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AL A, FE. HFR. AFA, AELFANSREAR LY
BREFER (4o, BoAR). RIFZX T HARE, A AR
itk 1. 2. R 3IABRAER—FAERNK, BREEHRA. R
A, BABEE. AREAE. AR KEA. XFE. CFR. &4, BRKX
EE., fA. #-SOLR, X FRERE. FHE. REFX, @
A 0. 1. XK 2.

KiE “BLAL” HBEAH-NRCOR, £+FHAN R FEIZRZA. K
F. TR LA RLRE. TABRKRETERME 13 AL aK
A, BAE. BF. CF. &4, RAHEAEEL. RA. R-SO)R 4
BARL#—FERA, £+ RERE. FE. REFHE, BnHo.
1. 3 2.

KiF “BLEIL” 38 A H-OO)C-HE. -O0)C-3r L . -O(0)C-
FHh. -O0)C-ZF k. #-0(0)C-FIE., BRIFZN T 5 AHBRL,
BT AT AR A AR T ik S AR R 83t — F PTERA, BRI AA. &
B, HBamA. AREX. R Ak, il CF;. Fak. B

19



02822258. X o E13/107m

EA. RE. #-SO)NR, £F RELE. FHA. REFA, ®n
#0. 1. 2.

Kig “ZFR” 8 6 £ 20 NMREBRTFFHBICAHE, BAFEX
(e, X&) RZEK (Fo, BEXL) REANAHASES (#A) 3K (o,
AAERBERE). ity F A ORREAFRELR L LY.

Rif “BFA” $54e AR 6 F R ey~ Ak (diradical). EA
EAH 14-RFA. 13-BRE. 12-ZRE, 14-BRELFA
LA .

MAE4tat S AR T FABNREGEXFARL, XEXFEXE
FATiRH A 1-5 AR ik 1-3 AR, & f dieis.
A, pAL AL, R, A, BRA. BLRE. BR
A REA AEA. REASELRL. BRA. R BF. A,
BRI . BRAREE . B . BARA. FaA. ATk, AR
. g wmak. R FRA. FFE. RASBE. 2L
RO, RFERA. FTA. BFXEA. AREA RARARL. A
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Ao RA. AEA. REAEAE. BARA. A OF. X,
FAA. ARAREA. . ZARE. FHE. &FHA. £XEHR
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“BURA I 45K E-SO)R, #F R ATMABIA. BAH T
KRB R TR, de AR ATE L,

A& “EAA” FBEAH-CO)-. KiF “BARHEL” $#{EH-C(S)-.
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AHFSHEALT, O FHAEREF/IBAEARLEMGER, ALY
B T AT BB X Fo/ XX 2. K3F “HAE (BHFLTHER
gtk R IRIAEG E, IRGALFE X T 641 o4 £ My o) sl Fo MRS
ARREFARREAY ESECHFOREAEL, % AMRETAR
it RS AR H &, FT4A B AW, @3, RAEAHHIT
6, 4h3h. 47, 8. 3. B, L, TAE GAVESRMNE,
Q3 R IR T, AP, VARG 3, Blaekt . AT Ak .
AR, BAHEAE. = (BRAMARL) . = (BRekL)
o, AR R . TR, AR, BRI A . = (IR
REGHRE) B, = (BUREEA) . AR, = (k) k.
= (FEA) . BRARAREAR., BRI, ZIRAN
MR, A, = (L) B, = () B, BRARY
LA K R B . CEUK A IRAE IR B . BRI IR A R SRR
mE R, AN, SR, DLFRAE. ZAFEE. &K
M. —2eIRME. Z 4Bk, RAW IRz, EPAEERLENED
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FAEMF XN EY. REETFRENQBRIEBTELET,
AEVEHARMERGET, £k DMF, ERE% % 30-100CHi% 70
CTF, 3% 8-24 AL A 16 DT T#HAT. B R ERT RN,
o R EZEBREZINAA G FE XN 2R GF WL B,
4o AL E AT EAT B .

TGN, LFEX (4) O FRRP AR TR = F R aix
A-THEATERY AEA AR (K% BOC AR ), LMEHBLIAEE
BEREF BRI HATRAR. —R&, WK 4a 97T W
BA, Kk KK DMF (100mL ), F B a4, itk BATHALET
HE=VEBREA-CEATFTRARRL. R HREBELH 50-90CF,
Wik 2y 70C, FFL4 1-6 X, Hik#hH 72 N F#IT, SREAL
AT ARA, R B R B, B RmS ERes 5,
ARk 18 1t &,3%73% I & (flash chromatography ).

FURES Z-Y-LGRE, AP ZA YW ELATZXALG AA
LRAFRS YA THBELAA . F==FEEREA - CRATRERP A
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Bl AT 2] 69 F FEMRAL S AR F A F 2 BAL T, REHNFET T
B o9 3 BURBLIR, #5235 X914,

SRR, WFEX (1) HRBEHFHFEESTE 2 9K
LR L Z AT R4k BOC AT, EXFMFF X, AFR 4 9 F1IK
PR AMNFREE BOC 8931 2L 28,

5 S —FF 5T AR IF R T ) &1L F R eg 5 k2R B
BRIIT T, £F RRAK, Z HTRIRMKRE 1,24 —=, MLk
Y HERT.

B R B #RIT

Zi% ZEE/ -

Bz;&%»!n

Bz
o /
R‘\N N/_ o NH,
v
() D a— )\ ‘ />'——X \/'LI/
0 N N o
lz ®

0
Rl
N N N
N 0 =
€) ————— )\ | \>._.x/ \/( N
Na=
0 N N \<
| k

HEXL EFREAK, Y HE.
d1 Z A TR IR 1,2,4-08

TR I14AFX (7) 94L&
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FEX (6) 69408 idde LT FARFE X (4) ARAR H1& %%
k&, BB, thiksk F#&4e (Pd on carbon ) HE4LR), BAET
2238 R AL B HAT AR BEL. XA A B0 B RS kv B 4
FTERTATFRAAREEAAREFIRTE ZFRAARAAITE
B, ot E EMMEE, FEARGAETFTEFEREATARARL
VAFRARZE N-7 4248°F S T AR 691084, TR - F st
AR A AEEBLEE F ka0 A W T RRMELIZRPLL, HFE
132 6 2 R AL 5 AR TR BN T E R BRI T EAT 4 £
THATRE ., ZRHEARBENT, RAWRKHEERTHEY
6-24 B, BRBERTRE, FX (7) GFHEIEG%F %
W B, BlReEBETBRRER, #5E#2KEENGBREY.

IR 2-4bFE X (8) H41&

WFEX (7)) o RELSLEEERER Z. —&, HFX
(7) 94 odhm FHEHEN B, FEELERERMEER —K
T BB LEE BN L P RATR . REABRELH 0-30Che
TRT, #FH4 6-24 DETFH#AT. BREERTARE, LFX (8)
& B IIAER T S B, R ERETRRIER, #EAEEAR
L EAEREY.

B BR 3402 XIt) 4| &

RFX (8) oM R G H4FE XA RC(O)CI iE HEAX,
# BEREUREL IRAL AR A FT 1 AR 8940 3 X I89 1,2,4-08 — e, 1 S ERAX
MELR, B P RARARTEIRMARE, BRARKRAERE IR E 3N 5-B4K
A, —&, FRAEX (8) e WiE TFHEER 4w AL KT
¥t (dioxane) ¥, H ELWEHEBFRBEARIAL T, REVWERE
#4 0-30CTF, RAAHAZTERTAFRELY 10 547, HRELEKR
ARE, FEARBIER T FHRITHE, FHETHHLER =
PRSP, REVWRLIFLE 6-24 1 aF, EKXE 100-160C, 4hik 145
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CTF.ALF NIG = B R ed 5 x5 B, 430 R RELERZAT,
Bk AR EENBERY.

A FHERFXNIGEMGFE, EF R AR ARELAHR,
iZ 7 kAR BRIIF &7,

B B 11T

Q o}
Bz Bz
/ /
N N
HN ' > R’Hal HN R'Hal
)\ / . )\ | /> &

o N N o N

N N

{

2
(1 : ©)

R1\N Q N/az
oﬁiz
|
R?

(10)

HEP R R4 LA ESL. BzAF A, B Hal A&, &. K
A,

Bk b, H4)& #4244 I Synthetic Communications, 20(16),
2459-2467(1990). R A BEBAVR T A #soth 2,6-—HZ K 2% 5%
FEACR OB N3>NT>N1 #ATR B F L., #A NTRyPFEAR, X
EX (1) 9 E5F X RLG #94ietd, P LG AHBE A
B, kAR B, RGBS, BT ELH RLG A
LR A EFEFR (2) 9 WARE 6 F R/ FE X (9) 4
e, et (9) #—F 5HFXR'LG LERALFEX (10)
ik, P R'ERERZERRFH.
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A FHEREX (2) bWk, £+ RAHESIRAR
R'AFERRFK, EF RARLBRIVERF.

BRI BRIV

/\Ji} /\/‘i}

{1 A /R'
(12)
g Bz
R'\N N/
o N N
H
2

FX (2) F R'AFREREF A6l 40 /& Synthesis,
1995, p855-858 P AT#hiL ¢ K AT H| &, —AX, WL RARIRAT 4
6 75 kA 6910 X(11)894ea-4, 5E 4 B4R F XA R'NCO
6 5 FRBLBS BB ARARIL F X, (12) 694Lb4, koMb &
P FHATIHACR L, Bl TEE4ALIE, AR EX (2) $91L
S, AP RIAFEAREFER R AE. ZFHELR FRAEALP
R' A A F oo,

EF RAEKGHLFEX (2) titbbpist bt —H H5hF XA
R’hal #) 823 B BRI P 6948 B) & i 34T RO vA -3
FX (2) 694 ed, B RIHFARELFAZ R AEA,

HP RIERFAFARLEFAAGMLEX (2) t9ibMiois
Chem. Ber., GE; 111; 1978; 982-995 ¥ Ff &4 7 ik % &-.
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ATHERET R T A KaG105 XI844 8 % 1k 2 R BA%
A S

B B RV
Bz o R3
" / o /
J N — I 1)
() o N N

@ a3y

FX (13) 65941&

HFX (2) b FRAEKPEARBLEREBRBRITHR 4
PRI A BT B R RPLE., FR S RE S FE X
RLG, £ ¥ LG AHBEAE, HEA. £. Roeeiddh, EHde
RGBT RE., EE R ERMEN 4= DMF ¥, #4siRE
HAEER, BEERMIBELH 30-100CH%4 70CTF, ¥H4E4
6-24 BT HATR B, HERBEARTARN, HEX (13) 44595458
ARG T RSB, Bl ERE TRERER, B85 E#KREEN S
B R,

ZR A A J. Med. Chem., 1999, 42, 2527-2534 + #4777 £ 4%
69 I 5.

