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FRE) ) REE. KBEETHM, mieRIAELY, PIWES
W, EERBHRE, GIWHRERS, ERKEEIETREWIAE
EF, FABMNERNN &R, WEKMEEFE, TYERFELNE
R FRUKARIRAT . ERR/KAR D @ RKMR AT, (ERTHERW
HE, FREKEMBEREIETIREDHIFET, AEYERm S
B PIE T, T4 50°CEL 80 CiHAT.

Z2TFH—X (D &, HP R XL X X X XM XOH
FXWRTATE, X, XAR X Z2—HR Y Bo=%E, wAmMERN
SHEBEBRENRER (D LEYWRT EBERRT &EXkG%, HF
R'. X' XA X3 XA OXCR XOHIEXWAETATIE, XL XA X Z— W
)Y #H5r=2—CO,R?HEHA (HA R?*Z—CO,Bu) .

F#liE A B, X O &Y, Hb RL XD XX, XN XM
XO W LARTAER, X, XPH X Z— I Y #a 2R, W
%. FAERMREREES TEEAR (Blx) Mk, £/ R ARBL
et o

FR—HRE A WEiigis, X O e, KR XL XX
XX XS SLANRT AR, XL XA XPZ A Y EasE &%
A X

() EEZHEN_SREZERNEET, TEEEHN K
i, TAREBETHRNBEBELAE Wang WiE W—REFREFREE
WHIZE 208/ — SR EERILRY), HEWAR A
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0 AEERE o

ko \_{

[}

(Wwang B1BE ) (KIBE

HP@—REAES I%E 2% _LEEETBENEERLGENLED
%o

(i) LAWAE A 530 (D KR (e R* (8 XARTATR) 7E5
W=REHH, Gl —_RRAELERNEFET, THREFBREAT
LERT RN, HIE#AE 1, KB RO —&XaTATd;

o
4 P ol
+ RY——mm,
’ (II)

o]
M R'—‘NH"‘CH"CH

[o]

(HifE ( ®tEE 1

(i) Mg 1 5 (1D e =N,
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T Y“’f
(o] X.\ 7}(

(11D)

He R XL XA XOHIE CAnRTRTE, XL XA X0 22— CRY[H
th R4 E—L'— (CH,) ,—CO,H (H+ L'l n K& XWaifrid) 1, K
£ IMAIAE N B CR? (HA R (€ XWATFd) , REZEHR O—
(T—BFFEF=m—1—3) —1, 1, 3, 3—VURENEBRRKRMNZ
RAEZEENFET T -REFBREALEER T#HIT, KE X X
X WERT, HIEMAE 2, EP RN R n fO—FIEETFTA,
i RERERAER (ID KEMNE, Hf RS XN XA X HIE ARy
i, X', X8 X°Z—M%F CH, HK{MPMIZMAER N B CR> (HF R
[ 58 SCAnFTBTIR )

]
15
Ay e

H o
o

(HHE 2)
(iv) SREWAE 2 =R ZBRABEERNI —EFFRATAZERT
K,
FHNE A S —AMFF, X (D ey, R X, X X
X4 X XOHE RTATR, X XCR XPZ—H/ Y a2 —
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R°—C (=0) —NH— (H R® BE X WaEipTid) FKE, "7l
&

(i) BHiE (Hep R A —FXWFiprid) AEE R av)
HER (P RPEEENEERYVE (W I—HEFEERE,
FMOC) , 1 n WRTATRES) , #EF O— (T—HEEH=m—1—
E) —1, 1, 3, 3-UREARBEBRRN _FAECERKWNELETT
“HERBEATERTOE, AItsIERE 3, X RPNO—1E
SCUnE AR -

(BHE 1 + RUMH-(CH,),-cOH T
(xv)
R o
I

CHiEE »
(i) Frigfie 3 ATAEanYReE T &R BIRA T EIE T HEH
BHE 4, HP RN n @ —E XA,

R 0

|
,(CH;), N—CHyCH
! TS

o
(R ©
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(i) # g 4 @R JID &9 (P RS X' X5 XOHE X
IETATIE, X'\ X3 X°Z—f{FE CRY[HF R E—R°—CO,H (HH R’
HIE X arprid) 1, BHEH340% N 5 CR? (H+ R ffrdE
3O, ZIRATHERRR & AR TR AT A2, HIFSHEAE 5, H R
R’. R", n #1@—KE XNAETHTI& -

0 R O

‘_ _&

13 (CH,) N—CH-CH

R )J\ 7 3 a 2 2
\R, N \[(

o
H
o)

CHiBE 5

(iv) REA=ZFCREREAN —E RN EAZE T LER
fig 5.

fliE AA—MMF, KX (D HEY (EHP R X, XL X, X,
XM Xy XaTfrid, X3, XM X2 —HWE LAY 9952 —
R’—C (=0) — (NR'") — (H R FIR" f15E LABTATIR) FIERE)
RO

(1) BHAE 1 (K R O —KEXMmarprid) =X (V) s
Y (HP n BENWRTTR, T XYEXERT, HIERZR) LRTRER
HEIEE HIELE, HIBHE 6:
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o

(B8 1 + x¥-(CH,),-COoH _—
v
R 0

I g
(CH,) N—CR~CH
X"/‘ ’\'[( 2 °

( F1BE
(i) g 6 5 (VD #fg (He R" By XWeiprid) |t
W —FRETRANELS 80°C F RN, HIfEH#AE7, HP R\ R'"fO
— B %E SLANATFTIA ;

(KR ¢ + Riten, ————
(vI)
L
|

(RfE T

GiD) WiE 7 RELUR D &9 (AT R X XM XOHIE
Xangiprik, X', X8, X 2—fRF CR“[HAF R"Y Z2—R°—CO,H (X
HR® fIE XA ARR) 1, HABFIHII AR N 8 CR? (HF R?HIEX
WATETA) ) UARTIRARMERKIB A A, HLHIEHAE 8, H R
R’. R''\ R, n @ —& XMATHTIA;
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) f|l‘ o
1 /IL PRC AR N—CH;CH,“Q
\R, N \r( o
’lln [e)
( #iBE 8

(iv) REHE 8 =R CMABHENN — R RATAZRET
REFE,

£ (D fBs (HF RN X' XA X3 XA XA XO R XANAETAT
B, X. XX Z—HM Y #4592 —CORZZHR (H R HIE XN
AIETIR) ), ATLEE R (D &4 (K9 RS X'\ X2 A XC H)E
Xanarprg, X' XEF XPH—RE C—RY[HF R*E—-L' (CHy) ,—
C (=0) X" (Hr L'F n 2 XWaiprik, K X" 2%, SEE,
Pk REETF) |, HAMMIAAE N 3 CR? (H o R HIE XWaifrid) )
53 (VID BIR&H &R 62 -

R*—HN—CH,—CH,—CO,R" (VID

Hep RYFIRZ M2 LINATATIR . 2 X" BFREER, MRS AT G el Frid ik
BETIEHET. X" BRRERETH, SR &R, I
& R T I DY SRR ) 1 AE il AT

RIESH—HE B, ARANMLEYEL AR SR EABL SR
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B R R S &

Flan, X (D Wikgd (Hd R XS X X XA XM X0/
BRI, X, XM XPZ2—Alm Y #4422 —-C (=0) —NHOH)
AR (D e (HF R XL X X, XS XA XC By gy
Fiid, X\ XM X Z—AM Y HBaRRE) SEKRUGHEKEE R
Rk %, BIaARG TR, Bl —HoERE T, EF=4
HEHEET, THEREMNa S FrsiNEkmmn TR T4,
HEABTHE | —REXF=MWMN 1— G—ZHERERE) —3-7&
HBU—TRE_SFREATERTHIT. HlEHTH O—RIFH
R0 O— (ZHRERERE) Bk, O— (TEZRERRE) — 8K
f. 30— (MUERLREE) FRREH RN B LABRAL BT

B—HAFENE T, STREAX (D LeEwTEdELs -
S—EEHI AL SR EI% . B, HEMATETSEEEIW 3—F i
FHEBRMRBRHET, JOEEBEER N K FHREANTEZE T,
B E AR ERREMEWNENFE pH 5 KKEFENRAT 0CEE
BTFRMEBERT. F—HENSRIRERANLEHRIMIER.

BB T, FRENX (D WEYTELENE S
— BT RBHIXT N E YR EI% . a0, WERNTET 5 BRI 3—
TSR R R RHT, MEEBEEENN R F A TIEZRT
A% .

R THRE, ARALEYTEANKRP L. BEANFRA ORI
SR RS WAL, AFEEARANRSER, ARAZLLSYETA
BIUARME. NT#EE, ARABELEKX (D WEPWRIE LR
MRS RMERIBAY, BEEMHEREY . WERMET
AEmAFENLREYSE, SlmAEREENELRER, SoHH
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o 8] 4 3 B R AR

REARAK N4, XRBLEYRIBR AT AR
W5 EEMBUDMFERN G &. Bl KEBELEYIEIE N
A I I B AS B T &8 B M B A A MUK B I B H AR &
HIBEHIN, BREBRERERE, SCHEESKHMSBRERIER
PR, JBCETR] E RS 8 AR BRI RIR 48 1 A B

ARAWEPBRMBETHEMTERL ST EHE. fia,
AR BA BS99 T F O ER An R R AR 2 Bk BR S AN K I IR ER UK W
AHEBAE.

FRANEYTACH FEARLRMNREFERE. fln, &K
AR BE&9 AT A ECBR0 0 AR LARR an 2 R AL R 1 A Rl

FRANEDERRPFHZIRRPAIHERBEREY (BlaKsE
Y1) . RRBAUEYR/KEWTTHKEBIETREDELS RHE,
BT NIERII %kt TSR FEE.

