FLaIL ) Weng —4- FLo
g1 -2- RIL L

[1174] 3 BESER] 1 AHE 7532 B (S) — (1) —2- R H 2 AU WRIE —2- i, FFHH 4
e OWEAE J PR 1 P EFIAE 135°C R OV, 1531 B bnfb &0 8 K .

[1175]  MS(ESI)m/z446 (M+H) "

[1176]  SZjfafs] 87

[1177]  (S)—2-{2-[(S) —1-(4— FAEIL ) LIAEFIE 1-6- (kg —2- FLAUHL ) mEmg —4- FLag
g 13- ZRFEN —1-

[1178] L HESCHEMG) 1 IAH R 53, A L- 2RI N Bk —2- W, H S8 SR A
IR TP RNV FITE 135°C AT RN, 152 B bRtk G K.

[1179]  MS(ESI)m/z460 (M+H) "

[1180]  Sjjafs] 88

[1181]  (R)—2-{2-[(S) —1-(4— FRI ) LFHFL 1-6— (NkiE —2- FLFIL ) meny —4- FLo
A B -1

[1182]  $ZSLjaf] | Tk AHIR) 77325, H D- s 2d B AU URIE —2- [, FH S SR N8
B A R N FIE 135°C R T IZ RN, 1531 B ARt & B Ko

[1183] MS(ESI)m/z426 (M+H) "

[1184]  SLjiafyl] 89

[1185]  (S)-6-[2-( —HIFEIL) LK 1-N-[1-(4- FoRIL) L3 1N (ks —2- 5L )
WEILE —2, 4- — ik — A @MY

[1186] 7 172mg (S)—6— 5 ~N'-[1-(4- FAIL ) L5 I-N'- (kg -2- 55 ) meng -2, 4- —

by

piy
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[, 212mg IR — 4T , 95mg2— I OIS 27,47, 6" - RN KM 52mg — ( RS
) (R AR IO dnl2- —HREEE ORE , IREVRETIHE BN, 5 100°CH
LN FH SR SERFRRE OISR . KRR K R R /K PRV AR e B BR BT 58 o ik
JRZERIWH], A3 5% A R AR E AT 44331 118mg (S) -6-[2- ( A& ) &5
B IN-[1-(4- RERFE ) 456 I-N=(tbmk —2- &%) meng -2, 4- — i, Abh, itk &4
FH T A SIS 3] 101mg H bR &% B K K .

[1187]  MS(ESI)m/z398 (M+H)

[1188]  JLE A HTE (C, H,,FN,02HCI+1. 2H,0)

[1189] {14 {H (%)C:48. 83, H:5.82,N:19. 93

[1190]  Jll5EAE (%) C:48. 89, H:5. 63, N: 19. 86

[1191]  SZjfafs] 90

[1192]  (S)—1-{2-[1-(4-F AL ) LILHIE 1-6- (kMR —2— FL I ) Wemg —4- FL | —1H- 1k
W‘é _4_ ﬁ‘/\g?\

[1193] DIE 1

[1194]  (S)-1-{6— G —2-[1-(4- FAEE ) LFEIHE ] WEng —4- 58} -1H- nit e —4- R IR &
5

[1195] 4 500mg (S) -4, 6— — @& -N-[1-(4- A KL ) L FE ] W ng —2- Jig (275 SE it
1), 270mg4— ML MR TR 2,18 |, 0. 20m] 3 -N, N — — IR Ok -1, 2- —Ji% , 780mg ffa — 4
A1 100mg ML KN E] 10ml i< 1, 4- ZBgLed , fEE R 100°CHFRG P 6 /i
ST SR SRR, o MUK KN B KB, AR5 AR IR BT . IS 28 R PRI
), ARG TSR B L AE E A 2443 2 51mg BAMLAEYI B Bk K.

[1196]  MS(ESI)m/z390 (M+H) "

[1197] BER2

[1198]  (S)-1-{2-[1-(4-F KK ) LHERIE ]-6- (bR —2- &L ) WEng —4- 2% - 1H- it
e —4- SRR L

[1199] ¥ 50mg (S)-1-{6— G —2-[1-(4- TR ) LI ] WENE —4-J& | - 1H-npme —4- 5%
MR LB, 15mg2— 2 ZEMEPE |, 12mg2- N AR 27,47, 6" - = RN, 1Tmg U] 1
BIRD Tmg = ( ZERIEAER ) (&7 ) MK INE] 10ml AR R, FEEAT 100°CHE
ARG 2 /o RN TRATERAL E T 44043 2 45mg BAMLEY) AR K.

[1200] MS(ESI)m/z449 (M+H) "

[1201] D3

[1202]  (S)-1-{2-[1-(4- S A% ) LFeaFE ]-6- (MbiE —2- JE2 L ) Weng —4- 2k | —1H- ik
e —4- FR IR

[1203] ¥ 2ml & W, Iml PY &0 MR M AT 80w 112% & 4 1L 8 K % W 3
35mg (S)-1-{2-[1-(4- S A ) LFEEEE J-6-(nbrE —2- FL a5 ) wemg —4- 3E }-1H- ik
e —4- R LPETD , SIMBFRAY 18 /DN . I 160 1 112% S EALN KA W, i
REW 3 /DI 2R R Ol . H MBS, JEHKERE , H 10% Shi kiR &
VIR pH AR 7, IR EWH LR CERAE, HEKEGANZE , N5 RIS, Wk
AR FIGE] 14mg HIrLGW A K.
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[1204]  MS(ESI)m/z421 (M+H) "

[1205]  SCjEf] 91
[1206]  (S)-3—-{2-[1-(4- FARIE ) LFZIL 1-6- (ks 2 LI ) mewg —4-JL | OKF
Eﬁﬂ,—r

[1207]  #£ 192mg (S) -3—{2-[1- (4-FARIE) LI IE ] -6- (MEME —2- B I ) meng —4- 2}
RIE (2] 81) 3 sml FUT EEH , IO 384mg i M AR FRAE L FRI AL A, 80°C it
FERAD 2 /Mo N 384mg W PEAEAL R SRR AL BT, FHR A 15 /hi . i
V&R NS R 2 UTUE , ARG IR 4G S8, PSR Y it AL JZ 44k 45 31 158mg B
LAY B AR R

[1208] MS(ESI)m/z430 (M+H) "

[1209]  SZjjfs] 92

[1210]  (S)—6-(Z&IF [d]1, 3~ SRR MG —5— HE ) -N*-[1-(4- FOEIL ) Z3E TNk
% —2— 5 ) mEnE -2, 4- R E Sy

[1211] 3 BSEH) 10 BAHR vk, BL 3, 4- (O FF 400 ) REMER AR 4- ( FF T i
) REEMER, 153 (S)-6-(ZFF [d]1, 3- R -5 5) N-[1-(4- FFEKE) &
BTN (e —2- 3k ) mERE -2, 4- g, BRAL, TR S A E U A A R E
AN S A/ IS REL )57 N

[1212]  MS(ESI)m/z431 (M+H) ™

[1213]  JTESHHE (C,5H,oFN,0,HCI+H,0)

[1214] 5 {H %) C:56.97,H:4.57,N:17. 33

[1215]  JU5EM (%) C:56. 58, H:4. 38, N:17. 45

[1216]  SZJfEfs] 93

[1217] () N-[1-(4- K IL) £ F 1-6-(2— Fuk me —4- ) -N'- (i mE -2 JL ) ws
Mg —2,4- —Ji%

[1218]  #ZBESCHE]) 10 FIAHR 775, L 2- Fkne —4- MR 4- ( AR ZEmAmESE ) 2RI
%, 132 AL A A Bk K.

[1219]  MS(ESI)m/z406 (M+H) "

[1220]  SZjifs] 94

[1221]  N=[(S)—-1-(4- FIEKE ) LF T-N- (ke —2- 3L ) —6-[ (PUEINCIR —2- 3L ) FI4
gk ] MR -2, 4- %

[1222]  1F 200mg (S) —6- 5 —N*-[1-(4- L AHE ) L5 I-N-(pmE —2- 3 ) meng -2, 4- —
fii , 246m, WEIR =41 , 111mg2— IR -2°, 47,6’ - =R NFE 2K 60mg — ( —WFF
FENER ) (R ) AR A Aml DUSURBEEERT 2ml 1, 4- ZREE, IR SRS HASTER, A
Ja 100°CHEHE 1 /Mo NSV L8 L BB RE AR FH /KR R KD 5%, 2R e B B B+
Po JREZE RGN, NG TS IR B A RE AL E T i 18 2] TTmg HARL G HE
[1223] MS(ESI)m/z411 (M+H) ™

[1224]  SCjiafh] 95

[1225]  (S)—2-{2-[1-(4- FARIL ) LFLFIE 1-6- (MR —2- FLE L) I

5t

Wg —4— FEAHE |

bl
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[1226] 42 M8 S5 94 HIAHR T35, L& AR DU 00k, 4331 (S) —2—-{2-[1-(4-
) CHEEEEE ]-6- (ke —2- Rk ) WemE —4- AL | Q. PR e& 9 BT
ASMNA R B AR ER R

[1227]  MS(ESI)m/z371 (M+H) "

[1228]  JTE 7P MT{H (C\gH\oFN,OHCL)

[1229] 5 AH (%) C:53. 14, H:4. 95, N: 20. 66

[1230]  5EAE (%) C:52. 94, H:4. 95, N:20. 52

[1231]  SCjitaf] 96

[1232]  (S) N-[1-(4- FAIHE) L3 1-N'- (ke —2- 36 ) N°-[2- (kb —1-3E) £33 ]
WEIE 2, 4, 6= —J%

[1233]  ffSjfsl] 1 AHE 732, DL 1- - "L L5 ) Mg e AU R —2- Wi, 75 2 B A%
(AR /ESGN in

[1234] MS(ESI)m/z423 (M+H) "

[1235]  SCjiafy] 97

[1236]  (S)—3—{2-[1-(4- FAIL ) LILFIE 1-6- (kR —2- FLFIE ) MEmE —4- 3L | Bl
LRI

[1237]  #4 150mg (S) —6— & -N*-[1-(4- FAIL ) L5 I-N'- (kg —2- 55 ) weng -2, 4- —
Ji& , 235m A FUIEMERE —3— AR T X Ik £ —BEls , 184mg TRER WA 25mg DY ( =55 ) AE4K
JONBI 3. 5ml1, 4- ZRELEAT 1. ml VRGBT, FEE T 100 CHFREGY) 5 /)
o RN OBR CEERRE . MUK K AR K BEZREST, S8 5 R BR BT o IR 28 %
P, RGP R SR CREVEss , oL iR T3 2 31mg (S) —3-{2-[1- (4- %
5 CHEAE 1-6- (kg —2- FEZ0E ) WEnE —4- 2} B A ek R .

[1238] MS(ESI)m/z431 (M+H) "

[1239]  SLjiafy] 98

[1240]  (S)-3-{2-[1-(4— I ) LHLFIE 1-6- (kg -2 FLSUHL ) mEwg —4- JL | 4
LRI

[1241] 9% K 25 18 SC 0 4] 97 BT 49 10 uE L R OB W & Rk AR 2 BT 4l i 1§ 3
15mg (S) —3—{2-[1-(4- AT ) LFEEEE 1-6- (b —2- &L ) Mg —4- 5 1 Wi
HONSRELR 7 57 N

[1242] MS(ESI)m/z413 (M+H) "

[1243]  SCjiafs] 99

[1244]  (S)—2-{2-[ (S) —1-(4— J I ) LFLHEL 1-6- (kg —2- FLSUIL ) WEmE —4- FLog
13- BT -1 BEA AN

[1245]  FfESEHE) 1 RAHE D77, UL L- S AU WRE —2- i, 15 2] B bRtk &S0 i e
[1246] MS(ESI)m/z412 (M+H) "

[1247]  JTESHHE (C,,HyFN,0 HC1+H,0)

[1248] 15 {H (%) C:54. 13, H:6. 27,N:21. 04
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[1249]  J5E{H (%) C:54. 18, H:5.91,N:21. 14

[1250] S AE] 100

[1251]  (S-N-[1-(4- G KK ) £ F 1-6-[4- P I fif FE 5L ) WR M —1— FL T-N*- (il
I -2 JL ) mEmE -2, 4- A S

[1252] D4R 1

[1253]  (S)—6- & N-[1-(4- @ K &) L3 ] 4-[4-( FEM B ) R -1- 3 ] wF
g —2- Jig

[1254] ¥ 200mg (S) -4, 6— 5 ~N-[1-(4- &UKIL ) LFE T WEmg —2- f&F1 119mg1— AR
FENREYS T 3ml1- T, JOA 0. 23ml N, N- — F I 28, 60 CHFEIRSY) 20 /N, ¥
R B 0, NG H IR ClEMRE . WK A ERIK BRI, AR 0 PR IR
BT RS RIEEH, ARG TRk Y et oA =M 4i4 15 21 196mg H AL &
BB A

[1255]  MS(ESI)m/z430 (M+I)*

[1256] DIE 2.

[12571  (S)-N*-[1-(4- 5 2E 3k ) & FE 1-6-[4— ( A9 5 il MOk 2% ) R 5 —1- &5 J-N*- (it
e -2- L) WERE -2, 4- A SN

[1258] 4% 210mg (S)—6— &l N-[1-(4- A4 ) L5 1-4-[4- ( PRI ) DRk -1- % ]
WEE —2- i , 56mg2— ZEMEIR , 4Tmg2- ML -2, 47, 6" - RN, 66mg U T
BEEhAN 26mg — ( WPRZEENET) (S ) ZAMKOmE] eml B F, FEEST 100°C
PEFEIRA W) 4 /NI R NS R 2 HE B AT J2 A 44019 31 120mg (S) -N-[1-(4- /A HK ) &
5 1-6-[4- ( FEEBRIEIL ) WRME —1- 2% J-N*= (nibms —2- 36 ) mimg -2, 4- . sk, Anfs
(R4 AW T RS AT 2B B AR A YR B (kKo

[1259]  MS(ESI)m/z489 (M+H) "

[1260]  JCEHT{E (Cy HysCIFNGO,S HC1+0. 4H,0)

[1261]  FE0{E (%) C:47. 35, H:5. 07, N:21. 04

[1262]  J5E{E (%) C:47. 24, H:4. 79, N:20. 97

[1263]  SLjfafs] 101

[1264]  (1S,28)-2-{2-[(S) ~1-(4- | AIL ) LIEFIL 1-6— (MM —2- FLEIL ) WEme —4-JE
#ﬁ \a = =

[1265]  F%MESCiif 94 (IARIR 7735, LL (1S, 28) - 3\ -1, 2- B Okt BB DY S e, 15
F (1S, 28) 2-{2-[ () -1-(4- A ) LFEAFEE 1-6-(MbiE —2- 2L ) MEnE —4- FL4
5 OB AL, TSRS R U EE RS 2 B S s o oK.

[1266] MS(EST)m/z425 (M+H)"

[1267]  JTESHME (C,,H,:FN,0,HCI+0. 2H,0)

[1268] &4l (%) C:56. 88, H:5. 73, N: 18. 09

[1269]  JM5E{E (%) C:56. 94, H:5. 53, N:18. 14

[1270]  SEjifafs] 102

[1271]  (S)-N*-[1-(4- Gk IL) LI T-N-[ (5 ANk mE —2— F ) AL 1-N°— (JLmE —2- 36 )
WEE —2, 4, 6- — A S
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[1272]  $fRSEHE) 1 AR F 7%, BL 2- (2 8 3L ) -5 AL R ARG —2- i, 75 3
(S)-N~[1-(4- K HE ) &3 I-N-[ (5~ L mE e —2- Fk ) AL 1-N*- ( bk —2— 56 ) mi
WE -2, 4, 6— =%, M4, FriRiaM AT EZE JANAR 2 B a VR s ok K
[1273]  MS(ESI)m/z432 (M+H) "

[1274]  JTEDHHE (C,,H,,FNHCT+H,0+0. 5CH,0H)

[1275]  3F5AH (%) C:53. 84, H:5.42,N:25. 11

[1276]  J5EAE (%) C:53. 44, H:5. 05, N: 25. 40

[1277]  SZjafs] 103

[1278] () -N-[1-(4- K I ) £ F I-N- (Wl —2- L B 3L ) N~ (ke —2- 3L ) &
e -2, 4, 6- =S G4y

[1279] R BESTHEE] 1 (AR R 732, AR R R —2— Wi, 13 31 (S) -N°-[1-(4- FRZL)
LKL T-N= (PRI —2— FEFTIE ) -N*— (ki —2- 3% ) meng -2, 4, 6- —fi%. 4k, g s
Y AE TR R 2 B bt S m o oK.

[1280] MS(ESI)m/z406 (M+H) "

[1281]  JTESHME (C,,H,,FN,0 HC1+1. 5H,0)

[1282]  {F&{H (%) C:53. 79, H:5. 16, N: 20. 91

[1283]  Jll5E(H (%) C:53. 85, H:4. 84, N:20. 85

[1284]  SZjitafsi] 104

[1285]  (S) N-[1-(4- FFRK ) LF TN (kg -2 FL ) -N-[1- (ke —3- 3L ) Z3E ]
BEE 2, 4, 6— —JI%

[1286]  #ZMESTHEM) 1 Bk FIAHIR 7532, LA — (3— mbmeZE ) LR WRERE —2- |, HA4EH &
EFECTEVE DR PR NEER, E 135°C 3T O, 193] B btk S R & .
[1287]  MS(ESI)m/z431 (M+H) "

[1288] SCEA] 105

[1289]  (S)—1-{2-[1-(4-FARIL) LILGIE 1-6- (nkiE —2- FLEIL ) meng —4-FE | -4- (3%
FERIL ) WRIE —4- B

[12900] DR 1

[1201]  4-(FREFIE) ke —4- ALY

[1292] ¥4 500mgl- “FJE —4- (FREEFZE ) WRiE —4- B¢ (%M J. Med. Chem. , 1988, 486-491
Bk 75 ) % T 10ml ZEET T, AN 300mgL0% 4EF%F1 0. 38ml W 1R , IR SWEIREA
it VR R AR A BASTTIE , H CEERUKEESRDTEY) , MHIRAG0EMR . TN LB
{3 IR B ok K, 152 374mg BARLAEYIE B K.

