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ORTHIR IR AE, BUEHLIR G $h 1R VIR IR IR IR S ) A7AE N /KR EAEm (9 20 i< J8 B
Bl < B ) E AR P E AR %@E%ﬁ&%&mﬁ&,ﬂﬁ’fm% SEAH E AN IR
PRER SN S, BUCE AU R 2t A0 = LG WRMESE ) AFAE R KK A, SRR (o
PRV VRSES BT A T HER#HTNERICE . EEITER S0 CAVLE K
R LY, 55 =R, T. W. Green Fll PeterG. . M. Wuts (1999) , iR : John Wiley&Sons,

25



CN 102464701 B OB B 19/49

Inco

[0163]  —MCAG 0 T 5 12 L REAE X IR ML T AT 52 M R 7R A7 AE B 54T, et e FH ()3 57
SEEFE SR T B AR LB TSR L AN ER TR R R LR B o IRONLIR:
FEH T ANEE, ik 0 ~ 40°C.

[0164] [ 25 ARER ORI 2 10 7 VA o I VAT, W /el (o4 < el < B+ 4
EEAY  EAD IR Eh B BR L £, WA AL BN S AL AN TR B B PR B
S, BUA DL — SN AR = O REE ) AFAE N IKAE, BUEE AL (il VRS SR
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O KA ppme 22T (TLC, FH HSG-F254 & %0 )2 R Mk PR , 11 & 2 SR 8 554k
W 38 T i ) AT HPLC FH T il s AR 7= ok o i £ SR F I 28 ARUBRAE 2544 J2 310A
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KEEANTH 38, IR EAEH 41 A8 / Ak E 45 RS 3. 7Tg Ak, 58 99%
(HPLC, JRBIAH 1, 51 2) o

[0205] Rf=0.8 BHMIETEE : /K : FBER : AMRAEE=1 : 1 : 1 © 1 B 240 il
N 1% efi =

[0206] 1H NMR(CDC1,+D,0)ppm :0.845-0.861 (3H, d),0.912-0.929 (3H, d),
1.514-1. 562 (2H, m) , 1. 732-1. 785 (1H, m) , 3. 942-4. 003 (1H, m) , 7. 492-7. 888 (5H, m)

[0207]  b) N- ZRTiE D, L- 5228t —L- Fl 2 BR-F iR 1 il 2%

[0208] % N- JRT#EE -D, L- 52K (2. Tg) , L- AR F s (2. 79) BT & F ke (50ml)
i, BARY W EV NN DIEA (3. 1g) , N 5€ B8 f5 N\ HOBt (1. 4g) A1 EDCI (2. 6g) , HAAF
2 ERRN 4ho JEIRGE R J RN, BT FEA01T 3. 8g ALk (82% ), & & 98%
(HPLC, JiB0AH 1, 51 1) o

[0209] Rf = 0.3 BHFNAME © 2R 28E=2 ¢ | B0 L5 1 % e =EK
[0210] 1H NMR(CDC1,+D,0) ppm :0.921-0.950 (6H, m),1.223-1.529(3H, m),
1.719-2. 078 (4H, m) , 3. 105-3. 494 (2H, m) , 3. 816-3. 963 (1H, m) , 4. 418-4. 597 (1H, m) ,
5.122(2H, s) , 7. 281-7. 854 (10H, m)

[0211] ) N- ZRTElE -D, L- 5o 2d Bt —L- 2 iR m il &

[0212] % N- ORfiil -D, L- 522t —L- 2 R R (2¢) & T HEE (40ml) , inA 10 % FEfk
(200mg) , WAL, ZiR ML 3 /N o S8, PR I 46 b 25 VA RIS B A R E 4 (1. 6g,99% ) .
BHEHAT NP R B

[0213]  d)N- ZKM#EE -D, L- S22 Bt -L- AR —[ (4- FUEREL ) F2E ] Bk nil 4
[0214]  FF N- ORTEEL -D, L- & B —L- R (921mg) X2 AL oK JiE $h g £ (464mg)
DIEA (742mg) FHTC/K & H 4t (20ml) V& f#, B RS, 2 A1 2 0°C J5, N HOBt (338mg)
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EDCI (575mg) , 7E 0°C T it 20min, HAAF R =R, IR 5 /NS o FH 5 %o T BE S VA W, o Al
Tk PR S AN VA VRO A A SR KIS IR B A HLZ , oK BRIR AN T8, i, ek 4 15 21
i 1. bg, M E T A3 o B eiRY) (1. 06g, UEE :87% ) .

[0215]  Rf = 0.4 BHFIGMEE . 22 EE=1 © | S0 LA Ll

[0216]  MS :505 (M+Na")

[0217]  1H NMR(CDC1,+D,0) ppm :0. 860-0.922 (6H, m),1.603-1.673(1H, m),
1.795-1. 878 (1H, m) , 2. 047-2. 408 (4H, m) , 3. 233-3. 296 (1H, m) , 3. 373-3. 418 (1H, m) ,
3.968-4. 106 (1H, m) , 4. 123-4. 160 (1H, m) , 4. 321-4. 619 (3H, m) , 7. 284-7. 862 (6H, m)

[0218] ) N- ZKA#IE D, L- 5o 2Bt -L- BBt - ([4-(N - F24k ) FRPRAEORIE ] AL ) Bt
e 1) ] £

[0219]  ¥& BB PARAR/4) (1.01g) ¥ T /K / 4BE (20m1/20ml) , ZUSARY™, NN £R R 2 i
FUBRBR AN RIS 2 7N VA H), 980 IR 4 R 25 50, i AR A4k A3 31 A A VIR [ 48 (978mg,
90.7% ).

[0220] Rf=0.1BAAOMEBE . 2B =1 : 1 S0 A X 1% e =EMS :
516 (M+H)

[0221]  SZjfafs] 2 N- JRIEEESE D, L- 522 Bt —L- FHE W —[ (4- PR ) AL ] Bifk
Tt 2 2 11 i

[0222] gLt 1 A AL SE T BREEZ (Tml) o, IOAEEERET (277mg) H1 10 % FEHKk
(150mg) , WAL 24 /NI, 3o P8, P60 W i B B TE R, NN TE (20m1) , CE VKR ISR,
H [ 4%, 3k g8 T4 (250mg, 66% )

[0223]  MS :560 (M+H)

[0224]  SKjfafs] 3 :N- “FhElEHEL D, L- 72 Bt —L- FEl - ([4- (7 - 258 ) FPRIE IR ]
HRE b e

[0225] &) N- KL -D, L- ST BRI 6] &

[0226] #% D, L- =& R (2g) AT 1. 5N A AANER (10ml) 1, IN A =%/ ¥ (15ml),
REEE 0 ~ 5°C 2 IRl sl (3. 2¢) A1 1. 6N S A BNE W, 4ERF pHAE 9 ~ 10 50
FER RN 2h, FARFF R E R 2he A 51NN SRER U 7T pH 2 3, R IRFARE J: N
W, KE AT 198, FrS R 28 .88 / A i e E 25 5445 3. 5g Ik, & & 99%
(HPLC, JiB0AH 1, 7514 2) o

[0227] RE=0.8BHFNIETEL : /K : BEMR : ZMEZEE=1 : 1 © 1 : 1 Bt 40 it
Je 1% e = FR

[0228]  MS :308 (M+Na)

[0229]  b)N- *EHHEE -D, L- =Bk -L- s i S ES ) h] %

[0230] % N-“FHifi D, L- 522 (4. 3g) , L- IHZAMR F s (4. 1) T —& H ke (50ml)
B, RS 2 VT N DIEA (4. 7g) , % in 58 B f N\ HOBt (2g) A1 EDCI (3. 8g) , HARF =
FIRRM 4he 2) WIRIRAARE 25 SR, B AR AAS 5. 3g A EAVREME (74.8% ), &
&= 98% (HPLC, yiishtH 1, 75ik 1) s

[0231]  Rf = 0.5 BHFIAMEE . ZBEZEE =2 @ 1 B0 540 K 1% B = ERWK
[0232]  MS :473 (M+H)
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[0233]  ¢)N- *FTHElE -D, L- 2B -L- IR A6 %

[0234] & N- “FHEEE D, L- 7ol -L- BB R (1. 2¢) T HEE (20m1) , N 10 %40
Tk (120mg) , A, IR SL 3 /NI o T8, Yol R IR 4 b 5V 7745 21 A AR [E4 (1g,99% ) .
BT NP B

[0235]  d)N- Rl D, L- S22 Bt —L- FHE IR —[ (4- JURREL ) FAE ] Bhemhl
[0236] % N- ML D, L- 7o 2 Bt -L- 2 BR (1g) « A& 2R IS SR 12 #h (464mg) .
DIEA (742mg) FHTE/K —& H ¥t (20ml) V& f#, B ARY, ¥ A1 % 0°CJ5, N HOBt (338mg)
EDCI (575mg) , /£ 0°C FHiHE 20min, HARFA R EIR, RN 5 /Mo 5% I BRE AW, AT
TR PR ANV VRO AL AN £ SR /K IR IR B s A L2, oK BRER A T, 308, 93 4k 4 15 21
i 1. 5g, FEE AT A S T EHeIRY) (905mg, IZE :80% ) o

[0237] Rf = 0.4 BHAIGMEE © 282 E= 1 © 1 T 540 K

[0238]  MS :519 (M+H)

[0239] ) N- “FHENE D, L- S22 Bt -L- FHEBE - ([4-(N - F2AL ) RPRAEORIE ] AL ) Bt
i 1) ] &

[0240] A& F2B AR/ 4 (905mg) ¥ T-7K / 4BE (20m1/20ml) , USRS, NN £R R 2 %
BRI EN RIS 2 7N VA H), 980 IR 4 R 5 8 0, 1A A4k A3 21 A B VR [ 44 (87 Img,
87.7% )

[0241] Rf = 0. 1 BHFAMHEE | ZBRAEE= 1 © | B 85N 1% ei =R

[0242]  MS :530 (M+H)

[0243]  SEjafs] 4 :N- RREEESRE D, L- 52 —L- BBt - {[4- (N - 320 ) FPRIE RS ]
RO | Bl e #h

[0244]  RESLEf 3 TSI S WIEME T EEEE (Tml) 1, INATBEERET (270mg) A1 10 % 4Lk
(140mg) , A SR 24 /N, 3238, Jak s i 4 5 B985, NN < TE (20ml) , J3CE vKAR I 4, #r
H [l 4, 3ot 98 TR (540mg, 62. 7% )

[0245] MS :514 (M+1)

[0246]  SLjiEf] 5 N- RSt D, L- 5o &l —L- i mt - {[4- (N - $20 ) FRREE ORI ]
FROEL ) Bk

[0247]  a)N- ZKFEEEL D, L- & BRIl 4%

[0248] #4 D, L- =& (2g) AT L. 5N A SEAANER (10ml) o, A % 7SFF (15ml),
REFEE 0 ~ 5°C ISR FBER (2. 3g) Al 1. N S A BNE W, 4ERF pHAE 9 ~ 10 50
FER R 2h, A B ER R 2he A E1 NI SRER T pH 2 3, UK IRARE 2 N
W, KM B CBs (20m1+3) ZEEL, FrfS A S B Bt KB 2 e, JooK I BR AN 118,
WRAGIETRAT 2. 6g EOHPIRY . &8 92% (HPLC, 3iahtd 1, 7515 2) .

[0249] Rf=0.9 BIFIETE : /K :BifR . 2MZBE=1 : 1 1 : 1 B 4
e 1% e = ER

[0250]  MS :258 (M+Na)

[0251]  b)N- ZKH L D, L- & Bt -L- i FR % 6 0 il 4%

[0252]  #% N- DR HI M &£ -D, L- 522 R (2.3g), L- iz R N HlE (2. 7¢) & T — S e
(50m1) =, ZALRY", % HV N DIEA (3g) , i N 5e B f5 N A\ HOBt (1. 5g) A1 EDCI (2. 5g) , H
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ST 2 IR ON Ah o P8R IR AR 25 SNV, BT AR A AT 3. 3g TR iRy (72% ), & &
98% (HPLC, JRzIAH 1, 75¥% 1) o

[0253]  Rf = 0.4 BHAIGHEE © ZRAEE=2 @ 1| B R0 U 1% el = FR
[0254]  MS :423 (M+H)

[0255] ) N- ZEFRLIE —D, L— =20k —L— JIf S 1 ol 4%

[0256] % N- ZRFFEEJE D, L- 2Bk -L- &R Rl (20) W T HEE (40ml), I 10%
UK (200mg) , WA, DR 3 /N o TEUE, PR WA R T RIAE B A R ENA (1. 5g,
98% ). ELIEHAT TP RM.

