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Z5-1H-1,2,4- =7 -3- % ) UK | X T 8bAa

AT 4, 2ETE D T4 RH)-o-RE T A& A (IR,28)-1-
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RA R 43, 2ETE D T4 RO-0-RET R EEAR4-RE
3-F kel iy B

%364 49: N-Q2-FAR-3-%52X)-4-({5-BAR-1-B-E AR F H)XK]4,5- =&
-1H-1,2,4-=7-3- % L R K T BLiR
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F2 oLk 43, {2EFE D T4 RH-o-RETABRA 3-8EK-2-
ok B

L 50: N-2-FA-3-f R FERE4-(5-AR-B-ERTF )X
£]-4,5-=§-1H-1,2,4-=-3- 5 R K T Bk

2R oL 43, 12ETE D P& RH-o-RETAEA 3-8E-2-
2 R BARE.

£ 51: N-[(1R,2S)-2-% % -2,3- = £-1H-# -1-F]4-({5-AR-1-[3-(Z R
¥ )RR ]4,5-= £-1H-1,2,4-=74-3- K RE) X T B

B Lhp 43, [2ETHE D T4 RH-0-RET W B A (1R,29)-1-
£ A 23— £ -1H-3-2-8r K%,
Jiik: ESI-MS: M-H=494

£ 3#4] 52: N-[(1S,2R)-2-% %-2,3- = &-1H-F-1- 2 ]-4-({5-FM-1-[3-(Z R
) KK ]-4,5- = -1H-1,2,4- =7 -3- KR ) K F Bl

BRI LEA 43, 2EFER D T4 RH-0-RE T X B A (1S,2R)-1-
£ A 23— F-1H-% -2-Br KA.
Jiig: ESI-MS: M-H=494

% 3649 53: N-(3-¥2 K -2-wbot 3 )-4-({5-BAR-1-3-(Z R F 2) XX |4,5- =&,
-1H-1,2,4-=%-3- 5 8K )X 7 8Lk

ALk 43, EEFTED ¥4 RO-o-RETHEA 2-KE-3-
ot B KA.
Jii%: ESI-MS: MH'=457

L #45) 54: N-(5-F-2-2 A X R)-4-(5-BAR-1-B-(E AT H) XK ]45-=2,

1H-1,2,4- 27 -3- K R X T 8L
2Lkl 43, 2AEFE D ¥4 RO-o-RATREAR 2-RE4-
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£ X RA.
Ji3#: ESI-MS: MH'=490

Lhbl 55: 4-{F E[1-G-F £ X K)-5-HK4,5- = &-1H-1,24-=4-3-K]
£ EIN-[GR)-2-F AW £-3-%h A KT &

AT 43 TR A M B, 2R AETERB TR FHEFR
£4TFHATFEA, B8] 4(FREBR1B-ERTE)EE45- =4
AH-124-Z7 3- 2R E)R TR LE; RERT P ERF B HTRCH
D HRF.

%4641 56: N-[(1R,28)-2-92 %-2,3- = £-1H-H -1-K]-4-([1-G-HEXL)-5-
FA4,5-= E1H-1,2,4- =7 -3- K B K T 8L

/o L84 43, feETEBTH 3'(—=-ﬁ4‘?£~)$§sﬁf}ﬂ 1-(3-1ﬁ§
FERRBELAEFE D 8 RH)-a-BAT K B8 (IR2S)-1-KE-23-=
£-1H-%2-B K%

Ep 57: 4-({1-[4-(RABBE)EKX]-5-AMR4,5-—$-1H-1,2,4-=Z"-3-
AR A)-N-[(IR,2S)-2- £ 2. 3-— f-1H-%-1- K| X T Bk

EH oLk 43, FETERB ¥ IERTEREMA 4-BHEX
ABEAA B A FERD b8 RE)-o-RA T A 8 A (IR2S)-1-A%-2,3-— &
-1H-2F -2-Br A%
Jiik: ESI-MS: M-H=505