[1293] DIE 2.

[12904]  (S)-1-{6- & —2-[1-(4- F AL ) LERE ] WE 4-FE 1 4-(REFE) Ik
g —4- fiE

[1295]  # 150mg (S) -4, 6— 5 -N-[1-(4- FAZE ) LFk ] WEng —2- I 9Tmgd- (FRHEE
5E) WRNE ~4- BE A S T 3ml 2- ZHEECREY, MA 2740 I N N-Z RN O, 135C
TEHERA Y 20 /NI o ¥ RV A TAERNER , REH O CWEMRE . KX KR
TR VEEHESW AR5 IR BT R 28 RV MIAR 21 194mg B Ak & 94 (A o
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[1296] DI 3

[1207]  (S)-1-{2-[1-(4- W AKE ) LHEZIE ]-6- (MbmR —2—- JE2d A ) Wing —4- 2L 1 -4- (%

FHE) URIE —4- I

[1298]  # 100mg (S) —1-{6— & —2-[1-(4- W FHIL ) LFEEFE ] Mg —4- 3 ) 4-(FpEE

55 ) WRWE —4- B, 32mg2- 24 FENEE | 45mg2- “I CIRIEEL -2, 47, 6’ - =R INZEECR | 38mg

BUT TEANAT 2Tmg = ( M REENE ) (S5 ) AR B 3m] FERAT 2ml 1, 4- gk

Eﬁ/m/afé/wiﬂ TEG/ T L00CHFHR G 1 /DI o RNV L8 LTEMRE . IR K
R PEBRI T ARG TR ER BT o IR 28 RO, SR 1S AR B A i AT 24

%Wﬁéu 80mg H Frib & e (ot K o

[1299]  MS(ESI)m/z440 (M+H)"

[1300]  =Zjfifsl 106

[1301]  (S)-N-[1-(4- F I ) £ FE T-N-(utkmg —2- ) -N-(fme —2- FE A 3L ) w8

WE —2.4,6- — 1%

[1302]  FfSEHEM] 1 AHE 7%, BL2- (R 3L ) mbre O IRIE —2- ] , H LR L

BEAE NP IR 1 R R N FIAE 135°C N T RN, 152 B bfb S e K.

[1303] MS(ESD)m/z417 (M+H)"

[1304]  SZjifafs] 107

[1305] (S)-N-[1-(4- FAIL) £ FE T-N-(uthmE —2- ) -N—(fme —3- FE A 3L ) w8

WE -2, 4,6— — %

[1306]  FfASEHM] 1 (AHE 7%, BL 3- (2L A3 ) mbre AR IRIE —2- ] , H LS

FEAE A DR | P NS FHIAE 135°C R T ON , 152 B b G ek K.

[1307] MS(ESI)m/z417 (M+H)"

[1308]  =Ljjfi] 108

[1309] (S)-N-[1-(4- A I ) £ F T-N—(nth g —2— L ) -N°— ( bk e —4— 5 3L ) o

WE -2, 4,6- —Ji%

[1310]  F MR 1 FARE 7%, BL4- (L) mbne O IRIE —2- fld , JFH Q2%

CEEVE NP IR 1 R NV FIAE 135°C T MY, 152 B brtb St K.

[1311]  MS(ESD)m/z417 (M+H) "

[1312]  =Zjfifsl 109

[1313]  (S)—2-{2-[(S)-1-(4- H AL ) LFEFIL 1-6- (N —2- FEHIL ) Mg —4— FLH

g | -3- BAL AR

[1314]  FZfaSf) 1 (AHE 732, DL L- 22 B O WRE —2- Bl , HH QA CREER

IR TP RNV FHITE 135°C AT RN, 152 B AT B AR,

[1315]  MS(ESD)m/z413 (M+H) "

[1316]  =Zjfifsl 110

[1317] (35, 48)-1-{2-[(S)—1-(4- F K I ) & K& 2 K 1-6-(nk e -2 FL 5 FL ) W

e —4- 3L | nkmelr -3, 4- g

[1318] M SEiif) 1 FAHTR J73%%, LA (3S, 4S) -3, 4- MEMG e B AR R I —2— Wi, 4931 H b

EWE AR K,

5
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[1319]  MS(ESI)m/z412 (M+H) "

[1320]  SZjfEfs] 111

[1321]  N-[(S)-1-(4- FFEHE ) LK T-N—(thmE —2- ) -6-(1,4- 4 A% -8- HIALIR
[4.5] %& -8 JFL ) WENE -2, 4- —Ji%

[1322]  $% MR SEHife) 1 (RIAHIEI 5, LA 1, 4- 48 2% -8— B 242 [4. 5] ZEbif U IR IE —2— Wi ,
A R CBAE N PR LRI RN, 78 135°C T O, 15 2 B AR & Yt (o8
Ko

[1323]  MS(ESI)m/z452 (M+H) "

[1324]  SZjffs] 112

[1325]  (S)—-8-{2-[1-(4- | AKK) LFFIE 16— (nkiE -2 SR I ) memeg —4-JL 1 -1, 3-—
L -8 FIE [4.5] %% —2- Wi

[1326]  #% 50mg(S)-1-{2-[1-(4- % K &) & & & & ]-6-(nk mE —2- & & &)
WE —4—J& | -4-(FRIEFEE ) WRME —4- B (SEHEfF) 105) 1 24mg N, N — FRIE KM T 2ml
R, SR TRAY 16 408, RV AN AT 2] 52mg H R &)
BRI K

[1327] MS(ESI)m/z466 (M+H) "

[1328]  SZjafs] 113

[1320]  (S)-4-(1—“FHE —1H- nfkmr —4- FL ) N*-[1-(4- T ) LFE 1-N— (HEmE —2- 3L )
ke -2, 6— — %

[1330]  f% SEti 4] 4 B AH [R] 77 3%, LA 1- W3k —4-(4,4,5,5- DY 2 -1, 3, 2- 40 4%l
—2-55) —1H- e MpACR 1- 3k —4-(4, 4, 5, 5- DU AL -1, 3, 2— 4403 —2- 25 ) —1H-nik
M, 73 2 B PRk S0 T Bk K

[1331]  MS(ESI)m/z466 (M+H) "

[1332]  SZjfafs] 114

[1333]  (S)-N-[1-(4- F A K ) & i 1-6-[4- (4 HE Ff E 3L ) WR w8 —1- & 1-N*- (Uit
R -2 FL ) mEmE -2, 4- A S

[1334]  f2 LS9 50 (¥ AH [F] 7732, BL 1- 2R FEfe Ik JE W e A8 DL-3— Mg e i, 15 2
(S)N-[1-(4- IR ) L3 1-6-[4- ( FFEMEWERL ) URIEE —1- 36 1-N'-(AbmE —2- 3% ) mg
WE -2, 4= “ . PrSHLaHE RS G 2 Btk 59 A G K.

[1335] MS(ESI)m/z535 (M+H) "

[1336] JUEDHTE (C,H,FNG0,S HC1+1. 3H,0)

[1337] 5 {H (%) C:52.53,H:5. 19,N:18. 85

[1338]  JNEH (%) C:52.65,H:5. 02, N:18. 54

[1339]  SCjifafd] 115

[1340]  (S)—4-{2-[1-(4- FRIL ) LHFEEL 1-6- (kg —2- FLadL ) mfme —4-J% | K H
i — SUaU)

[1341] % 150mg (S) —4— 50 -N-[1-(4- JAZE ) L& 1-N- (kg —2- 2% ) nitig -2, 6- —
W (2225 SL ) 2), 108mgd— 24 B 2 4% 2L 0 1R, 567mg filk IR 46 , 21mg2- — 3 2k ik
5 -2, 6" - AR TR 13mg = ( R AEN N ) MK OO B 3ml L, 4- IERE
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0. 6ml KRGS , AR T L00°CHFRED 17 /Mt o SNVEFIBH LR LBEREE o
MU FH 7K R0 3 K B B8 PR 5 R R B T8 DS 728 RS, ARG S Ik B W) 2ok
AL Z M 44045 21 39mg (S) —4-{2-[1-(4- ® A HE ) LA Ak 1-6- (nbig —2- ZE2 2t ) it
e —4- 2k } XMW, A, TR S AR U R A SR 2 3ing BARL A YIRE
[1342]  MS(ESI)m/z429 (M+H)"

[1343] JTEDHTE (C,,H,FNO2HCI+H,0)

[1344]  404E (%) C:55. 50, H:4. 85, N: 16. 18

[1345]  JI5E(E (%) C:55.57, H:4. 70, N: 16. 25

[1346]  SZjfafs] 116

[1347]  (S-N-[1-(4-F ZE ) £ FE T-N-( ks —2- F ) —4- (1= nfk mg —3- F& ) ik
e -2, 6- —Jlz A AN

[1348]  $SZjafs] 115 WIAHE 735, BL 1-( = N2 Ak e 2% ) —1H- nib s —3— Wl Bg AX =%
4- o8 PEEIE RS ER, 153 (S) -N*-[1-(4- AL ) 458 J-N- (ks —2- 5% ) —-4- (1H- nit
g —3- 2L ) MERE -2, 6- —fi%. FriSME Y I EE RT3 B Ak SR ok K.
[1349] MS(ESD)m/z375 (M+H) "

[1350]  JUEHTE (C,,H,FN,2HC1+0. 4H,0)

[13511 &4l (%) C:55. 49, H:4. 83, N: 18. 49

[1352] M52 4E (%) C:55. 70, H:4. 80, N:18. 11

[1353]  SCjfafsl] 117

[1354]  (S)-N-[1-(4- JE AL ) L FE T-N—(tkmk —o- 36 ) ntkwe -2, 6- ik A&
[1355] DR 1.

[1356]  (S)-6— %l N-[1-(4- R ) L5 ] MEmE —2- i

[1357] % 300mg2, 6— —SZUMERE , 296mg (S) — (-) —1-(4- AT ) L&, 119mg2- (= - BT
TR ) K, 48Tmg BUT BEENAN 45mg LFRAEAK M A 6m] AR, ZEE T 8CT
BFER G 2 /N o RNV L8 LBEMRE o MR K TN ER KBRS, A8 Jia Pt IR
T WEZRRIER, ARG TSR B A REAT E T 4iib 13 2] 210mg BARL GR35
(SRR

[1358] IR 2

[1359]  (S)-N-[1-(4- KL ) LI J-N- (kg —2- 38 ) nikme -2, 6- g A/
[1360]  207mg(S)—6- G —N-[1-(4- ] K &) & Z&& ]t wg -2- fik , 86mg2— 2 & it
%, 79mg2—- "IN CIAEMEE -2, 47,67 - R NIE R, 1 mg UT BERIA 43mg = ( 2R
FEAR ) (=7 ) ZARRR N 4ml B A, fEEAT 100 CHRFHRESY 1 /M. &
NS IR AR AL EMT A0 A3 31 202mg (S) -N*=[1- (4= FATE ) L5 T-N°— (kg —2- 3% ) nft
WE -2, 6— R ER R, 1AL, TR ML S MO EE RIS 2 128mg HARL G
RIEEOR K.

[1361] MS(ESD)m/z310 (M+H) "

[1362]  SCjafs] 118

[1363] () -N-[1-(4- FOEK ) LH 1-6-(4— AL —1H- R M —1— FE ) -N*— (ks —2— 3 )
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e -2, 4- RS S A

[1364] DIR 1

[1365]  (S)-4- &l -N-[1-(4- WAL ) &k 1-6-(4- FIFE —1H- BKME —1- 3 ) WERE —2- fi%
[1366] K 200mg (S)—4, 6— — 50 -N-[1-(4- U AKE ) LHE ] WERE —2— iR 63mgd— I JEIK
e T 2ml IR, NN 193mg BRER PR, 100 CHEHIR G 17 /ANt o JNE IR
KWRE , ARG CIR ORI . MR KRR AKBEEANLZ |, ARG RO IR EE T . IR 7%
REEEEH , XG5k B Ak A Z AT 2413 21 62mg H bRt &9 B Ul 4

[1367] g2

[1368]  (S)-N-[1-(4- AL ) L3 1-6- (4- FIFE —1H- Bk —1- 356 ) -N'— (Higig —2- 3%)
WENE -2, 4- RSN

[1369] % 60mg(S)—4- A N-[1-(4- 2% ) L5 1-6-(4- 2L —1H- Kk me —1- 2% ) w
WE —2- I , 19mg2— ZEMEIE | 1Tmg2- ORISR 27,4 ,6' - —RINFE K, 35mg BT
FEANA Omg — ( P REENE ) —ARAR IS 2ml AR, FEE/AT 100°CHFEHR G
Y2 /N NI SR CEEMRE . MR FHZK RN B K YRV ISV A8 e R PR B T4 o Ik
R RIFEEH , ARG TS HI5% ARt AT E T 2015 2 69mg (S) -N*~[1- (4- HAE ) &
HE 16— (4- FEE —1H- BRME —1- 35 ) -N*= (nibRE —2- 36 ) mimg -2, 4- —fg. Ak, FrfErfL
EWHE I EE S 48mg H brAL S35 3 0 A

[1370]  MS(ESI)m/z391 (M+H) "

[1371]  SZjfs] 119

[1372]  (S)-N-[1-(4-F #& FE ) £ F 1-4-(4- FF 4 I 2K F6 ) N (ke —2— 36 ) i
mE -2, 6- _JEA A

[1373]  f&sgjitifs] 37 WIAHIR 75%, BL 4- e 2 MR 4- MAX —1- S A —1H- nikmeq3 2]
(S)-N*~[1- (4~ AL ) LFE -4~ (4~ FRIEREL ) N~ (nbmE -2- FL ) meme -2, 6- —fi.
PR AL S W) TR A fA AR B B AR S R K.

[1374] MS(ESI)m/z416 (M+H) "

[1375]  JuESHTE (C,,Hy,FN0 HC1+1. 5H,0)

[1376] 15 {H (%)C:60. 19, H:5. 47, N: 14. 62

[13771  JsE{E (%) C:60. 37, H:5. 08, N:14. 71

[1378]  SLjifafs] 120

[1379]  (S)-4-(4— FZEFL ) -N*-[1- (4~ FIEIL ) LI 1-N— (EmE -2 56 ) mifme -2, 6- —
[1380] 4 S 37 AR ) 74, LA 4— BURUAARER 4 MR —1- ST —1H- il e, 7 59
(S) ~4— (4= FARFE ) N~ [1- (4~ FoRZE ) L T-N- (ke —2- 5L ) mbme -2, 6—- — ik, Frfs
(114 G4 L BT 1A A5 2] B AR & e o K

[1381]  MS(ESI)m/z404 (M+H) "

[1382]  SLZjffsl] 121

[1383]  (S)-N-[1-(4— HAEHL) LFE 1-4- FHE -N°- (ke —2— ) nikie -2, 6- —JiZ5UA
E&7)]

[1384] DI 1
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[1385]  (S)—6- &l -N-[1-(4- W AZKE ) &k 1-4- FELNLRE —2- Jig

[1386] ¥ 500mg2, 6— — & —4— BUACALIE , 0. 51ml = A ZEEIRAI 48 %% (boroxine) , 1. Og %
FRBAAN 208mg VU ( = 283558 ) AR 3] eml < —AZEEFEZ A, ERS T 110°CHFE
REW 3 /N SOV SR S Bk o KUK FHZK R B K BRI IR, 2R I PO B B T4
TR 2R BN, Pris iR B AL AT Z A A4 A3 21 330me R B8 (A [l 4o T4 () [ 140355
Toml AR AT, KK 253mg (S) - (-) —1-(4- FARZEE ) L, 147Tmg X [2- ( k%
Rk ) L ] K, 244mg AUT BEEAAT 40mg SERAE , TEG/F SOCHFIR AW 1 /P RV
W CTR SRR e IR K B K PRV AR G IR IR B T8 o ks 28 R 31
SR JG AT IR B D 2 i AE Z AT 44k 43 21 100mg H AR &40 E i

[1387] DR 2

[1388]  (S)-N-[1-(4- HAHKIL ) L5 1-4- FIE -N- (kg —2- 6 ) nibne -2, 6- &
&

[1389] ¥ 95mg (S) —6- &l —N-[1- (4= |AKL ) £L3& 1-4- FEEALmE -2- f% , 40mg2- & Stk
%, 3dmg2— IR -27, 47, 6" - = PNZEICR | 48mg UT FEANA 19mg = ( R
PR ) CRT) AR R éml i P2, EEAT 100 CHFR G 1 /Mo RV E
AR ENT 41T 3 85mg (S) -N'-[1- (4- FARIE ) &3 ]-4- FEE -N°- (ks —2- 56)
MERE -2, 6- —JiZ. AL, IR RGP E T IZE ST 2 38mg BARL-E VI E O K.
[1390] MS(ESI)m/z324 (M+H) "

[1391]  JTEDHTME (CH,gFNHC1+0. 5H,0)

[1392] {15 {H (%)C:58.62,H:5.47,N:18. 99

[1393] 52 {H (%)C:58. 86, H:5.68,N:18. 61

[1394]  SCjffsl] 122

[1395]  (S)—1-{2-[1-(4- F AR ) LFLFIE 1-6- (nkiE 20— FLaHL ) memg —4-FL | -N-(Ff
SRR ) WRIE —4— AR

[1396] FE@ T, ¥ 92mg(S)-1-{2-[1-(4- AL ) LHEAE ]-6-(nbiE 2- £
5 ) WERE -4-FL ) WRIE —4- FRIR (SEHEf) 85) ¥ T 2ml PUSIRRRE , I 41mg N, N’ — &
FEWKME TOCHURR AW L /N B SO N S I H B R, NN 80mg AR T I i
631 11, 8— ZHAINIF [5,4,0]-T- +—kld , SRR ED 4 /NN o RV E B K
R, HOBRKREYE pH AT 2] 40 VB L8 CEEAHL, W AR R K P A AL
=, ARG ImIREET . 2 RIS 2] 42ng BFRLEP B O K,

[1397] MS(ESI)m/z515 (M+H) "

[1398]  =Zjjafs] 123

[1399]  (S) -N-[1-(4— g ohIE ) LHE 14— (HRIR —3— JE ) -N°— (ki —2— ) ke -2, 6-

i
[1400] % SCitifs] 37 BIAHIRI J7idk, LA 3— SRR AQRF 4- B —1- SR A2 —10- nib e, 753
AL SR ORI AR

[1401]  MS(ESI)m/z376 (M+H) "

[1402]  SCjiaf] 124
[1403]  (S)-N*-[1-(4- F K I ) 2 I 1-4-[4- P 3 B e L ) WR e —1- 3 1-N°—( ik
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Wk —2— L) ke -2, 6- A A

[1404]  $ZSCjtafs) 38 HIAHRIT57%, LA 1- R ERIRIREAE (S)-N-(Hbg bt —3- 3% ) LBk
fig, L, A= ZREEEAE N RN 15 3] (S)-N-[1-(4- i ARFE ) 43 1-4-[4- ( B 3Emimk
) WRME —1- L T-NC- (g —2—- 3L ) nibeE -2, 6- . AN, TR RIS R R T
AFMNA R B EMEER K.