[0257]  d)N- ZKFEEHL D, L- 2%k -L- SR - [ (4- SO ) AL ] Wl &
[0258] % N- KL D, L- 5228t —L- 28 (830mg) 4 2 F E R i £h iR #h (464mg) .
DIEA (742mg) FHTE/K —& H ¥t (20ml) V& f#, B ARY, %A % 0°C /5, i A HOBt (338mg) ,
EDCI (575mg) , /£ 0°C FHiHE 20min, HIRFA R =R, RN 5 /Mo ] 5% I BRE AW, AT
TR PR S AN VE VRO LA £ SR KIS B8 A L2, oK BRIR AN T, 308, e ik 4 15 214
w1 Ag, FEET A S T EHeIRY) (861mg, IREE :77% ) o

[0259] Rf = 0.5 BHFAIAMEE © 2B H= 1 © 1 ff 540 Kt

[0260]  MS :469 (M+Na)

[0261]  e)N- R BEEL -D, L- 52& Bt -L- EmE —{[4- (N — 0k ) FBRAER R ] AL
P e 1 i 2%

[0262] A& 2B PRAS 4 (861mg) ¥ T 7K / L BE (20ml/20ml) , BUSARY™, NN £R B8 2 %
BRI N IS 2 7 NIV 1), 980 IR 4 B 25 8 0, 1A A4k A3 21 B e MR [ 44 (863mg,
94.7% ) .

[0263] Rf = 0. 1 BHFIAMEE © LZFBRAEG= 1 @ 1 Bt 580 1% el = Fi

[0264]  MS :480 (M+H)

[0265]  SKafs] 6 :N- R FFEEEL D, L- 7o Bt —L- FHa i —[ (4- PR ) HRE ] Bk
[N

[0266] Mg sLjiEts] 7 FrARHIAL G (500me) VR T EEIR (Tml) o, INABSEZET (250mg) Al
10% 486k (120mg) , WS 24 /NIF, S8, 98 H W 4 R 259855, INN £ E (20m1) , JiCE UKFE
A A A, T % (424mg, 81% )

[0267]  MS :464 (M+H)

[0268]  SEjafs] 7 :N- 2R L BEAE D, L- &M L BHEBE - {[4-(N" - 3208 ) HPRAEERAE ]
HROEL | Bk

[0269]  a)N- K ZBEEL D, L- R ER 6 4

[0270]  #5D, L- 522 (2g) AT L. 5N ESAANVER (10ml) ™, A —%7<FF (15ml),
REFEE 0 ~ 5°C EIZ IR CBER (2. 4g) AT 1. 5N S A BNE W, 4ERF pHAE 9 ~ 10 50
FER R 2h, FAAF R E IR KA 2he A 20NN SRER T pH 2 3, UK IRARE 2 N
W, KM B 2 Bs (20m1+3) 2B, FrfS A S B Bt KW 2 1, Tk BR AN 115,
WRAGIETRAT 2. 5g TOHPIRY . &8 90% (HPLC, sl 1, 7515 2) .

[0271] RE=0.9 BAHFNIIETE : /K : BEMR : ZBEZBEE=1 © 1 © 1 : 1 B0 240 it
e 1% e = Fi
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[0272]  MS :272 (M+Na)

[0273]  b)N- K LMEEHE D, L- SR BE L f 0B % 6 i il %

[0274] B N-ZKZ B -D, L- &R (2.5g), L- IHE K FHEs 2.49) M T —&H
f (50ml) H7, &S AF B, ¥ AR i DIEA (2. 8g), W% N 58 BB 5 i N HOBt (1. 35g) #ll
EDCI (2. 3g) , HAF R = IR R M. 4ho PR IRAA SR 5 RN, B AR 40T 3. 6g BT T 4%
iRy (83% ), &8 97% (HPLC, s 1, 77 1) .

[0275] Rf = 0.4 [BHAAMHEE . 2R AEE=2 . 1 B 00 % 1% e =Ei
[0276]  MS :437 (M+H)

[0277]  c)N- ZEZ WAL D, L- =500 —L— PSR 1 il 4%

[0278]  #F N- ZR LB D, L- 2Bk -L- IR R EE (2¢) ¥ T HEE (40ml), I 10%
FEhx (200mg) , WA, ZiL RN 3 /NN o I8, PR IR 46 R £ A AR B R R AR (1. 55,
98% ). BELIEHAT T RM.

[0279]  d)N- R BEHE D, L- 5%k -1 SR - [ (4- SO ) AL ] Ml &
[0280]  #F N- R Ltk -D, L- 5228t —L- 28 (866mg) ) 2 T E R i £h iR #h (464mg) .
DIEA (742mg) FHTE/K —& H ¥t (20ml) V& f#, B ARY, ¥ A 2 0°C /5, 0 HOBt (338mg) ,
EDCI (575mg) , 7E 0°C F it 20min, AT R ZIR, IR 5 /NS o FH 5 % T B S VE W, e Al
Tk PR S ANV VRO L A A SR K ISR IR B s A HLZ S TR KR IR AN T, i, e ik 4 15 21
i 1. 2g, FEE T AL TR B HPIRY) (802mg, UREE :69. 6% ) .

[0281]1 Rf = 0.5 BHFAIAMEE : 2RO HEE= 1 © 1 ff0 540 Kt

[0282]  MS :483 (M+Na)

[0283]  e)N- R BEHE -D, L- S22BE —L- %M —{[4- (V" — £k ) HPRAER R ] HR AL )
P i 1) 1) %

[0284] % [ B P34 (802mg) ¥ T 7K / 4B (20ml1/20ml) , ZSARY, NN £h12 F2 ik
FURRTR AN, [R1ALRONE 2 /NIE A 50, 980 e 4 55 25 78501, ok A Al 443 21 A IR [ 44 (760mg.,
88.5% ).

[0285] Rf=0.1BAFAMEE . 2B =1 : 1 S0 A & 1% e =B MS -
494 (M+H)

[0286]  SLjifafs] 8 :N- K ZBEE -D, L- 522 Bt —L- FHE M —[ (4- BRI ) A ] Bif%
e i3 6

[0287] A& sLjEfs] 9 FriS L &4 (500me) fE TR (Tml) 1, INABEEZET (250mg) Al
10% 8 5% (120mg) , WL 24 /NF, L8, 98 4 bR 259855, INN £ E (20m1) , JRCE VKA
A A A, g8 (386mg, 71.2% )

[0288]  MS :478 (M+H)

[0289]  sEjafs] 9 N- FRIELFEL -D, L- &M —L- BHEBE - {[4-(N" - 3208 ) HPRIERE ]
L} B dhig &

[0200] ) N- (AU T A8 kL ) FAL -D, L- & MR R ER Y il 2%

[0201]  #% D, L- AR FHEEhERh (4. 9g) VAT DVMF (30m1) H, M DIEA (15ml) , 1%
IR BRAUT BE (3. 72) ,40°C N M 12he PR IR4a R 5 R EWE ], INA LR LB (30ml) ,
A AUAE P AR B S AT VR (20m1%3) .5 % KHSO AW (20m1%3) Feisk, K¥e s dik, Ml
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EhK (20mlx1) Feigk, ToKIR LN 15 , WR4A U8 AT 25 (iR, i AR 4ifb AT 3. 6g ¥R B Ay
K. & 99% (HPLC, WiahtH 1, 7735 1) o

[0292] Rf = 0.5 [EHFNAEE © 2B 28E= 1 © 2 St 840 AL 1% e =Bk
[0293]  1H NMR(CDC1,+D,0) ppm :0. 913-0. 942 (6H, d), 1. 474 (9H, s), 1. 532-1. 584 (2H,
m), 1. 744-1. 761 (1H, m), 3. 236-3. 305 (2H, m) , 3. 372-3. 408 (1H, m), 5. 182 (2H, s),
7.282-7. 385 (5H, m)

[0204]  b)N- (U7 &Pk ) 3 -N- BUT S -D, L- 7 Wl H &

[0205] % N-(FUT SFpki: ) FH: -D, L-2EA MR Fls (3. 40) W T & F L (20ml) 1,
W0 DIEA (1. 3g) A1 —BREE AU T BE (2. 8g),40°C N 36h. VR KAEIE 2 I B, BT
FEALAS 4. 4g TREJMRY) (98% ), & & 98% (HPLC, VitdlAH 1, 777k 1 .

[0296] Rf = 0.5 BAHFNANE ¢ LR AEG= 20 @ 3 Bff EA0 M 1% e = Fi
[0297]  1H NMR(CDC1,) ppm :0.910-0. 938 (6H, d), 1. 480 (18H, s), 1. 522-1. 57 (2H,
m),1.751-1. 764 (1H, m), 3. 321-3. 342 (2H, m), 3. 381-3. 410 (1H, m), 5. 214 (2H, s),
7.277-7. 384 (5H, m)

[0208]  c)N- (U] 2 BRAL ) AL -N- BUT A -D, L- SR & BRI il &

[0209] & N-(BUT S BRAEL ) AL -N-FUT E B2 D, L- REIR Tl (3.59) ¥ T FHE
(25m1) , NN 10 % E85% (200mg) , WAL, iR 3 /NI o 3ot 98, U8 A< 4 B L VA RIS 21 (A1 £
IR 4A 2. 8g,100% ) o ELEEHHAT T 20 M.

[0300]  d)N- (U7 %tk ) FRAE -N- BT S -D, L- 522l -L- T2 R R B8 1%
[0301] 4§ 2P/ i (2. 8g) « L- AR R EREh R £h (2. 1g) « DIEA(2. 4g) /K =&
e (50ml) & fF, SRS, ¥ 21 % 0°C 5, I HOBt (1. 1g) , EDCI (2. 1g) , /£ 0°C T #ii #¥
20min, FAAFF R Z= L, KA 5 /N o 5 %6 Bt PR SV AL, VAR Tk I S B VA VR AR R £ R K
TR IR B A WLZ  ToK IR BN T4, 108, B0 Ik 46 45 20K 5 4. 6g, HE T4tk 18 o &
R (3. 3g, WHE :77% ) o

[0302] Rf = 0.7 BHANAMEE © 2B BE= 2 . 1 Sf L840 Kl

[0303]  MS :555 (M+Na")

[0304] ) N- (U T 28 pRAL ) FRAE -N- BUT A -D, L- 2Bt -L- IR &%

[0305] % N-CRUT et ) A -N- BT Sk -D, L- 2%t -L- 2 R~ (3. 3g)
BT HEE (30ml) , N 10% 585k (330mg) , A, LI 3 /NSF o 398, 980 I A B 25 75 51
BRENT B 2. 78,98% )« BHEHAT T B RM

[0306] Rf = 0.1 BHFNAMHE | ZRAEE=1 ¢ 1 B 5401 % Ei =FR

[0307]  £)N-(UT SpAE ) HAE -N-fUT SAE -D, L- Bt —L- st —[ (4- JAtoR
S B ] BeRe il

[0308] A& F2BFrdR ™ i (1. 4g) R ORI SRR E (591mg) (DIEA (974mg) FIJE/K —&
e (50ml) ¥R, BARY, B E1 2 0°CJa, i\ HOBt (443mg) , EDCI (754mg) , 7 0°C T it
20min, FAAFF R EE, KA 5 /N F 5% B FR SV AL, VAR e S A VA VRN AR R £ R K
TR B A WLE  ToKIR BN T4, 108, R IR 46 /5 2K 5 1. 8g, HEEMraifb 18 L&
HPRY) (1. 5g, & :81.7% ) .

[0309] Rf = 0.4 BHANAEE . ZBRAHE= 1 ¢ 1 A LS MS :579 (M+Na”)
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[0310] @) N- (AU T %t ) FRAE -N- BT S E: -D, L- o2l —L- el - {[4-(N - &
H) PRI ] B ) MR &

[0311] 4§ BB A4S 4) (757me) ¥ T /K / 4 BF (20ml/20ml) , BUSARY™, NN £8 B8 ¥4 %
FURRTR AN, [RNALRONEL 2 /NEEA 50, 980 e 4 5 25 78501, b A Al A0 A3 21 A IR [ 44 (785mg.,
97.7% ).

[0312] Rf = 0.2 BAFAMEE @ 4B =1 ¢ 1 B0 KA J 1% el = B i MS -
612 (M+Na)

[0313]  h)N- FRIEEFFEL -D, L- 522 Bt -L- IZME —{[4- (V" - 320 ) FRBRAER R ] AL )
P fle R 2 £ 1) 1) &

[0314] & LB FT1S 724 (200mg) V& T 4R 2.8 (2ml), NN 156% $h1R / 2. 1% . R 5
(2ml) , =N 2 /NI, 0 IR 443 2 A AR B A (157mg, 99% ) .