A —FF T AR T 4G F XIS F ELERE B
FBEVIF A7, BideF X(HO),B-X-Y-Z oM E54%X (14) &
8-RAASTA MBI, Z A TREAEE T IEA £ B -F oy XI1egibs
Wy ARG F ik
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B L B R VI

L ~ X5

13 (14)

poss

Z

a-_

F X1
1% 55 XIS 44 4 &

F KNS H R E&EFHEREL LR R H BKL. II. Al
T REAE F ik, AFEX (18) 69 F 48, 1 XIIH1L
AW & ) - BRL B AR VI &7,

B BV
ZEE—* Zi——-» fi
(15) an

0
HCOH R’\N N
(11— )\ , \>
o N N
| \,

a3)
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ABNL GG B IA A2 £ B F )5 5,631,260 5 FHITT HE, H
A3 K RILE T b AE A A,

Fi%iEEE], R RCOH (3 RCOCl) #ARREBEFTE,
R ESE 8454 R ATERAMLFE X (18) ahibdy. Ko, R
RCO,H &5 ZYXCO.H (#F X (22) 694640 ) ZAR 45, TTrAik

B T At X 4h 89 ik A R BB VIILY AT

BB g VI
NHR3 NHR®
9) 20 @1
o)
R1
- ZYX-CO,H N N\
( 22) )\ | >—~x¥z
o N N
l-. \R3
R
15 X1

FiZEED, R RAE, NEFLFEXIRITIEY,

AFEX (19) 89bH 2 Fk E T332 89, 81T RATREF 3
Fobl ik KBS, LAY T A E LB EAF 5,446,046 5 F T4
R AL RALE KT (R FE XIega4, 3 RPAKH), EXHK
BB AR A S,

ARG BFL ST VAMAL X, (23) 6 AT A M FF 46 #H4T
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Rl
\N NO

O)\ NH,

A AR/ BB A ERILFE X (23) $9ieb I X
(21) AR R 6y —fetbodl, o RPAA. T8, 4wFX (23)
ST VAR Sude Lk RO B M VILF AT 4L 694k R® AT ERAR,, A
RAAD B L F X (21) 9 —Befebdly, 9 R AR S ag B,
A

AR RN, FEX (23) 64ibb- P shdt b R e BN B RIX
T FE XIS, £ RZAHAEE R ARSI B A,

B B IX
OSi(CHa)s o)
Hoy N7 R'Hal R’\N
A, — BNy T A
07 N NH, (HECHSIO” N NH Y 07 >N" NH,
H Si(CHa)a H
(23)
(o) O
NaNO R NO R\ NH;
(23) 2 i)ji i |
07 "N "NH, O "N° "NH,
H H
(24) (25}
1 9 H
R\N N
25) *  ZYX-CO.H - A | »—xvz
07N N
(22) H 13 K1
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I 1-40F X (23) 69415

Ak E T 473 910 6- BRI SE G S BATAEIRAL, Fldeid
T HAE A BER 698 TR A EMBAH] o RBAE G E TR, ER
FAELHAHCRBET, #4844 1-10 e T, R EERT AR,
23 Bl thib b AE R T ERITH B, RESMAFX
R'Hal, £F R'4w EAFE N, HKETRAEEEN THEHRE. R
HREHHENRBET, F45:4 12 JEE 7 RiA7. SREAK
TRAT, #1eFE X (23) LM RAIES% T EHRATH B

T 2AFX (24) th41&

RE, BhFX (23) b WiE TR KER I CRRIBR,
HF B BABANE ., R IR E YA 20-50C, ik H 30C
T, 2id#) 30 54F. BREARTAREN, FX (24) 657594
FHERGF 2 TRATHSE.

BB 3AFE XN (25) #4l&

X (24) M REBIT R RA =TT Y ., —&,
X (24) S WETFRABR, REIWMAN—FLR N 3o LA
BEAN., RALRBEAH 70CTFi#4T. SR EERTARN, LFX
(25) 9B IERE F HZRATH B, B BB R AR
o,

H B 440 F K189 4] &

FE X (25) 9L RE SF X Z-Y-X-CO,H & # BR 2 3K
A B 1- (3-—FEREAR) 3-ZHEL _BEEREAETA
. BRHEERBESH 20-30CTHE 12-48 it sr. SR K
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AT, AF X B i Gty F =R AT B B doil s ik?
W BEL RS,

AF OB ik 0 FARGIER B BBIX Y AT, A ¥ X ATk
AR 8g 1,4-sik7d (1,4-pyrazolene) B, =T R BHEXT,

B R B X
0 o
HO™ = R N
25) * N N
(25) <\ » J\ | )——f\N
(0] ['\l N \N'
(22) H K1
0
R1\N I\iSEM \ o fo) ,SEM
m =Y OO ey
0" >N~ N AN =N
SEM SEM
7 (28)
0
O SEM H 2
ZY-hab R_ N Xz Y N/ .
28 — N T N —_— L Ik
A A \=N 0" >N~ N
07N H
SEM wFEX]
(29)

HF SEM 4 22- (=¥ 4akmat) CAATHA, # halo 4 &
L Rk,

BELAE T & 64 2360 P Bt4T £ 4 ambh ik,
R BREXIT A THFEX (22) LMK beG—A L)

B B X1
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HO —

@2)

B EL 4o 2 R 368) O F P 6 IRKMESEAT, FE X (22) #gnbmdk &=
P& H4e EEMF X (21) R (25) $94bM B 5, H B4 E#4
B9 ¥, BAE—FLFXN (REE R I EHILFER]) 94009

0
R‘
\N N
' N
o N \/N
\ N
rR? R
o X IR

MR (23) #9148l &4h, P R'AKE RPABR SR
S| g BRARA ] 4940 5 XIG10E-4 84 41 &2 B B SR XTI & T

B B XTI
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(o} o)
R NG COOE! HN NaNO, HN NO
—_— | R )\ |
07 "NH, 07 N"NH, 07N NH,
R R?
(30) (31) (23)
(o] 0 H
NO 12.5% NH4OH NH: 4 N
HN 4 HN 0,C-XYZ
0 eyt ez gy
0 gz NH, Na,S,04 o l'\lz NH, N
R
(23) (21) EKXI/II

B 1-F X (31) ¢941&

HF X (30) 9o R ETIFE) 4, R T KA AT 3
St kRS, M ERECKRESER FENwTBY, £3%
B LB G A THATRE ., RAAEHHCRBE FTHEHTH
4-24 B, BRBEKRTARE, ERGLFX (31) t9bbdpidd
G T R BATH B .

B 240 F K (23) #94]|&

WFE X (31) 691 RIE 5 T AH B4R A2 ACE 4o — F 2 F BL
Fe bR iREA, AR HBME N, FALFEX (23) LK
A, REREBESAH S0C-100C FTHEH 1 I oa#tiF, 4
BREATRE, EX (23) 69 W2 5he 7 tTo 8,

WER 34 FE X (21) #941E&

FEX (23) WM REL —MATEMRFE., —&, F
X (23) HEWBETRKER, REMNZERF o BAELE4A,
BR M EBRELH T0CTFT#IT. RELARTAN, LFX (21)
B W Z A GG F RSB, Plhoid BB A6 B RS,
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TR 4405 X164 &

FX (21) b RE 5% X Z-Y-X-CO,H #4958l JE
B BERIXTIR 4 FREGAR F kR, £ mibsFE X9y,

FEX (31) 9 TUAR FHECHORF E R4 E510F X
1694684, HF R'ASE RPAMEVASMGIARLRE, K R & R
AREASMAA R X AR IR AR, 15 B AR B X+ 5.

B B R XTI

o)\? l NH, e O)\)r:j\n///\n/
: R2 ,

R

(31) (32)
0
o)
Ri
~N !
e b
_+
o y N )\ '
I I o N NH,
R? |
RZ

(33) G4)

F1AR2

v ERT R 6940 F K (31) 694684, 5 NN-—F & F B
0 = T AR GE BRI S NN-—F R P B B R, R AL
ACTHLELY 1 Dot BEREEARTRE, Framegtes X (32)
e 54 F X R'Hal, £ Hal HE L. 84 et agis
Y, EBIEBATAETHRATRE. RALY 80CTHE4% 424
haf. BREEAARTAN, MFEX (33) 692t %mesitk
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58, Bl ERETEREER, HELESHWIE R I A
FF—¥RE.

BB 2

1FX (33) bS5 RKEREMMEN B FATFEE P
HATRE . REERBEHATERTHEEY 13 K. SREEKTR
BY, X (33) W YBRIRRNGFTERSE, Pl ETR
K F), HAEHK—BRHERLY.

F X (34) 9K ER 5B N BRBIXF B~ X (23)
E4CE- M 69 AR B ) & At AL b F X161 a4,

ARk F iR vA B R

AR ZBAE-H 7T AARYE T 71 SR 44 BOR AT H &

1. A T Xegteadp:

e /Boc
KW o
41\ l /~xw
o T N
)

HEP R REAXWwEAZPAZRFTHAZL, LH-0-. -S-. &
-NH-, # Boc AT S,

H#F XN Z-Y-LG t91ubdhifh, EF ZRA Y HERAKPAL
PR X4, FELGAHBELAR.

2. Bl T XagiLedp:
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o)
R H
\N N
)\ l / X-Y-Z
o) T N
rR?
WFXILF R AR

A+ R.RAX. YEZWERALZTARY L,

g X R-LG t9ibadiEmk, B+ RRAEAZHART
X, FHLG AHEFLAH.

3. A FHFE X%

Bz
0 J
Kw [_ o NH,
T~
0 N N Non
Lz 3
E+ R REXEXKLAREY AL

54F X RCO)C th Bk fdefk, o R RATHRIRKL, iZ
BARA BB — e 31 b 7] AL S5-BRAXEL

ARBALZE XIeG1Led, HF Y H RA Z A TR 1,2,4-
MEE —wi

4. AT X egub-4:
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o R®
R‘\N N/
pges

FLZ(14)

EF RN RAR A RKLANETATEZL:

5165 X (HO),B-X-Y-Z ¢h4bo-dhdifk, £+ X. Y B Z 2 AEK
LR P ALY,

5. ¥ FIiLFE Xegsdh:
R'\ NH,

RZ
(7

A R RPAR W e KAE AR TR

H51F KN ZYXCOH (45X (22) ¢hiesdy ) Bhk, L+ X,
Y AR ZRAERLPRAZFHELE,

FIE, K. AR

—RE R i
F X, 1 RIEgee-W st -6 575 3+ 4-F Aop BR 2 ARAL BN 49

AR BT RA . ZERR ORI TEE. SHARRLE.
BHFE . BREARBR., BE. Z5MERE. FTREEKR.
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oA AR, BG RIS . RARARSME S, BIEEeE. di
MRS BAEERPHE S —FFER.

3K,

Jo i L XA ARFE U ER et HREP. URETEHE
)P PTIGA G, BATT EHERE, XX 3018 1 RARILARA R
Hgn b 77 ik kAT,

Bty

teF X 1 LB E A Mmooy T X4 T. Bk, KX
IR BEEG B dnia ot , HadE, HEAR BRI —FFR S AP F X
I 916, REBALEREE. AR —FRSEFAHABREF. a5
VM B AR AR Ao A 6 BAR . LI B KT R Ao BFF A HUEF
AFREER . BB A . A EH]. HFEX TGRS T E
BREHLECETHN AL T, XKBESMER | FHFHARAFIR IS
87 ik ATHE (#lde, £ Remington’s Pharmaceutical Sciences,
Mace Publishing Co., Philadelphia, PA 17" Ed.(1985)# “Modem
Pharmaceutics”, Marcel Dekker, Inc. 3 Ed. ( GS. Banker & C.T.
Rhodes, Eds. ).

oA

e

A F K 1 69404 7 18 iAEAT LA AR 69T 32 6948 25 7
XK. AEFNERZHNEL T, Hlde, Eho iR HEAF Lk
FlFeE R\ R FF ALY, QFEAMH. TBE. FA. ELEE,
BT SR ES . AL, BEALH. FHiEsLH. LA
%, RTLY. vk, BHRLEYE, —BHEAHABAR, RFA@iTR
HRAFE B H X R (stent), Blde, RIGEAFHFE R AET R EW
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— L F XA Gt th, LERBidEM. KEPFHELY
MEPTHATEFATEHRLEAHEX, GFKIBETFR. K
Fuikik, RAZpRH. BRG. BT, RLLEd., AREN .
BB, AEHAE. RAFKER, AREMGHHEKR, BEFLHEE
BRI TFias, BARLA TR IRk, T AR LEE.
REBE. A8, BRARC B, AL LM OURLAEHRS
#) ). RAAFITAY . Aot E LRSI TAB T T F ik
RARF, Hlde, QRGEA, eIPHENE, A5G HF LT ETRE
& BB R+, ARBITE A £ @EWAN . TAB 348 F SF
RE M AR A B A R ERTAGHMAEWGVER, Plio, sTEAX TR
Bk, SARTER. X&r. LA, LARMRKGE. BHEEM
.