£ 364 58: 4-(3-[4-({[(1R,2S)-2-32 £-2,3- = £ -1H-H -1- K | S B X ) KB
£ 1-5-F A 4,5-= - 1H-1,2,4- =7 -3- K} H kB8

BT 43, REATERB P4 3-CRTHREMNA 4-BEX
BBMAELETE D ¥4 RE-o-£A T ABAIR2S)-1-R4-2,3- =8
-1H-# -2-Br A%
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F 4] 59: N-[(1R,2S)-2-£ X -2,3-—&-1H-% -1- %K ]-4-({5-BAK-1-[5-(Z R

W R)-2-wkee K 1-4,5- = F-1H-1,2,4- =7 -3- X LR ) X T Bk
BFEES 43, 2EAFE B ¥4 -ERTHREMA 2-ME

S(ZRFTE)RRKEBLATHR D ¥4 RH)-0-RE T W8 A (1R,2S)-1-

£5-2,3-— 8- 1H-5 2- B K%

Jk#: ESI-MS: MH'=497

FE#4] 60: N-[(1R,2S)-2-% %-2,3-— &-1H-#-1-X]-4-{[1-2-F)-5-84K
-4,5-—£-1H-1,2,4- = 3-Z | KA X Foua:

R ERH 43, RETEB TH3-ERTFEOOELEMA 1-Q-EX)
BARB LA T ERD F 4 R(H-0-RE T A 8 A (1R,2S)-1-8K-2,3-— §.-1H-
2B AR,

£#H] 61: N-[(IR,2S)-2-# %-2,3- = &-1H--1-K ]-4-{[5-FAR-1-2-E ok
£)4,5-—§-1H-1,2,4- =7 3-R | RE ) X FoLE:

AR I 43, (LAEFTEB T -ERFEOFEMA 2-HEE
AR ELAETED T 4 R(H-a- K T A 8 A (1IR,2S)-1-K X -2,3-—&-1H-
Hh-2-B KA.

KA 62: 4-{[1-(1,3-FHEe-2-5K)-5-FMR-4,5-— &-1H-1,2,4- = "-3-%K]
£EIN-[(1R,2S)-2-2 £-2,3-= £ -1H--1-3% ) K T Bu i
S do L] 43,425 F R B F 4 3-(ZRTFR)REMA 2-BK-1,3-
R REBLAETE D P4 RH)-0-RE T A B A (1R,2S)-1-R X -2,3-
=& 1H-%2- 8R4,
Jii: ESI-MS: M-H=483

34 63: 5-[4-({[(1S,2R)-2-8 £ -2,3-—S-1H-H-1- X | R L) FHOXK

A]2-FKAE-24-—£-3H-1,2,4-=-3-F
BEEKEY 76, RETE A T4 4-(5-BK-1-B-CRTFE)XK
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#*]-4,5-=§-1H-1,24-Z72-3- K1 B X FR(AELAEF 3 B TR C FF
ENA 4-[(5-BAR-1-EKE 45— F-1H-1,24- = 3- )R A | X TR (E L4
Fl 4 TR C FRENKBFELATFER D 76 RHO-o-REATAEA
(1S,2R)-1-8 X -2.3- = &-1H-% -2-Br K %,

Jiié: ESI-MS: MH'=414

kb 64: 5-[4-({[(1R,2S)-2-2 X -2,3- — &K-1H-#F-1- X | RL )} 7 £) X8
E2- ¥ X 24 —£-3H-12,4- = 3- =R LB

FFde Lkt 63, 2T C FHUS,2R)-1-R A -2,3-—H-1H-%-2-
& A (1R,2S)-1-8. 4 -2,3- = £ -1H- -2-Br K. 4.
Jiig: ESI-MS: MH'=414

L] 65: (1R*28%)-2-[(4-{[1-(3-F XX X)-5-fiK4,5-—&-1H-1,24-=
W3- KRAIFRREARAR TR A LB

BAWEEF 76, 2ETHR A ¥4 4-((5-BA-1-B-ECRTFH)XK
X]-45-=8-1H-1,24- = 3- X IR ) X F B (A L5 3 FEC + 47
E)A 4-{[1-3-F XX E)-5-8K-4,5-—8-1H-1,2,4- =74 3- X | R A K P &g
(EER#H 18T HEC PRINRZEELETRD ¥4 RO)--RE T A8
Fl(IR*,28%)-2- R A IR R 5% F BRAAR 4.
Jii: ESI-MS: MH'=407