[0315]  MS :492 (M+Na)

[0316]  SZjfafs] 10 :N- FRIEF AL -D, L- 2Bt —L- FREME - [ (4- BPRIEORAL ) AL ] Bifz
EhIR

[0317] % N= (U7 %t ) FAE -N- BT Ut -D, L- S22 B -L- Il - ([4- (V- &
B PRRHEOREE ] BAE | Bk (500me) A TBEEE (Tml) o, IOABEERET (250mg) 1 10%
R (120mg) , AR KL 24 /B, 398, BRI 48 BR L V57, I 2.0 (20m1) , 535 E oK 46 i
B, B HA T A, it )5 (409mg, 76 % )

[0318] % L B FTAS /4 (409mg) V& T 4R B8 (4ml), NN 16% 18 / 2. B8 . R
(4ml) , =N 2 /NI, 0 R 445 2 A AR EHE (264mg, 90% )

[0319]  MS :440 (M+Na)

[0320]  SCJff 11 :N- ZRFFEEEE -D, L- o2l —L- 2Bt - {[4- (7 - Bdk ) FPRIEOR
] R} B

[0321]  a)N- FUT & HE -D, L- S a Bt —L- s i FER &

[0322] % N- LT S kL D, L- BT &R B, L- AR FES (9. 17) BT =&
Bt (100ml) 1, S AR, ¥ E0K in DIEA (10. 3g) , 3 N 5€ B2 5 in A\ HOBt (4. 7g) FH
EDCI (6. 6g) , HAAFF 2 2R 8ho YU IG5 25 RN, BRI AR 4E40AT 13. 2g BT vk 2%
IR (91.42% ), &8 97% (HPLC, iish#l 1, 7794 1 o

[0323] Rf = 0.5 BHANAMNE ¢ LR AEG= 10 © 3 B E50 A 1% e = Fii
[0324]  MS :441 (M+Na)

[0325]  1H NMR(CDCI,)ppm :0. 869-0. 919 (3H, m), 0. 943-0. 961 (3H, m) , 1085-1. 215 (1H,
m), 1. 424 (9H, s), 1.485-1. 599 (1H, m) , 1. 659-1. 758 (1H, m) , 1. 906-2. 123 (3H, m) ,
2. 145-2. 238 (1H, m) , 3. 514-3. 574 (0. 5H, m) , 3. 620-3. 680 (0. 5H, m) , 3. 809-3. 849 (1H, m) ,
4. 265-4. 306 (0. 5H, m) , 4. 471-4. 483 (4H, dd) , 4. 567-4. 601 (0. 5H, m) , 5. 103-5. 280 (3H, m),
7. 259-7. 362 (5H, m)

[0326]  b)D, L- Fom Bt —L- iR S S £h /2 45 (1) 1 &

[0327] % N- BUT %A -D, L- izt -L- 2R < (13g) WiE T 4R 4B (34ml)
B, A ETR I 15% HCL/ 2R Z. B8V (25ml) , i inse B a F AR T 2 IR N 4ho I8 i
AR 25 N PR A B/ IE OOkt B 45 AT 4. bg LA (90% ), & & 94% (HPLC,
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B 1, 779 2) .

[0328]  MS :319 (M+H)

[0329]  c)N- ZKHEEHL D, L- Sraa it —L- MHa R S I 1 i 2%

[0330] K D,L- Frmadlh -L- AR FER AR # (1. 2) VAT & H ke (1oml) o, %401
0°C, {#N DIEA (860mg) FHZK LS (477mg) , HARF 2 ZF IR ML 2h, Jol e 4 48 s 2515 771 1
FEAAL A T ARy (1. 1g,79% )

[0331]  MS :423 (M+H)

[0332]  d)N- ZEFRIEEEL D, L- SEen Bt —L— e e i il &

[0333] ¥ N- R H B 5L -D, L- R & Bt -L- AR R (1. 1o & T HEE (15ml), N
A 10 % £88% (120mg) , WA, N 3 /NI TE3E, Ik iR 4 bk L A AR B L RS
(1.04g,99% ) o BEIZHAT I RN,

[0334]  e)N- ZEFIELIE D, L- B &l -L- IR —[ (4- GULZEIE ) L ] BRRA %

[0335] g N- R Wi 5L D, - mm & M —L- & R (1. 04g) X & 2 R I £h iR £h
(580mg) « DIEA (929mg) HI G /K — & H ke (20ml) ¥ fif, B ARY, A HE0CJE, INA
HOBt (423mg) , EDCI (720mg) , ££ 0°C " #ikE 20min, FARFF & %, KM 5 /IF. FH 5% g
SRR, YRRk PR S BN T O P A B SR KRR IR B A AL, T K IR RN ), iU,
PRI GATF BIFH A 1. 3, AR AL G o Al Y (1. 15g, Y3 :82.3% ) .

[0336] Rf =0.1BHF Ol 2BoEE=2 . 1 B R0

[0337]  MS :447 (M+H)

[0338]  )N- KA D, L- Foe &bt —L- it - {[4- (V- 520k ) FRIPRAEORSEL ] AL |
P g 1) ] 2%

[0330] R 2B 454 (824mg) ¥ T 7K / 4% (20ml/20ml) , Z AR, INN £ PR ¥4 ik
FURRTR AN, [R1ALRNEL 2 /NI A 50, 980 e 4 5 25 78501, b A Al 4043 21 A IR [ 44 (861mg,
97% ).

[0340] Rf=0.2 BAFAMEE . 2B =1 © 1 S0 A X 1% e =B MS -
480 (M+H)

[0341]  SEjafh] 12 :N- R FFELEL -D, L- o ad B L MMt —[ (4- FREOR L ) HRRE ] Bk
i 1R 6

[0342] gLt 11 P3R4 540 (667mg) M TESIR (Tml) o1, INAFESERET (216mg) A
10% 48 6x (111mg) , WS 24 /NIF, 38, 98 H A 4 bR 29855, NN £ E (20m1) , JiCE VKFE
TR, Byt A, it e 1 (454mg, 62% )MS :464 (M+H)

[0343]  SLjfafs] 13 :N- KBS -D, L- o2l —L- FHEBE - ([4- (N - 2AL ) BRER
A ] R B

[0344]  a)N- ZK LMWL D, L- Saaa it —L- IHE R S I 1 i 4%

[0345]  ¥% D, L- Fow &l -L- I RER SR & (1. 1) T =& HF 4 (10ml) &, AE =2
0°C, {0 DIEA (776mg) MK Z Bt (473mg) , HIRFH 2 2R SN 2h, Ja i 4 b 2575571, i
FEAEALAT ER B R (1. 2¢,93% )

[0346] Rf = 0.3 BHFAIAMEE © 2R OHEE= 2 © 1 ff0 540 Kt

[0347]  MS :437 (M+H)
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[0348]  b)N- ZEZEEFE -D, L- B E B -L- IR R 1 4%

[0349]  f& N- 2K A Bt -D, L- Roe & Bt -L- = R iE (1. 2¢) ¥ T HEE (15ml), N
A 10% 40 8% (120mg) , WA, = IR 3 /Ao T3, Ik F 3 46 B 25 VA 71043 21 E (RS A 4
(939mg, 97% ) » ELIZHHAT T Mo

[0350]  c)N- ZEZWEIE -D, L- ol -L- R MR - [ (4- UL ) HIE ] B mdl &
[0351] O N- 2K Z BE 3L -D, L- B2 & BE -L- i & 1R (693me) « N & B 3 2 i 46 R £k
(337mg) « DIEA (581mg) F Jo /K — & H f& (20ml) ¥& ff, S AR, W EHI R 0°CJa, InA
HOBt (270mg) , EDCI (460mg) , 7£ 0°C T #iikE 20min, FHARFFZE i, KM 5 /NF. F 5% g
SRR VR TR PR S BN T R P A B SR KRR IR B A AL, T K IR BN )5, i U,
RS BIFE S 1. 3, A ETAMLIF T Bl kY (782mg, ILZK :85% ) .

[0352] Rf = 0.1 BHFAIAMEE : 2B E= 1 © 1 ff 540 K

[0353]  MS :461 (M+H)

[0354]  d)N- ZKZBEHE -D, L- For & Bt -L- Bt - {[4- (V- 385 ) kRS ] it )
5 Fre 1) 1] %

[0355] % LB PT18/™=4) (782mg) ¥ T /K / 4B (20m1/20ml) , ZSARY, NN EhE 2
FURRER AN, FI LR 2 /NEE A H, 980 3 48 o 25 V8 571, ik A Al A48 21 A ERIR [ 4 (704mg,
84% ).

[0356] Rf = 0.2 B AMES : 2B =1 @ 1 B R4 1% el =FR

[0357]  MS :494 (M+H)

[0358]  SEifh] 14 :N- IR LEAEE -D, L- oz M —L- 2t —[ (4- FpRER L ) H AL ]
Jiie e 1

[0359]  H4sLjifs 13 FrfS k540 (500mg) A4 THEEE (Tml) o, INABSEZET (200mg) F
10 % 485 (110mg) , WL A 24 /N, T8, P IR AR B Va7, I LBE (20ml) , JECE UK AE
T, B A, S P8 TR (321mg, 59 % )MS 1478 (M+H)

[0360]  SLjEf 15 :N- FRIL AL -D, L- Fom & Bt -L- el — ([4- (N - 520 ) FRREEOR
S ] L MR ER R

[0361]  a)N—( U T &AL ) B -D, L- B2l -L- JE R EHs b %

[0362] #4 D, L- oo & Bt -L- AR FER B L (1.8g) W T 415 (30ml) ', mA
DIEA (L. 3g) , 21 INVR Z B8 AU T BE (1. 1) ,40°C N M 24h, ol IR 4565 22 KB IE7, N
ANCIR CBE (30ml) , A ATUAH M AR R S BN A (20m1+3) (5% KHSO AW (20m1%3) ik,
KB A, WA 7K (20m1*1) PR, Jo/KBREREN T8, IR 4r AT 2 (iR YD, i A4
g 1. Tg WEEMRY . &8 99% (HPLC, itahl 1, s 1),

[0363] Rf = 0.5 BHFIAMEE . 2B =2 ¢ | B0 R4 K 1% e =BV
[0364]  MS :455 (M+Na)

[0365]  b)N- (4T 2Bk ) FAE -N- BUT A -D, L- e @Bt -L- IR R s 1l 4%
[0366] % N-(FUT S FRAEE ) FH -D, L- &l -L- AR T (1. 79 W T & HF
St (20m1) 7, 0 DIEA (542mg) 1 —hfe — 4T Bs (1g),40°C M. 48ho Jal R 4 i 25
N, BRI AR AE 1. T s kY (81.2% ), & & 96% (HPLC, JiahAH 1, 77V 1)
[0367] Rf = 0.6 JEFAIAMEE © ZBRAEE= 20 © 4 Bfa EAM U 1% e = VR
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[0368]  MS :555 (M+Na)

[0369] ) N- (U] plkAE ) HOE —N-UT AL -D, L- "R I i %

[0370]  FF N-CBUT &k ) B -N- BUT Sk D, L- AR (1. 79) & T F e
(25m1) , NN 10 % £8 6% (200mg) , WA, iR IRML 3 /NI o 33t 8, U8 A 4 B 5 VA RIS 21 A £
JUIRE A 1. 38g,100% ) o ELEERAT TP Mo

[0371]  d)N-(AUT %8Bt ) FRE -N- BT S -D, L- et —L- It - [ (4- JUk
JRHE ) FRER ] M A

[0372] ¥ L2048 i (930mg) & & HE 2 2R i #h iR #h (390mg) « DIEA (630mg) F oK —
AFLE Goml) ¥R, B BH R 0°C T, N HOBt (284mg) , EDCI (483mg) , /£ 0°C T i
F 20min, HEAF 2 =W, RS /N o 5 %6 T B S AR YRRk I S BV R A A £ £
IKEBHIREEBANLZ , KR EREA T8, L U8, R IR 4615 20K i, 2 A 44043 il
R (708mg, Y2 :60.6% ) .

[0373] Rf = 0.4 BHFAIAMEE © 2B E= 1 © 1 ff0 540 Kt

[0374]  MS :579 (M+Na")

[0375] ) N= (AUT At ) I -N- T %0 -D, L- e od it —L- izl - {[4- (V- &
) FRRERREE ] AL ) BRRe A

[0376] A& F20 84 (680mg) ¥ T7K / LBE (20ml/20ml) , USRS, NN £R R 2 %
BRI EN BN 2 ZINISF VA ), 980 IR 4 Bk 25 8 0, 1A 44k A3 21 A e IR [E 44 (780mg,
97.8% ).

[0377]  Rf = 0.2 EFIATES © MR OBE= 1 0 1 Bt 5AN % 1% el =

[0378] MS :612 (M+Na)

[0379]  h)N-FRILFIL D, L- o &bt —L- il —{[4- (V- 520k ) FRIPRARORSEL ] AL |
P Frae 6 1 6 1) ] &

[0380] % L B FifS /=4 (200mg) V& T MR .05 (2ml), NN 156% 1R / .18 L. BR 5
(2ml) , =R 2 /N, PR IR 4A45 2 A AR B A (145mg,91% ) .

[0381]  MS :456 (M+Na)

[0382]  SEjifh] 16 :N- FRIEH L -D, L- Seomad M —L- MMt —[ (4- FREOR L ) HRAE ] Bk
fiz $h 1R £k

[0383] % N-GRUT SpkA: ) H: -N- U T Bkt D, L- o Mt -L- el - {[4- (V- &
B FIRREESEEE ] L) Biig (580mg) VAT EERR (Tml) T, INABSERET (155mg) A1 10%
AR (100mg) , AR KL 24 /B, S 98, BRI 4 bR L VA, TN 20 (20ml) , i35 E vk 46 i
B, By H T4, 3t )8 (610mg, 87.5% )

[0384] K [P AG =4 (500mg) V& T 4R 4 BE (4ml), NN 156% $h B8 / .18 Z BE S W
(4ml) , =N 2 /N, 0 IR 4453 21 A AR EHE (294mg, 75% ) .