A B ERAE ST ERLA v EX AT A0 S
C R EE LIEN FIAPTE B FE X T 691, HoRE 2
%, SABLTERE. —&, S BEMNGHET: BEHFERE
Y EMRS AL B BAAT, L OIERRGSTBMNA AU L5 5
MAAENEERS. ELEHRA THETEHAAERGEFL
T, ARG HE T FERA AL EFIRFKFAFIRIEAR, LA
3 8 9 I5R T A TE MRS KA BAR ST B ST 64 BT S B A4 K.

O ARZE-H R LT F N 1 69 o-dh ey B —FFiki2. L Tidid
RERMMERAF . RE MUY, A4l& T IHE S —FL
-t b Shdh 4 A at , RSB E R KT R AR e/ R AT R A XA
BART, ABTUAZRKREN . I HE. K. L CcaRHHEX.
L R AAERBERE, CTUAZEKR. FEKR, RREHA (o
EATE), shEM RS ME, ERIBHEA. B4R, RARGEAR.
B b, ZASWHHEXTAZAA . AH . #8H. &7, I HE,
AER . BFH L. BIFHN. LA BER. BERN. KEFEH (HFAHBEK
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RAEBRNTE T )v A Bl FHiE 10%E ZE A F .
HIRER Ao EH . TEHABHER. ARLBHHFHEHHA.

SE MR ) 6 — e 4] T LIEFUAE . A eE. EAE. L EABEE.
HEEE. Ty, FEAMR. BEERAS. EEE. ®RK. Wk, &
BRAS. M E. BUHRERIR. F4E. REHK BE.
BRESGH %, BBFLOIEARN 4R Bdr. BIERE. FoiHib;
RIAA; FALHAEFA; BEA 2K T EAZRAE, BRM;
VAR 38 H-5) .

B it R ALK IS8 F R TT AR ) A K At a4, st
BABHE, TRAFHAELSWRIE., . REEHBR. ATC
JRESZB IR B R AU ERAREVEF N CERGY-KeY
EARABGEERBAPFERE Y. BEAZANEHAELELDEAHE
3,845,770 5. % 4,326,525 5. % 4,902514 5. F=«% 5,616,345 %
Febdh, REARBRAFTENF—NBFXNERBHEXE (“M
F? ), XEFEEENT A TRERLANEHEZIZET T HERLE X
RiggriEN., B TP a5 MER 6Ll A ARSI,
Bl4e, X EEB £ A F 5,023,252 5. % 4,992,445 5 . =% 5,001,139
5. XEMER MR TEEE., Bkt REEELY.

iX e 20 Ak BB AR AL FI R, RiE “BAEH A" IgdpE b
2B, ERTAXFRLECHIAIHHELHNE, N2
HRAZTHERMA, RETERTEREZOIETHEL, ARS
EHMBEA (B, AH. RER. F4tH ). LFXT 69104
MEFTHNNECEARZAKY, FHBFTLTHEEYE. Hiki,
stFa RS MmE, HHELLEH 10mg £ 2g 6940 F X 1 69104
4, BHEHGRZ 10 £ 700mg, @xtF B AL ki, Kkeh £
10 £ 700mg #10F X 1 69484, BAHEGR L 50 £ 200mg. &K
W, BREMAR, FHRATHREXN]T LSO ERIELR
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FEA LG H AR T, LIEELTHNER. AFGLBIER. T4
KRS AR ILARTEM, BABH S, RERRE. E4E
R4 B FF2 VA B KA L.

AT HE R F A EIRESY, TEHELRSE EHBRIY
FRAT B AAH AL BIE-H) & 348 -4 ¢ B) AR TR 4 ) 40640
4 3R B X S FE F L08-4 A HARRT, © RIFFMRD Y S oK E)
AW T, MR IL LRS- 7T vA B 5 3o tm 5 A 3849 A5 A
A, ke AR, HF . Aol EH.

AE AR R RAR TAR#ATARRB L L EF N#ATRS
ARBEA A, LEAMEARAR, RPLXF GRS GER
RE . Blde, A RRANT @A A ERS A RS
EHE VAN X EANE., XA RS ABREERT, ZWE
ER TR RS E R T 8RBT RS T ELRMENT
ZAG A BABEE A, AT AT R TE AR OR, XA
LT E2H>TEARGHOTRE LI, T8, LML S
& RAeY.

T BN KRAR 6920640 LIEH A IR KA BH) . RE
B AR AR, BARKBEMRE- W 7T vA €8-1E & 4y do L LPTE
B AR . ik, X4 T @i 0 JRAFBANIEZLT,
FERRRFZAYEE. AETREGHRAEN F ehabdpTE T
1R AARRATEN, FANERTELFAMEE AEBASRE
FHREEEBEIBANE. RARKXEEFRIARE, RAE L F X
BIERSORETELTER. EFH. KB REESY, ik T RK
s NoE-=-R

T ik F AR R AL L T, 3T RS
ARPE, AERE Y HHE A KA T ) b HTHE
HARTERLR LT BABIFER, Ehikd MR T A%
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02822258. X oo 5E45/107H

N, A, RABIEARAR FIAIRE], 1RIEARLPIE {5,
TR B R E A APFTe B 69 LT, STl AT fE a9 4% & 236 0)
HATH % R HRFAA R RAAEG AR K.

FAR K FH X
T34 1

WFEX (2) 6o eyslE

EX (2) 9P eidE, EF R FPRPYPAEAE
\/\N N :
fﬁU
o AH N

FFEX (1) 69e-d 7-F3H-1,3,7- = & "8%-2,6- =8 (6.4g,
26.4mmol), T NN-—F X FBLA (200ml) #4495 %k ¥, AFE
I NEALH (2.6g, 66mmol ). JFRAHIEIE 20 54F, RE At
A (6.5ml, 66mmol), FAETETHIEI e, KE, ¥Kigns
Prm#%F] T0CH BBHLR., B ERETHR, (Zd4d) &F
ZRA T, FddakAE, A 1] SR/ TERTESHRBL. FIEF R
FEBLER, 4524 7-FK-1,3- =R #-1,3,7- = &"8%-2,6-—B (8.5g,
B 08% ), ZHFMAER—FHEmA T A TR,

B. %FX (2) 895ty 4E, ZE R R
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EARe, BB L& 1A 69T, [2aR5k A L 8 X,
FFFRMFX (3) 910E:

7-FH-1,3-=F X-1,3,7- = & "2%-2,6-—BF;

7-FA-1,3- =T 3-1,3,7- = SR %-2,6- —BR;

7-FE-13-=— (FRTHK) -1,3,7-= 8.%%-2,6-—F;

7-%%-1,}:&1‘5&-1,3,7&&@ -2,6-—BR;

7-FH-1,3-—F T #-1,3,7- =A% -2,6-—FR;

1,3,7-=F #-1,3,7- = & "&%-2,6-—BF;

7-F#E£-1,3-=— (KTH) -1,3,7-Z &K E%-2,6-—F;

7-F2-1,3-=3R T 4-1,3,7- = 5 "2%-2,6-—BF;

7-FH-1,3-= (beg-4-E TR ) -1,3,7-Z 8 8%-2,6-—F;

7-FA-1,3-= (vRw@0-3-R TR ) -1,3,7-Z & 7%%-2,6-—#F;

7-FA-1,3-= (4-FEKK) -1,3,7-=8F%-2,6-—F;

T-FHK-1,3-= (4-ZRFEERL) -1,3,7-Z 8 7%%-2,6-—B; A

7-F5&-1,3-= (3-#,FKK) -1,3,7-= £ %% -2,6-—H,
5L 3645 2
FEX (3) 64ibb-Heifl&

A FEX (3) ikt HeidE, EFR' 5 R2HYAEAHL

NN
PN
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02822258. X oo E47/107H)

FEALFE K (2) 694884 7-F H-1,3- = A K-1,3, - R Fh26-
—BA (2.0g, 6.lmmol), & N-RIE:#ABLEAE (1.0g, 7.4mmol) &
F £ 100mL #4 w9 Srkvb P A E TR THAE 4 Do B H A RE T
(%, HERFWET CBRTEEY. BRAKIEATRE, REAHEK
e, FRRBAETIR., BARERLE, KFLFEX (3) £+ R
5 R* HAERLGEY T-FE-8-R-1,3- =R KE-1,3,7-Z %%
-2,6-—BR, A A LB TEs/ Tt (1:50) 4 4h.

B. F X (3) t9tboMey#l&, KER' 5 R?

KA, #BB EX 2A 695K, ¥ 7-FX-1,3-=—R#k-13,7-=
£ B%-2,6-—BARFX (2) YR e RE, FIFTIHRE
A (3) #9484

T-FE-8-R-1,3-—F 21,3, 7- = K E%-2,6-—FA;

7-F 3 -8-8-1,3-= T #-1,3,7- = & E%-2,6- —BF;
7-FAK-8-8-1,3-= (FRTK) -1,3,7-Z R E%-2,6-—F;
7-F 3 -8-8-1,3-—-iE T #-1,3,7- = & "8%-2,6- —FR;
7-FK-8-8-1,3- =/ T #-1,3,7- = & %%-2,6-—FR;
8-#-1,3,7-=F %-1,3,7- = & "E%-2,6-—FA;

7-FH-8-8-1,3-= (RKTH&) -1,3,7- = 8"F%-2,6-—F;

7-F 2 -8-8-1,3- =K T X-1,3,7- = &"&%-2,6-—FA;
7-FHK-8-#-1,3-= (wrZ-4- K F ) -1,3,7-= & %% -2,6-—BR;
7-%?3-8-%-1,3-; (ekvdh-3-F F I ) -1,3,7- = & "8%-2,6- —FA);
7-FH-8--1,3-= (4-FRFH) -1,3,7-= K %F%-2,6-—BF;

7-F 2-8-8-1,3-=(4- = 8 F X F K )-1,3,7-= K "E%-2,6-—FF;
VAR
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7-F K -8-F-1,3-= (3-8 FH) -1,3,7- = £8"&% 2,6-—%.

C. FX (3) 894k odtisl g, kER H5R?

F i, BB _Eik 2A 6955, ¥ 7-%%—1,3-:%%—1,3,7-}.
F2-2,6-—BRAFEX (2) e RE, FIFHFEXN (3)
Y IEEAESY .

L34 3

WEX (4) b ei s &

A. 1LFEX (4) 891t E, H+F R'E R2PYAHEFHKL,
X AXE., B L H-O-

V\XED%—

tFEX(3)EF R' 5 RP¥ A ERLNGESY, T-F1-8-8-1,3-
—F#-1,3,7- = 8 "8%-2,6-—B7 (5.0g,14mmol ), 5 4-F 2 K3k -4
B2 (2.0g,14mmol) & T 100ml FX/ZB (4:1) RAEMF A EDRK
T 16 D, EBHRERE, REWEIABREENSGBE,
A B TES: T (1:14) BB FEIMLE X (4) £ R' 5 R* 3
AEFRE. X HFEE AL H-0-894684 (7-F2-8- (4-F 3 FHE)
1,3- =R E-1,3,7-Z878%-2,6-—8), HAH—FEEERK.