MEBARRPH N 455, REALED RGN RE T HiE S0
BEBEMRU A ERNE &, B0, RKELEYEBMRE
A E I U S S M ERVE T 208 B B A K v v B K M BV R B At &
BEHERA, BREBRERSIRE, S0BFESHRSMERIEN
WRAZ, BB AT B 5B H Eh B i IR 8 I A AL

IR A G E AR e E S, Bl BRI prid 7T
B RT VA %

X UID &Y (EFP RN X' XM X HEXmaTprg, X', X8
M X Z—HRFE C—R" (HP R"FIE LR frid, sSREEERY
MIfTAEYD , HALRIRSZAE N 3 CRY (Hr RY ByE ANRTATAR) )
o] LA E FREF] B iE WO 96/22966 53t A TR B 7 k4] & .
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gRFPEE WS 1D« (WAE 2> « (BB 30 « (R 4) .
(BHEE 5 . (MBS 6) . (kHAE 7) 0 (g 8) EHiu&%, HEit
X L) 5 R s A B 3R LA 4% T vt AR Tk BRI A

AR FF— P UBGIGEH, BIHNZHFLHEEIFI S5 G BT RE

FRBERLE (NMR) #, WEABRE UM T EERR
ppm TR, FHEEMBENINT.: s=8I1&,; d=XUE; t==1%; m=%
I%; dd=XWE; b=/,

it (MS) & T 3575 B F I 4T 5 0 HP1100 ¥ 446 3% {X i) Micromass
Platform II Fif{X Lig&k: #HZBEEK (1: 1, #HE4ER MRS
YIVE AR ENAE, TRIE 0.3 mlU/4-%h, FHHAETR 20 BT, 1BHRTE 20 o
b, FAHETEE 150— 180 JE/RELE/Sh, FAREMT(A] 2.0 2, ESI B[k 3.5 Kv,
ESIE/1 20 vm* &. HESRUMTEN: w=55.

LHEB] 1
WEWA. BFC

¥ ((B—FEE—4— Q-0 FXERE) FE]—2ZEE}—N
—BHERHE) —Z8,[0.80 g, EF 1] 3—[3— Q—FH—mEHx—1
—&) —H—1—ERE]-WRIER0S5] g 230 2 (o) 1TZH
EHBRE (25 m) ARBEA0O— (T—BEAEH=M—1—%) —1,
1, 3, 3—VURREAEBEIR] (0.80 g) FI-RRAELERK (0.75 mD
hFE, FEETHE 2 MG, RMEEZLIK (100 mD) 4,
REFZRZEER=IR. &HFMNENEEYHER M) . AEH
Hokvkdk, THRBRELTER RABER. RRWRY T _EMHELE
i EEsE, A-ERRNEEGRESY (25: 1, HERERD ¥
fit, #1718 3—{ ({B-FEE—4— G—o— HEFREMRE) FE]—LE
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FEI-N—FEERE) —LBE]-3— Q&8 -—MEKiK—1—FE) — &
—1—E]-FHE}-WRZER, ALEWMRY (076 g) . HIEE
FUOERER (S0ml) A, BA/K (10mD) WHBEKEEELE (0.065
g) A, TER TR 2 DB, KESYIRGERENERRE. tZIK
WARRYH O ZERVER, REMER (M) BW, BH-SFRE
W=k, GHMEVERYHIEKIEE, RETHERE LT8, &KX,
B 3—{ UB—FEE—4— CG—o—FEXERE) XE|-ZBE
—N—FESFRE) —ZBE]-3— Q& —mkE—1—3) —FH—1
—H|-FHEI AR, AEEEE (058 g, (hEWA) , 1BH 7376
‘C.[JLEHH7: C, 60.69; H, 6.85; N, 11.79% . ++ & C,,H,,N,0, 0.67H,0:
C, 60.69; H, 6.69;: N, 11.58%]. MS: 580 [MH]. HPLC: R;=9.72
o8 (ERCIEFKENREY (1: 4F 4. 1D BERK) .

(b) DAL 1 () BIFE, B 3— G—KM—1—%—
A—1—EZEE) —NRIEESHEG 2 (b) 1HI1F 3—{ (B—F%
H—4— G—o— HIRHEMRE) FE|-ILHE-_N-_FEFHE) —2&
BE—[3— G—KM—1—-%) —FN—-1—F1EE | —FR, AHEHE
B (WEWB) , #H 58—62C. MS: 563 [MH] . HPLC: R;=9.70
8 (EH ZERKRREY (1: 4 E 4: 1D BREIRD

(c) LABMASCHEG] 1 (a) KA, B 3— (3, 4—ZHEE—
CHEHE) —ARZERBSEH 2 (2) 15178 3—{ 3, 4~ —FH%
—FE) [ (B-FHEE—4— G—o— BFXERE) FHE|—ILBE)
—N—FESE) —ZBE|-S£ "R, hH6EE WUEH O,
WAE 104—106C. [TTEAHT: C, 62.19; H, 643; N, 8.94%. &
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Cy,HyN,O;  0.67H,0: C, 62.13; H, 6.40; N, 9.05%].
MS: 605 [MH]~, HPLC: R,;=11.92 4r¢f (fFH ZEF/KEREE
M) (1: 4F 4: 1) BELR) .

SE g 2
#E&Y D £ BU

HIR 1. {f Wang #H§ (3.0g, 0.92mmol/g) FE &k (30mD
WYATK 15 44, RERA-REEZER (1.8 mD 4¥, BHREER
2 (09ml) &IE. BHEAYEFTERT 3/, HHHEARES,
SRiGITIEHIBHAE A, ZMER (O A& (15 mD E{E=IX,
(i) FAFEE (15 mD ®E=R,  Gi) AZHERBR (15 mD It
=k, (v) AEREE (15 mD PEH=KR, (v) AZ&EH R (15 mD
WHEZIR, RETFERBAEESTE 2 /M,

ST, AR A (10mD BT Jones W, &FT ZHFETEK
(Iml) A, Al— G—8&ERW—1—%) —2—MtE4xE (50 mg) &
B, TERTWE 90 285, KREAYIE, FIEHIE B, ZMiEH
(1) AZFEPER (5 mD BHENK, G HARE (6 mD KE=
W, Gil) AZHRERER (SmD M.

S8 3, BSE 2 FrElBHMiE B A ((B—FEE—4— 3-0
—FEERE) FE]- LBE) & F] 48 30 ml, %461 3) T
THEEERE (1 mDD AREBLAE, REHO0— T-—REEHF=N
—1—%) —1, 1, 3, 3I—FEEAEBRRK] (30 mg) T_FERE
B (1 m) IZRREZER 30uD) AMEBRLE., TERETHE
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3 /MBS, BREARIASETEERE, g, SIERIE C EZMRE () A—E
HEERE (5 mD PRk, Gi) AFEE (5 mD) EE=R,  GiD
&M (45 mD WRIOK, REFTERBANETTIE 2 /N,

R 4. BPR 3 RN C BZEFRN=F 28RS
P2 ml, 1 1 BEER) 4. FTERTHE 45 28 ETERES
P, oA BE F — R R BEvtiR & SR IR AR RE &, 18 3 — ({U[3
—HEHE—4— CG—o—BEERE) FH|-ZBE ) -—EE— ZFE]
—[3— Q—=FAME—1-%) —F-1—F|-FE )| -HAKR ey
D) . MS: 568 [MH]", HPLC: R;=3.11 47%%, BHERIEEHRY=
96% (FRELEHA CHEFUKERED 3: 7TE 17: 3, EF/4ER)
LARBASERES] 2 B5vk, BTSSR 2 PRHINE | i@ et
Rifk, #1184LEY E £ BU.
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1
0 0
o \/”\Ii!/\/u\m{
o] R¢
LeEms R4 SFR HPLC | MH* | MH-
Rt
Me
C33H4IN506 | 45,95% | 604
5 ]
kame N(Et) = (CH,) ,-
waF CH,C(=0)NH— (CH,) ,- C26H33N507 | 2.7,86% | 528 | 526
c1
wama @i C29H31CIN4O6 | 5.4,93% | 567 | 565
cH,-
L& %9H MeO— (CH,) ,- C26H34N407 | 3.6,96% | 515 | 513
ta=xv/ <:>"CH;- C29H38N4O6 | 57,98% | 539 | 537
&imd MeO‘@‘CH,- C30H34Nd40O7 | 5.0,85% | 563 | 561
L& 4K (CH,) ,CH-CH,- C26H34N406 | 4.6,92% | 499 | 497
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. e L @"CH(CH,) - C30H34N406 | 52,82% | 547w | 545
57N

LAY M | CH,- | C31H32N6O6S | 7.7,60% | 617w | 615
NQN

L A N F—@——CH(CH,)- C30H33FN406 | 80,81% | 565 | 563

OEt
&M o @ C31H36N407 | 5.6,97%
CH,-
ey p @—(CH,),- C29H33N506 | 2.7,96% | 548 | 546
N

Br
| ®&® Q M‘°‘©‘ (CH,),~ | C31H35N4BrO7| 5.8,95% | 657 | 655
MeO
&M R O C30H34N407 | 50,89% | 563 | 561
CH,-

E®m s MeO— (CH,) ,- C25H32N407 3.5,94% 501 | 499

. KE®M T (CH,) ,CH-(CH,) .- C27H36N406 5.2,90% 513 | S11
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o—@—(cn,),-
tr &y C36H38N4O7 | 7.0,86% | 639 | 637
tetv ko C31H34N408 | 7.8,68% | 591 | 589
L p e CH,- (CH,) ,- C26H34N406 | 4.7,97% | 499 | 497
MeO
LE4X (CH.).-
2’2 C32H38N408 | 54,88% | 607 | 605
MeO '
o]
4=y D_ CH,- C27H30N4O7 | 45,95% | 523 | 521
ez CH,=CH-CH, - C25H30N406 | 3.9,97% | 483 | 481
7\
LEHIAA <:>‘CH2' C28H3IN506 | 2.6,95% | 534 | 532
Cl-(CH,) .- C25H31CIN4O6 | 4.5,95% | 519 | 517
1L &4 (CH,),
L {LEYIAC @'(Cﬂzh' C31H3GN4O6 | 5.7,88% | 561 | 559
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OMe
C30H34N407 | 5.1,83% | 563 | 561
Pas
fL&4mA cH, -
&AL 0, N—(CH,) .- C28H37NSO7 | 2.6,91% | 5§56 | 554
& HAF Mesof@’ CH,- | C30H34N40O8S | 6.4,76% | 611 | 609
featae CH, - C23H28N406 | 3.2,89% 4s5

C34H37NS06 | 5.9,97% | 612 | 610

A C !