[0385]  MS :440 (M+Na)

[0386]  SEjEf) 17 :N- ZSRAMESRL -L- 7540 -L- Il —[ (4- PRI IR 3L ) B3 ] Bhigsh
iR

[0387]  a) N- ZRTIE —L— 2B Y il 2%

[0388]  #f L- %2R (6. 5g) & T 1. N E AL VATR (40ml) o, NN %7336 (40ml),
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R 0 ~ 5°C (B2 N8l & (10g) A 1. 5N S AL A TR, 4ERF pHAE 9 ~ 1050
FERRME 2h, HAAF R ZE IR 2he A 20NN SRR T pH 2 3, UK IRZARE 25 S
W, KE AT H 138, FrRE R O B8 / A i hEE 25 548 9. 4g FH AR, 5 & 99%
(HPLC, JiishAH 1, 777% 2)

[0389] Rf = 0.8 JBHMIETEE : /K | BHIR  LBRABE=1 1 1 1 &6 58400
J 1% i = B

[0390] b)) N- T & Bedk —L- & EE - {[ (4- (N- "SR ) FRREE AL T B3k ) WeAg ol
7%

[0391] & N-fUT S B -L- B & R (2. 2¢),4— & H AL N7 — R S8 2 08 Ik Eh R
£h (3. 7g) ¥ fi T DMF (50m1) ™, & ARY, ¥ &0 T N DIEA (4. 3g) , ¥ in € B f5 Im A
HOBt (1. 35g) FHEDCI (2. 3g) , HAAFF B = H IR 4ho PR IRAA R J5 RN, BEGE A0S
4. 6g E IR EME (95.7% ), %8 98% (HPLC, a4l 1, 77 D o

[0392] Rf = 0.6 BHFIAMEE . 2B =1 © 2 B0 L4 K 1 % e =BV
[0393]  MS :503 (M+Na)

[0394]  c) L- FRZME —{[(4- (N- 5L ) BBRAEEORSE | 2L ) Befkshme bl %
[0395] % N- U T S Bt —L- A BE - ([ (4-(N- R R ) Bk IRE ] ) Bk
(4. 6g) VAT SAEE (30ml) , WE AN 15% HCl/ ZBE 2 ESVE W (30mg) , IR S e 4a 14 22 1
A HERY) H A B/ Tk EE 45 A5 B i 44 (3. 6g,91% ) .

[0396]  MS :381 (M+H)

[0397]  d) N- ZRAEEERL —L- 524t —L- B — {0 (4- (- R ) RO ] AL
P i 1) ] %

[0398] % N- KL —L- 722 R (406mg) L izt — ([ (4- (N- FEAEE ) FPRIE A ]
FL ) Wiz bR (625mg) « DIEA (426mg) HTC/K & HF Hit (20ml) W& f#, B ARy, B A%
0°CJ » N\ HOBt (203mg) , EDCI (345mg) , 7£ 0°C F#it+k 20min, HARFF & %, RN 5 /M),
F 5 % T BR ARV VR, M AR IR S BN VA VBRIV AN B b K VA R IR e i HILZ , To K R B T
P, 198, DR R 4043 B 905me, A EHTAi AT A YRR B 44 (680mg, UEE :71% ) .
[0399] Rf = 0.4 BHANIAEE © 2B BE= 1 © 4 T 40 Kl

[0400]  MS :634 (M+H)

[0401] o) N- JRTHEESE —L- S22t —L— FR el — [ (4— R DR E ) R ] Mg 2 R L 1
#%

[0402] A% b0 FrfR ™4 (450mg) ¥ T HEE (20ml) , IR 10 % £86k (90mg) , E M, 40°C
N SN 8h, i S 4 5 VA, R EE (5ml) VAR, N 15% HCl/ .18 Z.BEVEW, 7T
B A EARE A (328mg,87% ) .

[0403]  MS :500 (M+H)

[0404]  SEJAf] 18 :N- i F J —D- o M —L- M2l ik —{[ (4- (N- R AL ) FRER
S ] AR} M

[0405]  a) N- ZRTilE —D— 552 BRIV il 2%

[0406]  #5D- 7wzl (13. 11g) ¥ T 1. SN EEABNAW (80mL) 1, INA —%(7S¥F (80ml),
R 0 ~ 5°C s BRI AT Bl (19. 8g) M 1. 5N E AAALANTE M, 4EFF pHIE 9 ~ 10 5
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0 JE NN 2h, HERFH B IR 2he Y E0 N FINAL SRR Y pH 2 3, R IR AARR 2 =4
AN, KREEARNTH it ug, FrfSEAH 28 C8s / fim Bk E 45 18 22. 2¢ Ak, & &
99% (HPLC, JishAH 1, 777 2) .

[0407] Rf=0.8 JBHMIETEE : /K : BB : ZMRAEE=1 © 1 : 1 © 1 S L4005 il
e 1% e =l

[0408]  b) N- ZRI L —D- S &t —L— P&l — ([ (4- (N- "Rt ) HIPRAER IR ] AL |
P e 1 i 2%

[0409] > N- JRTEEL —D- &R (406mg) L— FZMe — ([ (4- (N- R5RAE ) HIPRIE DR AL ]
HAE | Ml sh iR & (625mg) « DIEA (426mg) HJG/K “&Hfe (20ml) #EfF, B ARY, B A2
0°CJ&, In\ HOBt (203mg) , EDCI (345mg) , 7E 0°C N Hi+E 20min, [HIRATF &5, KN 5 /M.
F 5% R BR APV, MO ABR IR L BN VA VBRI AN B $h /K VAR IR e i A HLZ , Tk R BN T
W, U8, R IR 4615 B 922me, AR EHT AT A EVRIR A (T07mg, UEE :74% ) .
[0410] Rf = 0.4 BHFAIAMEE . 2B B= 1 © 4 Tf0 540 Kt

[0411]  MS :634 (M+H)

[0412]  SEZjffh] 19 N- ZEREEERE —D- & Bt —L- Jisist — [ (4- PR 2R ) I ] Bhfgh
g

[0413]  c) N- JRTBAEEHE —D- S22k —L— FR Ul — [ (4— PR ORAL ) R T Ml 1R 1 1
7%

[0414] 4% F20 FdR 4 (467mg) ¥ T HEE (20ml) , AN 10 % 86k (90mg) , E M, 40°C
N SN 8h, i R M 4 5 VA, R EE (5ml) VAR, N 15% HC1/ .18 2B VEW, 2T
BEBAREE (321mg,85% ) .

[0415]  MS :500 (M+H)

[0416] St 20 :N- FREEEIE -D- & BE -L- BBt - ([ (4- (N- FRE R ) FRRIE 2
] ORI Bihk

[0417] &) N- “RHEEE -D- & FR 1 &

[0418] HED- AR (2g) AT L SN EHEALBNA (10mD) A, TN 457538 (15ml) , ¥4 4]
iR 0 ~ 5°CZIZ RN Rl & (3. 2g) A 1. 5N E EALANVA, 4EFF pHAE 9 ~ 10 ;0 BEH
L 2h, HARF R =R 2he ¥ 207 5 INAG SRR A Y pH 2 3, IR IR 46 R 25 S IE,
KEFEAETH 3T 08, Fr e EEH 28R 8 / AT E 45 15 3. 2g ik, &5 99%
(HPLC, JiLaIAH 1, 7792 2)

[0419] RE=0.8 AL TEE : /K EBER : 2MRAHEE=1 1 1 : 1 o L4
Je 1% e = ER

[0420]  MS :308 (M+Na)

[0421]  b) N- FHEBLE -D- 52 &8t -L- FHEM: —{L - (- RS ) PR ] Bt )
P e 1 i 2%

[0422]  ¥& N- Kt D- 2R (426mg) (L izl — ([ (4- (N- R5RA: ) FIPRIE R ]
AL} Bifig bR (625me) « DIEA (426mg) HIL/K = F ki (20ml) &, B AIRY, R A2
0°CJ&, I\ HOBt (203mg) , EDCI (345mg) , 7E 0°C FIi+E 20min, HIRTF &=, KN 5 /M.
F 5% B R SV VL, MO AR R S BN VA ORI W A B 3 /K VA MR IR e 5 A HILZ , ek TR BB T
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W, U8, DR IR 4613 2R 814mg, A EHT A AT B EIIR [E 4 (650mg, UREE :67% ) .
[0423] Rf = 0.2 BHFIAMEE : 22 EE= 1 © 4 B0 L4 Ll

[0424]  MS :648 (M+H)

[0425]  SEjifafs] 21 N- FRABEE -D- S22 Bt —L- Iallt - [ (4- PR ) AL ] Behkdh
g h

[0426]  ¢) N- "Rl AE -D- & —L- Bt — [ (4- FRRAE DR ) AR ] e sh e £h 1)
2%

[0427]  ¥% L0 FrfR =4 (450mg) ¥ T HEE (20m1) , I 10 % €84k (90mg) , R M, 40°C
N SUSE 8h, i RS e 4 5 VA, R EE (5ml) VAR, NN 15% HCl/ 2,18 Z. B VAW, 76T
13 IR [E A (306me, 80% ) o

[0428]  MS :514 (M+H)

[0420]  SEZjififs] 22 :N- ZE FREEE —D- 2o Bt —L- st — [ (4— FPRIE e ) FOE ] Bhfgdh
g

[0430] &) N- R HI i —D— S PR il 4%

[0431] 5 D- AR (2) & T 1. SN EEALBNAE (10mD) A, TN 57538 (15ml) , 440
IR 0 ~ 5°CEZIZ MR B A (2. 3g) M 1. 5N S B ALANVAVR, 4EFF pHAE 9 ~ 10 ;0 BEH
RN 2h, FARFE 22 Z R RO 2h e Y220 IR SRRV Y pH & 3, IR IR A Bk 25 AN HE, K
M GBR C B (20m1%3) 2EL, BriS-A AU BR UG BBt 7K e 2 P, oK IR ER A T 15, Wk 4
AT 2. g LRy, & & 92% (HPLC, Jiishtd 1, 777k 2) .

[0432] RE=0.9 BHAHMIETE : K FBER . 4RAEE=1 : 1 . 1 : 1 5 240 il
e 1% e = Hi

[0433]  MS :258 (M+Na)

[0434]  b)N- ZRFFELARL —D— S22t —L- M2l — {0 (4- (N- R ) RO ] R
P i 1) 1) %

[0435]  °# N- R F AL —D- SR &R (366mg)  L— A2 BE — {[ (4- (N- “RE R ) FPkEEIR
F ] AL} BERL LR h (626mg) . DIBA (426mg) FE/K & F ke (20ml) ¥&fE, B ARY, ¥
H% 0°CJa, i\ HOBt (203mg) , EDCT (345mg) , £E 0°C T4+ 20min, H A 2 =00, KA. 5 /)
o FH 5 % B BB VA VI TRLURH R R LB A R R P AN A S K AR IR B A ALZ » TC/K IR IR
BN, T8, R IR A 15 2R & 778mg, A AT AR A IR A (600mg, IEE :67% ) .
[0436] Rf = 0.3 BHFAIAEE © 2B BE= 1 © 2 ff0 540 Kt

[0437]  MS :598 (M+H)

[0438] ) N- IR FF R —D- S &t —L- FR Uk — [ (4— R ORAE ) R ] W fie 2 1R R 1
%

[0439] A% F2B 48774 (500mg) ¥ T HEE (20ml), in A 10 % 48 5% (100mg) , 18 & = M,
40°C T SN 8h, i 8 ek o e A 5 V8 0], A EE (5ml) VEA#, IO 15% HC1/ B8 CBRVE R »
ATF A EHRE AR (315mg, 78.7% )

[0440]  MS :464 (M+H)

[0441]  SEjffh] 23 :N- 28 2B -D- 2o Bk -L- st — [ (4- PRI 2R ) BRIt ] Mifedh
iR h
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[0442]  a)N- ZR A BHE -D- S A TR I ] &

[0443] 4§ D-=EAMR (2¢) V& T L. AN A HEAANATR (10m1) 1, In N =553 (15ml) , 1% )
IR 0 ~ 5°C ISR LB A (2. 4g) A 1. 5N SR LNV, 4EFF pHAE 9 ~ 10 ;0 BZH
RN 2h, FARFH 2 Z RN 2h e Y2 AR INAR SRR VR Y pH &2 3, B0 IR Gk 2 A SR, K
B8 B (20m1%3) ZEHL, Br 454 HIAH BR BE Bl « K 06 22 A P, ook I BR M 1 18, Wk 4
JEWAT 2. Tg EEMIRY . &5 93% (HPLC, #tshAl 1, 7515 2) .