B. t£F X (4) #kbtidld, KER' H5R X. AL
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02822258. X oo 5E49/107H

KA, 3B LK 3A 698K, 3§ 7-F 2-8-2-1,3- =K Heel 347-
ZA RS2 6-—BFRAMLFEX (3) e RE, FF T4
FX (4) e9sd:

T-FH-8- (4-FFH KAL) -1,3-—F XK-1,3,7-Z A E%-2,6-—FF;

7-F H-8- (4-FZLRFAK

7-F3-8-(4-ZAFK)-13-Z( FTRTHE )-1,3,7- = 87%%-2,6-
—BA;

7-FR-8- (3-FEL4-LXFKKL) -13-—-ETHE-13,7-Z8%
-2,6-—HF;

7-F H-8-(3-Fp A vbog-2-K ) -1,3- = F T %-1,3,7- = & "E%-2,6-
—BR;

) -1,3-= T #-1,3,7-Z £85-2,6- B

8- (2-F-3-BARXK) -13,7-=FK#£-13,7-Z5"8%-2,6-—FA;

T-FE-8 (2-ZH#FE4-HZEFEREK) -13-= (KTHK) -1,3,7-
ZE7E%-2 6-—FF;

T-FR-8- (5-FRAFFEp 22 ) -1,3-ZFKTHE-13,7-Z4%
"-2.6-—BR;

7-F -8 (4-FZHEFKHRE) -13-= (®-4-£ZFHE) -1,3,7- =K
vEol-_2 6-—HF;

7-F2-8- (4-FZFAFEK) -13-= (vkv@-3-2AFH) -13,7-= K
%%\-2,6‘*:&]3];

T-F 8- (4-FFEFHE) -1,3-= (4-FEHFK) -1,3,7-Z8%%
-2,6-—BR;

T-F 8- (4-FEEE)-13-= (4-ZH,HFEAFHR) -13,7-Z4
wZeb-2.6-—FR; AR

7-F A -8-(4-F A KK )-1,3-=(3-FF % )-1,3,7-Z & °2%-2,6-
— 7.
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C. %X (4) o4&, REHR' 5ER XA L

KA, BB ik 3A ¢ R,  7-F H-8-R-1,3- =R HK-1,3,7-
ZE206-—FANER (3) BATREWRYE, HFRFEX
(4) thiERMSH,

L) 4

FEX (5) e91eb-dh e Hl&

A FEX (5) hiedhehslE, AP R ERPHYAHERAE, X
AFEE, B L H-O-

“ZEE»@

fFEX (4) AF R B RHAEARE. X AHFE. AL A-O-
eG4 (7-F£-8- (4-FEFK) -1,3- =R %-1,3,7-=87%%-2,6-
—®) (613mg) EFFEE (50ml) ¥, mAMIESG R AL, FF
Kb TREAATRLR, BF2 GRS ML, ATEE
PR, B RIF R E A RE T AL, 53] 8- (4-FEFKK)
1,3- =& &-1,3,7-Z %%

iz T a-T FEE, mASHBER =4 T KB (0.7g, 3.2mmol )
5 NN-=F A& T (1ml), FiZrseidi, S ERR,
HAMma A EEN S, FIFLFEX (5) sy, T-.-T R
A8 (4-AKE) -1,3-=FK-1,3,7- =8 E%-2,6-—H.
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B. %X (5) 9tk dth#lE, wER. RL X AL

KU, 3288 LR 4A ¢ BR, ¥ 7-FH-8- (4-ZHE KK ) -1,3-
—F@E-1,3,7-Z A E%-2,6-—BRALFEX (4) R EIEHRE,
H#AFFIILF X (5) 691069

7-# T A I (butoxycarbonyl ) -8- (4-F KKK ) -13-=F
2-1,3,7- Z & 7E%-2,6-—BA;
7-#R T A8 (4-FRERK) -1,3- =T X%-1,3,7-Z8%%
-2,6-—8#;
7-8T RAHEE-8- (4-FZFEFKKE) -13-=— (FRTHE) -1,3,7-
= E"E%-2 6-—FF;
T7-8RT RAEBA-B-(3-FARA4-ZAFAL)-13-ZFETH-13,7-
S E%--2,6-—FF);
T T A8 (3-FRakrz-2-2) -1,3-—F T #-1,3,7-=
%%%'296_; ﬁﬁ] >
T-RT REHI-8- (2-F-3-FAFKK) -1,3-=F%£-13,7-=&
p%%\'2’6-:‘ ﬁﬁ] ;
T- T BAEHEAE-8- (2-ZRFE4-LHEFKHE)-1,3-— (KRTH)
-1,3,7-= &8 %-2,6- —FR;
78T AR B -R-(5-FZ AR H ok 2-8 )-1,3- =3 T 4-1,3,7-
= %%%-256-""&@;
T-8 T BAZA-8-(4-F KA FK I )-1,3-—(vhem-4- 2 F X )-1,3,7-
= ER-2,6-—HF;
TR T A -8-(4- R KK )-1,3-=(rB-3- K F & )-1,3,7-

Z8"%A--2 6-—BR);

74T FARHIAR-8- (4-FRFKK) -1,3-= (4-FAFR) -1,3,7-
= SR 4-2,6-—FR;

I
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T4 T RAHKA-8- (4-FELFK) -13-= (4-2RF Ay
-1,3,7- = SR 9%-2,6-—FF; VAR

T-3R T BB -8 (4-FFE KAL) -1,3-= (3-®F ) -1,3,7-
= R E-2,6-—BF.

C. %X (5) 9o eisld, wER'. R A X

KM, 3B L 4A 9F K, {2 7-F K-8 (4-FZFFK)
1,3-= A E-1,3,7-Z S E%-2,6-—BR A LE X (3) (R EHREHNR
#, HFIEERFEX (5) dh1ebdd.

FE#4) 5

1o XIeG10-E-4 i) 4 &

A, EXISHegels, EF R' 5 RPHYAHERE. X
FHE. Y H-O-CHy-. B ZH 5 (4-FEERE) [1.24]8E — e 33

\CLJ;I.?—O° |
Y —b@\/

FX (5) 9eedh 7-8RTREHK-8- (4-FKFHK) -1,3-
—FA-1,3,7-= A "&%.2,6-—8) (50mg, 0.117mmol ). 3-F F &-5-
(4-FAREL) [1,2,4]"E == (26mg, 0.117mmol ). AR A4
(10mg, 0.234mmol) #4484 A& NN-—F A F B § TR T4
24 JNEF, B BREBLEY, BAMBZ R & E 6 ERE, 53] 8-{4-[5-
(4-FEFEE) (1,248 —~d-3- A FEAE]EE}-1,3- =R K-1,3,7-
ZEE%-2,6-—BF,
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B. ZXIotidlE, RERHYAEAHEL, #HTX. Y
% 7

FMib, R EXK SAWTR, 2RALEX (5) EeheEsm
kAR T-RTREZE-8- (4-LEFE) -1,3-=RK-1,37-=K
Boh-2,6- =B, FFAAF X Cl-Y-Z 6 L AW TR 3-AF A
5o (4-FEEL) (1,24 —wb 515 T 540 F X1e51LE-40:

8-{4-[5- (2-F RF 3 ) -[1,2,4108 ==k -3- K F AALIHKE}-1,3-
Z A #-1,3,7-Z EE%-2,6- — B,

8-{4-[5- (3-FHFERL) [1,24]0E — = - KX FHRAIFL}-1.3-
= RE-1,3,7- = R E%-2,6- —BR;

8-{4-[5- (4-FEK) -[1,2,4E —ee 3-FA FRAFEHL}-1,3- =7/
#-1,3,7-Z £E%-2,6- 8

8-{4-[5- (4- (ZRFH) X&) -[1,24FE —e3- KA FHRAIXK
A3-13-=FH-1,3,7-Z A 8%-2,6-—F; UK

8-{4-[5- (4-Z A FARK) (124 3- X FREIF
H)-1,3- =& E-1,3,7-Z A/ %%-2,6-—BF,

C. X1t thald, TRV RL X Y. A Z

K, BB L& SA 69T, 2RALEX (5) ¢teisd
TR 7-BRTREHE S (4-HZHAXK) -13-=8K-13,7-=K
Zok-2,6-—80, FAAFX YZ 6§ L e T ARH 3-AF A-5-

(4-FEERL) [1,24]88 ==, $\1FTF 51405 X1e94LE-4:

8-{4-[5- (4-FHFA) -[1,24]88 vk 3 F AA&IFKAE}-1,3-
= K-1,3,7-= EE%-2,6- —BR;

8-{4-[5- (4-FEFA ) -[1,2,4]08 == 35 F HRAIKAK}-1,3-
—TE-1,3,7-Z E%--2,6-—BR;
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02822258. X oo 5E54/107H

8-{4-[5- (4-FEFE A ) -[1,2,4]88 ==k 35 F F ) R} -153-
Z (FREATHR) -1,3,7-=&A."8%-2,6-—F;

8-{4-[5- (4-FEFK L) [1,24]8 — = 3 H FHA)KK)-1.3-
T #-1,3,7-Z 8% %-2,6-— B,

8-{4-[5- (4-FEFA) [1,24E —mb 33 FAHE]IFKK}-1,3-
SR T E-13,7-Z578% 2 6-—FF;

8-{4-[5- (2-A-3-FZAFK) [1,24]0E == 3- K F RHAIX
Ay-1,3-=FF-1,3,7- = & F%-2,6-—FF;

8-{4-[5- (2-Z A FH-4-H KA ) [1,2,4]8 =3 F A
FA) -13-= (XTH) -1,3,7-Z8°F%-2,6-—5;

8-{4-[5- (4-ZRFA3-HZEXL) [1,24]08 -3 L F R
FEHEY13-—F T H-1,3,7-Z & E%-2,6-—F8;

8-{4-[5- (4-FFAFKHL) (12,4188 — = 3K P HI]KK)-1,3-
= (heg-4-A T -1,3,7-Z 8%%-2,6-—BF;

8-{4-[5- (4-FZAFEHA) (1248 =k 3-H F HAIHKK}-1,3-
= (vkvh-3-RTE) -1,3,7-Z & 8%-2,6-—FF;

8-{4-[5-(4-F ER A ke - 2- K F HARIHRAK}-1,3- =" &-1,3,7-
= &8 %-2,6-—BF;

8-{4-[5-(4-F F I IErd 2K FHAIRK)-1,3-= R 4K-1,3,7-
=& E%-2,6-—FR;

8- {4-[5-(4-F EF K e 2K F ALK I}-1,3- =" HK-1,3,7-
Z A E-2,6-—FR;

8-{4-[5- (4-FAAK) -13,5-=%-2- KA FHRAIEL}-13-=A
#-1,3,7-= 878 %-2,6- —BR;

8-{4-[5-(4-F BA K )Fg-2- R FARAIFEK}-1,3-=RK-1,3,7-
ZEE%-2,6-—ER);
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8-{4-[5- (4-F R FHA) [1,2,4]58 = 3- 3L T FHHF Re}-153-
=R E-1,3,7- 2 £ R%-2,6- B

8-{4-[5- (4-F KK ) [1,2,4]08 — = 3K B R IEK]RHK)-1,3-
=R -1,3,7- = 8 %%-2,6-—ER;

8-{4-[5- (4-B A ) -[1,2,4]88 —et 3K FRIHKIKHK}-1,3-—/
#-1,3,7-Z &7%%-2,6-—BR;

8-{4-[5- (4-Z R FAEL) [124]08 — =k 3. X FHRAIK
HA3-13- =& #-1,3,7-Z 8F%-2,6- —BF;

8-{4-[5-(3,4-—F EF )-[1,2,48 — e -3- K F EIR]RAK}-1,3-
—AEA-1,3,7- =R E%-2,6-—8F; &

8-{5-[5- (4-F A F ) -[1,2,4]08 —r 3- K TR KR -2-
#3-1,3-—"%-1,3,7- = K E%-2,6-—FR.