B A N’H (CH,) ,~

wam Q(CH) C32H38N408 | 5.3,96% | 607 | 605
=4IA |

ey Et,N- (CH,) ,- C28H39NS06 | 3.0,96% | 542 | 540
( LAAK (CH,) ,CH-(CH,) ,~CH(CH,) - | C30H42N406 | 53,96% | 555 | 553
HEHAL CH,-(CH,) - C27H3G6N406 | 5.2,>90% | 513 | 511
e CH,- (CH,) - C30H42ZN4OG | 7.4,93% | 555 | 553
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. L& AN C32H35N506 | 5.1,67% | 586 | 584
/ (CH,) ,-
HN
L& AO C31H36N408 | 17.6,79% 593 | 591
MeO OMe
&Y AP CH,- (CH,) ,- C25H32N406 | 4.1,98% | 485 | 483
e AQ C37H40N406 | 6.9,96% | 637 | 635
(CH,) ,-
&t AR C36H38N406 | 64,96% | 623 | 621
CH, -
OMe
. k&1 AS C33H37N507 | 5.0,82% | 616 | 614
N (CH,) ,-
ket AT @" (CH,) - C321H38N406 | 6.2,95% | 575 | 573
&Y AU CH,- (CH,) ;- C28H38N4O6 | 6.0,5>90% | 527 | 525
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o CH,-
ket Av L C30H32N408 | 4.9,88% | 577 | 575
0
e AW CH,C(=0)NH— (CH, )~ C26H33N507 | 1.8,67% | 528 | 526
ey AX OZNO'(CHZ); C30H33N508 | 7.9,74% | 592 | 590
< CH-
e AY N/& C28H35N507 | 3.3,595% | 554 | 552
H O
MeO
ey AZ @*‘%‘ C31H36N408 | 52,76% | 593 | 591
MeQ
t&4 BA Me N-(CH,),- C27H37N506 | 2.6,93% | 528 | 526
k&% BB O C33H34N406 | 6.0,74% | 583 | 581
12 BC O‘CH (CH,) - C30H40N4OG | 6.0,95% | 553 | 552
MeO
&4 BD '
MeO CH. - -
¢ 1, C31H36N4O8 | 47,87% | 593 | 591
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L&ty BE Et,N-(CH,) ,~ C28H39NS06 | 1.9,83% | 542 | 540
L&Y BF °=N©-Cﬁz~ C29H3INSO8 | 7.7,76% | 518 | 576
£&% BG < :N_(CHz)z' C29H39N506 | 3.1,97% | ss4 | ss2
&% BH Q—Cﬁz“ C29H32N406 | 5.0,96% | 533 | 531
&M BI CH- 523

C28H36N406 | 5.0,97% | 525

*E® B) (CH,) ,CH-CH,~ C26H34N406 | 4.6,95% | 499 | 497

O\ 2 oo
a9 BK xh/n-—(cnz)a- C28H34N6O6 | 2.6,98% | 551 | 54
k&% BL CFr‘@‘CHz- C30H31F3N406| 6.0,83% | 601 | 599
&M BM MeO- (CH,) ,~ C25H32N407 | 35,91% | 501 | 499
&% BN He C33H3INSO6 | 8.6,58% 598

Y, (CH,) ,-

HN
&% BO MezN‘-@‘C*‘z' C31H37N506 | 18,83% | 576 | 574
s BP (CH,),~CH- C25H32N406 | 3.9,95% | 485 | 483
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OPh
& BQ 1 C35H35CIN4O7 6.7, 88% 659 657
c
- &M R @‘(Cﬁz)z“ C30H34NAOG6 | 52,93% | 547 | sas
t&4 BS @‘O-CH,-CH(CHQ- C31H36N407 | 55,88% | 577 | 575
OMe
. {t&4 BT C33H37N507 | 8.0,52% 614
o / (CH,) ,~
1L&% BU ©—-(CH2):' C31H36N406 | 8.4,85% | 561 | 559
SCHER] 3
&9 BV & FJ

W L KB 2 ] 2 PHIFNRAE B FIRZEK (047 ) 7
—HERBE (7 mD M-REERC TR (067 m) ALE. F
ERTHE 15D NE, BREEYEE 18RI D, BHE%.

SB,2. BWEED (100 mg) THETR (1.5 ml) WEK, R
JERARE (10 HE8) 4. F 80°Chn# 2 NEEREYITIE, 1848
fE E, MAER (D AZREFBRGESIR,  Gi) BNESEEg
=, GiD) BZEHRRIER =R,
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FI 3, B E ARB—FEE—4— G—o— FEERE -2
B (70 mg, %61 5) FIEUE (1 mD WHEER. [0— (T—E&E
F=m—1—%) —1, 1, 3, —MUHESHEHERIRKR] (75 mg) FH
EHEBRE (1 mD) ARBEE. IZRRELERK (1000 D AHE, T=
mTEE 2 DE, WHBEANES, RERESYLE, SIERKE
F, ZWiEH (O AZREFBRILELR, G HAFREER=ZR,
(i) AZRBREIE=R, REETTE.

LB 4. KBWEE F A FHEN=ZFZEBMEEY Q2 ml, 1: 1
HRERRD LB, FMEEFRE 45 o8, MREYTIE, KB Z&F
feitidk. BEIFFMIERMERRER, HF 3—{ (B—HFHE—4—
(B—o— HFEAMRE) FE|-ZBEV -A -1 —FEFTFHE) — LBHE]—
3— Q—FH WK —1—%) —A-1—H|-FE-HNK (sD
BV) .

FEBISEHERE 3 A%, BTSSR | PHEENERREMTS
B3 P HEENABAKEERWE 2 i) BW £ Fl,
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LB 4

S 1L K 2 2] 1 PHEBANEE A 8FT ZRERRK
GomD W, REHFZERK (10 48) AH. TEETHELRE,
KiREYITIE, SIERIEG ZWIER (O HHERBRIGE, (D
AUEBRRE VLS,  GiD) AZEFREEE, ARTTRENSES T
12 2 /BT

CIRURI% Ak, BRGRER. 7 TEK. GFE%) FEK.
3— Q5 —-1—MEE) I—1-£K. 4—FE-1-THEK. AR
Efg. 3— (1—BKkME) B—1—EkK., 3— Q—FE—-1—-RERS)
W—1—HfE, 2— QM) 28K, Q—ZBEE) ZEEK 2
—HEETERREECERK, FIEHMEHZ R.

Ll F A ACT 496 HLas A (96 FLARZRFE) LIMAE H £ R 4l
18 144 T L&Y

S| 2. BEEMHAE (40 ml, M EFHEINEEH Z S) ETH—
L, AZHEEREHRK (1.2 mD 43508, RERE. §—HAAN
TREREE (035 mbD , BHALMNME 30C, E—ILANTER
EE: (D ZRAEZERT _FEFBEAKNER (0.5ml, 0.66 M),

(i) N— O—ZERAERE) HERT -HFEBRKANEBE (0375
ml, 0.294M) , 1 Gii) [O— (7T—&{EEF=M—1—%) —1, 1, 3,
3— R ENRBIRIR) T — FE R B AR (0.375 ml, 0.294M) .
T 30CHEIRETHE 2 MifE, BRTEL, REBE—LAHNRAEH
THERBR (12 mD  (HBHE S 28T wHELK. MEHESKH
HABHCEIEIT RN ES: B N— O—HGEFEERE) 3—E&
Al N— O—HEREERE) 4—FETK. N— O—-HEH
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FEKRE) NERE N— O—HEFEAEKE) —4-N-—HFEEET
BRAE N— O—EFEERE HER.

SB|3, ERBHETHE_FERBR (1.2 ml) AE 20%VRIEALHE
LI LT 2 BRKNMAE 5 948, T, HEELERERF. &
PRI A — R R (1.2mD) PEiK 7k (ERHEE 5 240 .