[0444] RE=0.9BHAFIETEE : /K BERR . 2FRAHEE=1 1 1 : 1 S 48
Je 1% e =

[0445]  MS :272 (M+Na)

[0446]  b)N- K 4 dE —D- 2Bt —L— P&l — ([ (4- (N- Rkt ) IR R ] AL |
P e 1 i 2%

[0447] % N- R O BiAE D- SR &R (379mg)  L- A2 BE — {[ (4- (N- FE AL ) FIPkAEOR
] L) B bRk (626mg) . DIEA (426mg) HIJE/K & HAe (20ml) VAfE, RS %
% 0°CJ5, M\ HOBt (203mg) , EDCI (345mg) , 7 0°C R4+ 20min, HAF B FE, L5 /)
o FH 5% B BRIV VL, VAT PR S BN VA VRO U AN B SR KV AR R B i A LIZ s TooK I R
BN, T8, DR IR 445 2IFH i 850mg, A ZE AT 4Bk A3 A IR A (514mg, IEE :56% ) .
[0448] Rf = 0.3 BIFAIAMIEE © 2B 2HEE= 1 . 4 FA0 540 Kt

[0449]  MS :612 (M+H)

[0450]  ¢)N- R At -D— S22l —L— it — [ (4- AR R L ) FROE ] e #h R 26 1) o
7%

[0451] A& BB B4R 4 (500mg) ¥ T HEE (20ml) , M A 10 % 48 5% (100mg) , 18 & = M,
40°C T SN 8h, o P8 gl e e B V), FH A EE (Bml) VE#, TN\ 15% HC1/ 28 ZBRVE R
AT A AR E R (180mg,44% ) .

[0452]  MS :478 (M+H)

[0453]  SZjafs] 24 :N- FRJHE L -D- Fa B -L- el - (4- BRI 2RI ) 3L ] Bhigih
iR £h

[0454]  a)N-(UT SR ) AL -D- SR R R ER ] &

[0455] % D- “RE PR R HREh M £ (3. 9g) VAT DMF (30ml1) 1, N A DIEA (3. 9g) , 12N
RGBT EE (3. 2¢) ,40°C F A 36h. 8RR AARR L K EER, NN LB 285 (B0ml) , A
HURH P AR R B2 S VAT (50m1%3) 5% KHSO, A (50m1%3) ¥k, KPe &t ik, mfif £
K (50m1*1) Bk, ToKER RN 15, W4n I8 RAT 5. 2¢ & tAylCiRY), i AR 44k AT 4. 14g ¥k3E
EREHPIRY) . & 96% (HPLC, Wiishd 1, 7594 1o

[0456] Rf = 0.5 BHFIFAME © LRAEE=2 ¢ 1 B R0 L 1% e —Fili
[0457]  MS :358 (M+Na)

[0458]  b)N-(HUT &L ) B -N- fUT &It D & RE B8 1l &

[0459] % N-(BUT %tk ) FE: D- " ad Rl (3. T4e) WM T & F bt (40ml) o, i
B0 DIEA (1. 4g) 1 —HxEE — U T Ba (3. 2g) ,40°C ] M. 36ho U IRAARR £ R NV, EAZE AT
Atk 15 3. 5g TLEMHPIRY) (81.2% ), & 96% (HPLC, MishAH 1, 7792 1) o

[0460] Rf = 0.6 BHFIAHEE : LR AHE= 10 © 1 B RN 1% e —FRvR
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[0461]  MS :458 (M+Na)

[0462]  c)N-(HUT & BRAL ) B3 -N- FUT EHL -D- mE IR H 4%

[0463]  H% N-( AU T S kAL ) AL -N- U T oAt D- &R TR 2. 19) ¥ T H ¥
(25ml) , I 10 %48 H% (210mg) , WA, KA 3 /N o 38, R IR 4 BR 25 A RIS B E
TR 1. 66g,96% )« ELEEHEAT TR M.

[0464]  d)N-(HUT AR ) FAE -N-FUT EAE -D- &Mk -L- IEME —{[(4-(N- 5
PRAL ) FRRIEORIE ] AL ) BRRG SRRl %

[0465] % N-(F T & PR 2L ) B AL -N- T & R 2 -D- 52 A R (528mg) \ L- il &
B — {0 (4- (N- R0 ) FRRIEIRSE | AL | BERGERMR £ (626mg) \DIEA (426mg) HITE/K —
A F B 20ml) AR, HAEY, B HEHIE 0°CJE, N HOBt (203mg) , EDCI (345mg) , 7E 0°C R i
FF 20min, AT R ZIR, B 5 /N 5 %6 i B S VA TR, ANk BR A VA TR v A 3
IR BB NZ » ToKER RN T-)% , 198, 80T W 4515 B & 883mg, A ZHr4i b8 A
R AL (752mg, Y :71% ) .

[0466] Rf = 0.4 BHFIOMHEE : 2R 2EE= 10 © 15 B0 40 Je it

[0467]  MS :730 (M+Na)

[0468] ) N- 2 AL —D— S &t —L— HR Ul — [ (4— AR R ORAE ) FR L T Ml 1R R 1 il
%

[0469] 4 2B FrfS =4 (500mg) V& T FEE (20ml), N 10 %48 5% (100mg) , i & R M,
40°C T SN 8h, i 8 ek MR A B V), A EE (Bml) VE#, IO 15% HCL/ B8 ZBRVE TR
SN 2h, 2518 A AR E K (246mg, 71.4% ) o MS 1440 (M+Na)

[0470]  SE i 5] 25 :N— 2% T Mk —D— 7% 24 ME —L— I 2 Mk —[1- (% 2 0 2 2 A R ) - R
WE —4- & ] F L i R R

[0471] &) N- ORIk —D- S22 Mt —L- 2L - {1-L (N, N7 = SRSk AL ) 2L B
HE]- WRmE —4- FE ) FR IR R A%

[0472] % N- AWM -D- =28 (325mg) « L- FHalmk — (1-[ (N, N’ — XCRA AL ) st
TIPSR 1 URNE —4- KL} FEEEZERER £ (670mg) JDIEA (341mg) FH /K & F e (20ml)
VAR, AR, WA 0°C S, NN HOBt (162mg) , EDCI (276mg) , 7 0°C N4+ 20min, H AR
FZE =, RS /INEF . 5 %6 B S TR VRN R B TR VAR £ SR KV VAR IR
VA NLZ, oK BB T, i v, DR M 41T 2 i 622mg, A E A4 4T B R A 44
(528mg, UL :56.8% )

[0473] Rf = 0.4 BHFAIGMEE . 2B E= 1 . 1 T 540 Kt

[0474]  MS :776 (M+H)

[0475]  b) N- ZRAEE -D- 5228t L FEBE —[1- (2 E AL ) - WRig —4- & ] A&
I P 6 1 6k 1 1) %

[0476] A% b 20 FrfR ™4 (450mg) ¥ T HEE (20ml) , A 10 % 86k (90mg) , E M, 40°C
N SN 8h, i R I 4 5 VA, R EE (5ml) VAME, N 15% HC1/ 2.1 Z.BVEW, 2% T
B A BRI E A (210mg,66. 7% ) .

[0477]  MS :507 (M+H)

[0478] S it ] 26 :N- JR T Bk —D— 5% & Mt L M e -1 (& 2 A 2 RO ) - IR
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WE —3— 2 ] FF L R R

[0479] &) N- ZRT#i B —D- 7o 2 Bt —L- P Bt - {1-[ (N, N - XU ) &Lt H
B ]- WRME -3- ) SR BERL G A

[0480]  #f N- KHEE -D- &R (325mg) « L- IHEEE - {(1-[ (N, N’ - XUREFRIEL ) |AET
FILHHE - R -3 L ) BB SRR £k (670mg) JDIEA (341mg) FFE/K & H %% (20ml)
VAR, AR, A HIE 0°CJF, NN HOBt (162mg) , EDCT (276mg) , 7F 0°C F#i+E 20min, 4R
FE =, L5 /N F 5 %6 B B B TR VRN R B TRR AR £ R KV VAR IR
VRANLZ, ToK IR BN T8, i v, D Wk 415 2 T 597me, A Z A4 45 B iR A 44
(495mg, W :51% ) .

[0481]1 Rf = 0.3 BHFAIAVIEE © 2B 2BE= 1 © 1 (0 540 Kl

[0482]  MS :776 (M+H)

[0483]  b) N- ZRA#IE —D- 2Bt L FEBE —[1- (ZAE W E L AL ) - R —3- & ] A
I Fiig 6 18 6 1 1) %

[0484] A% L0 FrfR ™4 (450mg) ¥ T HEE (20ml) , IR 10 % €86k (90mg) , E M, 40°C
N SN 8h, i RS M 4 5 VA, R EE (5ml) VAME, N 15% HC1/ 2.1 Z.BEVEW, 7T
B A mARE A (200mg, 64% ) o

[0485]  MS :507 (M+H)

[0486]  SEJiti %91 27 :N— R Fud Mk —D— 5% %l Wb —L— Ml 2 Wt —[1- (2 = W & B &R ) - ik
W —3— k] F L R R £

[0487]  a)N- DRTli Bt —D— Sl Mt —L— M2l Bt —{1-[T (N, N7 = RSk AL ) 2 2 2 Bk R
S ] e —3- Bk ) FR R i A%

[0488] % N- RMME -D- 722 R (325mg) « L- 2k —{1-[ (N, N” = XUCFRE IR ) 2 W
FILHHE - WRmE -3 L ) BB SRR £h (816mg) JDIEA (341mg) FF/K ~& H k% (20ml)
VAR, BAAR, HIE 0°C ), NN HOBt (162mg) , EDCT (276mg) , 7£ 0°C T #i+E 20min, [H4R
FE =, L5 /NEF . 5 %6 B B B A TR VRN R B TRR AR £ R KV VAR IR
VEANLZ, ToK BB T8, i v, D W 415 2 i 68 1mg, A Z A4 45 (B iR [ 44
(554mg, I :48% ) .

[0489] Rf = 0.3 BHFANIA IS, : 2B BE= 1 © 1 Tt 540 Kt

[0490]  MS :761 (M+H)

[0491]  b) N- ZRTil —D— S22t —L— Izt —[1- (G Wz AL ) — g —3- & ] H A&
I P 6 1 £ 1 1) %

[0492] ¥ L 20 FrdR /™4 (450mg) ¥ T HEE (20ml) , IR 10 % €86k (90mg) , E M, 40°C
NS 8h, i S 4 5 VA, R EE (5ml) VAR, N 15% HCl/ 2.1 Z.BEVEW, 7T
3R E A (257mg, 64% ) o

[0493]  MS :507 (M+H)

[0494]  SLjifafs] 28 :N- IRTEELAEL -D- o &lBt —L- MREmE - [ (4- PRI ORAL ) 2L ] Bifk
EhIR £

[0495] &) N- ZRT[EE -D- o 2 IR i) &

[0496]  #f D- oz (262mg) VAT 1. 6N EAMNAM (4ml) o, TN =273 (4ml),

-

i)
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REFEIR 0 ~ 5°C s BRI AT Bl (389mg) M 1. 5N EAAALANTE L, 4EFF pHIE 9 ~ 10 5
0 JE N A 2h, ASRF R =M 2he ¥ 20N HINFR SRRV T pH 2 3, 80k 4 5 25 BT,
IKABH B8 CEE AL (5ml X 3) A FA WIAH, Jo/K R BN T4, 1 SR ik 4, BT 434 o
FEAALAS 434mg T EIIRYY), FEE L. &8 99% (HPLC, IRshAH 1, /515 2) o

[0497] Rf = 0.8 JBHMIETEE : /K I BHIR : LBRABE=1 © 1 : 1 @ 1 & 58400
J 1% efi =B

[0498]  b)N- JRTEE L —D- SFom 2Bt —L- Ml alt — {0 (4- (N- R RE ) BRRAERIE ] F
S} BB R &

[0499] % N- JRTi —D- 722 Mt —L- %2 (406mg) \L- Wizl — {[ (4- (N- R4k )
PRFERIE ] FROE | BER% SRR £h (625mg) \DIEA (426mg) FIFE/K ~& ke (20ml) W&, A%
1, ¥ H1% 0°C ST, NN HOBt (203mg) , EDCI (345mg) , 7E 0°C FH+E 20min, HARAFFERIE, K
5 /INEF o FH 5 %o it R VA VL, VAN B AN VA VRO L AT £ KV AR IR BRI A HLE, T
KT RN T4, 1 U6, IR IR 4615 2R 894mg, FEZ Mralifbig A IR [EME (627mg, U -
66% ).