D. tbZ X9 egslE, RER.RL X Y. A Z

KK, BB LR SA BT IR, [ALFEX (5) e sddh
TR 7-RTAREHKA-S- (4-ZHEFXK) -13-=AK-13,7-=4
Zob.2,6-—BR, FFRAMFEX YZ 4G T R 3-2F X&-5-

(4-FEFERA) [1,24]F8 —v, HIFEBF XIS,

K 76%) 6

FEX (7) (e s &

A FEX (7) iteetheghl, L+ RS RYAHERRE,
B XAH14-BHEE
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)
o
<

a) 7-F -8 (4-FRAFKE) -1,3- =R H-1,3,7-Z £ F%-2,6-
— B (4.39g, 8.17mmol) ( A #&F X (5) e94b-M by FKAUF %
HE&)BFoRFHE-%E (methylene chloride-methano ) ( 1:1)
(100ml) Fe45E, HHEIALTEH 10%K KA EL4e (PA(OH),/C ),
EERBAARATHAEE, LR BHEARN, FA-R T/ FEEUiT
Pk, WIRBBRETRL, UFHEK, ARk, 53
2 8- (4-FFAFR) -1,3-=F%-1,3,7-Z8°F%-2,6-—BR.

b)8-(4-F A KL )-13- =/ #*-1,3,7- = A "E%-2,6-—FF (2.2¢g,
6.7mmol ). 4 T & — ¥ A 2 k% 2 £.(2.0g, 13.4mmol ). Z2K=(0.91g,
13.4mmol ) #RAMEE R .S (50ml) PAZEB TR IR, A
EER 10 D, BHRERK, ZediET R Pt dadiR
A, B LB TBS B, BRI EREIFE 8- (4-RTA Tt
F) EXH)-1,3-—FE-1,3,7- = 8F%-2,6-—F,

¢) £ 8] (4-mTAE-FEAKAL) EX]1,3-=R%E-1,3,7-
Z &R, &%-2.6-—87 (13.7g, 31lmmol) # 9 & ked (200ml) FR&R T
I ANEA4H (1.6g, 40mmol ), HFiZRA-4hEIR FHIF 30 54F. &
B, MAFARTER (49g, 31mmol), HFREMERTHIE 1 b
i, REREBLREN, REWET AT, HERA LARRE,
FAEBETHRREN. BRAWERABAEENS B, B LR TE R,
28] 7-F R TFHS[ (4-RTHA-FEAKEL) -KK]-13-—F4
-1,3,7-Z 8% %-2,6- BB,
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d) £ 7-FRFA-8[ (4-RTA-FREBILARK) KA L3-
—RE-1,3,7-Z&"&%-2,6-—F) (10.5g, 18.7mmol) &9 Sk H
(200ml) &R FimAm (RTH) ffbse (3g), REMETRTIK
F208f, FHAEAERAE, F ORUBERM. BRIRERE, K
AR R TR, 58 7-FRTA-8 (4-FX-FK)-13-—A
#-1,3,7-Z 87292 6- BRIt & & B 4K,

e) £ T-FRFHE-8- (4-FAFK) -13-=RX-13,7-Z8%%
2,6-—8 (1g, 2.2mmol) # W&k (20ml) &R F R T B
47 (0.28g, 2.4mmol), RAM TR THH 30 547, KRB AmmK
ZAE (0.38g, 2.23mmol ), A EIR THI;F 16 D af. JEERBR/EB
B, BRAWET LR TE, FEidaaRHaE, ARPLFX (7) &
oty T-FERFE-8- (4-FAFTHERAFRRL) -13-=FK-137-=K
Zok_2 6-—BF.

B. ¥ X (7) ¢94Lhth 41 &, &E R 5 R?

KM, 3B X 6A ¢9F B, {2 R A M T R
7-FH-8- (4-FEAEKKE) -1,3-=F3%-1,3,7- =8 "8%-2,6-—F, 4]
FEEHLFEX (7) 9484,

L6 7
FEX (8) KoMt HlE
A FEX (8) e Meidld, EFY R ER*HYAHERER

XA 14- KK
\/\N/lﬁ::‘/—_o o NH,
JIAH T
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02822258. X oo 5E58/107m

T-FRFE-S (4-FAFTEREXL) -13-2A%-1,3,7- 28 %
-2.6-—B84( 1.15g, 2.36mmol )# TEE( 50ml )ig&k, & LEF4A(0.25g,
3.54mmol ) B #ZkE (0.15g, 3.54mmol) £ Ei& F#HAFLA,
BRBEBE, BAMET R TR/ FTEE (50:1), FrrRBiLH
fsAE, JEBRIBE T ARLIFE 8-[4- (2-BH-2-(HATRL) THRE)
FAT7 [ (RAFTEREL) F4£]-1,3-—RHK-1,3,7-= & "E%-2,6-—FA.

B. 4% X (8) 94 ty4lE, KER' 5 R

KM, BB _EE TA $9F B, {25 HeARME Y T EARE
7-F R F A8 (4-FAEFEAFRE) -1,3-=R#-1,3,7- = 2F%-2,6-
—fR, 1B HEeetkEX (8) #9sd.

E3#5) 8

15 X1 b-o-4h 64 H1&

A FEXIOWESE, EP R ERPHYHEFHE. R®H
H. X H 14-BFEE. Y H-OCH),-- A Z H 5-2-8FKH)-[1,2.4]
MEE — w32

S~ N
Y

B T7-FETFTHAS[4- (RE (BATRK) FARK) -FKK]-1,3-
—RE-13,7-Z 8 "8%-2,6-—F (50mg) & —8RKIFEH (3ml)
R F AT (0.5g), REMA2-ARAXTBLR. REVAZTR
THAE 10 547, REHEKRESL, BRRERE, THALMDE
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F WX, FERImHF 145CiHE, REREBIRER, R4
BRERRAE L BEAT -8, A LB LB HRPL, 133 8-{4-[5- (2-8]F )
"[ 1 ,2’4]%—:%'3‘£ ‘? ig]z{g&} -1 53':‘%%%\'296'; ﬁﬁ] °

B. 4bFEXItgtbomei4lE, EF R ERZAEFHE, #HE X,
Y. & Z

FAH, R ik A #9 Tk, AL ehFX (8) tiibed
TR T-FRFTEASM4-(RE(BABRAAE) FRA)-FK]-1,3-
=R E-1,3,7-Z A "8%-2,6- =87, FFAHEHEHILFEX RCO)CI
LM T EARE, F4F T 7 69105 16964

8- (4-{[5- (3-FHEFEE) (1,24 ==k 32 ) |FALIFIE)
-1,3- =R A-1,3,7- = & "%%-2,6-—FA;

8- (4-{[5- (2-FF ) (1,2,4-FE == 3 X ) JF AL} R ) -1,3-
—AE-1,3,7-Z 8 E%-2,6-—BR;

8- (4-{[5- (2-FHEFKE) (1,24-FF —=d 3K ) |FARAIFE)
-1,3-=F&%-1,3,7- = AE%-2,6-—BR;

8- (4-{[5- (3-FHEEFHE) (1,24-ME = 32 ) |FEREIFKL)
-1,3- =& 3#-1,3,7- = & "% %-2,6-—FR;

4- (3-{[4- (2,6-=—8AK-1,3-=FR&E-1,3,7-Z 8 "8%-8-3 ) A&
A1FHE}-1,24-FE =k 5- ) XFEFE (methyl 4- (3-{[4-
( 2,6-dioxo-1,3-dipropyl-1,3,7-trihydropurin-8-yl ) phenoxy]methyl}
-1,2.4 -oxadiazol-5-yl ) benzoate );

1,3- =R K-8-[4- ({5-[2- (=R, FEA) FK] (1,2,4-F8 —n-3-
A) YFERE) KK]-1,3,7-= 8%%-2,6-—B;

8- (4-{[5- (238 %3 ) (1,2,4-FE — e 33 ) ]F R} KA ) -1,3-
—RE-1,3,7-Z R E%-2,6-—B; AR
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8- (4-{[5- (24-—F R EAFE) (1,248 — = 3.3 ) |FoRA
FH) -1,3-=FA%-1,3,7- = & E%-2,6-—FA.

E 345 9

A X144 69 41 &

A. AFXINESYEHE, EF R ERPAERHE. X A 14-
bk AL RPAS. YAHAEARL, RZAXK

\AJHI%CM@

a) FEX (22) 891 ehe &, L Z A 14-mbed X | Y
AT RE. BXAHAXRE

a) £ 4o B K B (3.57mmol ) 4 AER (30ml) E& ¥ An
NEKBRAT (35.7mmol ) A 1-£-3-FK A AL (3.57mmol ). EFZRE
%ﬁ&,%Eﬁﬂﬁ&%%oﬁ%%55&6%5%zM%ﬁ A
MERARBAET IR, €&, RRBETRE, F2HRKRY, BiLH
&k TLC4%4L, 53] 1- (3-FKEAAK) t-4-KBR TES.

b) KEWRBEAETFTE (30ml) ¥, HAKAMAS (1.5g).
RAMERAATERS I, REBEBRER. AFVWER
Tt KBl 4548, KEHS & A 6N HBBILE pHIEA 1-2,
RER LB TBEEIR, A F A MERRBAET IR, FR/ERKRIE
7, A5 1- (3-KEAK) b4 R8R.
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c) &£ 1- (3-F Ak ) b 4-% 8 (300mg, 1.30mmol)s4)
NN-Z—FEAFBAE (7ml) ER PN 13- (ZFRE) BHK]-3-
LEH et (300mg). BFAREETRHRBAZNAGE
WRIEfE, REMN 56-—RIK-13-=F"K-1,3- = A Ew-2,4-—FF
(450mg) ¥ AL BRAY TR THRFIR. REMAN 2N A814L
4 (10ml) ,FFH&F R mME] 1200CHL: 2 . EZRLRSME
TR IK P A IR HBEAL E pH A A 2-3. iZRAWAEKE LR LB Z 18] 4
#8, %L&L%ﬁ%&ﬁ@%ﬁ%ﬂ%%% P AR, R
Sih Gk —RAE, 134554 8-[1- (3- KA AL ) stbek-4-K]-1,3-
Z R H-1,3,7,- = 8 E%-2,6- R,

B. v F X1y $lE, X+ R'E5 RPHYAHERKL, HE
X. Y. AZ

A, R LK 9A 9B, (2R FRBARB 1-8-3- XA R
Y%, H1FF %) 6943 X114

8- (1-FArbed 4K ) -13- =R HK-1,3,7,-= 8 8%-2,6-—FA.,

F A, #AF 8-{1-[(3,5-=—F A F=-4- 2 )F A b 4-31-1,3-
ZARE-137-Z87E%-26-—FAK 8-[1- (3-FRTAREK) nb=d4-
#J-1,3-=FHK-1,3,7,- = EE%-2,6-—BR.