SR A B HERER (0.35mD MTFE—ILAMEER, RE
MAUTER: () ZRRECERT ZFEFBREAKNER (0.5ml,
0.44M), (i) 4— CRERE) REZR T _HEFERANIER (0375
ml, 0.196M) , F (iii) [0O— (7T—&EHEFH=M—1—H) —1, 1, 3,
3—- DU ENEBHRIR )T Z FEF B AR (0.375ml, 0.196M) .
BE2/PEE, BF&, MAEAR (O ZFEREK (1.2mD
PER=IR, G SRR (1.2 mD $SEBRRK, i) ZEHF 4 (1.2mbD
Pk tik. H—EPR3 iR EHEU4— G—o— FEERE)
FE]- LR, [4— CRERE FE]-WR. B3— CGRERE) FH)
— L. B—FEE—4 G—o— BEERE) FE]|-ZRHEPB—FE
H—4— G—o— FRERE) FE|-WRARM— CGRERE) FHE]
— LEEVER BB

SIS, BERGEEMK. S—HLANREESRZBN-ERE
IRAY (2ml, 1. | AEBUARRD) ALEE 45 4r4h, WOBUEW, BER
— R, SHNERTRENERSE EER GRIN N, , $E
WEMFK ZKV, IEKIE15. X3 ZE 15 PHRREEE (R |
RABRIFBERET HPLC &4 TMERN, SAUTFERA: )
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0.05% ZIFAK =R IR /KAR 0.05% =ZRIBENEEY (1: 19,

PR/RER) , YERR 2 43%h;  Gi) 0.05% ZEERK =R ZBF/KAH 0.05
UR=FZBBEEY (19: 1 E 1. 19, HEAERR) , BEWRH 10 5
B (i) 0.05% ZHEAFI =R ZEBFKAR 0.05% =R ZBESY
(19: 1, #FRBAEFRD , Ve 2 20%F:  (iv) 0.0SU ZIERMI=F 28
FUKHE 0.05% =FZBIBEY (1: 19F 19: 1, HB/M4ER) , BE
TERE 2 %%
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B %

/U\ o o 0

N N

H H
A=ty R4 HFH HPLC MH* | MH-

Rt
e Q(Cﬁz)z- C29H32N405 | 14.0,>75% | 517
FK
e CH,=CH-CH,- C24H28N405 | 12.0,>90% 453
FL
ey (CH,) ,CE~CH,- C25H32N405 | 13.1,>90% 469
FM
CH. -

e O“ 2 C28H36N405 | 14.8,>90% 509
FN
oy N—(CH,);= | C28H35N506 | 11.0,590% | 560
FO [M+Na]*

o
e ®-(Cﬂz)r C31H36N405 | 15.2,>90%
FP
ey ) CH,- | C29H30N407 | 13.6,>75% | 569
FQ L o [M+Na]*

A\
oy N N (CH) C27H32N6OS | 10.0,>75% 521
FR

86



98812500. 5 Wow B ZE80/1181

Me
oty C30H4INSO5 | 11.3,5>90% [ 552
~ N—(CH,) ,-
FS 2713
ey @‘ (CH;);= | C28H3INSOS | 102,>90% | 518
T N
oty |CH:C(=OINH—(CH)),- | C2SH3INSO6 | 10.1,>90% | 498
=]
FU

OMe
P C29H32N406 | 13.7,575% | 533
[=}
FV 8,
=4
o) Q
N

o] IiI OH

/U\ o R

N~ N

H H
ey R4 2FR HPLC MH* | MH

Rt

way @' (CH,),= | C30H34N405 | 10.3,>75% | 531
FW
ety CH,=CH-CH,- C25H30N405 13.9,>50% 467
FX
oy (CH,) ,CH-CH,~ | C26H34N405 | 14.7,>50% | 483
=]
FY
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ey QCHz' C29H38N405 | 11.0, <50% 537
FZ
e N—(CH,)3= | C29H3TNSO6 | 13.7,>75% 550
GA

0
wawm @(Cﬂz)c- C32H38N405 | 10.8,>75% | 559
GB
e 0 CH,- | C30H32N407 | 9.9,>75% 559
GC k

0

2

e e N (CH) C28H34N605 | 8.4,>75% 533
GD

Me
N C31H43N505 | 88,>75% 564
& N (G}
GE 273
=X @ (CH,),- | C29H33N505 | 85,>75% 530
GF N
{gasy | CH,C(=O)NH—(CH,),- | C26H33N506 | 85,>75% 510
GG

OMe
e C30H34N406 | 10.0,>75% 545
GH CHz-
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x5
0 llz‘
N OH
o N/\”/ \/\n/
H
L J@/J T
N N
H H
ame R4 S9FR HPLC MH* MH"
RT
way @"“%’f C29H32N405 | 14.0,575% | 517
GI
st CH,=CH-CH,~ | C24H28N405 | 12.0,>90% 453
[ ==}
GJ
GK
et QCHz' C28H36N4O5 | 14.8,590% | 509
[=|
GL
e K—(CH,) 3= | (28H35N506 | 11.0,>90% | 560
(=1
GM [M+Na}*
(o]
i @'(Cﬁz)r C31H36N405 | 15.2,>90%
GN
e 0 CH,~ | C29H30N407 | 13.6,>75% 569
GO ko [M+Na]*
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7
ey N§/N—(caz)3-- C27H32N6OS5 | 10.0,>75% 521
GP
Me
e C30H4INSOS | 11.3,590% | 552
=]
GO N— (CH, ) ,-
e Q(an)z' C28H3INSO5 | 10.2,>90% | 518
GR N
k&4 | CH,C(=0)NH— (CH,),- | C25H3INSO6 | 10.1,>90% | 498
GS
OMe
ey C29H32N406 | 13.7,575% | 533
oT CH,-
36
0 o
0 Mon
Lo
H H
e R4 HFR HPLC | MH* | MH
RT
ey ©—(an)2' C30H34N40S | 13.8,590% | 531
GU .
ey CH,=CH-CH,~ | C25H30N405 | 11.9,>90% | 467
GV
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ey (CH,) ,CH~CH,~ | C26H34N405 | 12.8,>90% 483
CW
ey QCHz" C29H38N40O5 | 14.3,>90% 523
GX
oy N—(CH,)) 3= | (29H37NS06 | 11.5,5>90% | 614
[=}
GY \ [M+Na]*
oy @“ (CH,) (= | C32H38N4OS | 15.7,>95% | 621
GZ [M+Na]*
e o) CH,- | C30H32N407 | 14.0,>90% | 623
[=|
HA ‘\o [M+Na]*
7N\
ey e N (CHy) - C28H34N605 | 10.6,>90% 575
HB
Me
e C31H43N505 8.9, >75% 564
=
HC N— (CH,) ,-
=17 Q (CH,),= | C29H33N505 | 8.4,>75% 530
HD N
fra4y | CE,C(=0)NH—(CH,),- | C26H33N506 | 85,>90% 510
HE
OMe
e C30H34N406 10.1, >90% 545
HF CH,-
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I
©\§/[OL§©/\/“\ g/\/\ﬂ/ N\/\ cozH

=7

4

wams R4 HFR HPLC MH* | MH"
Rt
e @‘(Cﬁz)z' C31H36N405 | 10.7,590% | 545
=]
HG
(=}
HH
s (CH,) ,CH-CH,~ | C27H36N4O5 | 9.9,575% | 497
HI
e Q'Cﬂz‘ C30H40N4OS | 11.1,575% | 537
H)
e N={CH)5" | C30HIINSO6 | 8.58,>75% 564
HK
o]
wamy Q—(an)c' C33H40N40OS5 | 10.8,>90% 571
HL
L&y o CH,- | C31H34N4O7 | 10.0,>90% 573
HM L
(o}
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N\
o N§/N-—(cxz),- C29H36N6O5 | 8.5,>75% ‘547
HN
Me
C32H45N505 | 8.9,>90% 578
N— (CH,),-
a=x
HO
N (CH ) ,~ | C30H35N505 | 8.5,>90% 544
ke N\ / )
HP N
ey CH,C(=O)NH— (CH,),~ | C27H35N506 | 8.6,>90% 524
[=]
HQ
OMe
pen - C31H36N406 | 8.2,>95% 559
HR 2
%8
0 o)
(o] N OH
©\ L m .
o} R
Me
Rt
ey O“Cﬂz)z' C29H32N4O5 | 14.2,>75% | 517
HS
e CH,=CH-CH,~ | C24H28N4O5 | 12.0,5>90% | 453
[=]
HT
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ey (CH,) ,CH-CH,~ | C25H32N405 | 13.1,>90% 469
HU
ey <:>"Cﬁz' C28H36N4OS | 14.9,>90% | 509
HV
oy N=(CH,) s~ | C28H35NSO6 | 11.0,590% | 560
HW \ [M+NaJ+
e ©-(CH2)¢" C31H36N4O5 | 15.4,590% | 567
HX [M+Na]*t

o) CH,~ | C29H30N407 | 137, >75% 569
a2y o ’
HY I\o [M+Na]*
A
P hre N (CHy) = | C2TH3INGOS | 100,>75% | 521
HZ
Me
ey N (CH) 3= | caomainsos | 112,590% | 552
JA
(CH) 2= | C28H3INSOS | 10.2, 909 518
e \__7 ? 2 >90%
N
JB
N .
&M | cmyc(=o)mm—(cx,),~ | C2sH3INSO6 | 10.0,590% | 498
JC
OMe
oy C29H32N4006 13.7,>75% 533 .
D CH,-
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|

W

98812500. 5

Hr
£8y %06< ‘871 SOPNPEHITD -*HO-HD®(*HD) Gt
or
L9V %06< ‘6’11 SOVNOEHSTO ~*HD-HO="HD @er
ar
I€S  %06< ‘8T SOPNYEHOED -*(*HD) |© LAy
Ly
-HI +HIW O1dH LY pd gy
9N
o) o /—j
mo\:/\/z\:/\/ %
| i
q
62
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i