[0500] Rf = 0.4 BHFAIAMEE © 2B EE= 1 © 4 ff0 540 Kt

[0501]  MS :634 (M+H)

[0502] &) N- Tl At -D- o Bt —L- Wl Bt —[ (4- PRI ORIE ) HAE ] Bhfg Ehme £h i
il %

[0503]  ¥& F20 Frd3 ™4 (450mg) ¥ T HEE (20ml) , IR 10 % 86K (90mg) , E M, 40°C
N SN 8h, i R M 4 5 VA, R EE (5ml) VAR, N 15% HC1/ .18 2B VEW, 2T
B EEALRE A (304mg,81% ) o

[0504]  MS :500 (M+H)

[0505]  SEafs] 29 :N- “REEMEIAL —D- 72l —L- st —[ (5— HPkAE —2— mEmyJt ) R ]
P Jie £ 1R 1

[0506]  a) N— R —D— 52Uk —L— %l BR - R I il 2%

[0507] ¥ N- "Rl -D- 2% R (4. 3g), L- FHEEE Tl (4. 1g) WM T & F 4t (50ml)
B, AR BV TN DIEA (4. Tg) , i 58 B8 5 N\ HOBt (2g) 1 EDCI (3. 8g) , HARF 2
BRI 4ho 2) PR IRAAR J R MR, B AT 5g TR IR, FRE R (72% ),
P& 98% (HPLC, WiahH 1, 779 1) o

[0508] Rf = 0.5 BHFIAME: © LZRAEE=2 ¢ 1 B R4 L 1% e =Bl
[0509]  MS :473 (M+H)

[0510]  b) N- Tl —D— S22t —L— Il 2 MR 1) il 4%

[0511] % N- it —-D- 72 M —L- 2 R iE (1. 2¢) V& T HEE (20ml), O 10 %48
ik (120mg) , A, IR 3 /NI o Ik P8, 980 H M 4 R 25 V4 77143 21 A MR [E 4 (981mg,
97% ). HEEHAT TP RN,

[0512]  ¢) N- “RTilh —D— S22l —L- Jizie —[ (56— |k —2— WEwy L ) FA: | BERgi il #%
[0513]  J& N-FHsEE -D- 722k -L- FE R (1) 56— 2 FHLMEN —2- B Ehie £ (463mg)
DIEA (773mg) FHT/K & H ¥t (20ml) V& f#, B ARY, ¥ & 2 0°C J5, N HOBt (351mg) ,
EDCI (600mg) , 7E 0°C FHi+: 20min, HARF B FIR, KA 5 /Mo 5% I B VA WL, AT
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Tk PR S ANV VRO A A SR KIS IR B s A HLZ , oK BRIR AN T8, 308, e ik 4 15 21
i 1. dg, FEZE A S L EHeiRY) (900mg, IZE :69% ) »

[0514] Rf = 0.3 BHFI AR : 2B ZEE= 1 & 1 S0 40 2t

[0515]  MS :503 (M+H)

[0516]  d)N- it —D- o2l —L- izt — {[5- (" - F£dk ) HpkiE 2- memy it ] HI: )
P i 1) 1) %

[0517] ¥ 2B A5 74 (900mg) ¥ T-7K / 4B (20m1/20ml) , 20U ARY, NN £R R 2 ik
BT AN, [R1ALRONE 2 /NIREA 50, 980 Hs T 4 55 25 78501, ok A Al 4043 21 A IR [A 44 (857mg,
88.9% ).

[0518] Rf = 0.1 BHFNAMHE ¢ ZRAEG=1 ¢ 1 B 500 1 % ei =F

[0519]  MS :536 (M+H)

[0520] o) N- “FIBESE -D- 7o 2 Wt —L- FHEBE - (5- BRI —2- MEmy 2t ) L ] Wil #h iR
Eh

[0521]  Fsk [ADET S AL G MVE M TESR (Tml) o, MBS BRET (260mg) 1 10 % £Ef%
(130mg) , WS A 24 /NI, 3k Y8, PR Wi B BT8R, NN S BE (20ml) , B VKR IS4,
HH A, T T (467mg, 50. 3% )

[0522]  MS :520 (M+1)

[0523]  SEjfifh] 30 :N- ZEREEL S —D- & Bt -L- mIHEEE - (4- BRI ZEIE ) 3L ] Bk
high

[0524] &) N- ZRTME — 52l B —L— a2 1R 1 1 i %

[0525] ¥ N- RHeaft —-D- s2d MR (1. 4g) , L- M2 R ER (1. 3) Wi T — &4t (30ml)
B, BARY,  E RN DIEA (1. 5g) , i N 58 B J5 in A\ HOBt (675mg) A1 EDCI (230mg) , 44
F U R 4he JRRIRAARR 2 R B, B AR 1. 7g AAEFETE (74.2% ), 5 &
98% (HPLC, JREhHH 1, 7715 1) .

[0526] Rf = 0.3 BHFIA MR : ZFR G =2 & 1 B0 5040 1A 1% el =FR
[0527]  MS :473 (M+H)

[0528]  b) N- ZRT Mt —D- Sk —L— i R U R 1 il 4%

[0520] % N- Zfii i —-D- o2 Mk -L- MR s (1g) & T FEE (10ml), O 10 %48
i (100mg) , S, IR 3 /NIF o I, 980 H M 4 bR 25 V4 77143 21 A MR [F A (764mg,
99% ). ELIEHHAT TP RN,

[0530]  ¢)N- ST -D- 2Bt -L- sl — ([ (4-(N- S5t ) FkAEoR AL ] |
A B

[0531] % N- RHift -D- 7ozl —L- SR (573mg) 4- 2 & -N - Rl R ik
hiREh (540mg) VAT DMF (10m1) H, BARY, ¥ 20 0 DIEA (446mg) , 3% N 5 5 5 In A
HOBt (203mg) A1 EDCI (345mg) , FIAAFF B =R A 4ho I8 IRAARR 25 S RO, BT FE4if
3 559mg A AHLIRIE K (57.6% ), & & 98% (HPLC, zhAH 1, k1) .

[0532] Rf = 0.5 BHFIAMEE : 2B =1 © 2 B0 AN A 1 % el =Eil
[0533]  MS :648 (M+H)

[0534]  d) N- Zififi it —D— 2l —L— =il 2t —[ (4- PRI ORIE ) FRAE ] BEfg Ehig £h i
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il %

[0535] A& b 2B FrdR 4 (500mg) ¥ T HEE (20ml) , A 10 % 86k (90mg) , M, 40°C
N SN 8h, i R M 4 B VA ), D EE (5ml) VAR, NN 15% HC1/ 2.1 2B VEW, 2% T
B AEHIREAE (318mg,75% ) .

[0536]  MS :514 (M+H)

[0537]  SEJfafd] 31 :N- ZREEE I —D- 5o %M — (S) - BRI T ke —2-[ (4- FPREERIL ) H
S ] B Eh R

[0538]  a) N- ZEMEEE — & - (S) - 43R T 5 —2- FRIR SR A1 &%

[0539] % N- KBl -D- S & R (1. 4g), (S)- HARW T It —2- RIRFHE (lg) AT —
A F L 3oml) o, BALRY, ¥ EI RN DIEA (1. 5g) , ¥ iN 5€ 58 J5 in A HOBt (675mg) F
EDCI (230mg) , F AT 2= IR RN 4h o I8 IR ARRR 25 S R, BT FEA{0AS 1. 5g I A 44
(69% ), & & 98% (HPLC, JRzhAH 1, 75k 1) o

[0540] Rf = 0.2 BHFIFAME: © LBRAEE=2 ¢ 1 B AR50 L 1% e =B
[0541]  MS :445 (M+H)

[0542]  b) N- ZRTilk —D- S22t — (S) - BRI T ke —2— RIRII %

[0543] % N- ORfifit — 2l B — (S) - BRI T St —2- RIR R ER (667me) & T HEE (10ml),
TN 10 %4885 (80me) , A, I 3 /NN o U8, 50 I 4 4 25 VA 77145 21 (3 0 v {R [ 44
(520mg, 99% ) » ELIZHAT T M,

[0544]  ¢) N- ZRTEME — 22l — (S) - BRI T Lt —2- {[ (4- (N- R aUpedt ) R EE R A |
FREE | M 1 )

[0545]  #% N- ORI —D- w2 Bt — (S) - BRI T ke —2- BRI (520mg) 4- A F & N - ¢
ERFE R PR ER 2h (540mg) VAT DMF (10m1) o, SRS, ¥ ) N N DIEA (446mg) ,
Inse e fE i HOBt (203mg) F1 EDCI (345mg) , HAAF+ 2 iR M 4ho 8RR G BR 25 S RV
BT A 4018 566mg [ B HLRIE L (61% ), & & 98.5% (HPLC, WEhAH 1, 5 1) .
[0546] Rf = 0.4 BHFIAMEE © ZFR 2B =1 @ 2 B0 5040 1A 1% el =FR
[0547]  MS :620 (M+H)

[0548]  d) N- ZRTEIE — S22 fh — (S) - BRI T e —2- [ (4- PRI DR AL ) FJE ] Ml #h 1R
R %

[0549] A% b 20 FrfR ™4 (500mg) ¥ T HEE (20ml) , I 10 % €84k (90mg) , E M, 40°C
NS 8h, i S 4E 5 VA, R EE (5ml) VAR, N 15% HCl/ .18 Z.BEVEW., 7T
B A mARE A (328mg, 78% ) o

[0550]  MS :486 (M+H)

[0551]  SEjfifh 32 :N- it —D- 7o 2t -L- M2t —[1- (20 ) - Tkt 4- & ] A&
I e £h 1 2

[0552] &) N- ZRAilE -D- S & Bt —L- FHaBt - {(1-[ (N- "R ) &4t |- cbe 4- &
R B R ) il 2%

[0553]  #% N- JRTwd M —D- 52 2 L- il 2 R (553mg) «4— 2 H1 2 -N- R Bk AL B O iz 2
g (450mg) ¥l T DMF (10m1) A, USRS, ¥ #1 T i#5n DIEA (446mg) , 3 i 56 BE e I
HOBt (203mg) A1 EDCI (345mg) , FIAAFF 2 = R M. 4ho 80 WA 25 S RO, BLHEE AR 4L
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18 542mg AR FEA (59% ), 58 98.5% (HPLC, Wish#td 1, 77 1) .

[0554] Rf = 0.6 BHFIAMEE . ZBEZE =1 @ 2 B0 540 K 1% e = ERWK
[0555]  MS :613 (M+H)

[0556]  d) N- ZRfifiit —D- szt —L- Mzl —[1- (25 ) - Ikt —4- 5 ] FEM L EhR
£h ) 2%

[0557] % LB HTfE =4 (400mg) VAT HEE (20m1) , NN 10 % 286Kk (90mg) , A v, 40°C
N 8h, S e R AR 2= vE ), TR EE (5ml) VAR, NN 15% HC1/ 2R ZBRVETR, 7% T
B AGHLIREE (273mg,81% ).

[0558]  MS :516 (M+H)

[0559]  SEjafs] 33 :N— KT —D- o2 Bt —L- IElBE — (4- IR ) Bk shig £k
[0560]  a) N- ZRAHMEH —D- 7o 2 Wt —L- MG —[ (4- (N- “RERAE ) RO ] Bihgm)
il %

[0561]  #% N- JRTd f —D- 72 R L i 2 R (553mg) «4- 2 —N- R Bk A Ok Rk SR R
£h (460mg) ¥4 fi# T DMF (10m1) 1, LR, ¥ ) T ¥ in DIEA (446mg) , ¥ N 58 B 5 Im A
HOBt (203mg) A1 EDCI (345mg) , FIAAFF B =R A 4ho I8 IRAARR 25 S R, BT A4
18 315mg A EHLRFEA (34% ), 58 98.5% (HPLC, izh#td 1, 77 1) .

[0562] Rf = 0.4 BHFNAME @ 282 EE=1 @ 2 B0 L0 A 1% e =FK
[0563]  MS :620 (M+H)

[0564]  b)N- ZRTEME S -D- 2 Bt —L- %l — (4- FPRIEORIE ) Bk Ehig #h i il 2%
[0565] A& 20 Frd3 ™4 (300mg) ¥ T HEE (15ml) , A 10 % 8Kk (50mg) , E M, 40°C
N 8h, i P R 4B 2 v ), R (5ml) VAR, NN 15% HCL/ ZFR ZBEVETR, 72T
B AEHLIREE (201mg,80% ) .

[0566]  MS :486 (M+H)

[0567]  SZjEf 34 :N- FREAMESL -D- F&EE -L- EEE -[ (4- FPpkILIRIE ) 238 ] Bhfgsh
iR £h

[0568]  a)N- ZRAHEEEE -D- 228t —L- IHEME — {0 (4- (- FEBE ) FRRERE ] 204 )
P e 1 i 2%

[0569] % N- KT M —D- 722 2 L- Ml 2 R (553mg) 4— 2 £ B -N- R % Bk A o8 F Ik &
i (501mg) ¥ fi#ET DMF (10ml) A, Z0 SRS, ¥ A B W i DIEA (446mg) , i N 58 B 5 ImA
HOBt (203mg) A1 EDCI (345mg) , FIAAFF B =R A 4ho I8 IRAARR 25 S R, BT FE4if
13 704mg FIEHLIRIEE (72.5% ), & 98.5% (HPLC, il 1, 773 1)«

[0570] Rf = 0.45 BH7IAMEE : 2B 2l= 1 : 2 B0 840 1% 1% e =R
[0571]  MS :648 (M+H)

[0572]  b) N- JRT#EESE —D- S22t —L- F ik — [ (4- R REL ) 2.0 1 Wl #h R Eh 1 il
%

[0573] A& F2B FrdR ™4 (500mg) ¥ T HEE (15ml) , A 10 % 86K (50mg) , E M, 40°C
N SN 8h, i R 4 5 VA, R EE (5ml) VAR, N 15% HCl/ .18 2B VEW, 2% T
B AEHREAE (361mg,85% ).