[1405] MS(ESI)m/z472 (M+H) "

[1406]  SZjitifs] 125

[1407]  (S)—1-{2-[1-(4-FARK) LILHIE 1-6- (kiR —2- FLFIL ) fng —4-FE 1 -4- (3%
JEL ) URRE —4- i

[1408] M SZHE] 38 IAHIRE v, L 2, 2- —FdE -1, 3— 4 2% -8 A 442 [4. 5] Z84¢AR
B (S)-N-( g he -3- 3% ) LWbh% , H 1, 4- ZBELAE N RNESHI, /53] (S)-4-(2, 2- =
B -1, 3- A AR 8- H AR [4. 5] 28 8- L) -N-[1-(4- HARIL ) &3 J-N- (ki —2- 5E)
MERE -2, 6- —fi. # 46mg Frid b ¥vE T Iml &5 H, 0°CHIA 0. 5m150% — 38l &R 7K
B R G . WEZ RN, ARG T3R5k L A E M4t 43 21 21mg B ARk
E R R

[1409] MS(ESI)m/z439 (M+H) "

[1410]  SZjfafs] 126

[1411] () —4-{2-[1-(4- FAIE ) LIEZE 1-6- (kR —2- FLo( 2L ) nihme —4- 3 | KT

BEf%
[1412]  $ZMESCHER) 37 /97785, L 4- RORRR BT AU 4- MLAX —1- ST % — 1H- AL mg, 15 3
H AR S R AR

[1413]  MS(ESI)m/z465 (M+H) "

[1414]  SZjEf] 127

[1415]  (S) -N-[1-(4- I ) L 1-4- AL N (ks -2 ) nfkie -2, 6- —fi%
[1416] 2S04 BIAHIF JTVELL 2, 6- 50 -4 A ZENERE (4% W02007/21710A1 fiTik
HITTVES ) AR 2, 6- & —4- (11— FI5E —1H- nieme —4- %) nikmg, 153 B Arib 59 A 68
Ko

[1417]  MS(ESI)m/z340 (M+H) "

[1418]  SZjjEf] 128

[1419]  4A-{2-[(1S)-1-(4- 3| =K K ) & F& 0 F 1-6-(nf B —2- 3 & 3 ) ik
e —4-FE 1 -1 M °, 4 BEARRE bk —1, 1-

[1420] % [ 5K 451 38 (1) AH [A] 75 v, BARE AR Gk -1, 1- — 4 AL AR (S) -N-( nik
ft —3- 3% ) OB, F 1, 4- ZREGEVE N ROV, 15 2 B bRtk S K.

[1421]  MS(ESI)m/z443 (M+H) "

[1422]  SZjfafs] 129

[1423] () -1-{2-[1-(4-FARFE ) LFEFIE [-6- (ke —2- FLJL ) nbme —4- F& | Uk
e —4- i

[1424] 4% HESZHEMW] 38 HIAHIR 7732, LA 4- FREEWRIE AR (S) -N=- (gt -3- 3% ) LWkl ,
IR L, 4= ZREBEAE N IRV 15 3 B s a9 ok K.
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[1425]  MS(ESI)m/z409 (M+H)"

[1426]  Sjfifs) 130

[1427]  (S)-1-(4-{2-[1-(4- | & F£) £ F& & K 1-6-(k w2 5 & FL ) ik
e —4- 5 b -1, 4- “HORBERE —1- L) L

[1428] 4% HESJtAG] 38 UAH R 7732, LA N- SR miWRIEACE (S)-N-(nbmsde —3- 2% ) &Mt
1, 132 H b & ok K.

[1429]  MS(EST)m/z450 (M+H) "

[1430]  SZjifEfs] 131

[1431]  ()-N-[1-(4- g 2 F£) £ F 1-N-(ntf BE —2— L) -N- (W& g —2- FL ) ik
WE —2.4,6— —Ji%

[1432]  $ HESCHEf9) 38 IAHIRI J732:, LA 2— S B ne AU (S) -N- (kg bt —3- 55 ) LWk,
R 1, 4- ZREGEE A RNV 193] B AL & koK.

[1433] MS(EST)m/z403 (M+H) "

[1434]  SZjtEfs] 132

[1435] (S)-N-[1-(4- & 2K F£) £ F& 1-N-(utk M8 —2— JL ) -N*- (b mg —2- FE ) ik
WE -2, 4,6- — %

[1436] & HESCHEf9] 38 IAHIRI 7325, LA 2— Z ZEnb e AU (S) -N- (kg bt —3- 5% ) W%,
IR L, 4 ZREGEAE A RNV, 153 B ALY ok K.

[1437]  MS(ESI)m/z402 (M+H) "

[1438]  SCjjafs] 133

[1439] N-[(S)-1-(4- A ) LFE T-N-(nfkme —2- FL)-4-(1,4- 5% -8 H AR
[4.5] %& 8- KL ) HbmE -2, 6- %

[1440] 4% M8 SZHE1H] 38 FRIAH R 5%, LA 1, 4— 4 4% —8- 242 [4. 5] Z85e4C8s (S) -N- (it
Mt —3- 55 ) OWERE, JFA 1, 4- ZRERHE N RV 15 3 B AL S e ER R .

[1441]  MS(EST)m/z451 (M+H)"

[1442]  SZjifEfs] 134

[1443] (S -2-[1-(4- FAF ) LFFIL [-6- (ML —2- FLFIL ) FUHER A i

[1444] LIE 1

[1445]  (S)—2- &l —6-[1-(4- HAE ) CHEAKE ] T TS

[1446] % 8.3g2, 6- S MM HE , 6. Im1 (S)— () —1- (4- FAIL) 4, 20. bg TR %
B, 2.1g(+)-2,2" - B ( ZoRERRE ) -1, 1 - BeZE M 505mg L IRAEAK X i 21 100m1 A<,
1,4- ZWggerh , R T 7T0°C M EHRAW 7 /M o RV G W E AT A T 44013 21
4. 4g B EDRIT B K.

[1447] BIF 2.

[1448]  (S)—2-[1-(4- AL ) LHEEEE 1-6- (MbE —2- R ) iR A i

[1449] 44 4. 4g(S)—2- A -6-[1-(4- 2RI ) LK ] IR T BE, 1. 3g2— 2 LNt
W%, 2.67g2- “INCIEEE -27, 47,6 - =R NAEEE , 5. 0g BEIR =B AN 1. 28g = (ZWFF
FENET ) AR 100ml BT, R 100 CHFHRGY) 24 /Do VRS
WA EEE 8, IR E , TS R B DR RERALE a5 21 4. 9¢ Hirtb &9
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H R A

[1450]  MS(ESI)m/z368 (M+H) "

[1451]  SZjitEfs] 135

[1452]  (S)-4-{2-[1-(4- L AFL ) LFGHL 1-6- (HLME -2 FES(JE ) WEE —4-FL | -N-
LR R R A Sk

[1453] % M St 9] 10 BAH R 77325, DA 4- (N PSR Tl I 265 ) % Ja 000 7 A5 b et 19 40 %%
4- (AL ) REENIR, 153 (S) —4-(2-[1-(4- AR ) LHEFE ]-6- (bR -2- 5
JE ) MERE —4- FL ) -N- FERORTREE R . DRA , PRI AL S IR T A A AL B B AR
EPEHER K,

[1454]  MS(ESI)m/z480 (M+H)"

[1455]  JUE MMM (ChH,,FN,0,S HC1+0. 2H,0)

[1456]  J1&{H (%) C:53.17, H:4. 54, N:18. 87

[14571  J5E(H (%) C:52. 98, H:4. 34,N: 18. 84

[1458]  SZjfafsl] 136

[1459]  (S)-N-[1-(4- ATE ) LI 1-4-(4- FIFE —1H- DKM —1- 5 ) -N°— (HEmE —2- 3 )
atkmE -2, 6- g A&

[1460] % 1.10g2,6- — & -4-(4,4,5,5,- P4 FF 3& 1,3, 2- — 40 2 00 2 —2— 35 ) it
WE , 164mgd— I IEBE M | 0. 56ml = Z & M1 0. 32ml ALRE ¥ T 4ml & P4, N 545mg
LW, EIRBHR G 24 /DI o KM RE SN, N ST R /K Vs, 25 BT
.. BEHHRKUIER, PR RAIE, MRS W REER, K5
FITAS () 5 B ) 2 ek AT IR A 24045 31 117Tme2, 6— %0 —4— (4 2L —1H- BRME —1- 2% ) 1t
WE . ARG TS 4 AP BR 2 A3 BIARE i, BL 2, 6- & —4- (4 FIE —1H- BRkmk —1- %)
MEmE AR 2, 6- 5 —4- (1 FI3E —1H- nibmg —4- 38 ) ntbme, 153 (S) -N*-[1-(4- HAEE) &
5E 14— (4- FIE —1H- Bk —1- FE ) -N°= (ke —2- 3% ) nikme -2, 6- %, BTk a4 H
I EA RS B B S B R

[1461]  MS(EST)m/z390 (M+H) "

[1462]  SZjifEfs] 137

[1463]  (S)-N-[1-(4- FIEIL) L T-N,N°— — (WkmE —2- 35 ) ke -2, 4, 6- =i
[1464]  FSCJtf5) 38 [FIAHIF 772, Lh 2— S ZEmE A (S) -N- (kg —3- 2% ) LB,
23] (S)-N-[1-(4- &I ) L5 1-4-(4— FEE —1H- mRkme —1- 56 ) N~ (ki —2- 3% ) nft
e -2, 6— —fi%,

[1465] MS(EST)m/z403 (M+H)"

[1466]  SZjfafs] 138

[1467] (S)-4-(3F A F A FE)-N-[1-(U- L K I ) £ F 1Nk Be —2- FL ) i
Mg —2,6— i

[1468] DI 1

[1469]  2,6- % —4- (M AR EEL ) mbng

[1470] 4% 109mg RN FELS T 2ml — R BB, ZEUOKAETT A 60mg60% Z it
By, EEBPER G 20 438, 15NV I 400mg2, 4, 6— =&khE , =E\BiFE 30 7>
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Bhe RN IMAIKIFH CIR OB . HERKERANE , AR5 AR T Wk
ZARAAHSH , ARG TR Bk B A e AT E A 443 21 133mg HFrL-G Y ettt

[1471] IR 2

[1472]  (S)-6- Gl ~4- (RS AL ) -N-[1-(4- JAEE ) L5 ] nbng —2- iz

[1473]  #% 130mg2, 6— — % —4- (M ZE 43 ) MbwE |, 92mg (S)- (5 -1-(4- WA ) &
fiz , 36mg2—( — — BUT FEBEIL ) BEK | 144mg BUT BERIFN 14mg LERAEAK K INE] 2ml Jii <, FF
A, FEGRAT SOCHFHREY 15 8h. RNEHEH CIR LM . AR KR R KB
BV ARG IR ER B T o IR 28 PSSR G IS5k B ) 48k AT )2 M Ak 4 1)
122mg HbRML ST EM .

[1474] DR S3

[1475]  (S)-4- (3R N & A 40 0% ) -N*~[1-(4- L K 55 ) & FE 1-N*- (i e —2- 2% ) ik
WE -2, 6- —Ji%

[1476] 44 112mg(S)—6- & —4-( 3 N 2 F 4 B )-N-[1-(4- 5, & &) & F ] it
WE —2- % , 43mg2— ZIEMLIE | 6Tmg2- “IF O -2, 47, 6" - R NEEECE , 51mg ST
BEANAN 36mg — ( NP REENE]) (S47) —AUKZXm®] 2ml B 1, 4- 8k, fEES
N 100 CHEFHR AW 1.5 /Mo I R CIERRE » AU K AR K PR s, AR5
FHBRER BT o DR 28RBS, ARG TS AR B i A E A 4445 21 103mg H bRk
ERE R AR

[1477]  MS(ESI)m/z380 (M+H) "

[1478]  SZjitafs] 139

[1479]  (S)-N-[1-(4- FIRIL ) LI T-N- 3L —4-(1— FI3L —1H-mhmp —4- 56 ) -N°— (it
I —2— JL) ke -2, 6- A AN

[1480] DR 1

[1481]  (S)-6- &l N-[1-(4- JARIL ) LI J-N- 3L —4-(1- L —1H- mibme —4- 2% ) it
WE —2- fi%

[1482] % 92mg (S)—6- &l N-[1-(4- | K ) £ J-4-(1- FE —1H- e me —4- 5 ) it
M —2- BT 1. 5ml PUSRRIE A, DN 17mg60% S AbEh , SiRMEIREY 10 08, A
26 1 1 LML, H 100 °CHlipdm S S N5 438 o [ NS NN 8mg60% AL B AT 26 1 1
RIS, 130°CHiRE NI 10 7380 e RV T A K I SR LR . A HLE MK
HKRNER RGeS, ARG AR ER BE T0 . DR ZBE R BRI, AR5 I3 105k Bl A rt A E E AT
{193 62mg HbrAL G0 s Ll

[1483] JLIE2

[1484]  (S)-N-[1-(4- HAKIE ) LFE ]-N- FIE ~4-(1- 3L —1H- nfbmg —4- 35 ) -N°- (g
e —2- L) HWERE -2, 6- A SN

[1485] ¥4 60mg ((S)—6— &l N-[1-(4- L K & ) & & J-N- J & —4-(1- FF & —1H- nit
e —4- JL ) HERE —2- J1Z , 18mg2— ZAFENEE | 16mg2- I CAEMEAEE -27, 47, 6" - =R NI
25, 24mg BUT BT Omg = ( M RZEPTEA ) (07 ) KRN E) 2ml AR R, 1R
AR 100 CHFREY 1 /N SNSRI R FEJE T 44k 15 3] 60mg (S) -N-[1-(4- 7,
HF) LFE TN - FEE —4-(1- 3L —1H- npbme —4- 3L ) -N*— (nipmg —2- 3L ) mkme -2, 6- —fi%
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Rt dhah, PG E I EE S 2 29mg B AL SV R K
[1486] MS(ESI)m/z404 (M+H)"

[1487]  JCEIPMT{E (Cool,FNHCI+2. 2H,0)

[1488]  F4{H (%) C:55. 10, H:5. 76, N:20. 45

[1489]  JEfE (%) C:55. 27, H:5. 44, N:20. 09

[1490]  Zjitafs] 140

[1491]  (S)—{2-[1-(4- HARK ) LHFIE 1-6- (NkiE —2- FLEUHL ) ke —4- J¢ | I
[1492] % 100mg (S)—2-[1-(4- AKE ) LA ]-6- (LR —2- FL2 0L ) SR 1 s
T 1ml PUERRIE /DB 20mg SAGELES , SRR S 6 /N o DY S
W RNV YATE , SRIGAEIEI0°C, AN 2511 7K, 25 u 12N SEAL B K AT , B 751 1
K, RNIREW R ER ST IR 28 BRI , ARG IS AR B M etk A I i A A5
2| 60mg H bRt W FH BRI R

[1493] MS(ESI)m/z340 (M+H) "

[1494]  SCjfafsl] 141

[1495]  (S)—2-[1-(4- | AK ) LTI 1-6- (ke —2- FLSIL ) B

[1496]  7F 500mg (S) —2-[1-(4- 2k ) LIz HE 1-6- (MbME —2- FL2 5L ) IR T R
(SEHEfe) 134) S sml FIEEAT 2. Tm12N S ALK R G IR HEIR 540 6 /M.
RNESEH S CBEFUKFRRE , HATZEL, K 2N BRI INAOKZ o i S8 PT3E HE I ] 4, 9 Hs
T2 160mg HArML G AR K.

[1497]  MS(ESI)m/z354 (M+H) "

[1498]  SCjfafsl] 142

[1499] (S)-N-[1-(4- FAIL) £ H 1-4-(- FAEIL L HFE)-N-(nfk B —2- 3 ) ik
Mg -2, 6— _fEE SN

[1500]  Fa B St 12 [OAHIR 75 ik, DL 2- FARIE QB & 1, 13 31 (S)-N*-[1-(4- 3
KL ) LFE 14— (- PRI QS ) -N- (b —2- 3% ) mbmE -2, 6- %, BkAh, BT
WA E T EA SR B LG M Em K.

[1501]  MS(ESI)m/z384 (M+H) "

[1502]  SZjfafs] 143

[1503]  (S)—2-[1-(4- FARFL ) LFIEHIL [-6- (kiR —20- FLa L ) Weng —4- JIF

[1504]  7F 500mg (S) -6- & ~N~[1- (4~ i HKEE ) £ 1-N-(nlbms —2- J% ) g -2, 4~ —
e (SEiEfs] 9), 197Tmg FALEE , 66mg2— I CIERSIE —27, 6" — — R4 SRR 66mg — (
WEARFE A ) AR A N = R R AU VR AW (99/1), ISP RN E S =57
B, 150 CTUPER ST 15 708 RV LR LFEMRE o IR KA B /K PR TR SR )5
IR T . 28RBS, ARG P Ik M At JRAE E A aiA 9 21 323mg B AR5
VIR TR K

[1505]  MS (ESI)m/z336 (M+H) "

[1506]  SCjfifsl] 144

[1507]  (S)—2-[1-(4- FAFL ) LFEAIE 1-6- (kg —2- FLa 3L ) FUAMEIE

[1508] 4% M Sl 9] 143 (IAH [F] 7735, LA (S) ~4- Sl -N-[1-(4- AR ) &5 I-N- (it
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e —2- 5L ) MERE -2, 6- —JEARE (S)-6- & -N-[1-(4- HRIE ) L5 I-N- (kg —2- %)
WENE -2, 4— % (LR 9) , 433 HFR AR B AR K.