W

98812500. 5

N[
%0S5<‘6'8 SOSNEVHIED - (*yo) —N G
y9s
SN
+{INOEHO+IN] W
SLS %06<'c'0I | SOSNPEHSZD Gt
-:«muvlz\”z
\J
+INOYHO+EN+IN) oJ g {3
€29 %O6<‘OVT | LOPNTEHOED | _fyo o G=H
Al
%S6<‘F'ST | SOPNSEHIED | _7(tys |© “SH
+INDEHD+eN+IA] Q o,
v19 % 06< S : 3t
2% 06<‘STT | 9OSNLEHSZD (*Ho) —N
i
[ ==
€zs %06< ‘s'p1 SOPNSEHGZD o G2
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B E90/118T

i

W

98812500. 5

LN or
S¥S %06<‘1°01 9OVYNPEHOED >
SN0
ar
oIS %SL< ‘98 9OSNECHIZD -*(*uo) —HN(0=)d'Ho | WS
N or
0€s %0S<‘98 | SOSNEEH6TD | _t(tyny_(/ N ULl
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%10
o) o)
0 \/\/u\lil/\/u\on
H)J\ﬂ % R
Me
Rt
- @"(Cﬂz)f C31H36N405 | 10.7,5>75% | 545
=
JR
ey CH,=CH-CH,- | C26H32N405 | 14.0,>75% | 481
JS
e (CH,) ,CH-CH,~ | C27H36N4OS | 10.0,>50% | 497
JT
i QCHZ_ C30HAON4O5 | 11.1,575% | 537
(=]
JU
waw N=(CH)3™ | c30m3oNs06 | 8.9,575% 564
Jv
0

way @'(Cﬂz)r C33H40N4O5 | 10.9,>90% 571
JW
o 0 CH,- | C31H34N4O7 | 10.0,5>75% 573
X L

0
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N\
N§/N—(cvzz),-
At C29H36N605 | 8.6,575% 547
JY
Me
e N=(CH) 3= | c3aH4sNsO5 | 9.0,>75% 578
JZ
A (CH,) -
ey \ 7 212 C30H35N505 | 8.6,>75% 544
KA N
&¥ | CH,C(=0)NH— (CH,),- | C27H35N506 | 8.7,>75%- 524
KB
OMe
ey C31H36N406 | 10.1,>95% 559
- CH,-
FZ 1
blde (o] 0
N\/U\ /\)l\
0 N OH
)k .I‘
o) R
N N
H H
Me OMe
wame R4 SFR HPLC MH* | MH-
Ry
At Q—(CH,),- C32H38N406 8.0, 100% 575 573
KD
feath Me,N-—@—CHz- C32H39N506 | 2.8,100% 588
KF
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Fzi12
(o] (o]
E o~
N
(o] N OH
/U\ l‘
(o] R
N N
H H
Me OMe
eams R4 SFR HPLC MH* | MH-
Ry
ey N—=(CH) 3= | c31H4IN507 | 27,95% | 596 | 594
KG
(o]
ey @-(CHz)z' C33H40N406 7.6,97% 588
KH
e MeO CH,- | C33H40N40O8 5.8,83% 620
KI
MeO
o MezN‘Q“CHz' C33H4INSO6 | 25,97% 602
(=}
KJ

100
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#®13
Rl
' H l
N N OH
/U\ /Q/\Q/ o 0
N N
H H
Me OMe
KEns R AT HPLC | mu+ | MH-
RT
pen E%N_(CHN:“ C30H39NSO7 | 2.7,96% | 582 | 580
(=
KK
o
e Q(CHz)a’ C32H38N4O6 | 75,97% | 575 | 573
=

e C32H39N506 2.4,93% 590

iy MeO CH,- | (C32H38N408 59,70% 607
KM
MeO
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14
hlde (o] (0]
N\/\/‘L /\/U\
0 N OH
J g
o R
N N
H H
Me OMe
EMmes R4 aFR HPLC MH* | MH-
R
e N—(CH;)3= | C320H43N507 | 3.0,100% | 610 | 609
KO
o)
e @—'(Cﬂz)r C34H42N406 | 8.0,85% | 603
Kp
way | MeO CH,~ | C34H42N408 | 63,65% | 635
KQ
MeO
e MezN‘Q‘CHz" C34H43N506 | 2.6,90% 618
o .
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%15
0 xlz‘
N OH
0 If/\ﬂ/ \/\n/
/u\ Me 0 0
N N
H H
Me OMe
LEme R4 HFR HPLC MH* | MH-
Rt
" N—(CH,) 3~ | C31H4INSO7 | 3.7,96% 595
A=y
KS
(o]
A (CH,),~ | C33H40N4O6 | 8.4,100% 590 587
e
KT
MeO CH,- | C33H40N4O8 | 6.8,100% | 621
LW
MeO
N Me N CH,- | C33H4INSO6 | 3.0,88% 603
&
KV
SEH) 5

LAY C. KW fl KX

¥i3—{ (3, 4a—ZHEE-FE) —[ (B—FEE—4— G—o
— FRERE) FH])-ZBE - N-—FEEE) —IBE]-FE)—
R Z5EBE20g, B%6l4 (2) 1TLE (50mD) AREBEERAZEML
4 35ml, IM) LHE. FERTHEI NG, FREVDKREZT.
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BREYETK (12mD A, BEBY pH EESHRINKEER (0.25mD
WEZE 1.0, REA-fFHREN=K. WEEBRBEE, H20% 7R
FKBBES G K, ®I/3—{ G, s——HEE—FE) —[ (3
—FEHE—4— G—o— FEERE) FH|—ZHE —N—FEFE)
—ZBE-EE AR (AW C) , AAAEE (0.25g) , 54 183
—187C. [JLES#: C, 63.2; H, 63; N, 92%. 18 C;,H;N,O;:
C, 63.4; H, 63; N, 92%].

MS: 605[MH]~, HPLC: R,=11.92 (FHZBEFI/KKEEY 1: 4
Z4: | BERB .

(b) PARBASLHES] 5 (a) W7, BE3-[ ({B—FEE—4-
(3—o— REERE) FE]-ZBE) - N-FHEEE) —2BE]-
B-RE-N—1-8) — &£} - NRZEB[SXH 4 (b) 15153
—[UB—FEE—-4— Q—o—BEERE) FE|-ZHE I N—F
EEE) —ZBE—- G—RE-FT-1—-%) —EE|-KKR &P
KW) , AEEHEK. [TEMT: C, 57.2; H, 65; N, 99%. &
C,-H,,N,O; « H,0: C, 57.2; H, 6.3; N, 9.8%], MS: 543 [MH]".

(c) DAEBISEREGI S () BTN, BH3—[ ({3—FERE—4—
(3—o— HEERE) FE]|-ZHE}—N—FEFRE) —ZHBE]-2
— Q- -MEHR—1—8) —ZE]—88) - "RZERS %4 4
(c) 6B 3—[ (UB—FEHE 34— CG—o— FERERE) EX|-Z
B} —N—_FEEE) —ZBE]—[2— Q—FH At —1—%) —
LE—FE R WWEPWKX) , hEERIK. [TEST: C, 59.5;
H, 6.5; N, 11.9%. & C,,H,;;N,O, *H,0: C, 59.5; H, 6.7; N, 11.95
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%]. MS: 568 [MH]*.

SR 6
#&% BD. D. LA, LB. LC. AO. ACH LD £ LH

() PRI, ¥ ((B—HEE—4— G—o— FEERE) FHE]
— LB ' E) —ZBK[S0g, BEF 33— (3, 4—_HEHE-
FEEE) —NROEEEB6 g, 256 2 (a) 1T ZHEREK (500 mD
WEIBERAO— (T—BEFEH=M—1-%) —1, 1, 3, 3—JJHE
INEBERIK] (532g) MZRAELER (59mD 4. TERTH
HIANNE, MRNIBEEYERET, BRR{/VAK QL) 4. MR
EYRCE LB (1L) FR IR, RERERT. ZRRYTF S0
ERITRERESE, ACBRIBENRE, BHIRIEBEMREIRSA
W o9: 1, HBAEFR) B, #1183 —[N— (3, 4—ZHEEFTE)
—2—2—[B—HFEE 4— Q-0 FEERE) XEIZBEEEZ
Bra 2N LB, AHEAHRY 49 .

S22, BHYFRARE (1L MEELS (160 ml, 1.0M) &

H, WRNMEEDT 40°CIN#H 2 /Mit. REBRNIBEYAEE, X,
FHAK (15L) &3, HZBRZE (500 mD) PEEKER, FHEER

R EBRBITER, F pH 4 1.0, WEMEBEE, BKIEE, REE
FFHE. H10% PEKERESERZYR, B3 3—-[N— G, 4—Z

FEEFE) —2—2-[B—FEE—4— CG-o— BFRERE) FH|
LEERE ) CHEIEAR (WEYBD) , HABGENK, mp: 172
—174°C. [JCEDHr: C, 62.4; H, 62; N, 9.5%. & C;HyN,O4:
C, 62.8; H, 6.1; N, 9.45%]
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(b) AELILHES 6 (2) HIAZE, B 3— G—BkM—1—%—
A—1—ZFE) HRIEBE(ZEH 2 (0 IRF3— G, 4—ZFE
E-FEEE) —NRIER, #IHB3—{ G—HkM—1—H—F—1—
) [ B—FEE—4— CG—o— FFEERE) XE|—ZBFE) —
) —LBE-HE -HE (LAY BK) , AEGBEK.