E 364 10

15 XIdg b b-dh 6 4l &

A LFEXINESHAEE, EFP R S RPHYAEHE. X H
14-stod 2t RRA2-ZATHE. YHIEFH, B ZAHEXA
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B 8- (1-FAwbrd-4-%) -1,3- =& #-1,3,7-Z 8 %% -2,6-—FA
(0.51mmol ) # N,N-— ¥ & ¥ Bk (2ml) &R F Im A 8K BR 47
(5.1mmol ) B 2-i& Z¥% (5.1lmmol). & & E 70CHLIE,
KEBERBERLE, ¥EAMBILH &% TLC R, F3|4 7- (2-
LRTE) -8 (1-FHeubd4-4) -1,3-=RK-1,3,7-Z & %F%-2,6-

=B,

B. 4ZFX Mo WmesslE, EFR ERPHYAHAERAL, HE X,
Y. B Z

KM, 3B LR 10A BF%, 2ARLEHRFEXRLG s
M RFEF 2-18 T, HIF T 7| 6945 XIeh1L4-4:

7% A A -8-(1-F ke 42 )-1,3- =& K-1,3,7- = 5. "E%-2,6-
B

7- (PHATH) -8-{4-[5- (2-FTREFE) (1,248 =k -3-%
AR ALY-1,3- =R K-1,3,7- = S E%-2,6- —F;

7- (2-FEAE TR ) -8-{4-[5- (2-F AIFA) [1,2,4]4 —4-3-
_;:l'.E ? ig]ig}'193-:‘ P‘%E'l 93,7'-—:— %%%-296';ﬁm;
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7-T K -8-{4-[5- (2-FHAEFIL) [1,2418 =3 3T Hfep
3,}-1,3-—REK-1,3,7-Z 8 "8%-2,6-—BF; WA

7- (FA-2-H 2 ) -8-{4-[5- (2-FRHIEFXK) [1,24]F8 == 3K
? ig]xg}_1,3‘; ﬁg‘l :3,7'-—:“ 1%%'2:6-‘::'&@ °

EZA] 11

WEX (22) Wy 4l

A. 1F X HO-C(0)-XYZ kbt dl&, L+ X AFKL. Y
H-0O-CH,-w B ZH 5- (2-FHRIEEA) -[12408 =3

a) ¥ 4- R RXFEFE: (3.04g, 20mmol ) 5 3-8 F H-5- (2-
FEAFRR) [1,2,4]E == (4.48g, 20mmol ) #9FEE (200ml) &
BENAS A, HRAMTIE, BRNERPBLR, A ERAHET
LERTEE Y. R T AT EAREE S, 4-{2-[5- (2-F AL
) -1,2,4-B8 —eb 3 KT AR T BR T B8,

b) #H 4-{2-[5- (2-FREAXRE) -124 08 = 3-K1FHAI X
TR FES (5.0g) HEEAM4F (10g) & FEF (200ml) R EN 4.5
DB BUEBLRIER), AR ERAMAE R TiREAKZIE S48, KE
F) 6N BB L £ pHEY 3, FFRREERELBRTET. REM
MREFNAFE] 4-2-[5- (2-FRAEFRKE) -1,24- B -k 3- A |F ALK
FER.

B. 4% X, HO-C(O)-XYZ -t 4i&, HEX. Y. A Z
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KA, BB EE 1A 9T, 2ARE 3-FF R-5-IA4Y
[1,2,4]08 — e AR AR 3-FLF 25 (2-F RAFIK) [1,24]08 ==, 4]
F F 7 69405 X HO-C(0)-XYZ #49446-4%:

4-{2-[5- (3-FFEE) -1,2,4-F8 — e 3K )F AL R T B,
4-{2-[5- R RA-124TE = ek 3T RAYK T B UK
4-{2-[5-FR T 3 -1,2 418 o 3 |F AA ) K T B

E A 12

185 NI 6G1-E-d o4 4] &

A, ALEXI9oei4lE, EF RIS R?HAHAERL, R H
S.XH14-BEE.Y H-0-CHy-. B Z H 5-(2-FEIEXKE )-[1.2.4]
—ep 3

\/\)\)i}—Q N
SR =V

4-{2-[5- (2-FEAEXA) -124-TE o 3. X |F AL IR F B
(3.0g). 5,6-—8%-1,3-—A%-1,3- =8 F=-2,4-—8 (3.2g). &%
1-[3- (=P ER&L) AA)3-TAB_TrEERE (3.0g) 9REY
ANN-—FREFEBE (50ml) ¥ 2R TFHRFFLE, EHREMR,
HHEERAMEAT TR 1. KRB, EL PN 150ml 9 2N
844, FH RS MM E 120CHS: 2 it. HREMAHNE
0C, F A 6N #9EBRBRILE pH AR 2-3. HRESMAKSE LT
Be A8, BBH BREYG LB TEEEE BN, RAMA KK
s BUERA HLE F 6955 ZARARY 2 20ml. L7EAF5] 69 B4R A LR
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LESE, A RER CBRTER/FEE (1:1) k. ZBIREALS T
TRRARSBE 8-{4-[5- (2-FRAFHAL) -[1,24] -TB—mp 3- X FAH]
FAREI-1,3- =/ 3-1,3,7-Z R E%-2,6-—BR, —Frib3 XIe51bo-4.

B. X F X1t oMeidle, £+ R'E RZHAHERHE, &K
X. Y. AZ

KA, B L 12A TR, mARCHFEX (22) 6444
T AR 4-{2-[5- (2-FRAEFRL ) -1,24-1F —ep 3K |FARAIR
FER, FAREFEX GRS THRARE 56-—E-13-—F AL
1,3, 2SR -2,4- 28R, #1455 X1 La4h:

8-{4-[ (35-—F X F4-4-%) FRAIEA)-13-—HK-1,3,7-
= S(R%-2,6-—FA;

8-{4-[2- K AKX THRAIRE[124]- 18 — b 3- X ¥ A LXK
HA}-1,3-=AH-1,3,7-Z £ 7E%-2,6-—BA;

8-{4-[5- (4-FF L) [124) w3 A FHAIRHL)-13-=
R #-1,3,7-Z 8B %-2,6- . FR;

8-{4-[5- (3-FK k) [1,2,4] B ord 34 T EL]EA-13-2
7 %-1,3,7- Z K% %-2,6-—B7;

BAGLS- (3FRRE) {1,248 =3 2 F REJRAS-13-=
##-1,3,7- = &8 9%-2,6- —BR;

8-{4-[3- (3-FFHK) [1,2,4]- B8 —v 5 X FHA]-FEHL-1,3-=
R K-1,3,7-= & &%-2,6-—FR);

8-{4-[3- (4-=FK K ) -[1,2,4)FE —ek 5- A PRA] - KAL) -13-=
R AK-1,3,7- = S0E%--2,6- —F);

8-{4-[3- (4-FAXFEEK) [124]-TB=-5- A FHA] -X
H3-1,3-=A"3K-1,3,7- = S E%-2,6-—FR;
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8-{4-[3- (4-WTHXHK) [1,24]-F8—rd5- A F R HEJ K
HK3-1,3-—F#K-1,3,7-Z 8 8%-2,6- —FA;

8-{4-[5- (4-meAXtbez-1-KX ) THRA-FXHE}-13-—FH3%-13,7-
ZRE-2,6-—F;

8-{4-[5- (4-BF L) -[12,4)-E—ed 3 HX P RHA]-FHK}-1,3-=
R 3k-1,3,7- = S 7E%-2,6- —BR;

8-{4-[3- (4-FHFKAE) [1,2,4]-FE — v 52 FHHE]-KHK)-1,3-
Z R H-1,3,7-Z8F%-2,6- =8, AR

8-{4-[3,5- = F 3 -[1,2,4)- 18 —w 5 X FRHA]-FHK}-1,3-=—F %L
-1,3,7- = R "E%-2,6-—BF .,

L3645 13

142 RI6) o4 & $1&

A FE XIS ElE, TP RIERPHAHEARL. R H
£.XAH14-TXKE, Y AH-O(CH)-» AEZH5- (2-FHAFAL)
-[1.2.4710E —wmp 3. 3L

%&}@—b

a) £ 8-[4- (FRATFTHRA) XK)-1,3- =8 %-1,3,7-Z 8%%-2,6-
—#7 (3.8g, 9.08mmol) &K= F K F B (100ml) E&F A
BERAT (6.27g, 45.4mmol), #HEEIA2- (ZF R L) TERAE
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FRAR (3.21ml, 18mmol ), FIFiZRSMAE T0CHE 72 1N, &
FUREBLE, SR A W 2 EMAELAL, A 30% LBR B8/ Tk ki’ ,
132 3.7g #9 7-[(2-ZF etk ) TERA T R]8-[4- (KA TFTAL)
RKHAJ-1,3-=F #-1,3,7- = 8 "8%-2,6- —FA.

b)

[\
o ? '\

7-[ (2-=F R E) TRAEFTR]S-4- (RAFHRE) X
#A]-1,3-=H%-1,3,7- = K "E%-2,6-—F (1.74g, 3.17mmol) :&F F
B (100ml) ¥, X ¥4 Pearlmann KAEF (1.0g). F3]49
BFRARETR 1| AMERETHIE 16 b, BEFRETEFGBH
(celite) iLIE, A 50:50 49 — R FIo: FEE 2R IUKR, FFHRIRBRZAL
BE 7 (2-=F R E) CRAFA]-8-[4-FEARL]13- AR
-1,3,7-Z 872 %--2,6-—FR 69 & & B 4K,

c)

)\)i*@’/ﬁ’%@
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¥ 7-[ (2-Z FRAARA) TREFE]-8-[4-FKFHRI-1,3-7 &
#-1,3,7- = &"&%-2,6-—FA (50mg, 0.lmmol) &T &E (2.5ml)
F, AL FRAKERL (0.5g) Kol S-BTFA3[ (4-7) XK
AL JHE —»4 (25mg, 0.lmmol), FFHFRAEHMAE 60°C FHH 16 BT
BERBREBE, RE, FBEEMEHEEEEEHLL, A 30%
LB LB/ Tk kdt, 1535 7- (2-=ZFHEAARA) TARKE T HA-8-
(4-{[3- (4-BF L) (12,4-E ek 5 ) |FAAIXK) -13-=A
#-1,3,7- = &."&%-2,6-—F (50mg).

d)

T-(2-=F R AEE) TREAEATA-8-(4-{[3-(4-8FKHK) (1,24-
ME e 5. ) |FREIKL) -1,3-=F#K-1,3,7-Z 8 "8%-2,6-—FR
BT B (2ml) F, AL PiA IM HCl (0.5ml), BAOHER 2
aF. B2 ERLENIFRG G ERAWICE, A LB (3 x
2ml) #eid, FE)4 8- (4-{3- (4-8BFE) (1,24-FF —=5-3 ) ]
WEREIRAL) -1,3-=F 41,3, 7-= A E%-2,6- —FA,

B. £F X194t 4) &, £ F R'E RPHYHERAE, &E
X\ Y\ &Z

EN, B 13A 69558, 12fde 2w ARE s-
FFE3[ (4-8) FZEAPE—ek, #1413 TF 56915 X1 E-4%:
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8- (4-{[5- (4-|F ) (1,2,4-08 =k 395 ) ] £CH) KAL) 143
—‘-: ﬁ%" 1 33 :7"-—;:- %%%-2,6_:-&@ ;

8- (4-{[3- (4-FHEEXE) (1,24-FE —rb 5.2 ) TFAALIFEL)
13-—F#E-1,3,7-Z878%-2.6-—FF;

8-{4-[2- (4-BeiRrtet ) ZEAIEA}-1,3-—AK-13,7-Z4
"2 w2 6-—FF;

8-{4-[2- (4-F ook ) TABEIRE}-13-ZRK-13,7-Z 4
Ee-2,6-—FBR;

8-{4-[ (5-F A F=4-3-24) FAREIEK}-1,3-=FK-13,7-=58
"4-2,6-—HF;