[1509]  MS(ESI)m/z335 (M+H) "

[1510]  SZjfifs] 145

[1511]  (S)—2-[1-(4- HFARI ) LFFI 1-6- (HhmE —2- FLaIL ) FUAAEEL

[1512]  7E 500mg (S) —2-[1-(4- AL ) LA 1-6-(MbE —2- B2 ) - FHEE (5
i 141) HON 16m17N 28 / FEEE BB B E T 100°CHAR G 3 Ko 28R
TR NS AT, ARG TS % A AL E N ali b3 2 310mg BARL SR B
[1513] MS(EST)m/z353 (M+H) "

[1514]  SZjfafs] 146

[1515]  ()-N-[1-(4- S A&K) £F1-6-(1,2, 41— pp —3— F ) -N'— (kg —2— HL ) s
me -2, 4~ RS AN

[1516]  # 150mg (S)—2-[1- (4~ % F ) LFERFE 1-6- (MLHE —2- FE&(FE ) Mg —4- JiF
(SEHE) 143) %T 5ml Jo7K SHEEAN 156mg FRAE S A A, N 309 1 | =g, AR
G 2 AN . ROV KFRE , H GIR OB MR EY) , IR KR K BERAVLE ,
SR R BR T o IR 28 VST, TS AR B At AL A 4415 31 140mg 45 (1
T B . 6 RV I bml JE L — CEEAT Tmg X — FATRPR , 60 CHHHR G
4 /NI R NRE MBI AR S BB K, H LR CRRABURE . MR KA
EARBFANIZE , N5 HBREE T8 o R ZE KT, PS5k B 2k A : = A 44k
135 141mg (S) -N~[1- (4= AR EE ) 43 ]1-6-(1, 2, 4= B mp —3- 55 ) -N*= (L mE —2- 56 )
WENE -2, 4— %o PG R EE AT R 6Tng B S AR K.

[1517]  MS(ESI)m/z379 (M+H) "

[1518] ﬁ%ﬁ\*ﬁﬁ <C18H15FN80 HC1)

[1519] 408 (%) C:52. 12, H: 3. 89, N:27. 01

[1520]  J5EE (%) C:52. 33, H:3. 97, N:26. 90

[1521]1  SZjifafs] 147

[1522] (S)-N-[1-(4-FAERE) £F1-4-(0,2,4- "8 0 -3 F ) N (nfpiE —2- 3L ) ik
g —2, 6— —fEA MY

[1523]  FfSjfs] 146 7775, LL (S)—2-[1-(4- A ) L2 1-6- (nbE —2- £
5 FHELEARE (S)—2-[1-(4- HREE ) LFEEIE 1-6- (nbsRE —2- FEa L ) meng —4- Jif,
B ()-N-[1-(4- A ) 43 1-4-(1,2,4- BE m -3- 56 ) -N- (b i —2- % ) ik
WE -2, 6- —fik. AL, FrSHE Y HE T EE S 2 Btk & a G K.

[1524] MS(EST)m/z378 (M+H) "

[1525]  Sijitafsi] 148

[1526]  (S)—2-[1-(4- AT ) LFHEEIE [-6- (ki —2- LS ) JHRE PG

[15271 D1

[1528]  (S)—6- &l —2-[1-(4- WL ) LFEZIE ] MR T 5

[1529] ¥ 5.0g2,6- — & M B F B % T o0oml — B X F Bt B b, A
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4.39g(S) - (=) -1-(4- AT ) L%, 6. 27g NI LNE N 150mgd— — R FE2 FEnbIE , 60°C
BFER G 24 /Pt IR NIREY) , NG O SRR, FHZK R BRI v, H
MR TEEAVE . WK, N5 ISk Y AR AL B4t /3 3 2. 83g H
AR A/ IS REY /i 5

[1530] D& 2

[1531]  (S)—2-[1-(4- WAREL ) LIEIE 1-6- (b —2- FLa ) JHIR s

[1532]  #% 2.83g(S)—6- G —2-[1-(4- AL ) LI E T MR B I , 870mg2— & Fk ik
e, 1.06g2- "IN -2, 47,6’ - = FINFEEEE , 4. 09g R — 4 A1 475mg = ( Z3F
I ) (R ) AR 1ml K 1, 4- ZEEgEh , ZEEAT 100°CHFHR G 1
NI RV CTR SPERE o MR K N ER K BEGWTR, AR o IR R B T8 o el R 7%
REEH , NG Ik B A KA E i aiiu s 2 3. 14g BAsb SOk K.

[1533] MS(ESI)m/z368 (M+H) "

[1534]  SZjfafs] 149

[1535]  (S)—2-[1-(4- AL ) LFGH 1-N, N- B -6 (ks -2 FLo It ) S UmER%
[1536] ¥4 7TOmg (S)—2-[1-(4- JzR3E ) LA E 1-6-(nbiE —2- A E ) R (S
1 141) %1 0.5ml “FILAEHEH , A 8img — FIZE MY , 3Tmgl- 23k -3-(3- —
FILZ IR IE ) B W HZ A, 32mgl— F20k —7— EAA I =Mk, F10. 18ml — A2k
O, BEBFEHREY 4 D0 RNEEH R OB, IR KRR BERAVLE |
NG TR BT . 2R KW, ARG TR I ik T W 2tk JRcA: A 284043 21 45mg B AR &
VIR B O K

[1537]  MS(ESI)m/z381 (M+H) "

[1538]  SEjifEfdl] 150

[1539]  (S)-N-[2-( —FFESIE) £F 1-2-[1-(4- FAFL ) LFEEIE 1-6- (ke —2- 5
I ) TR

[1540] 4% MRSZf9) 149 WIAHR 77722, AN, N- —HE 2 IS —FIZEA &Sy, 53 5
FRLE YR BRI K

[1541]  MS(ESI)m/z424 (M+H) "

[1542]  SZjfafs] 151

[1543]  (S)-N-RUTFE —2-[1-(4- FARFL ) LILFIE [-6- (ki —o- FL I ) FUAMERE
[1544] & HESLEM9] 149 HIAHIR 72, AAUT I8 — Al E &4, 13 2 B &9 A
R

[1545]  MS(EST)m/z409 (M+H) "

[1546]  SCJfafs] 152

[1547]  (S)-N- £33 —2-[1-(4- FARFE ) LFESIE 1-6- (kiR —2- FERUL ) SRl
[1548]  7F 450mg (S) —2—-[1-(4- FRIE ) LHEEEE 1-6- (MbiE —2- B ) iR (5L
i 141) 1 2. 2m] S A AR AR R R G I 1. 32 TH- 2R =k —1— FRA L =tk
Mt NEIEIREL , BHEIRE W 15 438, A 520mg SIEEAFALY) , BiHHIREW 2 Ko
[T SR SRR, IR KRR BERAVLZ , A5 RS . 28R 2%
), ARG TSR B Ik I AE A 24 A5 21 390mg H bl W0 3 Uk K
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[1549]  MS(ESI)m/z381 (M+H) "

[1550]  Sijififsi] 154

[1551]  (S)—{2-[1-(4- KL ) LHZIE 1-6- (MERE —2- FEZIE ) nihme —4- F& | (kg
fot —1-Fk )

[1552]  fE & SEiifs] 163 BRI~ 9, 1338 (S)-{2-[1-(4- WA %) oA E 1-6-(nt
W —2— JREIE ) MEmE —4- 2%} (mbmsde —1- 25 ) AR B R oK .

[1553]  MS(ESI)m/z407 (M+H) "

[1554]  SCjfifsl] 155

[1555]  (S)—2-[1-(4- FAF ) LFFIL 1-N- NI —6- (ke -2 FLo(FE ) AREEE
[1556] & M SLHifs) 149 WAH R 772, DL AU — g A A3 2 B et 64 -
[1557]  MS(ESI)m/z395 (M+H) "

[1558]  SLjfifsl] 156

[1559]  (S)—1-{2-[(S)—1-(4— | AF ) LIEFIL 1-6- (kg -2 FLSUIL ) meng —4- 3L |
BT e —2-

[1560]  F HESZafs) 1 IAHIE 773, BL (S) - B A T 48 —2- H k% (4% Chem. Phram.
Bull., 1998, 787-796 JiiE& e ) AVRIRIE —2— Wi , JFH 1, 4- ZRELE/E AR 2 hI RV,
B, 192 B bk & e ok Ko

[1561]  MS(ESI)m/z409 (M+H) "

[1562]  SZjfafs] 157

[1563]  (S)-N-[1-(4- F AR ) LHE 1-N°— (ki —2— k) —4- (PUST —2H- ML —4- FL4
B ke -2, 6- —eE Sy

[1564]  f& M SCjifs] 138 HIAH R ik, A DU S —2H- nikisg —4- BEAC N ZE i . IbAk
FIT A A B W 22 55 7T AT A S RONAT 21 B ARG S35 3 Bk K o

[1565] MS(ESI)m/z410 (M+H) "

[1566]  SZJfafsl] 158

[1567]  (S)—1-{2-[1-(4- FAIL ) LILHIE 1-6- (NkHE -2 FLIE ) MEme —4- FE | HI%
AT Jt -3~ FERY

[1568]  FMASCHE] 1 AR R 532, A 3— ENIR T bt B A ke —2- B, FFAF A
1, 4- ZBELEAE PR 2 th i s NV, 4931 B SRS Y0 s R Ko

[1569]  MS(ESI)m/z409 (M+H) "

[1570]  SZjfafs] 159

[1571] () -2-[1-(4- | AFE ) LFEIL |-N-Q-FIF L) —6- (nhns —2- FESIL ) I
Bl

[1572]  FZBESCpEM] 149 WIARIR 75 v, A H i QA3 — R A &AL, 15 2 B ARt &9
R AR K o

[1573]  MS(ESI)m/z397 (M+H) "

[1574]  SZjfafs] 160

[1575]  (S)—2-[1-(4- ATt ) LHE%E [-N- AL —6- (ki —2— FLoIh ) L
[1576]  f& HESKtEf9] 149 i 777%, A8 FH A g & A A — Rk & &4y, 13 2 B brib &

X
7
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W s Ok Ko

[1577]  MS(ESI)m/z367 (M+H) "

[1578]  SZjfif] 161

[1579]  (S)—{2-[1-(4- AT ) LILFIL 1-6- (ALME —2- FLEIE ) mhwe —4- FL } (g
WL

[1580]  f2& M S jtafs] 149 WIAHIR J7 ¥4, A8 FH W kA — F e S A4, 45 31 B AR &4 11)

RO AR

[1581]  MS(ESI)m/z423 (M+H)"

[1582]  SLZjfafsi 162

[1583]  (S)-N—"WHE —0-[1-(4— g oKL ) L AL |-6- (e —o— Lt ) RS S

&L

[1584]  f2 B <L a4 152 WIAH [F] 77325, A8 R AU — Pl A &4, 1531 (S)-N- 7§

e —2-[1-(4- i ARE ) CFAIE 1-6-(nbmE —2- B ) FUWELZ . oh, IS &4Y

20 T IEAT E A RNV 2 B bR S s o oK.

[1585]  MS(ESI)m/z443 (M+H)"

[1586]  SZjfifs] 163

[1587]1  (S)-N— BANFE —2-[1-(4- HAKE ) LILFIE 1-6- (kg —2- FEaE ) R Uit

[1588]  f& HESLtEfs] 149 HIAHIR 77 1%, A IR N AU — A Sy, 153 B stk &)

FRR B ) K o

[1589]  MS(ESI)m/z393 (M+H) "

[1590]  SZjfifs] 164

[1591]1  (S)—{2-[1-(4- FAFHE ) LFFIL 1-6- (NkmE —2— FLZUIL ) ke —4- 3 } (4- L

WRiE —1- F% ) i S

[1592]  Fi J Sl 441) 152 fR AH [F) 77 3%, A8 1- 2R IR AR — i &L b ), 13 31

) -{2-[1-(U- A2 ) CHEFE 1-6-(n g —2- L&) mbme —4- & ) (4- F Ik

W -1-2k) H. MhAh, FrSIE A BT A A R VAT B B AR LA R T A

[1593]  MS(ESI)m/z436 (M+H) "

[1594]  SZJfafsl] 165

[1595]  (S)—2-[1-(4- FFoREE ) LILEIE 1-N-(0- FHEILLIL) -6 (ke 2 FEE) 7

R FpE g

[1596] & HESLtEfs] 152 WIAHIR 772, LA 2k £ A8 — PR E &4y, 13420 B brik &

E O K.

[1597]  MS(ESI)m/z411 (M+H) "

[1598]  SLjfifsl] 166

[1599]  (S)—2-[1-(4- W AK ) LHFFI |- [FAFE -6- (kiR —2- FE%0E ) Bkl

[1600]  FfSLHtf] 152 WAHIF 72, LA 1- IN AU — A g L S, 13 2 AR &%

EANGEN ) 57 N8

[1601]  MS(ESI)m/z395 (M+H) "
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[1602]  SEjfEfsl 167

[1603]  (S)-N- FAPFEAIFE —2-[1-(4- HAKE ) LFLSIE 16— (kg —2- FL2UE ) it
i3

[1604] 4% [ S5 152 WIAHIR) 77 i, DLRR AN 2% AR AR — i A e, 19 28 B Asfb &
Mg s R K

[1605]  MS(ESI)m/z407 (M+H) "

[1606]  SZjifEfsl 168

[1607]1  (S)-N- 3 [ 3 —2-[1-(4- FRKE ) LHLFIE 1-6- (kg —2- FESE ) R
[1608]  F MRS MG 152 [FIAHIR T ¥, AR T 2R &0 — R A S, 15 2] B hrfb &4
AR )i 57 N

[1609] MS(ESI)m/z407 (M+H) "

[1610]  SZjjEf] 169

[1611]  (S)— E T HE —2-[1-(4- FARIL ) LHESUE 1-6- (ki —2- FLa It ) FARmERL
[1612]  $ZHRSLEME] 152 IAHIR 772, DAIE T ZE AU Z P A Sy, 153 Birtb &9
[RIE R K

[1613]  MS(ESI)m/z409 (M+H) "

[1614]  SZJfafs] 170

[1615]  (S)—2-[1-(4- FARF ) LFEHFL 1-N- 7 [ I —6- (kiR o S 3L ) FURmE%
[1616]  FMESCHEfs) 152 (KJAHIR T3, DL T 2R e A0 — RRE S, 15 2] B b b &9
FRIR B ) K o

[1617]  MS(ESI)m/z409 (M+H) "

[1618]  SCjiafs] 171

[1619]  (S)—2-[1-(4- L AHL ) LFLAIL 1-6- (ke —2- FLEIL ) -N-(2,2, 2~ —JHLHL)

[1620]  #ZMESCHERE] 152 AR IE 775, B 2, 2, 2- =3 LR — P E &4y, 15 3] H b
WEWHRT R AR

[1621]  MS(ESI)m/z435 (M+H) "

[1622]  SZjEf] 172

[1623]  (S)—2-[1-(4- FAKIE ) LILFIL [-N-(3— FILNEL ) —6- (kg —2- FLFIE ) F Al

B
[1624] %M SCHlif] 152 (AHIR 5%, L 3- 3 N AR — A e, 5 3 H sl 5
Yrss ok Ko

[1625] MS(ESI)m/z411 (M+H)"

[1626]  SCjjafs] 173

[1627]  (S)-N-(2- LAFELIE ) 2-[1-(4- | AK ) LTI 1 -6-(imE —2- FLF I ) &7
y I

[1628]  fMESCHEW] 152 WAHE J7vk, DL 2- Q836 ORaA8 — P iEE &), 153 B Frik
EFH O K

[1629]  MS(ESI)m/z425 (M+H) "
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[1630]  Sjfifs] 174

[1631]  (S)—1-{2-[1-(4- AT ) LIEZIE 1-6— (hHE -2 FEZHEL ) WEnE —4-FL | -N-F

TR A T bt -3 FPERE

[1632] DI 1.

[1633]  1- —ZKAIJE -N- IR WIN T 4 —3- F b

[1634] K 400mgl- — 2K FEEE LI T bt —3- IR (MR W02005/49602 FITid 7774 1) %

T 4ml —FEEFERE T, NN 683mg = 2%, 122mg WA EALY , 304mg - R IE =k

M 431mgl- 43 -3-(3- ZHEAFNE ) m - WEAANY , SEMHREYEIR. Kk

N SR SRR o MUK AR S K PR RV, SR S5 IR BT o IR 28 R it

), ARG TSR At A E Al A1S 21 158mg B AR LS.

[1635] ZDIE 2.

[1636]  (S)-1-{2-[1-(4- R AEE ) LFERE 16— (b —2- BEa &) Mg —4- 2 | -N-H

TR AT e -3 FEERZ

[1637] ¥4 150mgl— — K F3E -N- FERRE AN T 4t —3- LIRS T 6ml FIEE, 535 u 14N #h

MR 1R S, N 150mg20% A AL, £ 4 M RAK FERENMBEY L. 38
SEARE ) PR 46 pE A 21 150mg IR BT . 8lmg TS AL A% T 5ml i<

1, 4= ZRB8ep , KM 8lmg = ZJi%, 184mg (S) —6- 5 N~ [1- (4~ A IE ) L5 1-N-(lt

e —2— 2% ) WERE -2, 4- %, 51mg2- IR CEEIRE -27, 47, 6" - R INEEEARE |, 103mg A

TEEAA 5omg = ( ZERFEEPNER ) (F07) A, AEEAUT 90°CHEHHR A 3.5 /. &

NS SR SRR, FFARIRFH K R K B, SR 5 AR R BT o Dk s 28 R 77, AR

J& TS AR B DA AL R A a4 A5 21 24mg (S) —1-{2-[1- (4- 4 5E ) SHE22E 1-6- (it

W —2— JRE L ) WEIE —4- 2% |} -N- FERE AN T bt -3- B Bk K.