MS: 551 [MH]*

(c) PARISEHER] 6 (a) BIAVE, B 3—[3— Q—F Mg
—1—8) —W—1—EE8E]-NKRZERE (%62 () ) KE3—
(3, 4—"HEE - TEEE-—TNRIER, H83—{ (B-F4%
H—4— G—o—FFRERE) FHE|—ZBE—FFH) —ZBHE]—[3
— QFH -1 ) — A1 —E|-EE AR (e D),
ol = RER b,

[TTEHHr: C, 58.9; H, 62; N, 11.5%. & C,0H;,N,0, « H,0:
C, 59.5; H, 6.7; N, 11.95%]. MS: 586 [MH]"

(d) ASRAEHES 6 (a) KL, (BA3— G—RE-F—-1—
FE) —NWER_ZEBEZSEH 2 (D) RE3— 3, 4——_FEHE—
EEE) —NRIER, 83— (B—FHFE -4~ (3—0—F
ERE) FHEI-IBE\-FH) —ZBE |- C—RE-—F—1—
£) §E -NR (WEWLA) , hBEGEME, B 179—181C. [t
o8 C, 59.0; H, 6.1; N, 10.55%. & C,Hy,N,O: —C, 59.1;
H, 6.1; N, 10.6%]. MS: 529 [MH]"

W4 i
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(e) BARPBASLHES] 6 (ad) BI7VE, (EFE3—[2— Q—& -tk
—1—%) —ZEFE]-FNRIERE[SEH 2 (o) B3~ 3, 4—
“HEE-FESE-NBRIER, #1183 (B-HFEH*—4— G
—o— HIRERE) FE—IBE ) —ZBE]-2— O—-%
—HEEE S —1—3) — B -FE AR (WEYWLB) , HAAR
Ko [TTHEASH: C, 58.2; H, 6.5; N, 12.0%. 15 CxH;N,0, « H,0:
C, 58.8; H, 6.5; N, 12.25%]. MS: 553[MH]*

(f) PARASERES 6 () M5, (BA3— Q—RE—-ZEEH)
—ARZ—ZERE[ZEH 2 (O R 3— 3, 4—ZHEE-FEE
) —NRLERE, B 3—{ (B—FHEE—4— G—o— FEREMR
&) BRI -CBE-FE) —LBE]- Q—RE-ZE) —8%)
—AER (WEYLC) , AEGEREE, BA 1117-121C. TEST:
C, 56.5; H, 5.85; N, 10.6%. % C,H;)N,Og » H,O: —C, 56.4;

H, 6.1; N, 10.5%]. MS: 533 [MH]"

(g) VIZRPBIsEitfl 6 (a) WIHWEE, BAH3— (2, 3——HEHE—

FEREHE) —HRZEBE[SZG 2 (g RE3— (3, 4— - HEHE—
TERE) —ABROERS, #1585 3—{Q, 3——HEE ¥ —1UB
—BHEE—4— G—o— FEXERE) XE|—LBE) —8E — 2

—®HE VWK (e A0 , HEBEME, A5 134—136C. [T
481 C, 63.0; H, 6.6; N, 9.6%. 1H® C;H,,N,O,: C, 62.8; H,
6.1; N, 9.45%]. MS: 593 [MH]"

(h) BARUSEREG] 6 (a) KIT7iE, BRI 3— G FRE-F—-1—#
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HFE) ~NWRIERESEH 2 (0D KRB 3— G, 4—ZHEE-FH
HE) —NWROER, B3 (B—FEE—4— G—o—FEE

RE) FE)-ZHE) -FE-ZBE] - G—FKH-HFH-—-1-#) —

FE AR (WEYWAC) , HEGBREE, B 149—150C, [JTTHESH
fr: C, 65.65; H, 6.1; N, 9.7%. 18 C,H;;N,O,: C, 66.4; H, 6.5;
N, 10.0%]. MS: 561 [MH]*

(1) PARLISEHEG] 6 (a) BIAVE, BA3— (XEFE) —THR
Z #fE (AR3E Kano, Shinzo; Ebata, Tsutomu; Shibuya, Shiroshi, J. Chem.
Soc., Perkin Trans. 1 (1980) , Issue 10,2105-11 Frid AiE41&) %3
— (3, 4—HEE-FEEE) —WRIER, #1183 (B—
HEE—4— G—o— FXAERE) KHE|—IBE)—FHE — LBE]—
FE-FE VAR (S LD) , HXKEEE. MS: 519 [MH]"

(k) PARMASERES] 6 (a) WFiE, (BEH3— 3-8 E—4—HF
SE-FEEE —RRIEBSEH 7 (@ B 3— 3, 4—ZHF
AE-FTERE) —WRIER, 83— { G-—Z8&E—4—FEHE
—FE) —[ [B—FEE—4— CG—o— FEERE) FH|—ZEHHE)
—HE—ZEE|-FE AR WEWLE) , ARGEREE, &S 187
—189°C. [JTESH#r: C, 63.1; H, 65; N, 92%. & C,,H,N,Oq:
C, 63.35; H, 6.3; N, 92%]. MS: 607 [MH]*

(D) LABBIHEs 6 (a) WAE, BA3— (3, 4——Z8%—
EEEE) —WRZERSEE 7 (b) RE3— 3, 4——HEHE—
FTEEE) —NBRCER, #1833 { G, 4——Z8E -—FE) [ {3
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—HEE—4— G-o—FRERE) XE|—ZBE) —EE— ZBE]
—EEV AR (WEYLE) , hEGEE, H5S197—198C. [TE
o#r: C, 63.95; H, 6.4; N, 89%. % C,,H,N,O;: C, 63.9; H,

6.5: N, 9.0%]. MS: 621 [MH]*

(m) PASRIASEHEG] 6 (a) MI7VE, B 3— (4—FEFHE—-3—
FEE-FEEE) —ARZEHBSEH 7 (o ¥ 3— 3, 4—=
HEE-FERE) —NRIER, HF3—{ U—FHFEE—3-H
FE-FE) —[ (B—HFEE—4— CG—o— FEERE) X2
M) —HE— BRI —FE —FNR (WEYWLG) , hEGBEE,
B 160—162°C. [JTTEAHT: C, 65.7; H, 59; N, 835%. it
C3;HyoN,Og + 0.26H,0:C, 66.0; H, 6.1; N, 83%]. MS: 669 [MH]*

(n) PAZRAEHES] 6 (a) ML, B 3—[ (1, 4—FH Tk
—6—%) —HEIFE]-NRZERESEF 7 (O B3 3, 4—
“HEE-FEERE) -WRIER, HE3-{ U, 4-FHF Bk
—6—%) —HE]|-[ B—FAE 14— G—o— FEEREL) XX
— CEEN-FE - CBE S R (WEY LD , hEeE
&, S 175—178C.

[TTEa#7: C, 62.0; H, 6.15 N, 9.5% . 8 C;,H;,N,0; +0.55H,0:
C, 62.0; H, 59; N, 93%]. MS: 591[MH]*

SCiHal 7
A4 LI
S BRLSLHER 6 (a) BFE 1 Hik, BH3I— 3—RT
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FEREERE N —1-ZE8E) —RRZEESEH 2 () KE3
— (3, 4—ZHEE-FEEE) —FARIERE, B3] ((B3—F
FHE—4— G—o— FRERE) XHE)-EBE)—IE—ZEHE]— G
— T EREBRERE-HT—12) —EX) - HNRIER.

SRR 2. BIEHIR (0.75g) FZEFEEK (10mD) ARBRUESE
LB (1.75mD &3, FERTFHRE 2S5 M. BRNIBEVER,
FE 33— ((B—HEE—4— G—o— FEERE) KE]|—-ZBHE) -
FE-CLHE]- G—8E-F—1—%) —&&E-"ARIEBE=ZR
LERE (1.0g) , HBEUZEREKE (10mD) 4H. BABBRAEZE O
C, ABFLU=ZHE (1.8mD 43, BHUFRBEEEE (0.1 mD) 4H.
R NIBEY T ZIR THR 3 /B, REH SR (10mD #HE,
MER (10ml, 1IM) $Ek, HHK (10mD 3%, BRBEMKERS
PAWR (10 mD) BEE, BHHEKGEE. BVETHRRELTE, A5
ER. BRYT ZEchE L TIRERESE, HIROERMFERN
REY (9: 1, HRAERD Tk, BEERK (0632 . PRHEH
LG 3 (a) B2 BT AiEKAeE, #1183 —[ ((B—FEE—-4— Q3
—o— FHZREMRE) FE|— LBE) —FFE— CHE]— (3— Pl
EEE A1) —FHE | —NE (WEPWLD , ALEEK, (043
g) . MS: 578 [MH]*.

SLHEbi 8
&Y LY £ MD

PIRBASEiEE] 3 A, BTSSR 2 PHEERRMKRURTS
RI3IPH ((B—FEE—4— G—o— BEERE) FE]—LEBE)—
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N—HEZFEHE) — 28 (%6 1) s ({B—F&EE —4— (3—o0—HF
FEERE) FE)-Z2BE X)) — 48 (%63 FEtkap L)
Z MD, % 16 Fizs.
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%16
11 fo) o
N
lif OH
. 0 R*
Me OMe
ays RI1 R4 HFR MH* | MH-
O,N 578 576
H
e C29H31IN508
L) CH, -
I\ CH,-
A=) CH; 2 C28H32N406S
LK s
577 575
wam CHj CH,- | C31H36N407
LL
OMe
561 559
e CH; Me‘@‘ﬂ%- C31H36N406
LM
‘/0 591 589
e CH; o cH - C31H34N408
LN 2
MeO 607 605
=z CH; cx -
LO 2 C32H38N408
MeO
—N 534 532
=t H N\ / CH,- | C28H3IN506
LP
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ot \ 537 | 535
LQ CH; | (CH)= | C28H32N407

o
591 589
(A=¢)/ cx
LR CHs 2~ | C32H38N407
OEt
539 537
A=ty | \Np—
LS H 2~ | C27H30N406S
s
— 534 | 532
A%
LT H N\ / ©%." | C28H3IN506
ey —N 548 546
LU CH; \ // CH,- | C29H32N506
o,N 592
GA=EY) 2
CH,-
e N— 548 | 546
LW CH; N\ // CH,- | C29H33N506
631 629
Lay ? AN o
LX CHs Ne 2~ | C32H34N606S
LY CH; N\ / CHa | C29H33N506
547 | 545
A=t
LZ CH; CH,- | C30H34N406
Br 624
wEY
MA CH; C30H33BrN406
CH,~-
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MB H C29H31BrN406
CHz -
e Cl 581 579
MC CH; C30H33CIN4O6
CH, -

ey 625 623
MD CHs Mesoz‘@'CHz— C31H36N408S

Lt 9

(a) 3—{ (3, 4—_FEE-FE) [ (B—FEE 14— G
—o— FREMRE) FE—ZBE N-—FEFE) —LBE]—FE}
— N

¥3—{ (3, 4a—ZHEE-FE) —[ (B—HEE—4— B—o
—BEERE) FH]-ZEBE -N-FEERE) —ZHBRE]-FE)} -
A[17g, SEHEFI S (a) 1TZEE (170 mD) WHEBRASEAMER
(233ml, IM) RHE. FTEETHR 24 /PNE, RENBEVHESR
TEBEIE, REEE. BRRYAKZKLIE (200ml) &, FHE
TR, BIERKETK (200ml) B, T 40 /DB, HIEHRELL
&%, AABEE (15.4g) , #5545 225C (598 . [JTTESHT: C, 57.8;
H, 6.05; N, 82; Na, 3.5%. I C;,H;;N,NaO; * 2H,0: C, 57.8;
H, 6.2; N, 84; Na, 3.5%].