F£#H] 66: 5-[4-({[AIR*2R*)-2-B XN TEAIREIFL)XBEL2-3-F&
X X)-2,4-—5-3H-1,2,4- =7 3-F = R 2Bk 3

BA 205z 60] 65, 2 E T C FHAR*,28%)-2- R A K KK F 8tA: A
(1IR*,2R*)-2- 82 3% LA 4.
k. ESI-MS: MH'=394

E#kH 67: 3-[(4-{[1-B-F XX X)-5-fK-4,5- =5 -3H-1,2,4- = -3-X ] &
AIFR)RA2-RAFEAF=RB
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BRI LB 65, (2L T C P H5(IR*,28%)-2- KK BI% F 8L A
3-8 -2- A3 R A
Jiik: ESI-MS: MH'=407

£ 68: 5-(4-[S-TBE2-BERBEX)FEIRBEL]2-G-FAX
#A)2,4-—£-3H-1,2,4- = »#-3-5

R EHH) 65, 12E T C ¥ H(1R*,25%)-2-RIE IR A5 F Bk A
1-G-RE4-LE XL TLRRE,
Jiif: ESI-MS: MH'=430

FHEH] 69: 5-{4-[5-R-2-BERBE) TR RBLA}-2-G-FEAXE)-24-—
£.-3H-1,2,4- =»4-3-8

R o L HH) 65, AT HE C FHAR,25%)-2-RE KRR T BBA
2-R A -4- R XA
Jii: ESI-MS: MH =422

£#kH] 70: 5-[4-({[(1R,2S)-2-2 £ -2,3- —F-1H-F-1- X | KA} F A ) KA
XK)2-G-FEER)24-—5-3H-12,4- =7 3-F =R T8

Ao L4 65, 2L T B C F $5(1R*,25%)-2- KA IR K% T 8Lk A
(1R,2S)-1-R X -2,3- = §-1H-7 -2-Br K 4,
Jaik: ESI-MS: MH'=428

£ 71: 3-[(4-{[1-G-RFEXK)-5-8K-4,5- = £-1H-1,2,4- =»¢-3- X | KL}
FRRE|2-RAeTrF=F 8

BAERS 76, RETE A T4 4-(5-BR-1-B-(ERFTH)X
X]-4,5- = &-1H-1,2,4- =" 3- X1 B XTREEXRF B H TR CPH
A 4-{1-G-BEE)5-HK4,5- = K-1H-1,2,4- = 3- £ | F A X FT&
(EE#H 29 9 TR C PHFIRBEELETR C 4 RH-o-RE T HER
A 3-BEA-2-R AKX EBRAE.
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JRit: ESI-MS: MH'=427

£ 345] 72: 2-3-BREX)-5-[4-({[(1S,2R)-2-& %-2,3- — & 1H- % -1- X | KA}
BR)EBER]2,4-—£-3H-124- = 3- =R TR HE

BA L& 71,128 FB C ¥4 3-8 XK-2- K43 &KW A (1S,2R)-1-
£X23-—8-1H-F -2-B K%
Jii: ESI-MS: MH =448

F 4] 73: 2-3-REL)-5-[4-({[((1R,2S)-2-2 £ -2,3-— £ -1H-#-1- X | KL}
)RR ]-2,4- = -3H-1,24- =% 3-F=f L8k #

BRG] 71,128 TR C J 6§ 3-8 K-2- 8430 R W A (1R,28)-1-
fHE23-—F-1H-%-2-Br R .
Jii: ESI-MS: MH'=448

Kk 74: 2-@-BREEK)S--[Q-BEXBEX)FAIRBELI24-—&
3H-124-Z=-3-F = f. 8 3

BAE#ES 76, 2ETER A ¥4 4-((5-BAK-1-B-ERTFHX
A]-4,5-=8-1H-1,24- =2 3- K18 XFR(AEEL#6| B3 HTRC PR
INA 4-{[1-4-BEXKE)5-FRK-4,5-—H-1H-1,2,4- = 3-X | RA I X Tk
(EE#HS 34 TR C TRHENREFELAETER C F6 RH)-o-RA TR
A 2-RE KGR,
Ji#: ESI-MS: MH'=408