[1638] MS(ESI)m/z423 (M+H) "

[1639]  scjfifsl 175

[1640]  (S)-N-[1-(4- FIEIL) LI 14— (FAEIEFFL ) -N°— (ke -2 35 ) nfkine -2, 6- —

i3

[1641] ¥ 20mg (S) —{2-[1-(4- AL ) LA 1-6-(Mbk —2- F& K ) e —4- &}

AR (SEhEf) 140) W T & FHh , UK HT A 59mg DYVRAHR N 4Tmg — L%, Bl

FEIRAEWY) 30 438h. ARG 90 1 19. 8M FEEEY / FELE W, DRGSR . RVEH

H CT8 CEERRE , MR KR B K W, SR G IR BR B T4 o IR 28 B3R, ARG Pl

[R5 B etk AT E AT 41T 31 Tmg B AR S Uk Ko

[1642] MS(EST)m/z354 (M+H)"

[1643]  SZjfEfs] 176

[1644]  (S)—1-{2-[1-(4- G AIL) LFEFIE [ -6 (kMR —2-FEEIE ) MEIE —4-FL | N, N-—

LRI IE T ke -3 A%

[1645] 2 HESLEME] 174 17775, DL P AR PIcE 2y, 153 Birtb 59

H R A

[1646] MS(ESI)m/z437 (M+H)"

[1647]  SZjtafs] 177
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[1648]  (S)-N-(1—{2-[1-(4- W AKE ) LFEFIE 1-6- (kg —2- FL(JE ) wemg —4-FL | A
Z4I T e -3 FL ) FRRERE RS

[1649] ¥4 100mg1- (AHUT HIERIL ) —3- I B INIA T hews T oml S ke, A 225mg
TR SRIFUKA TN 100mg FEEEES , iHRSYNENE S|P . RV
W CTR CEERRE o IR FH 5% Fr AR TR KV TEURN B /K BRI, ARG IR BT . W&
JEZER TG E] 199mg oM. TS HMET 2. 6ml & F LS, WA Inl =5 LR,
FEIRBPR AW . R RIS R M. TS T eml S 1, 4- ZREkE
H, RN 200mg (S) —6— 5 -N~[1-(4- FA3E ) £ T-N'- (g —2- 3% ) meng -2, 4- —
f% , 55mg2— “IRCIEREE 27,47, 6" - =R INIEECREE | 11 img SUT RN |, 294mg — LA
60mg — ( M RIEPIER ) (57 ) Z48, /RS T 90 CHAREY) 3 o RINVEHEH L1
CPERRE o MR FHZKRH R A BRI AR 5 R RR B T o IR 28 R PR, ARG 1R
YR MARER AL ENTAMLIF R 12mg B AR AR H OB K .

[1650]  MS(ESI)m/z459 (M+H)"

[1651]  SZjfifsl 178

[1652]  (S)—1—-{2-[1-(4- FARIE ) LIEHE 1-6- (ke —2- FLa 0% ) memg —4- 5 | B¢
T e -3 i

[1653]  Hf 216mgl— (BT BRI ) —3- FUIEE I T e T 2. oml & Foed, A Iml
RO, BERNREYE A WA KBRS KIS T 4nl S
1, 4- B8 AR 302mg = 2%, 205mg (S) —6- 50 -N—[1- (4- WKL) 258 1-N*- (it
MR —2— 3L ) WERE -2, 4- % 5Tmg2- “IRCIEERE -27, 47,6 - =R INIEBEIEIL | 229mg AL
TEERIR 62mg = ( WP REEAE ) (507 ) 4, & 90 CHFHR A 3 /Mt [V
W CTR SRR o IR KRB K BRI AR G IR IR BT o ks 78 R I 7m)
SR T4 5% B e e AT E AT 4 AS 31 58mg H AR & ik K .

[1654] MS(ESI)m/z391 (M+H) +

[1655]  SLjifafs] 179

[1656] 2-(4— L 45 K )-2-[4-(1- A JE —1H— Ak mp —4— F ) —6— (it i —2— FE S0 3E ) it
g —2— FLEIL | Lﬁ%

[1657] D1

[1658]  4-(4- AL ) BEMepE —2— i

[1659] % 600mg2— I —2— (4- AL ) & —1- BEM 80mg TRIRFH&IFE T 914mg kIR — &
Berh , 130 CHFHIR-G ) 2.5 /M, 7T 100°CHiHE 2. 5 /NI [RIIN BR 2577 A I OB ROV
W L8 LR o MR AR SR 7K BRI SR G IR BR BT o ek 28 R P v 15 21
610mg HARA P .

[1660] DIE 2

[1661]  3-[6— %0 —4—(1- FEE —1H-nfbme —4- 35 ) MERE —2- 3% 1-4- (4- R ZE ) BEMLE —2— il
[1662] 5 379mg2, 6— 5 —4—(1—- FI3E —1H- ntkmk —4- FL ) ItEiE , 300mgd— (4— FAIE ) I
RGE —2— [ , 192mg4, 5- X ( " 2RFEREEE ) -9, 9" - —HE Wi, 705mg M =80 A1 172mg =
(W RFEET ) (FU7 ) K oom®] 10ml B 1, 4- ZREkerh, R T 90 CHHR S
Y5 /NI e RNV CBR CERRRE o MR A ZKRH 3h K BRI AR 5 R BR B -1 o U3k
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FEZERIER], NG TSR AR AL E a3 2 212mg BAME SR = O K.
[1663] DR 3

[1664]  2-(4- F A J& ) —2-[4-(1- B 2% —1H- mif mg —4- J% ) -6 (nip i —2- JE 20 55 ) it
W —2- L2k ] LB

[1665] ¥ 80mg3—[6— & —4— (1— FFEE —1H- ML Mg —4- 3% ) nipig —2- & 14— (4- At ) B
WEIGE —2— ] , 20mg2— ZFEMEIE | 20mg2— — IR CEEMEIE 27, 47,6’ - = RN FEIIESL | 41mg AL
THERIAN 22mg = ( ZEREWNE ) (507 ) KO ®] 2. 5ml i< 1, 4- ZREkE, 7B
T T OCHHIRAED | /M N SR CIERRE . IR KN ER K P58 AR
Ja R R L5 o P Z8 R BV , ARG P A9 B ik B W) 2 ek Jec A JZ AT 44043 21 34mg B AR
AW B AR AR

[1666] MS(EST)m/z406 (M+H)"

[1667]  =Zjfifs 180

[1668] (S)-N- L FE —1-{2-[1-(U-F K I ) L FLF I 1-6- (L i —2- FE 5 FL ) W
e —4- 3L | BRI T —3- FlERE

[1669]  f& HRSLEfF] 174 (17715, UL L@ A Pl E S AL, 13 2 B AL &9k
AR Ko

[1670] MS(ESI)m/z437 (M+H)"

[1671]  =Zjififs 181

[1672] (S)-N.N- — £ FE —1-{2-[1-(4- FRFL ) LFEFIE [-6-(IhME —2- FLoHL ) W
mE —4- 3 | BIREL T 4 —3- FEEIE

[1673]  FZASCHEM] 174 WIAHIF 77, L= QA I ey, 1538 Btk 6 A &
[1674]  MS(ESI)m/z465 (M+H) "

[1675]  SZjitids] 182

[1676]  ()—1-{2-[1- (4= I ) LHLFIL 1-6- (HhER —0— FLSUHL ) HENE —4- JL | L
[16771 D& 1

[1678]  (S)-1-{2- G —6-[1-(4- | AEE ) LHEEZIE ] mhhe —4- &} Ll

[1679] % 53bmgl-(2,6— — & Mt B¢ —4- &) & Wi (S @ ) 29 5 B 1 A
2),391mg (S) - (=) -1-(4- W AH ) LJi%, 262mg (+)-2,2" - X ( ZZRFEREIE ) -1, 1 - =K
%=, 1. 28g TRIERFE A 63mg LMRAEAK I INE] 10ml i 28, ZEGE/ ST 100°CHHIEEY) 3
NI o RIS E M 443 21 132mg H bRt &9 s ok K.

[1680] MS(ESI)m/z293 (M+H)"

[1681] DIE 2

[1682]  (S)-1-{2-[1-(4- 2RI ) LFEEIE ]-6- (MERE —2- 2 ) e —4- 2%+ LN
AFNY)

[1683] ¥4 150mg(S)-1-{2- S —6-[1-(4- 9 =K &) & F A FH Tt mg 4- %} &
Wi, 51mg2- 28 LML |, 49mg2— I CUIEMEIE 27,47, 6" - = R INFEICAE | 59mg AU T BERN
1 23mg = ( W RFEENET ) KOO E] eml B 2R, AEEAT 100 CHFER S 20
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IrEP. RIVIETRAAE R ENT A0 2] TTmg (S) —1-{2-[1- (4- acdt ) L3I 1-6- (it
W —2- JE2 ) MERE —4- 55} ZM. P i S E IO EE RS 2 B stk &9 e
[1684]  MS(ESI)m/z352 (M+H)"

[1685]  JUE 7 HT{E (C,oH,gFN,0 HC1+0. 8H,0)

[1686]1 4 H (%) C:56.73.H:5.16,N:17. 41

[1687]  J5E{E (%) C:57. 06, H:5. 20, N: 17. 02

[1688]  SLjjfafyl 183

[1689] (S)-N-[1-(4-FF K F) LI 1-6-3- F A I F AW T % —1- 3£ )Nk
I —2— FL) mErE -2 4- — RS S

[1690]  FfSLHtf 1 FIAHE 7%, UL 3- AN T A S AR IRIE —2- B, 15
2 (S)-N-[1-(4- HAFIL ) 2H 1-6- (3~ FREEESIN T Bt —1- 35 ) -N- (ks —2- 5 ) m
WE -2, 4= —fi%. PrFbay i E R @A 2 B st s o oK.

[1691]  MS(EST)m/z396 (M+H) "

[1692]  JTEDHTE (C,0H,,FN,0 HC1+0. 3H,0)

[1693] &4l (%) C:54.93, H:5. 44, N:22. 42

[1694]  Jl5E{E (%) C:55. 14, H:5. 44, N:22. 16

[1695]  SiZjifafsi] 184

[1696]1  (S)—1—-{2-[1-(4- AT ) LILHIE 1-6— (kR -2 FEZHL ) Mg —4-FL | -3 Ff
RN T ke -3 A S

[1697] & HESLHAS) | (AR IF T77%, BL 3— FRERE AR T bt —3- B AL AR DR % -2 I,
32| () -1-{2-[1-(4- TAEEE ) LFHEEIE ]-6-(nkiE —2- a7 EE ) g —4-J& 1 -3-
BT bt -3- B i3 IEY T E I EE @33 Btk & Bk Ko

[1698]  MS(ESI)m/z396 (M+H) "

[1699] g ﬁ jﬁl 185

[1700]  (S)—2-[1-(4- HAH ) LHFFIL [-N- FIL —6- (ki —2- FESUIE ) IR
[1701] DR 1

[1702]  (S)—2-[1-(4- At ) LHEEEE ]-6- (MbiE —2- a A ) Mg

[1703] ¥4 1. 0g(S)—2-[1-(4- I ) LA 1-6-(MbiE —2- R ) MR F s T
60ml FEEA, A0 20m1 10% S BIAREIR , INFARIAL R NIV 4 /N o 8 Hs 28 T B 25
BEo JTAS/KZEH = CmEses , M 10% ShE iR -G pH 15 2 3. 198 PTve i il 44, A
KGR TS IA 4, 43 21 880mg H Frib &Mk vtk K.

[1704] DI 2

[1705]  (S)—2-[1-(4- JAcdE ) LFEEEE J-N- 5 —6- (kg —2- Rk ) bk
[1706] 4% 80mg (S)—2-[1-(4- AL ) LHERE ]-6- (b —2- FEa ) MRE T 1ml
PO , i\ 86mg O- (2K JF =M —1- FE ) -N, N, N, N’ — 4 FSLJIR BH B 1 /S e 1 2
(HBTU) 1 59mg = L Ji%. ZimHEFEREG 30 28, RIS IO 119 1 12M Fi% / DY R
W, BEHHREY) 5 /M. ROV ATER AT E N a4 A3 2 45mg B AL S0 B 8 K
[1707]  MS(ESI)m/z367 (M+H) "
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[1708]  SZjifafsl 186

[1700]  (S)—2-[1-(4- | ARFL ) LHEEIE [-N,N- — L —6- (kMg -2 FRaUIL ) JHEf

[1710]  $fRSLitf) 185 HAHIR 712, LA e @A A 2M Al / DY SR v v, 19
FHRE S B O A,

[1711]  MS(ESI)m/z381 (M+H) "

[1712]  SEjifEfs] 187

[1713]  (S)—2-[1-(4- |ARFL ) LFEEFE 16— (ke —2- FLaUE ) JHikH%

[1714] ¥ 2ml BESEUINE] 82mg (S) —2—-[1- (4- AT ) LHEEEEE 1-6- (MbiE —2- )
JHEE (SEiifg) 185 PR 1) o, In#ARNAVE-S4 30 73 8h. SIS R NIR G, Fris ik
YR sml IR E K, 100 CHEFHR A 30 25h. B RNIEIRT A ERIEE , KRG
H CT8 CEERRE . HIK DRGSR R BR B T8 o IR 28 BV, ARG BT A9 Ik B
WARERAE ENT A5 3] 13mg B bt S SR K .

[1715]  MS(ESI)m/z353 (M+H) "

[1716]  =Zjfafs] 188

(17171 () —{2-[1-(4- H KL ) LFHEFIE 1-6- (LR —2- FEFIE ) nfhwg -3 F& | ( ik
A8) P A S

[1718] & HESCifs) 185 [KIAHIF] 772, LARSMRACES 2M % / DU SRR v bk, FTfs i)
WEYHE T EA RN R B LG H B Gk Ko

[1719]  MS(ESI)m/z423 (M+H) "

[1720]  JTEHHE (C,,H,FN0,2HCT)

[1721]  $F5{E (%) C:53. 34, H:5. 09, N:16. 96

[1722]  JEfE (%) C:53. 18, H: 4. 86, N:16. 99

[1723]  SZjiafs] 189

[1724]  (S)-N-(CHAAFEFRL ) -2-[1-(4- AT ) LHEZIE 1-6- (ks —2- FLaUIL ) (il

I
[1725]  #MESCHE] 185 FIAH [R5V, LAMR A 26 AR A0 2M R / DY Sk e v, 159 21 H
AL AR R

[1726] MS(ESI)m/z407 (M+H) "

(17271 =2 190

[1728]  (S)-N-(1—{2-[1-(4- I ) LILFIE |6 (ke —2- FLoUHL ) wemg —4— 3L |
ZUIN T e —3- FL ) LR

[1720]  F QS 177 IAHIR 532, UL ST AR i, 79 2 B bri 5 iR is
[1730] MS(ESI)m/z473 (M+H) "

[1731]  SZjf] 191

[1732]  (S)—1-{2-[1-(4- g AKL ) LHLSHL 16— (IhiE —2— FE%E ) Mg —4-JL | -N-
LRI T e —3— ik

[1733] & HESKEf9] 174 MIAHIR 7732, Ll AR TR IS @A), 19 3] B brtb & 90 5
G2k N

il
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[1734]  MS(ESI)m/z451 (M+H)~

[1735] SR 192

[1736]  (S)—1-{2-[1-(4-F AT ) LILTIE 16— (NkiE —2- FLF I ) Weng —4-FE}-3-(—
B EE ) FAYIR T ke -3- A S

[1787]  $HESZHEWR] | AR R vk, DL 3-( = 38 ) R T 5 -3- A&y (R
i US2007/275930 W 7724 ) AUFIRIE —2- B, 19 3 (S)-1-{2-[1-(4- A ) LHA
e 1-6-(npme —2- SR AL ) meng —4- 58 ) -3- ( = PR ) B4 T HE -3- . i s
Y TR E AT 2 H AR SRR S B K

[1738]  MS(ESI)m/z450 (M+H) "

[1739]  JTEDHE (C,H,oF,N,0 HC1+H,0)

[1740]  {1EAH (%) C:47. 67, H:4. 40, N:19. 46

[1741]  JU5E(E (%) C:48.05, H:4. 11, N:19. 23

[1742]  SZjtEfs] 193

[1743] () -(-{2-[1-(4-FAF ) LFILHIE 1-6- (kiR —2- FEHIL ) WEnE —4- 3L | B0
PR ToE -3 F ) Cutknghe —1- 36 )

[1744] 2 HESCEMG) 174 WIAHIR 7732, DAL e (ORI IR A @Ay, 19 3 Bhntb 5 B
[1745]  MS(ESI)m/z463 (M+H) "

[1746]  SCjafi] 194

[1747] () -1-{2-[1-(4- K F ) & F& 2 K [-6-(nk g —2- 3 2 FL ) W
Mg —4- 5V -N-(2—- AR IE 4O ) B | B —3- L

[1748]  J%BESTHEH] 174 WAHIR 1%, DL 2- AL S AU R A &4, 15 3 B it &
/N SREER 5 N

[1749]  MS(ESI)m/z467 (M+H)"

[1750]  SZJfEfs] 195

[1751] () -(-{2-[1-(4- F &I ) LFLHIE 1-6- (ks —2- FEEHL ) WEnE —4- 3L | %
T e -3- F ) (WRmE —1-F% ) IR

[1752] & HESLEf9) 174 WIAHIR 725, DAWRKE AU g S A0 4, 19 2 B AR &4 B 6k
Ko

[1753] MS(EST)m/z477 (M+H) "

[1754]  SZJfafs] 196

[1755] () -(1-{2-[1-(4- FAKI ) LFFI [-6- (ks -2 FLE I ) Weme —4- FL | Je
AT e -3 F ) (RampRAt ) A

[1756] & HESLEf9] 174 WIAHIR 7732, LA mkA g S Ak, 19 2 B s &4 8 6k
Ko

[1757]  MS(ESI)m/z479 (M+H) "

[1758]  SCjfafsl] 197

[1759] () -N-(HNFE)-1-{2-[1-(4- F T ) LILFIE 1-6- (NLIE —2- FLa L ) W
W —4- Ft | BREL ]G —3— AELIE

7
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[1760] & HESLtEf9] 174 MIAHIE 7732, AR AR IS @A), 153 Btk &9 B
[1761]1  MS(ESI)m/z449 (M+H) "

[1762] “gﬁ j’ﬁl 198

[1763]  (S)-N-(CHAFEFF ) —1-{2-[1-(4- FARFL ) LFEHIL 1-6-(nhmE -2 FLEIE)
WEIE —4- FE | FIRIA T e —3- FITERE

[1764]  FHESCHEG] 174 (IAHTR J5 v, LR A 28 B RAR S A IR e, 15 31 B AR &4
HEM A

[1765] MS(EST)m/z463 (M+H) "

[1766]  =Zjifsl 199

[1767] (S-1-{2-[1-(4- 5 K F ) £ F Z F [-6-(Cuf me o F & F ) B
g —4- 5V -N-(2- BRI L ) FNI T -3 %

[1768]  FfSLHEf] 174 WAHIR T, DL 2- it QAR R RE Ay, 152 B irtb &9
REOK K.