(b) LAEBILHEE 9 () 7, BH 3—{[ ({B—HEE—4
— (3—o— FEEME) XH]-ZEE)-N-HEZE) — LEH]
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98812500. 5 oMW B E108/118H1

—[3— Q—FE—MEE—1—2) —FW—1—FE]—&KE} —NR[LHH
1 ()], #1883 {[ (B—FEE—-4— CG—o—FFEEMRE) FEH]
—ZEE -N—FHREEE) —ZBE—[3— Q—FH Atk —1—F)
—A— 11— —FE N, B=213C () .

[TTESH: C, 57.55; H, 6.4; N, 10.85; Na, 3.5%. it &
C;0H;N;NaO, * H,0: C, 57.95; H, 6.5; N, 11.25; Na, 3.7%]

(¢) LAZBMILHER 9 () WA=, ER3—{ (3, 4—Z—HEE
—FE) —[ (B—FEE—4— Q—o— FEEMRE) FH]— W)
—E8 &) —LBE]-EE WK LSl 6 (a) 1, 17 3—{[ ({3
—HEHR—4— Q—o— REERE) FE|-LBE\-FF) — LK
E—[B— Q—HE-—MEkE—1—%) —FH—1—FE| 5% —"HRHE,
e KT 250C (58 .

2%6i1
UB—HEFE—4— G—o— FRERE) FE|—ZHE —N—FHE
) 28

B—HHEE—4— G—o— FERERE) FE]|-LK (250g, &
%24 5) MUERZERRRE (1.23g) TZREFRBKE (75mD A
ISR [0— (T—RBRFH=m—1—5) —1, 1, 3, 3—HFEN
FIR] (3.03g) M_BRREZER (430m) 4E., KRNIES
YT ZR T HHE 2 i, SRR Q00mD 243, . HEEE
RRFTINERRRE (100mD) K, WEEWHEATK 20mD AKE
KEEENE (045g) WFE. HFE 45 7480fE, BRGYIRYERE I
Sk, FrRUKAAECRZERYESR, AEMER (M) Bk, FHZ
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BRZBEZER =K. &FHMBEVEEY AR, KRG THES LT,
Kk, HIBRELEY (224g) , HABEE, HBH125—130C (4
f#) . HPLC: R;=1083 8¢ (FHZBEES/KMEEY 1: 4E 4. 11F
FARTABEEIERE) - MS (-ve) [M—1]" 384.

256 2

(a) 3— 3, A—HEE-—FEEHE) —NKLERE

¥ 3, a—Z—HEE-FERK (100g) MAERIEE (65ml) F
LB (2L) MIFCHE (1L HEREYTEER THH 20 M, R
BR, HEIRENEY, ALEERY (154g) - MS: 268 [MH] .

(b) IRBISER 2 (2) B9AE, BAH1— G—FERN-—1—-%)
— DKM, 53— G—KB—1—HE-FA-—1—HEFE) —HNBRIHEE.
MS: 226 [MH]*.

(c) ARBIZEH 2 () WFE, BH 11— G—=2ERN—1—2)
—2— Mg KeET, HF3—[3— Q—F MR —1—F) —FH—1—%&
2E) —HAEZERE. MS: 243 [MH] .

(d) LIRS %EH] 2 (a) WA, B 4—KETROERE, #
Bi3— O—RE-F-1—-E8E) - AB_2ER.

() LIEMBEF 2 (2) MFE B 1— Q—F£ZE) —2
— M, 8 3—2— Q-E-—MHE—1—%) —ZEEE) —
B Z
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(f) LLZRsEH 2 (a) KTk, BH B —AEEB AR, 5
3— Q—RE-1-EEE) — AR _ZHEE.

(g) LIRZEF 2 () KI5k, BH 2, 3—ZHEE-FE
g, #1183— 2, 3I—_HREARER-—FEEE) —ARILER.

(h) PAZRBISEF 2 (a) W%, B 3—FHE-HT—1—H%,
HB3I— G—FE--F—-1—EEE) " HRIER.

(1) LAZRISEH 2 (a) BV, B 3— GRUTEEREEE
7 —1—#& % (FR#E Muller, Dan; Zeltser, Irena; Bitan, Gal; Gilon, Chaim,
J. Org. Chem. 1997, 62,411 —416 WA FIEHIE) , HlfF5 3— 3—H®
TEERESE A1 —EEE) NBRILEE.

25613
({B-FEE—4— G—o— FRERE) FHE|— LBE —FFH) LK
KRB —REE—4— G—o— FREMRE) XHE]— 28, (7.53
g, BEFS) FTRERFE (15mD FAZEFS (150 mD) BEY
WHIEEAH 1 — Q- ZFEFERN—1—5) —3— &AL % (4.98
g) MbHE, BH 1-RBEFXEH=W (357g) . BHHEBRREZRE (3.0
lg) - BFAZRAEZERE (4.10mD 43E, TEETHEE 20 PME/E,
i R RRA K (100 mbD #6% . B HUHE B A RER S48 (100 mDD
g, BRZE (M) kg, BREKER, RETHERSE TR,
ER. RRYFRMBYE, KAERHERERKE (6.252) BT AR
(200ml) . WEBAK (S0mD) 4, BHBKEEENLE (0.75
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g) M., WRAYTEETHE 4/, REESTHRENERNE,
mER (12M) #HRERMN. FREKH _ZBtE, RETER,
BIRBIEY) (576 g) , #5130—134°C (43fi#) . HPLC: R,=10.16
a5 (FHZESKIBEED 4: 1 1 4 BFEREBELER) . MS: 370
M—1]

S%H 4

(a) 3—{ (3, 4a—"HEE—FF) — (B-HFFEE—4— G-
o— HZREMRE) FE|—ZBE)-N—FESHE) —JBEIEE —
A ZFERE

¥ ((B—HEE—4— G—o— FXREREEL) XE]—ZEHE}—N
—RRESEE) —ZB[184g, &EH| 1M 3— 3, 4—_HEE-FE
RAE) —HWRLERE(134g, %12 (2) [T ZHEHRHK (400 mD)
WEEBAO— (T—EHREHZM—1-%) —1, 1, 3, 3—UHFE
INEBERRIR] (19.1 ) FIZRWEZEK (10.5mD 4¥E. TEET
WEE 20 DT R, BRNIBEVHRRET. BRAKRYHK (800ml) 43,
BRAERE (175ml, 1M) 43, HBEPHIERZE (500 ml) ZE
ZRe HEFMHEHERYALE (500mD) . K (400ml) . HEFIRE
KB (500 mD ¥k, RETHRES LTE. #R. BRmR
YT S L ITIEAESE, S FRMERRESY (49:
1, RBVERD W, HIBAREMEY, AHRBEIEK (264g) , &
f597—105C.

[TESHT: C, 63.4; H, 6.7; N, 8.7%. & C,,H,,NO; * 0.5H,0:
C, 63.3; H, 6.8; N, 8.8%].
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(b) LIRS HH] 4 () BT, BR3— G—RE-HF—-1—
EEE) ~NR_ZEB(SEG 2 (O REB3— 3, 4—ZFHEE—
TEEE) —NRZER, #153—{ ((B—HFEE—4— G—o0—H
FEARE) FH—LBE) —N—FESE) —IBE]— G—RE—
A—1—#) —FHE - AR LR

(c) LARBIZEH 4 () FIHE, BA3I—[2— Q-8 —ntgsk
—1—%) —ZEETE) —NRIEBESEG 2 (o) RE3— (3, 4
—HEE-TFTEEE) —NROER, #1183 (B-—FE%X—4
— G—o— FFREMRE) FH|—ZBE —N—FEFHE) — ZEE]
—[2— Q—F MW 1—%) —ZK) —HE | -HRIER.

2%hs
B—HFEHE—4— G—o—FEERE) EEIZEB

BR—HREE—4— Q—o— FRERE) FHE|ZHBFEE
(19.43g, %51 6) THE (195mD) WIBFRELEMMER (65
ml, 1IM) &3, HIREWTEF T MMM, BEBESFK. Btk
NREYWREZRT, K5, BEAKERZE 390ml, REMH
£50°C, i (80ml, IN) BULZEpH 1, HN—/ i, FFEE
FRT SOCHEH 30 08, RASEHAZEERT, SiE. EEHEK (200
ml) JE&R IR, T, SIEEELEY (1572g) , AEGBEKE, &
B 179—181°C (43f#)

Z%x% 6
B—HEE—4— CG—o— FEERE) XE |- ZBER
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B TEH (144kg) THEFERK (6.6L) AHEEFEBRRE
—5CZ—10C, H2—HERBER (690g) M_FLEKFBE (915
PR EYAEE 4 /NEF, HEIRERHREERT —5C. REHRRNIEEY
FZ& (770 ml) 43, BRAK (6.6L) &M, RERAMT EFER
(5.5L) EWM=K. EHOERPAK (5.5L0) Bk, HRBMEKER
S (5.5L0) . MIRNERK (551) Bhik, RETHRERELTE,
Fa—F3—FEEAM—HEXRELRTFEER. KIILERREK
GHEXE, RERANEKRE 2L) 4, FH=Z%K (751mD 4
H, B 10%4/8 (58.4g) T 50 psi £EM 50°C FTEALEEY) 8 /)
it HREWRHBZERIFIIE. BILER TR LTH, B4—F
H-3-FEEFREIBRTERR, HBIEBRMHAERY, SREH o-F
FHFEFREE (598.5¢) 43 30 4040, HTENA T3 MG,
SAMFEEAR, BREEYVAZERT. BB, MRT R EE
(4L) ¥ek, RET OCETHATE, FIBIRELEY (764.82) ,
M BEGEE, B 167—168°C.