8- (1-{[5- (2-FRAEF L) (1,248 =nk-3-35 ) 17 35 )b 4-
) -1,3-=H\#-1,3,7- = & E%-2,6- —FR;

N- (2,6-=—FRxXF L) -2-[4- (2,6-—8AK-1,3-=FHK (1,3,7-=
Srgoh-8- ) viked A TBLAE;

8- (1-{[3- (4-FHAFKL) (1,24-1F —nde 53 ) |F K)otk 4-
RE) -1,3-—F%-1,3,7-Z 8 7E%-2,6-—FR;

8-{1-[2- (1,3-—&AXF"IRk-2-5 ) TAP-4-K}-13-—7A
#-1,3,7- = £ 78%-2,6-—FA;

2-[4-(2,6-—FAX-1,3-=F 2 ( 1,3,7- = & "F%-8-25 ) )b 3K )-N-
(2-8 K ) TBuAE;

2-[4-( 2,6-=BAX-1,3-= A A ( 1,3,7- = R E%-8-5 ) )tk 2 ]-N-
F A LB,

1,3-= A2 -8-vtkedt 4- 2 -1,3.7- = & "&w--2,6-—FF;

‘?fu (3-{[4- (2,6-=—8AR-13-—A%-13,7-Z8F%-8-1)
FATFR)I-1,24-E —eb 53 ) KT BT 85,
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1,3- =R A-8-[4- ( {5-[2- (=R T AL ) FA] (12,408 543
A) YFRE) KHK]-1,3,7-= 80F%-2,6-—FA;

8-(4-{[5- (238 K% ) (1,241 —o 32 ) ]FRAIFKHE )-1,3-
ZF#-1,3,7-Z S F%-2,6- —BR);

8- (4-{[5- (24-—FRAFK) (1,24 0E =nd3- L) JFAA}
FA) -1,3-=AR3K-1,3,7-Z 5 8%-2,6-—FF;

8-{4-[ (5-FHARF=-3-K) FAKIRE}-13-=AK-13,7-Z 4
%%-236-:‘&@;

8-{1-[ (2-FHNKE) FHRImbmb 4-2}-13-—F%-1,3,7-Z &
w_2,6-—BF;

8-{1-[ (3-FHAFE) TR 4-K}-13-—RE-1,3,7-Z 82
w~-2,6- —FH;

1,3- =@ 2-8- (1-{[2- ( Z A F A ) FR]F A obee4-4 ) -1,3,7-
= S R%-2,6-—F;

8-{1-[ (4-FRAFA) TR o 4-£)-13-=FE-1,3,7-Z 5%
#%-2,6-—BF);

8-{1-[ (2-FHIAFI) FR=-4-2K}-13-—FHK-13,7-= 4
Hoh-2,6-—_B;

8-{1-[ (2-RF ) TR 4-%)-1,3-—FHH4-1,3,7-Z&8%
-2,6-—B;

8-{1-[ (3-FRAEXKE) FHhA = 4-K)-13-—HK-1,3,7-=Z 5
"%%\-2,6-———@5’;

8-{1-[ (3-AFAE) TR 4-K}-13-=F&-1,3,7-Z8"2%
-2,6-—BH;

8-{1-[ (3-F|FA) FHhubrd4-24}-1,3- =R HK-1,3,7-Z K %%
-2,6-—8F);
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1,3- =& #-8- (1-{[3- ( Z #LF 2L ) F ] F A et oh=4-35 ) +3,3,7-
& EA-2.6-—F);

8-{1-[ (2-|FK ) FHRIek-4-2£3-13-—/3K-1,3,7-Z 8 %F%
-2,6-—FF;

1,3-=A&-8- (1-{[4- ( Z R T &) FA])F A )obrd-4-3£)-1,3,7-
=8 "%%-2,6-—8R;

8-{1-[ (4-8|F L) FhAP4-K1-13-—FK-13,7-Z8%F%
-2,6-—8/;

8-{1-[ (4-F|FL) TR 4-43-13-—FK-13,7-Z 8 %%
-2,6-—Bf; VAR

8-{1-[ (4-FHAFKL) TR b 4-F}-13-—FHH%-1,3,7-Z 8%
-2,6-—FB.

L5 14

FE X (23) byl E

A. LFEX (23) 9t measlE, EPR AETHR

O
PN
LA
o) g NH,
6-RIIEE (5g, 10mmol ). ‘=F' ARSI (40ml). BAR

B4 (260mg, 1.97mmol) #RA4HEA 4 ) BF. T 49 HMDS %
‘TM%,M&ﬁ@ﬁ%ﬁ%k%i?%&%%ﬁi%o
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s 1R TR (10ml) A STk £ 130°CHE 3 K.
KRG, R EREWEHE 0C, Fhniofo e E4M. HiFE)
et Ly, MAKBE, YARBE 6-RAR-3-T HK-1,3- S A -2,4-
—BA, —FFEX (23) #9ikedh, RESH—FRETFTATF—
R,

B. £EeWFX (23) t44bbWhei bl &

KA, P8 X 14A 9 F B, 12 F4LF X R'Hal 49 1€ K4L
AR 1-AX T IR, #IF Fole9ibFEX (23) #91e:

6-8 A -3- T2 -1,3- R ER-2,4- = BR;

6- R -3-1E B 3 -1,3- — S E -2,4- —FR;

6-AH-3- IR A F K -1,3- = R oE-2,4-—BF);

6-FH-3- (2-FHAARX) -1,3- =5 F-2,4-—FF;

6-RBA-3-FK-13-—RFR-2,4-—BF; AR

6-RAI-3- LI -1,3- A ER-2,4-—BA,

C. %X (23) ¢ty sl &

FAA, 3B Lk 14A 6953, 12A4% X R'Hal 455 ¢ K1k
MR -8R TR, $IF T4 X (23) ¢91be-4:

6-RE-3-F H-1,3- — RFE-2,4- —BR;
6-F I -3-FF R -1,3- — EER-2,4- —BF);

6- R -3-1E R -1,3- — S EE-2,4- —BR);

6-R I -3-F F R HK-1,3- = RE R -2,4-—BF;
6-RHE-3- (2-FETHA) -1,3-ZR/¥EE-2,4-—F;

6-8I-3- (2-FRATH) -1,3-— K Fw-2,4- —FA;
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6-RI-3- (3-FAAK) -1,3-Z8F=-2,4- =8
6-8H-3- (4-RTHE) -1,3-—AF-2,4-—FA;

6-RFE-3- (2-T#H#H TH (ethylcarboxyethyl )) -1,3- =& %EE
-2,4-—BF;

6- BRI -3- LB I -1,3- = R EE-2,4- —FA;
6-RBI-3-20 X -1,3- — R F= -2,4- —BR;

6-RFE-3- (3-#ZE IR ) -1,3- A F=-2,4-—FF;
6-F A -3-IR T K -1,3- = A FE-2,4-—BF);

6-F A -3- KA AF A1 3-—F w2 4- —FF;
6-RA-3-F I -1,3- — F % -2,4- — B,

6-RH-3- (otbue-3-3) -1,3-— & Fwe-2,4- R,

6-2 -3~ (hee-3-AFAR) -1,3- = RH7E-2,4-—BF;
6-A I -3- (WHrkrH-3-4) -1,3-—&"F=E-24-—FF; AR

6-FAH-3- (k"E-4-A) -1,3-— A "F"E-2,4-—FA,

D. £etxX (23) Hikedtg+l &

EH, BB ik 14A 695 3R, 12/4% X R'Hal ¥4 H€ 51k
AR 1-R TR, #IFELEEX (23) ¢9iedd,

s

L&) 15

WE X (24) 64Lobi 4l &

A, EX (24) 891 BeidlE, EF R AHETHE
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N

6-RI-3-T H-1,3-— & %"%-2,4-—F (4.0g, 21.8mmol) 5T
BRKIE®Z (120ml) #9RGHheRE T0C A E X LB, Winmrsb
#HE 30C, AL — g — DIRGIIANTLFEERSS (3g), &£
R—FFREEIRIE. ERERASMEIE 0C, FiRiELiEFH A Kk
#, BAET TR, R S-BAK-6-8AK-3-THK-1,3-Z A& -2,4-
R, RER—FREFTHATT—F L.

B. F X (24) 4R EXEWHeHl &

RiH, B LR 15A GFR, 2A4FX (23) ¢EEs

HARH 6-BIE-3-TR-13-ZRFE-2,4- =8, #FT5e5tbFX
(24) #5484

5-FE AN -6- R -3- TR -1,3-— SR -2,4-—BF);

5-IFE 3 -6-R K -3-1E & E-1,3- = S Ee-2,4- —BF);

5-TAEE-6- R -3-FKAK T HE-1,3-— 8 "FT-2,4-—FF);

5-FLFEI-6-RI-3- (2-FAARK) -1,3- =8 F%-2,4-—BF;

5-T A -6- R I -3-F H-1,3- = EEE -2, 4- =B8R, AR

5-F A H-6-B K -3- T -1 3- = R 5 -2, 4-—FA,

C. #£F X (24) 4 ehbdheisl s
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KKy, R _EiE 15A 6953, {2 R (23) 836540
WRA 6-FH-3-TA13-ZRAR 2428, HATILEX
(24) #9464,

5-T A F-6- BRI -3-F K-1,3- = RF = -2,4- —FR;

5-I A H-6- B -3-F A A-1,3- R EE-2,4-—FR;

5-I2 A 3K -6-RIK -3-0E R R -1,3- = SR -2,4-—BR);

5-T K A -6- R -3- R AR AR -1,3- = S0ER -2, 4- = BR;

5-TAH K -6-8K-3- (2-FKETHK) -1,3- =& F=-2,4-—F,

5-BAHIR-6-BIK-3- (2-FRATHE) -1,3- =5 F%-2,4-—FF;

5-BAER-6-RK-3- (3-FEAARL) -1,3- =R Fw-2,4-—F;

5-LAHA-6- 2 -3- (4-FTA) -1,3-=8FE-2,4-—FR;

5-L AR -6-RI-3- (2-THERTHE) -1,3-—8F=-2,4-—F;

5-I Ff Ak -6-R K -3- Tk K -1,3- — A -2, 4- R,

5-I FH AR -6- R AR -3-2R R AR -1,3- = AR -2,4-—BR;

5-T A -6-RI-3- (3-FBEIRL) -1,3- =S FW=-2,4-—F;

5-FFE-6-RE-3-IM T E-1,3- A e -2,4- —FR;

5-I FE 3R -6-RIE-3-R AR F A-1,3- = S -2,4- —F);

5- T FH H-6- R IK-3-KK-1,3- = A -2,4- — B,

5-IB B 2 -6-RIE-3- (iR-3-4 ) -1,3- =R Ew-2,4-—BF;

5-I FHAR-6-RAR-3- (WE-3-2RF A ) -1,3- =S -2,4- =B,

5-T A3 -6- B -3- (WEArkH-3-8) -1,3- =R HE-2,4-—FF;
VAR

5-T AR -6-RA K -3- (JR"E-4-3 ) -1,3-—&AEE-2.4-—FA.

D. #FX (24) 4 EEHEHE HE
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KUK, BB LA 15A 6953k, 2RA4hFX (23] AL%E i/
WA 6-BA-3-TA-1,3-Z £ Fw-2,4- =8, $IFLEHLFEX
(24) #91be-4.

F2645] 16

tFEX (25) b o4&

A FEX (25) b Pegsld, HF R AETHE

/\/\ NHZ
N

T -
@) N NH,

5-T A AK-6-R I -3-T K-1,3- = S %"E-2,4-—FA(2.1g, 10mmol )
5 RKE®ZR (50ml) 69REMMHRE T0CHEXAER., RE, —
DI — RSN TR (Tg) REBRE/FELE. R
MRGWBAETHELXLERRNMIN, REALHE 0C. FiLELE
HREKEE, 72 5,6-—8K-3-TH-1,3-—AF"-2,4-—F8, —
AAFEX (25) $9ieed), RER—FRUHFTATF—F KA.