[1769] MS(ESI)m/z453 (M+H)"

[1770]  =Zjfifsl 200

(17711 () 3-F NI -1-{2-[1-U-F AF) LI FIL 1-6-(MLmE —2- FLHIEL )
e e = 07 3.2 St el 2 W2 )

[1772]  $ MRS B L WOAH [F 7 3%, BL3- RN B A2 30 T 48 -3- I A &4 (R4
US2007/275930 ik J5 v ) AROBWRMRE —2- i, 13

¥

S

B

2 (9)-3- A -1-{2-[1-(4-
i) CHEEIE 1-6-(nbiE —2- e gt ) WENE —4- 36 ) AR T e -3- B . S &
W RUTEE R R B AL S E B K .

[1773]  MS(ESI)m/z422 (M+H) "

[1774]  JTE S HH{E (C,,H,,FN,0 HC1+0. 5H,0)

[1775] 484l (%) C:56. 59, H:5. 61, N:21. 00

[1776]  M5E{H (%) C:56. 35, H:5. 24, N:20. 97

[1777]  SZjfafs] 201

[1778]  (S)—1-{2-[1- (4 AK ) LFFFL 16— (kM -2 FESE ) Meng —4-JL | -3- 7
NSRRI T e -3- BES )

[1779]  F MESEHEE) | WAHE 77 3% BL3- RN A2 T 48 -3- A &4y (iR
US2007/275930 Frik J5iZa i ) ARVEWRIE —2- lil, 132 (S)-1-{2-[1-(4- AR ) LHR
5= ]-6-(mbmR —2- JLa 3L ) Weng —4- 55 ) -3- RINEEESGA T #8 -3- . L& M
ITEE R 2] B A SR R oK .

[1780] MS(ESI)m/z424 (M+H) "

[1781]1  JTESHTE (C,,H,sFN,0 HC1+0. 4H,0)

[1782] & {H (%) C:56. 56, H:6. 00, N:20. 99

[1783] 52 {H (%)C:56. 81, H:5. 82, N:20. 94

[1784]  SZjfafs] 202

[1785]  (S)—1—-{2-[1-(4- RIE ) LIEZIE 1-6- (ke —2- FLo(0E ) nikme —4- 3 | B%
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_3_ s

[1786]  #f 100mg3- ¥2 2L A 42 ¥ T i A AL Y ¥ T 2ml P EE o, 0 A 43mg AT
B Eh, R 28 R e N 4ml iR 1, 4- RS R E Y, BEK K MA
105mg (S) ~4— & ~N°~[1-(4- FIKEE ) LF J-N- (ke —2- 25 ) mbwe -2, 6- —fig (S sk
it 2), 5Tmg2—- IR CIEBEIL 27, 47, 6" - R RFERBORIL | 96mg BT BEAAA 32mg = (=
WAREETAER ) (&5 ) 4, ZEEAT 100 CHREHREY | /ANi . VIS LR £ BEH:
FE o MUK SR AR K B VBURN SR K SRR, AR5 FHBR IR BT o IR 28 s, 2R
Ji TS BV B D2 R A R T 4443 3 78mg (S) —1- (2-[1- (4- AH: ) LAz 1-6- (it
W2 —0— FL L ) kg —4- 5 ) AR T ke -3- . AN, SRR S R E I TR AE
133 60mg Hbrtb EWIEER K.

[17871 MS(ESI)m/z381 (M+H) "

[1788]  =Zjiafs] 203

[1789] () -3- NI -1-{2-[1-(U-F K I ) LI FIE 1-6- (ML rE —2- FL S I ) ik
e —4- 3L | BRI T b -3- IS AU

[1790] &AL 202 WIAHIR J7%, BL 3— MR IE R8I T 4t -3- IEA s 3- 7=
BRI T A EAY, 53] (9)-3- FWE -1-{2-[1-U- R E ) SFREEE 1-6-(nt
M —2- FLGFL ) ke —4- 3 ) BN T B -3 . TS RML SR E I T iEE 8 S 2 B
WAL G R R .

[1791]  MS(ESI)m/z421 (M+H) "

[1792]  SZjafi] 204

[1793]  (S)—1-{2-[1-(4- FAHL ) LIEZUHEE [ -6 (nkiE —2— Lo dh ) ke —4- 35 1-3- 7
PSRRI T B -3- BEEE )

[1794] & HESLHf9) 202 AR R 7532, LA 3— N SE AR T 4t —3- IRl AL A 3- 72 2%
BT A Y, R A 1, 4- ZREEAEEH 331 () -1-{2-[1-(4- A% )
CHEE AL ]-6- (Mg —2- R ) ke —4- % 1 -3- RINEELA T o -3- . i3 nifk
G LA AN B B EPE EK.

[1795]  MS(ESI)m/z423 (M+H) "

[1796]  =ZjiEf] 205

[1797]  (S)—-1-{2-[1-(4- HAIL ) LILEIE 1-6- (ks —2- FEHHL ) ke —4-F 1 -3- F
FLR VA T B -3- A S

[1798]  #ZBESIHEM) 202 FIAHIF] J7ik, Bh 3- ARSI T 5t -3- A AT 3- 1%
R T e &y, H AR 1, 4- ZRERAE AR, 2233 (S)-1-(2-[1- (4~ AR )
CHERIE 1-6- (bl —2- R ) MhmE —4- & | -3- AEENIN T bt -3- BE. i3k &
YR TR A R AT 2] B A SR R oK

[1799]  MS(ESI)m/z395 (M+H) "

[1800]  SLjiaf] 206

[1801]1  (S)—1—-{2-[1-(4-F AT ) LILFIE 1-6- (kMR -2 FLF I ) Mikwe —4-FE}-3-(—
FREE ) BT b -3- A Y

[1802]  #ZMESLHEM] 202 FIAHIF 773, LA 3-( =5 3 ) BAH T 5t —3- AR
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3- BRI L T A EAy , TP EAHE 1, 4- I8 eE A, 193 (S) -1-{2-[1- (4- #
HH) CHEFIAE 1-6- (MEE —2- FEZIE ) b —4- 2 ) -3-( =/ 3 ) HA4H T 5t -3- B,
S G & I B R S AT 2] B A& W ek K.

[1803]  MS(ESI)m/z449 (M+H)"

[1804]  SZjififsl] 207

[1805] (S)-4-(3,3- " S A4 K T fE —1- FHV-N-[1-(4- K F ) £ F 1-N- (it
£ —2— FL) nikmE -2, 6— — A S

[1806] & MR St fs) 202 FIAH A 53, BL 3, 3— ALK T A a4 RE 3- BER
T Ay, PR 1, 4- RGN 1538 (S)-4-(3, 3- ZHANMKT
Bt —1- 2% ) N-[1-(4- FAIE ) LFE J-N-(HpmE —2- J% ) nikie -2, 6- —f%. FriR sy
R EROTEEZNAT R B LRI ERk K

[1807] MS(EST)m/z401 (M+H)"

[1808]  SLjifafyl 208

[1809]  (S)-N-{2-[1-(4- HIKIL ) LILEIL 1-6- (kM —2- FLEUHL ) nkme —4-FL | Lk
i3

[1810] PIE1

[1811] 2, 6— —GMkne —4- L FL FIRACT B

[1812] ¥4 1.0g2, 6- R FHERY T 20ml HUT FEH , A 0. 87Tml = ZJi% Al 1. 2m1 — 2%
TR B EZAY) , IR A . IR ZE IR 22 I SR A IR, BT Sk
WA TEIAL RN A4k 43 3 969mg B ARk &9 A Ak K

[1813] DI 2

[1814]  (S)-2- %@l —6-[1-(4- AR ) LHEIKE ] Mbwe —4- B2 FIRBUT i

[1815] 4 390mg2, 6— —ZMbiE —4- FEE LR T s, 2201 1(S) - (-) -1-(4- HAE)
O, 243mg R [2- ( ZRFEBEEL ) I ] L FEWE , 199mg BT FEANFT 67mg L BRALAK K2
1oml W< 1, 4- ZWEke , RS, L0 CHFHR G 10 /Mo RMVEHET A 1181 1
LR, RIGH CIR CEEFBIR G TEEE i B R 22 R NIR AW IGUTTE , J R IR 46 0
W, TRk Y ARERALENT A3 2 210mg H bRt &9 A B A

[1816] JDIE 3

[1817]  (S)-2-[1-(4- AL ) LR 1-6- (Nbik —2- L) nibhe —4- AT R
T

[1818]  #% 195mg(S)—2- & —6-[1-(4- L KL ) CHERE I ke 4- X EF RN T
fig , 61mg2- ZIEMEEE | 152mg2- IR OB 27, 47,6 - = RAFEIOREL | Timg BUT FEEHY
A 73mg = (W RIEAAN ) (=07 ) AR 10ml B R 28, fE&EST 100°CHid:
REWER . RNVEEETIMA 4301 418, ARG SR CERMRIR G . S EE Lt yEkR
2 NAREP T IVTTE , WRIRGGIET , Frisvk B A BAE EAr 4415 2] 203mg B Arik
EYREOICE TR

[1819] D¥4

[1820]  (S)-N-[1-(4- HARFL ) L5 J-N- (kg -2- 3% ) mkng -2, 4, 6- —Ji%

[1821] ¥4 210mg (S) —2—[1-(4- FARIL ) LIEZAE 1-6- (MEiE —2- JE2 0% ) Nbng —4- FE2

111



CN 102307869 B OB B 93/129 T

FERBRECT BEE T 3ml &L, TN Inl =R AR, SRR EY 5 /M. W
TSR AN VKV H IR BR SN TR T, H SR SBRAEHURE W« MR FH 7K R 3R /K Pk
ANUE , NG HBREET B R ZE RV, R IS 5% B 2 1k I+ 2 M 44 45 21
151mg H Rt &Mk o1t 0 & TR 44

[1822] DUR5

[1823]  (S)-N-{2-[1-(4- A ) LREFE 1-6-(MbiE —2- AL ) e —4- 2% ) S
iczs

[1824] ¥ 50mg (S) -N°~[1-(4— AZE ) L 1-N— (bl —2- 2% ) nikme -2, 4, 6- —JZiE T
Iml AR, A 4301 =407, 220 1 ZIREFAT Imgd— — ARG ZENLmE , =iRHiFR
G RSB KERE . H AR CBER UL, WX KR KA , AR5
RIWRBR AT R AR EEH, RG TR AP L AT Z 413 2 32mg Birfb &
VIE O K

[1825]  MS(ESI)m/z367 (M+H) "

[1826]  SZjfafsi 209

[1827]  (S)-N—-{2-[1-(4- FAIE ) LIEHIE 1-6- (ke —2- FLo( 2L ) nikwe —4- 3 | AT
[1828] 4% M 5K Jiti 44 208 20 & 5 19 4H [F] 75 v, UL 0 R B AR B & R B, 19 2
(S) -N-{2-[1-(4- | AZE ) LA J-6- (b —2- FEa 58 ) mbme —4- 55} Pmmiiz. o
13 A T A AT R H A S YRS B K

[1829]  MS(ESI)m/z403 (M+H) "

[1830]  SLZjafs] 210

[1831]  (S)—1-{2-[1-(4- AL ) LILFIE 1-6- (ke —2- FESUIE ) nibme —4-FL | IR
[1832] K 50mg (S) -N°~[1-(4— RAZE ) LK 1-N—(nbik —2- 3% ) nikie -2, 4, 6- =i T
2ml P RE, N 49mg N, N - IR ke | s ERHR AW . RNVIREGYIT A
VRN PR, BIEBFER AW IS RS RNV R, TSk B S e
FEENT A E 2] 23mg BARLA R B K.

[1833] MS(ESI)m/z368 (M+H) "

[1834]  SLCjifafy] 211

[1835]  (S)—4-(3- ML N JE —3- AR L B A IR T ¢ —1- ) N-[1-(U-FH AKX F) &
J 1N (ke —o- 3L ) ke -2, 6- A S

[1836] 1

[1837]  1- “ZRMIZE -3- FRAEE RN T Ht —3- B

[1838]  FEUK/KIAE TR T 3. 8ml PUSRNE K 300mg1— — 28 FIAE 43R T bt —3— il i
F) 2m1 IM IR EEIRAGEE / USRI, IR AGR G 20 =05 Hide: 30 8. ¥ RNVE
AR NI FRAN VBRI K S, F = OB RUR G, FIMBR BT 1. 2RI, 24
Ja A5 5k B ek I i 4415 21 334mg HARLE -

[1830] DU 2

[1840]  1- —ZRFIE -3- FNEE -3- AR E I T

[1841] 4 334mgl- K PIE —3- RPN AE 3N T ¢ —3- WS T AR BEZ &, A
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72mg60% FALAN , IMBFEIRAW 30 2 Bh. I 1120 1 AWML, =R AR EY 2 /)
o SONVES I, FH Z CBEABOREY) , FERSE T WRZ KR, RGP
135 E A hE R E Hraifb 43 21 280mg HFRLEH o

[1842] DR 3

[1843]  (S)-4-(3-H NI 3- FRE R T i -1-F)N-[1-(4-H %X &) &
B 1N (HbE —2- 2% ) ntkme -2, 6- —JEEE )

[1844] K 275mgl— 2K 2L —3- BRI -3— AL E A T hevs T 16ml RS, fnA
0. 70m12N ZEERFN 150mg20% S A A4 , SERAE 3. Skegf/em’ /SN FHFHR AL . i
JER PR G VIR ZUTE , ARG IR IR AR iEE A3 2 146mg A K. 4 62mg Fiffib S5
T 2ml FEEH, NN Almg AUT BER , MRS KB REW T M 4nl B, A
JE RN 100mg (S) —4- 5 -N*~[1- (4~ AL ) &5 T-N-(nbmg —2- 3% ) ki -2, 6- —
Mz (Zsefl 2), 55mg2— — O EE -27, 47,6 - = RN AR | 41mg HUT BR8N
M 2Tmg = (WL REEET ) — 4, fEE/ T F L00CHFREY L /M. RINVIEHEHH &
TR L BEM R . KUK F S B VO RN A RN R K Vv Vs v, ARG IR ER B2 T 1. U 28 K
FVEH], i3k AR AR E T 415 2] 4Tmg (S) -4- (3- RN -3- FEEE NN T
Bt —1- 3% ) -N-[1-(4- FARFE ) LFE J-N- (kg -2- 2% ) mbie -2, 6- —Ji% . k4, ATfR
WA E T EA TR B G Ok K.

[1845] MS(ESI)m/z435 (M+H) "

[1846]  Sjifafs] 212

[1847] (S)-N-[1-(4- L 2K I ) £ F 1-4-G- 7 N K -3- B & FH&
B —1- 3 ) N (ke —2- 55 ) ke -2, 6 RS U

[1848]  ZMESZHEW] 211 WIAHE 7, BLO. TOM RS RALEE / DY A Ve v v A0 IM 2R
PFEIRALEE / TUE RTG53 (S) -N-[1-(4- R ) 23 1-4-(3- BA % -3- FE
FERNIN Tt —1- 38 ) -NO- (kg —2- 2% ) nmibme -2, 6 —f%. BeAh, AT i
TNEE AN B S I ERm AR

[1849] MS(ESI)m/z437 (M+H)"

[1850]  “Zjifsl 213

[1851] () -N-[1-(4-F KR ) ZH 1-4- (3 I -3 FRLEURIR [ e —1-36) -N°— (it
E —2— FL) ke -2, 6- ES SN

[1852]  FZMESZiEf) 211 (ARIE vk, L SM FZEIRACE: / VOSBRIV A IM IR ER
BE / DU, 12 3] (S)-N=[1-(4- AL ) 43k 1-4-(3- L -3- FERELN
Tt —1- 3L ) N (kg —2—- 3 ) AkeE -2, 6- g, AN, BTSN E Y R E T EE R
1152 B bR & R K.

[1853]  MS(ESI)m/z409 (M+H) "

[1854]  SZjfafs] 214

[1855] (S)-N-[1-(4- g ZKF) L F 1-4-(1- F I —1H- nfb e —4- 3£ ) -N°-(5— A Lt
g —2— JL ) nikie -2, 6— —fi%

[1856] 4 250mg2- 2 Jk —5- JRALEE | 0. 40ml = FILERAN 4 KL , 794mg TRERBR AN 166mg P
( =R ) AR 4ml i = FFEPB T, A£G T LLOCHHREER. Kk
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MR PR SRR RS o UK AR 2 7K BRI SV AR5 AR IR BT o U 28 R F5 71
IR IG TS5 B AR IR A JE M 4L 21 100mg IR T (Ll . BTSSR Vs T 6ml it < P
2, AKIIN 100mg (S) —6- 5 -N=[1- (4- S AZE ) L5k 1-4-(1- 2L —1H- nfbme —4- 3% )
MEmE —2— i , 29mg2- IR CIEMRERE 20,47, 6" - = JNIEBEIE ) Almg BT BN 14mg =
(W RIENET ) —48 , RS/ T 100 CHAIREY 1 /NN [ NIRRT JZ AT 4k
1331 90mg Hbrtb MR B ER K.