SLHEf) 7
(a) 3— Q—ZEEA—FEE-FERTE) —NRILER

¥ B —TAERLERBE (16g) . 3—ZEE —4—FEEXRH
B (1.8g) . BEMEILEN (0.42g) FIFPIR 3A & FIF (2.5g) T4
(25 ml) WHIBEDTERTHH 24 . FinHA —2E8 0 EM
Sk (042 g , FEETEHIE 24 M. BREEEDIIE &
RIEWR. REYE LR ZE (100 mD) A4, HEBA 10%RERHK
VIR (50 ml) ¥E¥k, BHA/K (25 mD) KR ZIX, BAEK (25 mD
ik, RETHRBELTER, Bk BRWRYT S MHELHITR
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HEESE, A-RKFRMFPEMREY (95 5, HE/EED e,
BB &Y, ATEHRY (1.1g) .

(b) VLRI EH| 7 (a) W, B 3, 4— 28 % —KH
B, Hl183— G, 4——_ZE8E -—FHEE) — AR EE:.

(c) UKRIZES] 7 (a) W73, BE 4—FEEE-3-F4E
E-FHE, 13— G- FEEE 3 -REE-FEEE) —AR
LF

m

o

(d) PIRMBHES] 7 () B77E, BH 1, 4—FHF _Tlxk—6—
R, T 3-[ 0, 4—FH _FEx—6—K) —FEEE) K
LA

RS A PRI T i

1. ZEYIXT VLAG R 4Bk E FABCE B VCAM R3]
ES
1.1 RAMOS 4R Hric

RAMOS 40 (pre-B #iffii %, 7§ 8 ECACC, Porton Dovn, UK)

ENE S%RR4MIE (FCS, Gibeo, UK) HJ RPMI B354 (Gibco,UK)
WEEFR. SR, KALL 0.5X 10° 41/ mIRPMI KK BI%, FHLL
400 1 Ci/100 ml FI°H]— FFBR & B (Amersham, UK) F 37°C F#Ric 8
INET
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1.2 #hiE % 2 A 96 FLIRHI %

F 50u /4L 3 1 g/ ml ART&#H VCAM—1 (R&D Systems Ltd, UK)
3% 28.8 T3 g/ ml N 4HER £F3%E 2 A (Sigma, UK )R & Cytostar X ( Amersham,
UK) . THERIIEFAEELNEH S0ml BHREZFREEK. &
JEHERT 25 CHEFAENTRER. R, AINE 1%BSA (Sigma,
UK) #J 200 ml Pucks Z&#¥# (Gibco, UK) MRE M. KR TFEET
FEREAL I E 2 /Dif. RERREHME MR, HREE, BRARRT.
THREGEE RN RS SN FHESESEELAM 50 ml/fL 3.6%
& S mM AR Pucks BB A K ZHFETR (BUEEBREAZ
1k, Sigma, UK) #10.2%BSA (Sigma, UK) . FiREFLAM SOV
FLLL 3.6% nE SmM SALEEFF7E Pucks BB A —HETNHREER
EERENRBLED.

KRR T B4R LL 4 X 10° 40 A/ ml B9 EBIFE T Pucks B
W, LR A INE b TR R S AL AN BSA. FTERFLAER N 501 1/
FLF Pucks LR K 1.8 % — BV SRR ER h0 4 v F 40 B

LA VCAM— 1 S E R QR ENREERELE, WEESYT
MG T R _ERHHIEE .

1.3 B2 FEEE ST HI TR

KEX B BRR N EDILANEEHEOR T =R TERLLETR 1
INET

SR GBI E T Wallac Microbeta [R#% T 428 (Wallac, UK) kit
#, P55 L Microsoft Excel (Microsoft, US) Ab¥. ##E & LL 1CS0

KR, BMHIHI S0%XTRESHIRE. AAEE U TEF .
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{[ (Crg—Cpg) — (C;—Cys) 1/ (Crp—Crs) } X 100=% %4

Hep Cp REETEAHFMUABKES (8 VCAM—1) BEKIL L
HITHEL, Cys BRTERAIFL ERTHE, 1 C 2 & 4 MRS IE N HIF #7L
nl:0h7 8

AR EDEEER AH MR ETABRESN VCAM—1 Lk
[ ICso R o

AR E Y EIE B US4 A E T AR E AR VCAM—1 [
ICs0 R~ AKAFEEMEYILL IC, 24 1.0 1 mol & 0.01nmol 1] 40 g
FETETERE M VCAM —1 L AR BERALIE K& LL IC, 1 100
nmol £ 0.01 nmol FHIZHMIKHE T A ERELM VCAM—1 L.

2. T C(mouse) FA/MR (rat) P XTHUEST|HEHIERIE R % K]
2.1 FYHI

/N (Brown Norway, Harland Olac, UK) F28 0. 12 121 KU
JPEER (1000 g, FEIEANZZ4[i.p.), Sigma, UK) 5EEAEEF (100
mg, i.p., Sigma, UK) —ETAEERH/K (1ml, ip.) SHFITHE.

geAh, HE (C57) FHEOM 12 RUWAEZA (10ug, ip) 5
AEMNEER (20 mg, ip.) —RFAEEELHK (0.2ml, ip) B2
TEEL.

2.2 JURER

T3 28—38 RFEAMME—RBUR /DR, MERETE 20—30 K+
B — R -

B E T LIBEBEE 2 (de Vilbiss Ultraneb, US) BIAIEE
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H (10g/L) MBREEE 30 4040 CMRD B 1R (R, Bkx
ik B

23VGIT &

ERRBRZ ARG, FERSISYIFITIET. TTHARBERY
KB EDE T K (HEEOp.o.]42h) SEBERIK (HEER[LL]
585D W 0.5% RELFUEZ/0.2% 2 ZEERE 80 HI/KEHR (4 O[p.o.]
475, #1788 F Merck UK Ltd., UK) BUEB &K (BESEM[LIE
79) PIEMESGEE A, AIEEARALEDHIREER. FE
EERR: /R 1mlkg, 20, 8005mlke, £25%; K, 10 mlkg,

é};uy Ez 1 ml/kg; gJX:/EL%o

2.4 WEIRE & R BRI VEAS

WRE 24 /BT UMD 8L 48—72 /pET (R HETR BRI R
. FARXEBZH (200 ml/kg, ip.,PasteurMerieux,France) 1# 545k
BE, SREMEMESESR. BdXEMEMTYE (BAL) WBEFERIE
FEAMMABEL LAES (FXRES, Sigma, UK) fBEREE mfiti 4 4R 40
Hkan T,

& 10% a4 MiE (FCS, Serotec Ltd., UK) W) 2 BH ) (£ 10
ml/kg) RPMI 1640 #55%% (Gibco, UK) M¥EFFIRIETEMR BAL. £F
W B BAL 43, an TS

BAL J&, LB F RPMI 1640/FCS MLk E R LR ML K40 -
B AR, PIRL 0.5 BRIk, HMRVEMALSEME (DR 400mg: &
150mg) THEBIEEFH RPMI 1640/FCS WEEFE (20 AL/ m12 /N, 2R
& 60 B4/ mll /MY, 37°C) , BARDRREELAM. WK
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Fi RPMI1640/FCS ¥t#% .

LB Bh 40115088 (Cobas Argos, US) v g IR & F1 fifi 40 4R oh
WE B R R B4, DOLEREENER Wright-Giemza $f (Sigma,
UKD FE MK 5 g . P AaMmmatk ammnE o
tb. F#L CD2 (vHELE T AMAHAENZ T @AEARTTY)) . CD4. CDS H
CD25 (it T HAMBIFRITY) BH FARCH (fluophore-labelled) #i
AR AT 8, kTt E T 4/, FT A JUEE £ B Serotec Ltd., UK
HERY

2.5 BT

MABIE LR B AR . RO UEALER. REERIFLL
EYNETT RS AR FHHRT, BEFHENIAERE., SHRTHZ
B E R F 082 Mann-Whitney #5615 8 SUEE(E . P <
0.05 R L&t LR EFM. ARFMNFIFFE BAL FIFRELA LR ARE
BE 21 40 R ANk 40 RRFE e vt 2 E B B0 /b A R BR A7 LA 100 mg
Z 0.01 mg/kg FIEMAR, SEBAL FIIEIRIE 2 28 A W& BE 21 40 B F1 ik
B RAEL T EEEERNRD.

It HUR 5 B P IR IE UK B 1 1
SEIRE A FRRYE W.M.Abraham % T J. Clin. Invest. (1994) Vol
93, 776—787 FriRJiVEsEm. MW MEAEHTF, ¥ EBRIU
Ascaris suum FURBABUR KRR BIMBR I R . 25k B #0172 LA
BIE MG TFE, L1 mgkg FIEFAR, XF Ascaris suum 5/EHIFF
B R N2 B DE G E LR EEE.
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