[0574]  MS :514 (M+H)
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[0575]  SEjfifh] 35 :N- ZEAkEE R —D- 7o Bt -L- st — [ (3- kIR e ) It ] Bifgdh
g £k

[0576]  a) N- ZRTEELEE -D- 528t —L- M2 — {0 (3- (N- "R ) PRI ] AL
P i 1) ) %

[0577]  KF N- ORTE L D- 522 R L- 2l B2 (553mg) 3— 2 i —N- % 4 Fe ko8 R ok 6
fR &k (450mg) ¥ fi# T DMF (10m1) w7, A ARY, ¥ #) R DIEA (446mg) , 3 /in 5 B fa NN
HOBt (203mg) 1 EDCI (345mg) , FAAFF B = K M 4ho I8 I ARRR 25 S Ny, BT AR
15 681mg AHLIRIE K (71.8% ), % & 98.5% (HPLC, Jishtd 1, 773k 1),

[0578] Rf = 0.4 EHFA M - 2R 28E=1 @ 2 B0 A % 1 % e =EK
[0579]  MS :634 (M+H)

[0580]  b) N- TR EE S —D- 522Ut —L- Fr Uk — [ (3— AR IR AE ) FR AL ] W fiae 2 R L 1
%

[0581] A% F20 FrfR ™4 (500mg) ¥ T HEE (15ml) , A 10 % £8k (50mg) , E M, 40°C
WSS 8h, i RS M 4 5 VA, R EE (5ml) VAR, N 15% HCl/ 2.1 Z.BEVEW, 7T
B A EARE A (364mg,86% ) .

[0582]  MS :500 (M+H)

[0583]  SEZjififs] 36 :N— ZEMEEEIE —D- o5 Bt —L- I W - {[4- (N — AL ) RS
FRL | Ml #h R #h

[0584]  #% N- Hifit —D- 7ozl MR L- T2 (553mg) 4- A& - (N — &L ) R kSR
g Eh (323mg) ¥ fET DMF (10ml) A7, USRS, ¥ 41 T 5 DIEA (446mg) , ¥ i 56 BE e N
HOBt (203mg) A1 EDCI (345mg) , FIAAFF 2 = R A 4ho 80 WA 25 S R, BLHEE AR 4L
13 420mg HEHLIREE (52.9% ), & & 98.5% (HPLC, JiahAH 1, 775 1) o

[0585] Rf = 0.2 BFFFIAMEE © ZFRAEG= 1 @ 2 Bth A0 % 1% e =B
[0586]  MS :530 (M+H)

[0587]  SZjfifs] 37 :N- ZEREEHL —D- = Bt —L- sEE - [ (4- IR ) L ] Bhfgdh
[i7EaN

[0588]  a) N- ZRA#IE -D- &t -L- AR [ (4- FUEREL ) AL ] Welarh] &

[0589]  F& N- ZR T 8t -D- S & Bt —L- f & R (737Tmg) « X & 2L K i £h BR £ (337mg)
DIEA (569mg) FH DMF (20m1) ¥&f#, B/SAR4, A #1%E 0°C G, in A\ HOBt (270mg) , EDCI (460mg) ,
FE O°C R HEHE 20min, EARFH BRI, N 5 /M. ] 5 % B B 8 3 VAT, TR RS R AU VA
AUV $h KIS AR IR BB A NLZ , oK IR AN 1158, 108, UK IRZG 1S 2R M 1. 1g, M
Preifb B LRy (650mg, I :67.3% ) .

[0590] Rf = 0.65 EHFIAMEE . ZBAlE=1 . 1 B0 R4

[0591]  MS :505 (M+Na")

[0592]  b) N- ZRTEEHE —D- 522t —L— F Uk — [ (4 Z R OR L ) R ] I fiie 1R b 1
%

[0593] A& b2B Frd3 ™4 (500mg) ¥ T HEE (15ml) , A 10 % 86Kk (50mg) , E M, 40°C
N SN 8h, i R M 4 5 VA, R EE (5ml) VAME, NN 15% HCl/ .18 2B VEW, 2% T
B A EALIRE A (455mg,84% ) o

48



CN 102464701 B OB B 42/49

[0594]  MS :487 (M+H)

[0595]  SEjifh] 38 :N— MM AL —D- Szl M —L— izt —[ (5— 2 2 —2— MRy Ak ) A ]
P i £ 12 £

[0596] % N- it 5k —D— 52Ul —L— izl — [ (5 &k —2—- Memy Bk ) H L ] Bz (500mg)
BT HEE (16ml), NN 10% 4E8% (50mg) , I &R S, 40°C T SN 8h, i3 Y98 Hs < 4 ik 5
7, FEFEE (5ml) ¥, NN 15% HCl/ R ZERTEW, 78 T3 A B HUIR[E A (383mg, 71% )
[0597]  MS :493 (M+H)

[0598]  Sjiafs] 39 :N— - FF e e AL —D— sk —L- st —[ (4- R ORAE ) AL ]
P fie £R R £

[0599]  a) N- - HH Bl At —D- SR & MR 1 il 4%

[0600] % D-=EMR (1. 3g) AT 1. SNESEALBNEM (10ml) 1, A 5 7SFF (30ml) , %
HEIE 0 ~ 5°C 21BN~ H IR RERE AL (1. 4g) A1 1. 5N A AL AN TA R, 4EFF pHAE 9 ~
10 ;0 &N M 2h, HARFFE FIR N 2he AN FINFS LRV pH 2 3, R RS2 —
HISIR, KA 418 Sl (20m1%3) ZEEL, PrAFAA WA BR B8 Bl 7K e 22 P 7, oK iR A
TP, WA DR, I AEAEALAT 1. 33g IR, & & 97% (HPLC, mizhtH 1, 7775 2) o
[0601] RF=0.8BHAIETE /K B : 2MAlE=1:1:1: 1%/ %1%
Efi =BV

[0602]  b)N- - F i SR e o —D- Sl —L- I EE - {[ (4- (N- SR ) H BRI RS ]
RO} B i &

[0603]  #f N- — F e ATl B —D- 5% B8 (357mg) L— izl — {[ (4- (N- “R4U: ) Fk
FEORHE ] AL Wi £ (625mg) JDIEA (426mg) HHE/K & &5t (20ml) ¥, 2SR,
AHIE 0°CJa, N HOBt (203mg) , EDCI (345mg) , 7E 0°C FHit+E 20min, HAAF 2=l KM 5
/NI o FH B %6 B R S VAV, AR PR AT VBRI M AN SR KV BRI BRI A WL oK R
FEEN T4, 1t U8, Do MR 4615 2 mg, A E BT AT A AR EE (316mg, YZE :35% ) .
[0604] Rf = 0.2 BHFANIAIIEE : 2B BE= 1 © 4 Sf0 40 Kl

[0605] MS :601 (M+H)

[0606]  c)N— — it A m ok 3k —D- 7k —L- Bt - [ (4- PRI ZE 3t ) I3 ] BhRaSh g
R &

[0607] ¥ L0 FrfR ™4 (300mg) ¥ T HEE (20ml) , N 10 % €84k (40mg) , E M, 40°C
NS 8h, i S 4E 5 VA, R EE (5ml) VAR, N 15% HCl/ .18 Z.BEVEW., 7T
B A mARE A (154mg,62% ) .

[0608]  MS :467 (M+H)

[0609]  SEjafs] 40 :N— FLefisii i —D- 7o 2Bt —L- BBt — [ (4- FIRAER R AL ) FAE ] Bif%
hiREh

[0610] &) N- FRAEMHEEEL -D- ST & BRI &

[0611] & D- &M (1. 3g) AT 1. SNEEALANEM (10ml) H, A =% 7SFF (30ml) , ¥
HIEIR 0 ~ 5°C ;AR P ekl sl (1. 1g) M 1. 5N S EALANIE R, 4E4F pHAE 9 ~ 10 50
JEN B 2h, HAAFF R Z RN 2he ¥H) NI IR A T pH 2 3, IR lR 25 4N
W, KM B 85 (20m1+3) 2B, FrdS A AU B B« K 2 1, Tk BR AN T,
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WRARVEM, T AL 1. 05g EEHPIRY). & & 97% (HPLC, WiishMd 1, 77ik 2) .

[0612] Rf=0.5BHAIETE /K : B . 2MRAHE=1 1 1 : 1 2 &% 1%
Efi =BV

[0613]  b) N- FFbefisd i 5k —D— 52k —L— At — ([ (4- (N- 5 AR ) HBREOR I ]/
B} B r

[0614] K& N- FGEmARBESE -D- &R (315mg) L- HZUBE — { [ (4- (N- R4 AL ) BRI
] AL} BERL LR Eh (625mg) . DIBA (426mg) FHE/K & F ke (20ml) V&R, B ARY, ¥
HE 0°CJa, I\ HOBt (203mg) , EDCI (345mg) , 7 0°C T4t #k 20min, HAAF 2 =, B 5 /)
o FH 5 %6 B BB VA VR VRURH B B LB A R AR AN A S K IR IR B A ALIZ s TC/K IR IR
BN, 0, DRUE IR a5 B me, AR E T AL AT B VR A (300mg, R :47% ) o
[0615] Rf = 0.3 BHFAIAEE : 2B BE= 1 © 3 ffh 540 Kt

[0616]  MS :572 (M+H)

[0617]  ¢)N- H et 5t —D- 7o 2 Bt —L- Ml —[ (4- PRI ORIE ) HAE ] BEfg Ehie £h i
il %

[o618] A& F20 FrfR ™4 (300mg) ¥ T HEE (20ml) , A 10 % 86k (50mg) , E M, 40°C
N SN 8h, i S M 4 5 VA, R EE (5ml) VAME, N 15% HCl/ 2.1 2B VAW, 7T
BAEHREAE (127mg,51% ) .

[0619]  MS :438 (M+H)

[0620]  SEifafs] 41 :N- Z eI AL —D- S EUBE —L- MM - [ (4- RPRIEORAL ) 2L ] Bifk
EhIR £

[0621]  a)N- Z ettt —D- & BRIl &

[0622] F D- &R (1. 4g) T L SN EAMETR (1oml) o, IIAN =553 (10ml) , %
HIEIL 0 ~ 5°C s ZAB N ehs e & (1. 3g) A 1. 5N S A ALANIE W, 4E4F pHAE 9 ~ 10 50
JER RN 2h, HARF 2R RN 2he 50NN SRER U 5T pH 2 3, R IR 4ARR 2 N
W, KA R .85 (20m1%3) FEEL, FrfS A MU BRYE Wb KB 2 e, TooKIm BR AN 115,
WAGPER, A AAAT 1. 17g TEHRY) . & & 98% (HPLC, ViiahAH 1, 77 2) .

[0623] Rf=0.7BHAIETE /K B : Z2alE=1 11 1 2/ ML 1%
e = BRYR

[0624]  b)N- Z WefisiBidd —D- S Bt —L- FHalBE — {0 (4- (N- R RE ) BRRRAERE ] F
5} B R &

[0625] & N- ZBelislhi et -D- 72 &R (336mg) L— Bt — ([ (4- (N- R PR ) BIRETR
] L) BERZ AR AL (625mg) « DIEA (426mg) /K & F e (20ml) ¥R, B AARY, ¥
& 0°CJ5, i HOBt (203mg) , EDCI (345mg) , 7 0°C R4+ 20min, HAF B FE, L5 /)
o FH 5 %6 T B S B VA VL TRLURH i R S B A R AR AN SR /K AR IR B A ALZ s TE/K IR IR
BN, U, R IR A 1S B mg, AR EHT AL AT A AR A (473mg, EE :54% ) o
[0626] Rf = 0.3 BIFAIAMEE : 2B HEE= 1 © 2 ff0 540 Kt

[0627]  MS :586 (M+H)

[0628]  ¢)N- Z. ek BiHk —D- 72 Mt —L— M2l Bt —[ (4- PRI ORIE ) FRAE ] BEfg Ehig £h i
il %
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[0629]  ¥& 20 FdR /™4 (320mg) ¥ T HEE (20ml) , IR 10 % 486Kk (50mg) , E M, 40°C
N SN 8h, i R M 4 5 VA, R EE (5ml) VAME, N 15% HC1/ .18 2B VEW, 2% T
B AEHLREE (179mg,67% ) .

[0630]  MS :452 (M+H)

[0631]  SLJitifh] 42 :N- PRPA beti bt —D— oM —L— Mzl — [ (4- FRPRIEREL ) L ] ik
i Eh iR

[0632]  a) N- FRTAFEMBESE —D- S22 BRI il 4%

[0633] % D- AR (1.3g) VAT 1. SN A SAALBATE (10ml) H, iIn N 57558 (10ml) , %
HIEIR 0 ~ 5°C L2 INFA A el e = (1. 4g) A1 1. N S A A BNE W, 4ERF pHAE 9 ~ 10
0 5N RAL 2h, FSAFH 2 IR RN 2h o Y E0 N FINHS SR B Y pH & 3, YUK IR AR I N
W, KM B CBE (20m1+3) ZEEL, FrfS A A B Wbt KB 2 e, TooKIm BR AN 118,
WAGPETR, AT AT 658mg TLETHUIRY) . & & 98% (HPLC, ViiahAH 1, 774 2) .