[1857]  MS(ESI)m/z404 (M+H)"

[1858]  =Zjifsl 215

[1850]  (S)-N-[1-(4-FFEI) £F 1-4-[1- (PREREIL ) DRIE —4—F 1-N°— (nifmE —2— 36)
ke -2, 6— —Ji%

[1860] DI 1

[1861]  4-(2, 6— —&AkrE —4- %) -5, 6- —&nkiE -1 2H) - FEEF B AUT g

[1862] ¥ 874mg2, 6— — 51 —4-(4,4,5,5,- P4 1 5 -1, 3, 2- — & 2% B %8 —2— &) it
WE , 1. 06g4— ( =5 FFFEMEEERL 53k ) -5, 6— —&UALmE -1 QH) - ZIE AT G, 1. 33g FRIR
BRFI26mg1, 1 — B ( IR BEAE ) Rk - e (LiD- ZR P4 5K 2] 16ml
WA PR W, EREA T SOCHFHRAY 1.5 /M RIVEE A LR LR . K
R KN ER K PR, AR e O ER B 05 . R 28 R BWE T, ARG P9k B e ik ik
EHTAii5 3] 631mg B FRL S .

[1863] IR 2

[1864]  2,6- —&l —4-[1-( PEMAELIE ) -1, 2, 3, 6- PYEMERE —4- FE ] nikng

[1865]  #f 327mgd— (2, 6- —FMLIE —4- %k ) -5, 6- & NkIE -1 (2H) - &I PR T B T
Aml ZE R, M 2ml =SSR, BIRBFIREY) 1/ 3R SEEBARI 2N A5
PR, H R CERAEDUREY) . WIRHKMEAKEGRANE , AR5 HmBRET 1.
PR ZE R PG R 221mg My A A, FTFE /R% T 10m] & F G, A 2700 1 =&
Mz , 251mg AR T A1 1mgd— — FAIL S ZEMENE , SRR EGW | /Do RVE B A
TRIREN M RK SR, ARG H IR CFRABURA Y, MR K K BEEANLE , SR )5
TR BT . I8 RV, AR5 195k B S ik AT E M 24 15 21 236mg H AL &4
BRI K

[1866] DX 3

[1867]1 (S)—6- % N-[1-(4- F &%) L H J4-[1-(FEMEWEE ) -1, 2,3, 6- Y&t
WE —4— 2% ] MERE —2- Jix

[1868] % 225mg2, 6— — & —4-[1-( H & 7 Wk 25 ) -1, 2, 3,6 VU & ik we —4- 2% ] nit
WE, 1041 1(S)-(-)-1-(4- AR ) Ll%, 68mg(+)-2, 2" - X ( Z2RFEREIE ) -1, U - BEE
%=, 359mg BRI FE A 1Tmg LTRAEMKX N E] 5ml B PU SRR, fEE T 60 CHiFHR G
W10 /NN . FH CBR S RE RNV, BB RR R DUE , ARE R IRAGUETR , TSk
IR AL 44133 118mg B ARk &k Btk K.

[1869] ¥R 4

[1870]1  (S)-N-[1-(4- % & &) & & ]-4-[1-C F 5 5% Bt 2% )-1,2,3,6- 4 & it
e —4-F& J-N- (kg —2- 3% ) mikne -2, 6- —ji%
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[1871] 4% 115mg (S) —6— A —N-[1-(4- R ) L3 1-4-[1-( PEREmEEEE ) -1, 2, 3, 6- 1Y
SUEE —4- 55 ] mERE -2- Jiz , 40mg2- ZEEMEIE | 53mg2- MO 27,47 ,6° - =7
FEHCORSL |, 40mg BUT NN 26mg — ( AR EEA N ) MK O E sml AR K, 7B
AT L00°CHRIREY 5 /N o RV S8 SFERRE . AR AR #h K PR E L 2R
JE FHBRER R T4 . IR 2SR BVER , ARG T 5k B A rE A JZ A 44043 31 89mg B Arik
EUNRAE ORI Ko

[1872] &5

[1873]  (S)-N-[1- (4~ AKIL) LI ]-4-[1- CFFRAEESS ) WRme —4- 56 1-N°- (nipmE —2- %)
mErE -2, 6- —fi%

[1874] ¥ 88mg (S) N-[1-(4- AR FE ) LFE 1-4-[1-( PR ) -1, 2, 3, 6- UL
WE —4- FE T-NO— (g —2— 2 ) mbuE -2, 6— s T 5ml EE S, N 599mg FR R A A
18mg20% fix b S AAAGAE , INFARIAIRG Y 3 /N o ROV TN 599mg FF R E A 18mg20%
W b ESEALES , FEINFALRIE S N TR 2 AN o b B8 OSSR BT, ARG IR IR G DE
Wo T B O ClERRE o MUK KRN R K VBV , ARG IR IR EE T 1 . IR 7%
REEH, NG 35 A AL JZ AT 44015 2 3dmg H AR SP3BT R

[1875] MS(ESI)m/z471 (M+H)"

[1876]  =Ljjfifsl 216

[1877]  (S)-N—{2-[1-(4- |AIL ) LILHIE 1-6- (ke —2- FLFFE ) nikwe —4- FE | NEE

i
[1878]  FZMESCHif) 208 00K 5 AR 7%, LANERET AR IR T, 53 stk 5t
T TR AR

[1879] MS(ESI)m/z381 (M+H) "

[1880] SCHEAR] 217

[1881]1 () -N-[1-(4-FZIH) ZIH1-4-[1-(2- FEIELH) —1H-Akme —4- F 1-N°- (it
M —2— L ) nikwe -2, 6- —fi%

[1882]  fZFASZiffsl 37 MOAHIR J7 vk, BA 2- IR S MM 2- IR TN KA 3 B AR 590k
ERER i

[1883] MS(ESI)m/z434 (M+H)"

[1884]  Sjifafs] 218

[1885]  (S)—4-(1—FRTAFE —1H-MEME —4-FE) -N*-[1- (4- FoREE) LFE T-N°- (HifmE —2- )
ke -2, 6— ik

[1886] DI 1

[1887] 1 FRTAZE —4— MR —1H- ke

[1888]  # 100mg MEME , 253mg PR A SEMIER AT 312mg FREREN INEY 2. 5ml 1, 2- & LKEH
W INELE 267Tmg LFREIAT 230mg2, 2— —ALREM) 5mll, 2— R LBEadF i , T0° CHFHREEY
4 /NI NI SR S BERRE o MR FH EAL R ARSI, KR 3K Ve, ARG
FIWREET 15 . BRIV, 193 148mg TEEA M. KT AE T 3ml L&, 7EUKK
AHTT I 209mg WA 451mg AR —F4i (TV) , ={RMFR G 5 /N, I 6m15% IF
RS BIK I , ERBARAY 10 080, RN OB CBMRE . MR KRN ERIK
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VR, RGO ER B T8 o DS ZE R PRI, AR TS ik ) ATk AT JE M 4l 43 2
167mg H bR A PR 35 i

[1880]  JDIE 2

[1890]  (S)—4-(1- BRTAEE —1H-MEMg —4— 35 ) -N*—[1- (4— G AR IE ) &R 1-N°- (it —2- 5%)
HERE -2, 6- %

(18911 4% HESLItAA] 37 UAH R J7v%, LA 1- BRI ZE —4- B —1H- mE AR 4- AR —-1- S»
P —1TH- nibme, 75 21 H bRl SR s o K

[1892] MS(ESI)m/z416 (M+H)"

[1893]  “jjaf] 219

[1894]  (S) -N-[1-(4- FHAAKE ) L F 1-4-[1- (PAFEFIE ) —1H- mEmg —4- 5 1-N°— (Jilk
e —2— L ) NikmE -2, 6— —fi%

[1895] i Sjtds] 37 (¥IAH R 7 v2:, LAV AR 2% AR 2R AR 2— IR e, 1921 B brtb 0B 4
[1896] MS(ESI)m/z420 (M+H) "
(18971  =Zjjafs] 220

[1898]  (S)—6-[3-(— FIFLAIL)
g —2— H ) mERE -2 4- %

[1899] D1

[1900]  (S)-1-{2-[1-(4- 2RI ) LHEZIE ]-6- (nbiE —2- ok ) o
T B -3- fid

[1901] ¥4 156mg (S) —1-{2-[1- (4 AL ) LIL2IE 1-6- (MEME —2- L2 Ik ) Weng —4- 5L}
R T e -3- B (SZilfl 72) ¥ T Iml AR, IIA 710 1 = LA HIF] 15C,
BINE 388mg MEIE — =EALRRAR SR 0. 5ml — F EAREVZ W , SR SR, &
PV A I AN UK R RN GUAL B, TR A 16 08, H CIR CIERRE , IR
A KK SR A WL, FIORER N T IR 28 R BRI, K5 Sk & nt
AT JE M 443 21 50mg B ArAb & e (0 2 TR I 44

[1902] MS(ESI)m/z380 (M+H) "

[1903] D2

[1904]  (S)-6-[3-( —FIELEE ) FAH Tkt —1- 2% 1-N*-[1- (4- R SE ) &8 1-N- (it
W —2- 55 ) WERE -2, 4- %

[1905] % 300mg (S) —1-{2-[1- (4- i AZE ) LI 1-6- (MbME —2- L) meng —4- 5}
BT bE -3- WS T 5ml 1, 2- R LLEd, IO 12ml2M % / DYS MG 290 1 1
LTR , BIRBFHREY 30 08P, A 340mg = LML, EEBAR G TR
R CTR CPEERRE o U F B R SV B VLR S VBN S K PRI ¥8, AR G, R IR
T WEZE RG], ARG TSR AR 4415 21 187Tmg B Frib &0 Gk
Ko

[1906]  MS(ESI)m/z409 (M+H) "

[1907]  SZjiafp] 221

[1908]  (S)-N-[1-(4- FFARK ) LF 1-6-[3- (FILEI ) BAIA T % —1- F& T-N-(lf

2N

BRI Tk 1= FE 1N [1- (4= 2R 43 1-N= (il

BS

e —4- 5 |

2
P

ok
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I —2o— FL ) WERE -2, 4- %

[1909] e Siifsl] 220 FOAHIR 5k, LA 2M i / DU SR s A 2 — A ik / D&k
R 193 b & B ok Ko

[1910]  MS(ESI)m/z395 (M+H) "

[1911]  SZjidp] 222

[1912]  (S) N-[1-(4- FARIE) LI 1-N'- (kg —2- 3L ) —6-[3- (kg ke —1- 3L ) HIL
T -1 FE ] meng -2 4- — %

[1913] 4% HRSLHifG] 220 HIAH R 7732, DAL G4 oM — % / DYSURRmE i, 1931 B bx
EHAERm K,

[1914]  MS(ESI)m/z435 (M+H) "

[1915]  SZjfafs] 223

[1916] (S)-N-[1-(4- K I ) £ 3 1-6- (3~ M Wbk 4% H I8 3K | ¢ —1- F ) N (ilk
% —2- L) mERE -2 4- —fF

[1917] 42 HESLHAA] 220 HAH R 772, LA uph A0 oM — iz / DU SRS 159 31 B ik
EEx /SRR w7 N

[1918] MS(ESI)m/z451 (M+H) "

[1919]  SZjf] 224

[1920] (S)-N-[1-(4- 35 K F) £ F 1-6-[3-(4- F WK B —1-F ) F I K T
ot —1- JE 1N (ki —2- 3% ) Wi -2, 4- —Ji#

[1921] 4% MRS 220 BIAHIR J7i2:, LA N- FREEWRIEAE oM — AR Ji% / DU SR v, 19 21
H st & Bk K o

[1922]  MS(ESI)m/z464 (M+H) "

[1923]  SLjiafp] 225

[1924]  (S)-(1-{1-[2-(4- A ) LHEZIE 1-6- (kiR —2- FLUL ) e —4- JL | B
LT —3-Fk ) WRig —4- JiZ

[1925]  FFSjds] 220 WAHIR 7774, BL 4- FRdEWRmE AR oM — Fig / DU ARGV, 159 2
Hirb & EEm K.

[1926] MS(ESI)m/z465 (M+H) "

[1927]1  SZjiEf] 226

[1928] 4-{2-[(1S)-1-(4- % K FL) £ F& g I 1-6-(nk B —2- 5 o )"
ME —4-FE 1 -1 M5 4- BRACHE R —1, 1—

[1920] DR 1

[1930] 4-{6- S 2-[(AS)-1-(U- W K& ) SR K 1 W
Wbk -1, 1- 8

[1931] MRSt 1 AD5R 1 BIAHIR 7, DRk -1, 1- 4RSIk —2- §i, 15
B H G LT E TR 4

[1932] MS(ESI)m/z385 (M+H) "

[1933] DIE 2

[1934] 4-{2-[(1S)-1-(4- 5 K &) & & & & ]-6-(mt B 2- & &= &)

—

5

=

BE —A- JE -1 0 ° 4- B AR g

£
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WE —4- 55} -1 M °, 4- BRACE MK -1, 1- —f

[1935] MRS Ttife) 1 2008 2 AR 53, DL 4-{6- & —2-[(1S) -1-(4- WA ) KR
Fe ] WEmE ~4- FE L -1 N 4 BRARIE R 1, - ZERVE R R, RO /1, 4- ZRERR G
AR A 2R 0 SOV, 49 31 B AR & et 8 TR 1

[1936] MS(ESI)m/z444 (M+H) "

[1937]  SZjitafs] 227

[1938]  (S)-1-(1—{2-[1-(4- TR ) LTI 1-6- (ML —2- FLe(IE ) memg —4-FL |} %
JeIR ke —3- 5 ) IR

[1939] DR 1

[1940]  (S)-1-(1-{6-F —2-[1-(4- ALK ) LRI ] g -4- 55} WA T HE-3-2)
Ik

[1941] 4 105mg3— (2 FWILZIE ) HAH T Fi —1- RRACT BRE T 2ml S P Let
AN 0.5ml =3 LR, FEIRBFRAGWE 30 78 IR 28 RBEH, X 54 i 195k
T 3mll- TEES, JBAEWhinA 108mg(S)—4, 6— & -N-[1-(4- K ) 25K ] w
Mg —2- 1 331w 1 N, N- "SRR LM, 60 CHEFEIE A 20 /o B S N RS S A 21 3]
FEil, R H O OEEFRE . AR KRN R K VRIS, AR e I IR IR B T8 . IR 78 R 7
HHRIE 2 89mg HARML A Ak K.

[1942] LIE 2.

[1943]  (S)-1-(1—-{2-[1-(4- AL ) LFLZHE 1-6- (MEE —2- JE2 0L ) Weng —4- 2L} &
F TR -3- 25 ) K

[1944]  # 73mg (S)—1-(1-{6- S —2-[1-(4- ®AEIL ) LHEa Ak ] Mg —4- 58 ) A T
Ft —3- 35 ) IR, 25mg2— Z LMLz | 38mg2- IR CIEEEL 27, 47, 6" - = P INFERAIREL | 29mg
AT BRI 18mg = ( WP REEN T ) AR E) 3ml FI2R /1, 4= W8k (1/1) B
REWHI, ZEET 0CHHIREY 1 /Mo RNV O SRR . R @i
VRN ST SR K PRV, ARG AR IR T8 o DR 28 RS, ARG P18k M &ant
AT JEHT A A3 3 31mg B AR &9 ok K o

[1945]  MS(ESI)m/z424 (M+H) "

[1946]  SZjfifs] 228

[1947] () -(-{2-[1-(4-F I ) LILHIE 1-6- (ki —2- FEHIL ) WEne —4- 3L | B0
PR e —3- 3L ) T

[1948] LI 1

[1949]  (S)-(1-{6- 5l —2-[1-(4- 2RI ) LFEIHE ] memg —4- 5} B T4t -3- %)
A it

[1950]  FfSiifsl] 1 PR 1 BIAHFE J732%, DLEARER T 68 —3- 2% — AIEEACEWRIE —2- fid, 15
B ELED A ER K.

[1951]  MS(ESI)m/z323 (M+H) "

[1952] DR 2

[1953]  (S)-(1-{2-[1-(4- B AKE ) LHEZIE 1-6- (nbiE —2- JL2 0L ) ming —4- 2L} &
T e -3- 3% ) HEE

]

3
S
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[1954]  FZHRSLTtfF) 1 2058 2 AR 73, LA (S) - (1-{6- &l —2-[1-(4- WA ) KR
HE ] WENE —4- Fh } BRI TR -3 2k ) WEEAENIEARL, DAL, 4- ZRRGEAUR R A
N, 759 2] B A Pt (08 B B4

[1955]  MS(ESI)m/z396 (M+H) "

[1956]  SLjififs] 229

[1957]  (S)-(1-{2-[1-(4- HFAKIL ) LFIEEIE 1-6— (ks —2- FEEIL ) WEmE —4- 3L |
IR T e -3 FE ) AL UL IR T I

[1958]  f M St 1 BIAH R 77 v, LR IR T %t -3 28 AR & 28 IR U T B AR Wk
& —2— Wi, 15 2 B Frib &9 60 & T [ 14 .

[1959]  MS(ESI)m/z495 (M+H) "

[1960]  =ZjiEfs] 230

[1961]1  (S)-6-[3-(FILFI ) FIVIR [ o —1- F T-N-[1-(4- FoEHEE ) L5 TNk
M —2— FL) WERE -2, 4- —fiF

[1962]  #80mg(S)—(1-{2-[1-(4-FAKKE) LIEEIE ] -6- (b —2- LI ) meng —4- 5%
BT hE -3- 55 ) AEZEFTRTERE T 4nl & FHH, WA 0.8ml =R, =
BPHRE VT L /DI o S ZE R PEEH, SR 5 Ik B A i A ZE A 254015 31 63mg
H bl &P (0 2 TR I 44

[1963] MS(ESI)m/z395 (M+H) "

[1964]  SZjfafsl] 231

[1965]  (S)-N-[(1—{2-[1-(4- I ) LIEFIEL [-6-(IMEE —2- FLEHL ) WEnE —4- I |
BRI T E —3- L) I ] L

[1966] ¥ 23mg(S)-6-[3-( 2 ZE F &) B T % -1- & I-N-[1-U4- | K ) &
B 1-N'= (g —2- 36 ) WERE -2, 4- R T 2ml 1, 2- SOk, A 8. Img Z B SUAN
2210 1 N,N- RN O, SEBAREGW IR WEZRBEF, KGR EYant
WAEJEMT A A3 2 15mg B ARl & 946 0 2 TR 14 .