£ 75: 5-[4-({FE-[(15%,25*)-2- R AR TR RE) F XKML ]-2-04-
fFEL)2,4-—8-3H-124-=3-F=f ik #

RFIEEH 74, BEFTE C T 2-BEKEA(1S*,25%)2-(F %
RBE)IF TEARE:.
Ji#: ESI-MS: MH'=504
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L34 76: 5-[4-({[GR)-2-FAR W E-3-kd A )| R F XL 2-[3-(=
BFR)ER]-24-—F-3H-1,24-=-3- TR B &

B A: N-FREN-FEAB-EAR-1-B-ERFE)XE]45- =K
-1H-1,2,4- =" -3- K} R ) E T Buik

BAEL®RYS 43 TB C THRE & FH12.2¢)E = F X F 8 (100ml)
¥ 495 % ¥ m N\ EDCI(9.63g). R 7 X =£(4.57g). —F A X TRE(8.7ml)
FNO-—FRLRABLEMREU.9g). TRBHEERESY—E, REMA
10%HCI REZHASOm) ¥ . WLEB RGRK, AKE, REAZT]R,
RPN
F& B: 4-({5-BAK-1-B-(ERFE)FK)4,5- = 8-1H-1,2,4- == 3- XK1 &
B)EXT#

EHHRFAF-40°C T & 48 4EAM) A S k5 (S0ml) ¥ 648 % +
TR A AR S AEYEEHA00m) T HER. £40°C T
HEH1IHE, BREARSHARE 0°C, LERBHLTLHE, MEAH
F|-10°C B 8 RAvAKEBIREEFHERHN . A TR TEEERHAN >
. VAR KEE, RERABFRMARERLSE; RARAKRETR,
HRFEEZRL, FHENAD.

FB’ C: 5-[4-({[BR)-2-FRW -3k A | R FR)RBEL2-B-ER
WR)ER]2,4-=F-3H-1,2,4- =3 B

EERTHATRB FHE G ZHQ)E—RTRQOm) ¥ ey &+
N R(H)-a-BE T A B S70mg)fo M E/L4(2.43g), REZRBEHALR
24, HERHTLME. RERGRERSHHEAETLRLEF,
B mAtoFo KB A AKERRBIRTEEFGERAN. FH48 R Kbk,
R Rtafe RALMKER L, REAARETR, HRFATELR.
KRB AWET HCI 65 4M —"BiER Ty, RLETFHATTHR A
BELRLEBYHE, LRALZFR, FEFHMLEY.

Jiik: ESI-MS: MH'=434

5] 77: 5-[4-({[(AR)-3-FAR T 8eie 5t R | R F X)X X |-2-[3-(E K
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WRAYERA-24-—§-3H-1,2,4-=-3-BA R 3

BA A EHH] 76, RETE C ¥4 RH)-a-RET B AR)-4-RE
3-F ool i B AR AL
Jiik: ESI-MS: MH'=435

364 78: 3-{[4-({5-BAR-1-B-(EZRF H2)XXK]4,5-—£-1H-1,2,4-="-3-
EIRE)F A RE)-2-RAKRREN

B EHH] 76, (2ETHE C ¥4 RH-o-RETARA 3-K&-2-
REFXERRE.
Jiik: ESI-MS: MH'=461

EHRH 79 (AR*28%)2-{[4-({5- B AR -1-B-(ZRF )X L )45 =&

-1H-1,2,4- =7 3- K} RE)F X RE IR AR TRE=ALRE
BF 4o L840 76,12 £ F B C F 4§ R(+)-0-RE T A 8 A (1R*,25%)-2-

RAEK A T BBAAE.

Jii: ESI-MS: MH'=461

£ 4] 80: 5-[4-({[(IR*2R*)-2-# XN T A RA} FHORBE]-2-3-(Z K
HE)ER]24-—8-3H-1,2,4- = 3-FR= R LB &

B0 #4476, 12E P B C F #) R(H-0-KE T A B A (1IR*,2R*)-2-
RARTERAE.
Jiik: ESI-MS: MH'=448

L kb 81: (1IR*2S8%)-2-{[4-({5- B AR-1-B-(=RF X)X X ]45 - &

-1H-1,24-Z78 - 3- K18 F X RA R TRBEZ AR E
25 o L85 76,1248 F K C P 4 R(+H)-a-RE T A 8 A (1R*,28%)-2-

RER TR FBBAH.