[0634] RF=0.7BHAIETE (/K B : 2KalE=1:1:1: 1%/ %1%
Efi =BV

[0635]  b) N- PR HEMEE AL —D- 52 & W —L- IEE — ([ (4- (N= R R ) PRI | B
5} B R &

[0636] % N- FRTA beteifbi it —D- 7o 2R (355mg) (L M2t — {[ (4- (N- R %elpedt ) HkEE
IR ] B ) B bR ER (625mg) . DIEA (426mg) FHTE/K & H ke (20ml) V&MF, Z/ARD,
AHIZE 0°CJa, I HOBt (203mg) , EDCI (345mg) , 7E 0°C R ik 20min, AT £ =, KM 5
/NI o FH 5 6 Tt PR VA VL, VAN I S BN VA RURR R B SR KV R IR B A WL, oK
FRAN T8, LU, DR IR 415 BIFH W meg, A JZ B 44T B R B4 (340mg, i :38% ) .
[0637] Rf = 0.2 BHFIGMEE . 2= 1 : 2 B0 LA Kl

[0638]  MS :598 (M+H)

[0639]  ¢) N- IRPABElih At —D— St —L— ISt — [ (4- HPRIR DR ) FR 2L ] Bkl R e £
1) il £

[0640] ¥ 20 FrfR =4 (300mg) ¥ T HEE (20ml) , N 10 % €84k (40mg) , E M, 40°C
SN 8h, i PE RS 4 I VA, R EE (5ml) VAR, NN 15% HCl/ 218 Z.BEVAW, 76T
B AGHDIREAE (110mg,44% ) .

[0641]  MS :464 (M+H)

[0642]  SLifafs] 43 (N- U T S RAE -D- &L —L- FHEME - [ (4- FPRAEIRAL ) 2L ] Bifz
FANLE

[0643] &) N- T S kA D- &Rl %

[0644]  #% D- 22 R (1. 3g) & T L AN EEULAAR (10ml) o, N —4( 7536 (10ml) ;
SEMSVEIN R AU T BE (2. 6g) , FiRI N 8he VA HV T INAG LEER A Y pH & 3, IR IR 4
bR ISIR, KA 288 205 (20m1%3) FEEL, TS A HLAH BR e Bl K e 2 b 12, TEoK
TR EN 08, IRAG YRR, 1T AR 240 AT 1. 64g R EIHCIRY), s E A k. &5 98% (HPLC, i3/t
1, 7715 2)

[0645] Rf = 0.8 BHAIETE : 7K : B . ZMRZHE=1 1 : 1 . 1 B &% 1%
Efi = YR

ol
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[0646]  b) N- FUT S FiAE -D- 2Bt —L- &bt — {0 (4- (N- R REE ) BRI ] H
b BRI A

[0647] O N- U T A -D- &R (349mg) L FHZBE — ([ (4- (N- R FRAEL ) PRI
] I BERZER R AL (625mg) « DIEA (426mg) HITE/K ~& Fde (20ml) VA, S ARY, %
A 0°CJE, M HOBt (203mg) , EDCI (345mg) , 7 0°C T4+ 20min, HAF R FHE, B 5 /)
o FH 5 % I B BH VAV, VLR FR S B A R R AN S K AR IR B A ALZ » TE/K IR IR
BN, I, DRI GE 1S 2L me, AEJE T AL AT A BRI A (614mg, R :69% ) o
[0648] Rf = 0.5 [EHANIA IS, : 2B BE= 1 © 2 (0 E40 Kl

[0649] MS :616 (M+Na)

[0650]  ¢) N— 4T A pkAE —D- 7o & Bt —L- M Bt —[ (4- PRI ORIE ) HAE ] BRfg Ehie £h i
il %

[0651]1 ¥ F20 FrfR ™4 (500mg) ¥ T HEE (20ml) , IR 10 % 84k (80mg) , M, 40°C
N SN 8h, I S I 4 5 VA, R EE (5ml) VAR, N 15% HCl/ 2.1 Z.BEVEW, 7T
3 IR A (302mg, 73% ) o

[0652]  MS :482 (M+Na)

[0653]  SEZjfifh] 44 :N- B —D- R Bt -L- st — [ (4- FPpRIE IR ) O ] Bhfgh
g

[0654]  a) N- FRABRIEL —D- 2 R il %%

[0655]  #% D- sz R (1. 5g) & T L. N E AL VAR (10ml) o, In N — %7336 (10ml),
RHIEE 0 ~ 5°C R EFHIMA TR FE (1g) A1 1. 5N S A MNA, 4E+F pHAL 9 ~ 10 50
FERRME 2h, HAAF R IR 2he YA 20NN SRR T pH 2 3, UK IRZARE 25 S
W, KA TR B (20m1%3) ZEBR, T3 HIAH BRUE  BRBE  7K0E 2 1, TooK i BN T4 »
WRATIER, TEATEAALAT 1. 358 Tk . & & 98% (HPLC, Vil 1, 7715 2) .

[0656] Rf = 0.7 JBHAIETEE : /K i BEfE . Z2MZlE=1 1 © 1 1 B &% 1%
e =BV

[0657]  b)N- FAE AL —D- ST &Bt —L- M — {0 (4- (N- R ) PR ] At )
P e 1 i 2%

[0658] & N- HHA( FkAE —D- ST &R (288mg)  L— A2 BE — {[ (4- (N- “FE AL ) F kAR
] L) BERZ AR AL (625mg) « DIFA (426mg) HITE/K & F ke (20ml) ¥R, B AARY, ¥
H % 0°CJa, A HOBt (203mg) , EDCT (345mg) , £E 0°C T4+ 20min, H A2 =0, KA 5 /)
o FH 5 %6 T B S B VA T VLRI R S B A R AR P AN S /K AR IR B A ALZ s TC/K IR R
BN, U, BRI A 1S B mg, AR ERT AL 1S B AR [ 44 (438mg, R :53% ) o
[0659] Rf = 0.4 BIFAIAMEE : 2B HE= 1 © 2 ff0 540 Kt

[0660] MS :574 (M+Na)

[0661] ) N- FRA AR AL —D- S &t —L- FR Uk — [ (4 R ORAL ) L T W fie b 1R 1 1
%

[0662] A& 20 Frf3 ™4 (300mg) ¥ T HEE (20ml) , IR 10 % 86K (90mg) , E M, 40°C
N SN 8h, i R M 4 5 VA, R EE (5ml) VAME, NN 15% HCl/ .18 2B VEW, 2% T
B EEALRE L (143mg,58% ) o
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[0663]  MS :418 (M+H)

[0664] S 45 :N- JRHE £ 5 -D- & EE -L- JEEE -[ (4- FPRILIRIE ) F3E ] Bhpgh
iR

[0665]  a)N-[2-( Z BRI ) 42 1-D- AR R ER Ml &

[0666] 4% D-ma MR ERE EhEE £k (5g) VAT DMF (30ml) =, i A DIEA (2. 6g) , 2212 i 3- 1
IR BE (4. 18),60°CF AL 36h. 8 W 4 i 25 K & IE 7, TN 4R B8 (20m1) , A L
HH A AR PR BNV MR (50m1%3) 5 % KHSO VR (50m1%3) Peigk, 7K Bk 2 i, Al £h K
(50m1%1) Pk, To/KBR RN 1158, IR I RAS 1. 57g B ARy, I FE AL 15 2. 1g iR At 1
WRY . S8 96% (HPLC, YiahAH 1, 7734 1) .

[0667] Rf = 0.5 BHFIAMEE : ZFR2EE=2 @ 1 S0 4N A 1% e =Eil
[0668]  MS :344 (M+Na)

[0669]  b)N-[2-( Z A HRIE ) 2.5k 1-N- FUT BRI -D- A WHEE M0 %

[0670]  Hf N-[2-( LA ) £ ]-D- AR Fls (2. 1) W T —SHLe (20ml) 1,
W DIEA (L. 1g) A1 —BREZ AU T BE (1. 8g),40°C N 36h. VR KAHIE 2 I RV, BT
FE4iR13 83Tmg FEAIHCIRY) (30.4% ), & & 96% (HPLC, JiishAH 1, 777k 1) o

[0671] Rf = 0.5 BHFIAMEE : ZEEZ = 10 © 1 S0 240 % 1% e =R
[0672]  MS :444 (M+Na)

[0673]  c)N-[2-( ZE R ) £ 1-N- T SEH R -D- & BRI T %

[0674] A& N-[2-( £ %I ) &5 J-N-FUT S kA -D- 2 &R R e (837Tmg) & T HEE
(25m1) , NN 10%488% (90mg) , A, SN 3 /N o 38, W R IR 4l 21 IS 2 £
HEIRY 612mg,93% ) o ELEEBHAT TP RN

[0675]  d)N-[2-( AL ) £HE J-N- 0T S8t —D- 7ol —L- Ml —{[4-(N- %
FURAL ) FDRIEORE ] FRE b BRI R IR SR ) &

[0676] FF N-[2-( Z % B ) & 3 I-N- T & R 2 -D- R A R (499mg) . L- i &
M - {0(4- (N- RIS ) FIPRAEORAE ] AL ) BERGEhie & (626mg) \DIEA (426mg) HITE/K —
AFLE 20ml) HEAE, BB H AR 0°C S, N HOBt (203mg) , EDCI (345mg) , /£ 0°C i
F: 20min, AT 2 =W, RN 5 /N o 5 %6 T B S8 A R YRRk I S VA R A R £ 5
IKIEBARIRGEBANLZ , TR BN T, 108, BRIk 4615 2FH M 1. 06g, A Z 4t 15 A
EULIRFEE (591mg, WZE :57% ),

[0677] Rf = 0.4 BHFIOMHEE : ZMR2EE= 10 © 15 B0 40 Je it

[0678] MS :716 (M+Na)

[0679]  e)N- R HE 2L -D- &b —L— It — [ (4- FRIREE RS ) AR ] i 2k i 6 1)
%

[o680] A& [0 B84 (500mg) ¥ T HEE (20ml), In A 10 % 48 5% (100mg) , 18 & = M,
40°C T [ N 8h, I JE IR IR AR BR 22 9A 7], R EE (5ml) &1, 16% HCL/ LR CERIE WU N
1h, ZTF-VAR), FEREL (5ml) VA#E, M 0. 5NLiOH K VAW, RN 2h, 5 5 RETR A1) FF Eh i 1
T pH # 4, TLC Aifrf3 (iR [E 44 (83mg, 24. 7% ) .

[0681]  MS :490 (M+Na)

[0682]  SEJEH] 46 Pk I v T I
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[0683]  FESZIG T, FE AR AL S NN BI &4 0. 15U/ml B M 2R i P SR 26453 2 (1) 7R T 2F
15 ML PR A4 ot RO S BEAR R P EAT IR B 15 A8 S In N e PRI A $2238 (0. 075 M) , fif
S AMG AR, 72200 T, iR 4 738 P9 405nM T WOSE ) A2 1K .

[o684]  Ak#E AT 1 THEAE SO B E PER T2 (% Inhibition),

[0685] % Inhibition = [1-AAs/AAc] X100% AW

[0686] A A As KIRIHIRCIE B, A Ac RoR ARG CEBILE ., 1CMH (BEIE
PR N5 50 %6 B 29 IR EE ) 2412 (% Inhibition) XPAE SR B AN BU(E X JE T A =
2 FEAT ARG AU T SHAT B

G 100
[0687]  %eInhibition = YT W

[0688] HArh fAF Hill £%%
[o689]  7E TR, FIH T AR I L EWINT 1CME (M)
[0690]

&Y 1Cs

L] 2 115

SR 4 47

K1) 6 154

SHEf 12 | 561

SLHE 18 | 30

SRR 19 | 12

SCHE 20 | 246

SEHEf 21 | 170

St 22 | 55

S 23 | 472

St 24 | 561

SCHEf] 27 |8

Ehr 69

[0691]  LATNFCT7SEB R 2240 i, o MAEATJ7 PR Bl A K B Ve o 5 PR 724
W (D) MRS 29 bl 352 1 sh BGAE A«
[0692]  LANFCTTSEB R 220 i, Jo i DMAEATT7 PR Hl A K BV o 5 PR 72 4
W (D) MRS 2 bl 52 1 sh BaAE e«
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[0693]  SEjitf] 47 « 3557 i il 2%
[0694] AbT7 .

%W/V
[0695] Vi glc 0 |
AEHEK 100
[0696] W] NI 4 B FR BB 2 i &, 45 p-H W5 2 AR B IRAS, 38 AL B R R

GIREAT . BIERGRT e K, ATLTEAM N, HA T LE M.
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