[1967]  MS(ESI)m/z487 (M+H) "

[1968]  “Zjjafs] 232

[1969]  (S)-N-[(-{2-[1-(4- F AR ) LIEFIE [-6-(MEHE —2- FLEIL ) WEnE —4- F |
B T e -3- 5 ) FIIE ] LTREE

[1970] % 23mg (S)-6-[3-( & 2= F &) AW Tk -1- & I-N-[I-U-F K HE) &
BTN (iR —2- 25 ) WEIE -2, 4- ST 2ml L, 2- R L KE, N To 1 ZBREF A
1w 1 oERg , SR HREGYIER . HEZEREER], N5 ek Wt i Z it
1321 20mg H btk & Wte A € T 14

[19711  MS(ESI)m/z437 (M+H) "

[1972]  =Zjafs] 233

[1973] (S)-N-[1-(4- F A F) £ I 1-4-[3— nd bk 40 S A 30 T ke —1- 3 1-N- (it
g —2— JL ) nikie -2, 6— —fi%

[1974] M SZ) 38 BUAH R i, A A-CE A T 4t -3- 55 ) gk A A=
(S) -N=(nmgde —3- 55 ) LBEh%, 133 BArtb 5tk K.
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[1975]  MS(ESI)m/z450 (M+H) "

[1976]  SZjifafs] 234

[19771 () -1-(—-{2-[1-(4- FEKE ) LFFIE 1-6- (IhME —2- FL(JE ) nhme —4-FL | A
F4IR T B —3- FL ) WRiE —4- i

[1978]  FL AL 38 HIAHIE J5i, LA 1- (3— BN T Fidk ) —4- WRIE [ — A &AL AR
(S) -N-(mtmshe —3- %5 ) LBEI%, 193] B b & et K.

[1979]  MS(ESI)m/z464 (M+H) "

[1980] 3K 1 BFK 12 R T 5L5EH) 1 BISLHER] 234 (LA DRI45H 2

[1981]1 [k 1]

[1982]
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il RN

i}
232 N

[2004] Cr s,
233 " T’J

234

[2005]  iREG 1: PO JAK2 FiI JAKS W&o MR ik i ot Mk ik g

[2006] 1. Hil&REH) R

[2007] R EA B T = A EHA (DMSO) 22 10mM ¥ A&, 75 H DMSO BL 100- 53K & 76
& (1000, 300, 100, 30, 10, 3,1,0.3,0.1,0.03,0. 0L u M) fLIE . B, FHIRE M BHGRE
i 20 A5 EAE R Ui AE 9 B HEXT R, SR ARS8 G2 v i A R 20 £ 1) DMSO
W FTARIG S < 15mM Tris—Cl (= 2JE e bR rBD ( (pHT7. 5), 0. 01v/v% it
IR —20 F1 1mM BRI

[2008] 2. & JAK2 A1 JAK3 P2 BRI v Pk

[2009] A ELISA I 5& i . BRI W (%28 100 1;n=2) B TR &HEME
(streptavidine) £ 4% [¥) 96 fL #& (DELFIA #g %%,8X 12 4L :Perkin Elmer 2o &) ), {F &
LA A 200 1 JE W% (625nM A2 9 3= b5 id I IR 4, 25 w M ATP, 25mM MgCl,, 15mM
Tris—C1 (pH7. 5), 0. 01v/v% M35 —20, A1 ImM AR S8R ) FEhidr. BJ5, SfLmA 201
JAK2 B&Z IR (Carnabioscience AH] ) ( RIS BE R 0. 75nM) 8K JAK3 BXZ IR
Bl (Carnabioscience A H] ) ( RIS M MR 2 0. 7onM) FH4EH:, 30 CHHE 1 /Mt F
VRV (50mM Tris—Cl, pH7. 5, 150mM NaCl, 0. 02v/v% 3 —20) $EEMFL 4 %, 4RI
AN (0. 1% 4 1IE A8 A , 50mM Tris—Cl, pH7. 5, 150mM NaCl, 0. 02v/v% -3 —20)
(B4~ 150w 1) T 30°CH P 30 7380 BRI AL BALINA 100 v 1 B AL B AR 10
(PR AL IR R R BB DTIA (BD Bioscience AH) ) ( HEIZE r iR 10, 000 1% ) . 30°C
BB AR 30 3B, SR JE PR Z Pt 4 4%, BN 100w 1 1 3,37, 5,57 — DU FIZEIRE A
[ (Sigma-Aldrich Co.) W 10 08P, MO 0. IMBRER (FEFL 1001 1) Ak V. Bk
Wi $s (BIO-RAD; Mode13550) W5 450nm WA

[2010] 3. W@ &s Rt
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[2011] @it SAS &4t (SAS Institute Inc.) XHIUGE I OGAEEATARL M [BIA 20 ¥, VRS
T 56 ) T 0 )% T R R TR 1 50% B IR EE (IC,,) « 3R 13-18 BoRgE &,
[2012] [ % 13]
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[2013]

X TAK2 B o B S O IS | X TAKS B MR 9 0
R SR Vb ia ks
(ICsq, nM) (ICs0, nM)

Sl 1 0.94 45
Sl 2 0.49 43
S 3 1.2 130
S 4 0.59 44
B 5 0.62 62
LR 6 5.7 500
SR 7 0.42 39
S 8 1.1 82
S 9 16 360
SEIER 10 0.89 95
S 11 0.82 36
SR 12 0.92 79
SEHE 13 1.3 71
S 14 1.9 120
L 15 1.3 72
SEHE 16 8.0 630
SEHER 17 4.4 340
SEiEsl 18 3.0 130
S 19 2.6 59
SR 20 0.69 21
S 21 8.7 950
S 22 1.6 88
Yo 23 4.2 210
i 24 1.1 53
S 25 0.97 100
LHEF 26 0.27 28
KM 27 0.52 42
SCE 28 1.2 110
L 29 2.0 160
LR 30 1.5 75
LE 31 0.41 26
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[2014]

[2015]

i BB 116/129 1

Sk 32 0.50 68
SR 33 0.40 30
Sl 34 0.51 59
S e 35 2.5 440
SR 36 2.8 200
St 37 3.2 130
Sk 38 2.3 85
SR 39 0.93 90
SR 40 3.4 310
SEHE 41 1.1 51
S 42 1.0 66
Yo 43 1.2 130
[ % 14]
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_ ) X JAK3 B2 B ¥
o Hof TAK2 B o % G 1 40 ) B
(ICs0, nM)
(ICs0, nM)

S 44 2.1 140
S 45 9.0 2300
Se il 46 3.7 93
il 47 12 1300
S e 48 6.0 140
Se s 49 2.3 170
S 50 0.84 29

[2016] | Ll 51 3.1 51
SHEE 52 2.0 160
St 53 5.9 390
SR 54 22 1800
SHER 55 2.0 190
St 56 0.79 24
LR 57 1.3 82
S 58 0.69 26
S 59 1.7 60
SE R 60 0.71 28
SCHER] 61 6.0 150
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Sk 62 2.2 65
LB 63 1.0 36
it 64 7.0 220
S 65 0.27 8.9
SE il 66 1.8 37
il 67 11 470
S 68 1.5 34
LR 69 2.6 83
Se i 70 1.5 65
Sl 71 0.72 26
S 72 0.96 31
St 73 1.3 48

[2017] | szjEf 74 3.8 230
Skt 75 12 630
SEHEE 76 2.5 57
ScHEE 77 0.73 37
Skt 78 1.4 35
S 79 4.3 140
SEHE 80 1.1 60
S it 81 5.6 480
S 82 1.7 99
S 83 3.7 58
Sl 84 2.0 170
Sl 85 0.51 20
SCHE B 86 2.4 87

[2018] [ % 15]
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X JAK2 P o B2 B F Mg | X JAK3 BRI
w56 ¥ R 43 WA 41 o
(ICsp, nM) (I1Csp, nM)

JHEE 87 14 450
St 88 13 200
et 89 3.8 150
w90 6.1 380
SLHER 91 1.4 97
L] 92 9.8 460
SCHEd 93 3.0 220
LR 94 1.7 77
S 95 22 110
SLHEs 96 1.4 33
B 97 37 610
S 98 19 1300
SEEs 99 2.4 200

[2019] e B 100 0.52 47
S 101 11 600
SEEE 102 2.6 140
S EB 103 4,1 310
S 104 1.0 39
SERER] 105 0.55 27
S 106 1.9 110
SHEE 107 0.77 56
Sk 108 1.1 56
S 109 2.4 130
SepEs 110 0.67 44
LHEE 111 1.6 110
sl 112 0.69 67
SEE 113 4.9 200
LB 114 4.8 66
s 11 2.3 210
Sl 116 5.3 340
SEHER 117 2.7 190
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[2020]

[2021]

139

SEHEB] 118 1.6 290
SEHEB] 119 28 1600
SEHEE 120 23 1700
Sl 121 2.7 170
Sk 122 0.40 30
SEHER 123 5.4 330
SCHiBl 124 1.3 66
S 125 1.6 130
SEHER] 126 8.8 630
[ % 16]
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X JAK2 BR 2 BR3P HaE | X JAKS B2 BR K
WK TR P il C 400 ) 3
(ICsp, M) (ICsq, nM)
S 127 2.9 200
Sl 128 0.65 46
S 129 3.4 380
S 130 7.7 570
SR 131 2.8 180
S 132 7.8 350
S 133 3.0 230
LR 134 9.2 620
(2092] SeEf 135 2.6 320
SEHEDT 136 1.1 170
SRR 137 2.2 160
SEiifl 138 3.4 420
SeHEd 139 5.0 290
SRR 140 1.4 61
SEHEB 141 14 440
SEHEE 142 1.2 66
St 143 14 2100
SE ] 144 2.1 210
SeEf 145 0.34 36
S 146 9.5 1400
Ll 147 9.2 920
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i M B

[2023]

[2024]

122/129 7T
Sl 148 21 810
LBl 149 2.6 690
Sl 150 1.7 150
S 151 7.4 490
S 152 0.71 93
Sea el 153 8.4 300
I 154 16 340
SEiifl 155 2.4 390
SCER] 156 6.7 580
S 157 2.0 150
Sl 158 0.65 39
SHEBT 159 1.0 170
S 160 1.0 100
Skt 161 12 230
Sl 162 3.4 370
Y 163 0.74 170
SEE 164 12 470
S 165 3.1 360

[ 3% 17]
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A JAK2 BESBRBRE RIS | AT JAK3 BREU BRI
RIS R i AR
(ICs0, n1M) (ICsq, M)

Sl 166 2.2 380
S 167 1.6 350
S 168 17 1300
Sl 169 3.0 500

[2025] | sE el 170 1.2 180
S 171 1.9 570
el 172 0.85 150
L 173 1.5 200
S 174 0.99 47
Sl 175 4.9 400
LB 176 0.96 35
S 177 0.74 87
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Sl 178 1.0 82
Sl 179 2.6 330
B 180 2.5 52
SCHE 181 2.2 56
SEEE 182 6.4 440
S 183 1.8 59
Sl 184 0.92 45
S 185 4.2 380
S 5 186 5.5 240
S 187 2.4 400
R 188 3.7 120
S5 189 12 1500
SEHEf 190 1.2 58

[2026] | spfi] 191 1.4 31
SeHEE 192 1.9 120
Sk hEda 193 0.80 35
SLHER 194 0.79 84
SEHEF 195 1.2 50
SEHER 196 0.64 35
SR 197 1.6 58
S 198 1.6 60
SEHEE 199 1.6 64
S 200 0.39 26
Sl 201 0.41 35
SeEda 202 4,7 470
el 203 4.5 120
S 204 8.1 220

[2027] [ % 18]

[2028]

143



CN 102307869 B
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M JAK?2 B S ER BB AU INM] | KT JAKS T SRR A 0 4 T
EN 27/ T i3
(ICs0, nM) (ICs0, nM)
SHEf) 205 2.8 170
SEHER] 206 10 360
SR 207 7.0 300
[2029]
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S Hif 208 1.4 100
S 209 7.1 140
it 210 3.2 S
S 211 5.6 86
Sk 212 15 -
Sl 213 22 -
S 214 5.5 380
Sl 215 23 210
SEHE 216 1.4 49
SCHif 217 L5 36
ST 218 2.2 85
il 219 26 >
SE it 220 0.98 24
Sl 221 L5 >
S 222 0.75 18
S 223 0.65 1
SE i 224 LI to
Sl 225 0.69 13
St 226 11 4
SEMig] 227 1.1 20
M 228 L1 19
et 229 3.9 150
Sl 230 12 63
S 231 0.59 2
SEHEf 232 0.55 A2
S 233 5.8 140
SCiif 234 5.4 170

[2030] 41 L ATIk, AR W AL 5 0 s 255 Bl 12 52 1) i s s 1 JAK2 Pt s IR
I, AR JAKS PR IR BB G X8, S ARGt 2% Eal s
3 I 25 VD205 P n] R IR A7 i (un, it (an, EAMELLAn g £, JsUk I i /vl
W2, BB, WG ORI B BE LT AR e (R MR B BRI ), BB A REETE
SR A i, SEEE e, R R BE s, R BEE ), Se iR (A, AT
g, LB D)), RO (A, RRIRRT 58, RUEMIEDTN , 7 BURAME , 2 A& PERE
), FHmE Cln, s B, shikidde , Sk, sbkiiok ) o BRAh, AR SR
Feghg Bl Rz (¥ st SR FI 7 TR B2 55 1, BRR & TR B 2 BR 5 I P I
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AAEm%ﬂ%MEQ%
[2031] i : [t 1 (1
[2032] 5] A\ JAK2V617F & [A f) (BaFB/JAK3V617F cells) 7E 96— Ytk F#5 7%, Ha A
1X10° 4 f8 / Yo, ik HAE CO, B AP E . N — K, M4l i AR i R84 5
DMSO F4 B¢ 75 3] 10mM, 6mM, 3mM, 1mM, 600 1 M, 300 u M, 100 1 M, 60 M, 30 1 M, BE 10 b M % ¥«
B HZKLL 100 5 HEEATHREAE 3] 1001 M, 60 1 M, 30 1 M, 10w M, 6 1 M, 31 M, 1 1M, 600nM, 300
nM, B 100nM . L 10w 1/ BuiyaE m S o i N B S s i VR A I PR R, 1]
o BN 10w 1/ S 1%DMSO ¥ . 76 Lib R tE D, R V)R A KR E g 10 u M, 6 n M, 3
u M, 1 1M, 600nM, 300nM, 100nM, 60nM, 30nM, 10nM, BX OnM (0. 1%DMSO V5K ) « R4
W#Am¢MMA ﬁ~%
[2033] BrgE 3 K Ja, Wit MTT 7l E 28 8. MTT J5iEn Rk T 5%, b
TANEH Smg/ml MTT(S—(4, 5— T FFFLMEME —2- FE) -2, 5 T IEELEALIIME ) B 10 1%
Mo EARAE CO, 5 FRA G TR 4 /M, SRJG MR GT N 100 1 10. 04N HC1/2— TARF
DE IR RN AR MTT- 1 2 30388 8 U AT IR i v A, 2 A 655nm (Thermo
Co. ;Multiskan FC) T MR 2 HAE 595nm T Wi, g SAS R4t (SAS Institute
Inc.) FREAEL RIS, PRI B 50% 40 M A I AL (IC,,) o 3K 19 W
T ER
[2034] [ % 19]

[2035]

IRI IR (IC4,, nM)
L) 1 83
SEJf) 2 70
L) 4 71
L) 7 90
S 11 100
S 20 55
St 24 100
St 27 89
St 28 94
S 30 60
L) 31 87
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SE s 50 53
SE i) 56 81
Lt 60 80

[2036]
STt 65 93
St 71 100
St 105 60
SE g 112 64
S 152 100
S5 166 64
SEafs) 167 63
SEJafs) 170 7
SE ) 200 70
SE Mt 220 64
St 222 66
St 223 ot
St 224 94
St 225 64
SCaf 228 89
SEafs 231 97
St 232 88

[2037] (31 S g 1

[2038]  Js ( IR

[2030] i3 : BEASF ) (80me) & A

[2040]
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Ll 1eEw 5.0 mg
FK 46.6 mg
G5 dn 4T 4 3 24.0 mg

PR Bk ET 4 3 4.0 mg

Tl g e B 0.4 mg

[2041]  JE L5 AL T34 b F R RN ok AT e FrUoAe i % 0 IR A 771 o ] S Jti o]

[2042]  F) COHRA)
[2043]  HilF) : BN A5 (80mg) EH Wi F )i

[2044]
L 2 AW 5.0 mg
FRER 46.6 mg
Lhm A YR 24.0 mg
GEES i 4.0 mg
Tl i 12 Bk 0.4 mg

[2045] 3 ik 5 B 5 04 ok F B (R AR A i s R il 4% R A 751

[2046] [ SEHPE ]

[2047]  4n b vk, A BH ()8 b A SO L 2 2 BTS2 19 #h JE s R JAK2 S 2 BRI
BEFDHITEYE 5 S, & AR AL G W ak L 255 b ]2 5h I 29 41y mT AT e 1Y) T
Brekiasy Cn, i Can, EPELr4n sl £, ORI MRS 2, B i ER , ke R Tk
BEAT it (1B M SENTE ), AR B A RGANE, S o m , Sk aE
VEE M, 1 S e, R R ), SRR Cln, ATAUIRE  FLIE D), R
Can, ERGRRTT R, RUEWERW , & FURAAAE , 2 M4 ), Frm g w (o, il i
J&, shlikdEfk , shlios , sikihik) .
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