Ji#: ESI-MS: MH'=475

36



01817058. 7 oM P E29/31m

EHp] 82: 5-(d-{[(3-B X2 H)BA|F A EBEL)2-B-ERTHE
£]-24-—5-3H-124- = - RBRE

A EHS 76, EETER C T RE)-o-RATASRA 2-R4-3-
oo B AR A
Jiii: ESI-MS: MH'=443

k4] 83: 5-[4-({[(IR,2S)-2-& % -2,3- — &-1H-%-1- KR E} F )X
A 2-B-ERATFHER24-—83H-124-Z%-3-F = A8 #

Ao LB 76, 12ETE C FH RH-0-KE T A 8 A R,29)-1-
£ A 23— - 1H-5-1-Br R %,
Jii: ESI-MS: MH'=482

LA 84: S[A-({FA[US*25*)2-LEARKTEAIRAITE)ER

E2-B-ECRTFI)EL]24-—£-3H-124- = 3-F= R LR E
RAEWELHRS 76, 2EFHR C ¥4 RO--KEATAEA

(18*,28%)-2-(F X 823 TEAK A

Jiik: ESI-MS: MH'=538

HEHE

LA A: A 24 6 Wistar X & T R E A B GHEA

FEBA 24 I8 Wistar X K 2 AR 90 6 Wb AR A KB, 2R
Hr R 3T R HIBIG YR, FTR Shah A BH Wistar X K(275-300g).

BABAEEEABMBBGEBRET T, LFR 6 GBERYFR
K, $hHAERE. BEAAYGERHEGFTEDIHARGTHE 6 X,
REHATRE. KB EL T

=>4 T=0 /4 D-1: X&HERETF LA

=>/ T=0 i 4§ DO: Al XBoHL B, sTRALTFHAKA0%
DMSO+10%Solutol HS 15)

=>f T=(3 1 ] B DO: BIARY, ERFANEET FIATH
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AFERRWAARE

=k T=£F 2 J\iE# D0: FRAFRHER

=& T=RHE 3. 4. 57 I HEHD: RRANERHER.

A AZH IR XL DREAEREET
10%DMSO+10%Solutol HS 15 ¥, 14 5 X 7.5mg/kg &K EF= 2.0mlkg
AR A (IP) 3.

#X:

RE P B RHBERE T HEF BRIFHFH T oK A EH A
(RF 2. 3. 4. 5 K 7 DEE)ER T b H R R BB R
ARLBAPHRHBRGWHEEOFELEATET: LE)ANOVA
R HATHH.

L34 B: RET NPY £HRGKIF4H

AEFamp i P RERLALSHE NPY AL R), @ik
RARITHRGSHRERNZ —, 48 K[I-PYY % HKMHBR&KE
15-65pM &9 E T AT E S84 %. £ 1pM REH NPY AATRE
ERFEMESHS. RETFEaBEZRET @K 12 18, £/ 0.1%PEI &
#itey GF/C R B LR KEAME, REHFAE,
#X:

R 0A ICs 2k, KAV HIAT-EE8 BE T S HBedk: ICs,
1EHILBEREILEHER.

£#H) C: EHFMMT

A3t 86,4 8 R (26 + 6g)8 K 4E 0 JRA-T H A h) F 69 XIS
WG EREN, AREES —RUANABRAEDS, FEAEE
RESHH, HE2 R,

A KA 6 F AT AT AR

ERAD: BHasHY
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s14 1000 B E AL ASA 10mg HEFH N-[GR)-2-BAW £.-3-K %
§I-4-({5-§1.4“€.-1-I3-(E-ﬁ.“F§)$§I-4,5-:-5&.-1H—1,2,4-:’-“£-3-£a}-ﬁ.£=)§
W BLR (RS AN B A

4 43 Q(J,ﬂg,gqy] .................................. 10g
T L T T R LETETEPETETRTEEETEE 2g
I L IR R R R R R R R LR 10g
L S TR L R R R R R A 100g
BEGBRAL v vevrvrr ettt e 3g
/%")6 ................................................ 3g
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