B. £F X (25) HEECHEMWA S &

EH, 3B LA 16A 69Tk, (2R4F X (24) thH e 1o
PARE 5S-B AR -6-R I -3-T A-1,3- 8 E"L-2.4-—F, 443 F 7|44
F X (25) 694464

5,6-—RHK-3-T3-1,3- = S Fw-2,4- —FA;

>

5,6- = A -3-E A A-1,3- = R -2,4- B
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5,6-— & H-3-FR R A T 3-1,3- — S FEE-2,4- B
5,6-—&HK-3- (2-FHEAK) -1,3- = 85" -2,4-—BR;
5,6-— & -3-FH-1,3-— A Fw-2,4-—F; ARK

5,6-—R4k-3- LB F-1,3- = R -2,4- R,

C. F X (25) ML eieMmey sl &

KR, B L 16A 69 F K, 2ALFEX (24) ehLEHE
AR 5- T AE R -6-F A -3-T R-1,3- — A7 -2,4-— B, H1F T 769
FE X (24) 1o,

5,6-— & I-3-F 3 -13-— & 4EE-2,4-—FF;

5,6-— Rk -3-F A HK-1,3- S ER-2,4-—F;

5,6-— & -3-E R HE-1,3- =S -2,4- =B

5,6-— R K -3-A K KKE-1,3- 8 F-2,4- B

5,6-—&H&-3- (2-FRATHK) -1,3- =/ HEW=-2,4-—BF;

5,6-—&K-3- (2-FRAZHE) -1,3- =R F"L-2,4- —FR;

5,6-—&H-3- (3-FARRK) -1,3- =S FR-2,4-—BF;
5,6-—&H-3- (4-RTH) -1,3- =S HE=-2,4-—F;
5,6-—&AK-3- (2-THERTK) -1,3- =K F"-2,4-—FR;

5,6-— 8K -3-THE-1,3-— 5 Ew-2,4-—FR;

5,6-— &k -3-30 R AK-1,3- = A -2, 4- — R

5,6-—&HA-3- (3-HFAIRRL) -1,3- =8 F=-2,4-—FF;

5,6- =& -3-3F THR-1,3- = S E R -2,4- = F;

5,6-—RK-3-FLAK T K-1,3- =2 F K -2,4-—BF;

5,6-— & -3-F K-1,3- — AE R -2,4- —BR);
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5,6-—FA K -3- (vmR-3-2L ) -1,3- ZSER-2,4- B
5,6-— &K -3- (mZ-3-2KFK) -1,3- = S FER-2,4- =R
5,6-—&E-3- (WERAH-3-K) -1,3- =R FR"-2,4-—8F; AR

5-L A K -6-FAH-3- (k"E-4-K ) -13-— 8 HEWw-2,4-—F.

D. tF X (25) $h e meg sl &

EM, 3B i 16A F %, [2AALFX (24) eSS
AR 5-T A K -6-F K -3-T K-1,3- =R Ew-24-—FR, $FHLE
i X, (24) #94eo4p.

L35 17

165 XI6g1o-4h 6 414

A. eFEXIe9eoMeg4 s, £F RIAETHA. R A&, R
AR XA 14k YARFHRE, B ZAFKRK

FE X1

FE 5,6-—RFE-3-TH-13-—&8"%-2,4-—8 (1.2g, 6mmol)
5 1-Febek 4 B (1.2g, 6mmol) &5 FE (30ml) 49 RAH+F
dax 1- (3-—FREAAL) 3-TABL_TrEEEHL (1.16g,
6mmol ). —H X FE BT E K, ZRASYWAETETRHFTRE,
F¥ERTE Sk, ATE®RE ERETTHR. 2795 -FA
—AERIE (50ml) RAAM4E (18mg) RAFHAn#ZE] 130 CH 4L 48
P, RE, HEMREBE, RedE FEEK (1:1) —RAE,
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VAFRAE 1-T -8 [1-F 2mbt 4-241-13,7- = & °&%--2,6-—BF, —H
1 X1egie a4,

B. {3 XJ69 3L E o 69 Hl &

KA, B LA 17A T, 2A0FX (25) 9L E1s
AR 5,6-—8K-3-THK-1,3-— A Ew-2,4-—FF, #4F T e910F
K It

1-T 2-8-[1-F e -4-3 ]-1,3,7- = £ "8%--2,6-—BF);
1-TA-8- (vbm-4-K ) -1,3,7- = &"8%-2,6-—FA;
1-A 35 -8-[1-F Akvbed-4-3K1-1,3,7- = & "% %-2,6- —BF;

1-T A8 (1-{[3- (ZATFH) FRA]F A oted-4-28) -1,3,7-
= E8\E-2.6-—BR;

1-T 8- (1-{[3-AFK KL F bk 435 ) -1,3,7- = K "E%-2,6-
—BR);

1-T-8-[1- (KA THA) wbod-4-3]-1,3,7- = 52 %-2,6-—FF;

1-(2-F 2 R ) -8-[1-F 2rtbrd -4-31-1,3,7- = £ "8 %-2,6- —FF);

1-A2-8- (1-{[3- AR AT A vtboe 4- 2 ) -1,3,7- = 5 "E%-2,6-
B ;

1-A 3-8 (1-{[3- (= F&) XA ]FHE ke 4-3) -1,3,7-

=R %2 6-—BF;
1-72-8-[1- (R TH) vbmk-4-2]-1,3,7- = & "E%-2,6-—FF;

8- (1-{[5- (4-BFHL) (1,24FE —=b 3.3 ) T A vtk 4-3)
-1-/ %-1,3,7- = 8% %-2,6- —FF;

-7 258 (sHoo-4-% ) -1,3,7-= £ "8%2 6-—F;
1-Z2-8-[1-F Krtoodt 4-%)-1,3,7- = £."B%-2,6-— B
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8- (1-{[5- (4-BFH) (1,240 v -3 ) 1T ) nkr-4.30 )
-1-T #-1,3,7-Z &7%%-2,6- —R;

1-Z.3-8- (vtbmt 4.3 ) -1,3,7- = & E%-2,6-—FA;

1-2R 8 2 2 -8-[1-F Fhombed-4-3K1-1,3,7- = R "2 %--2,6- —FR);
1- (2-F3 &K -8- (rbmk4-3) -1,3,7- = R "E%-2,6-—F;
1- T 3k -8-vtbwt 4-3 -1,3.7- = & "&4--2 6-—FR;

1- Tk 2 -8-[1-3F Fomtbnd 42 1-1,3,7- = &."8%-2,6- —BA;
1-°F3L-8- (wtbm4-3 ) -1,3,7-= & "8%-2,6-—FA;

1-F 25-8-[1-7F ok 4-3]-1,3,7- = & "%%-2,6- —FR;

1- (2-FEAAE) -8 (1-{[3-AFAAX]F A}k 42 ) -13,7-=
SR4-2,6-—BR;

1- (2-FHAAE) -8 (1-{3-ZAFTEARXAFHA bk -4-2)
-1,3,7- = 8\"%%-2,6-—BF;

8-[1-"F zhrrb-4-K1-1,3,7- = S "E%-2,6-—BR;

C. vZFERIHE oM ei4l &

Fhdb, B LR 17A 695K, {2A4FX (25) ¢9HEhé&

o T AR, 5,6- —RA-3-T H-1,3- =& Fw-2,4- =8, FAMLFEX

(22) 4 AW TABHN 1-F ke -4-RBR, #I4F FFl 4Lz
AIe91ea-4).

1I-F -8 (1-{3- (=R FH) KA FHR ke 4.3 ) -1,3,7-
= ER4-2,6-—BR;

1-F A8 (1-{[3-#RK]F At 4-3 ) -1,3,7-Z & %%
-2,6-—BR;
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1-0E /R K-8 (1-{[3-M KA1 F R ko 4-3 ) -1;3,7-= Lot
-2,6-—BR;

1- (3-FARA) -8 (1-{[3-AMFEE]F A Iakok 42 ) _1,3,7-=
S E-2,6-—FR);

1- (2-FKIETHE) B-[1-{FH)nbmd 4-K]-1,3,7-Z &.72%-2.6-
—BRl;

1- (2-FRATHE) -8 (1-{3- (ZAFA) FXE])F A ) wbmk 4
) -1,3,7-Z A E%-2,6-—BR);

1- (3-FAAK) -8 (1-{[3-AARE]FHAbrd-4-3) -1,3,7-=
EE%-2,6-—BR);

1- (4-8TA&) -8 (1-{[3-AFRE]F )t 42 ) -1,3,7-= 5,
22 6-—FF;

1- (2-THAARTHK) -8- (1-{[3-RFEK]F R ube 4.2 ) -1,3,7-
Z A E%-2,6-—FF;

1- LB -8~ (1-{[3-MFE])F A ok 4-K ) -1,3,7-Z R&%
-2,6-—Ffl;

1-ZR R K-8 (1-{B3-A XK F A b4-2 ) -1,3,7-= &%
-2,6-—B/;

1- (3-ZAIR R ) -8- (1-{[3-AFK]F A bk 4-2) -1,3,7-
= A R%-2,6-—FF;

1-2R T E-8- (1-{[B3-AFRE]F R bk 4-24 ) -1,3,7- = &K E%
-2,6-—BF;

1-ZR AR T 8- (1-{[3-ARA]F A tbrd4-2K ) -1,3,7- = &%
w-2,6-—BR);

1-3RA-8- (1-{[3- AR F K )etbrdt4-2 ) -1,3,7- = 5 "E%-2,6-
5
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1- (oemg-3-25 ) -8- (1-{[3-# KA F A }rbed4-269 1,3, =4
Fe-2,6-— B,

1- (vbme-3- 2K T ) -8- (1-{[3-MF L] F K )nbmd4-£) -1,3,7-
Z R E%2.6-—FR;

1- (WErkH-3-3 ) -8- (1-{[3-AFE]F A vbed 4.5 ) -1,3,7-
ZRE%-2,6-—BF; VAR

1- (W&"Z-4-2K ) -8- (1-{[3-RFAK]TF A} b 4-K ) -1,3,7-Z £
"Zuhh-2,6- B,

D. #F I L EHEH e F &

KAk, B LR 17TA T, [aAHFX (25) HLEMRE

T HRANR 5,6-—RK-3-TA-13- = A w-24-— 8, FRAMLEX

(22) ¢y Lee W THAN 1-F Aabed-4-B 8, #FHLC6HLF
ENERIIT B

x5 18

wEX (31) b4l

A. #FX (31) ¢hiomeislE, EF REAFR
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w4A (1.53g, 67mmol) 5-F RS TEE (75ml) #1& TEelme
R BIERFANFM (5.0g, 33mmol) BAFX LB TE (3.77g,
33mmol ). RELRAHPEHERAFLE 10 185, L3, ik
HR LB, Kz E TR, FAREAYT pHAEE 5-6 X
B FFEARLIR, AAKREHFAELTT TR, ARM 6-AK-1-F 1
-1,3- =S -2,4- 28R, —AFEX (31) ¢9eddy, RE#—F
RLBPTT AT F—F R

B. {tF X (31) #9 L EhEHes 44

K, BB EiK 18A 69 F B, [2A4k5 X (30) $9HETibs
PR F e, #F T FEX (31) 891b-4p:

6-8 K -1-F K -1,3- = K H-2 4-—BA;

6-BAF-1-1FE HX-1,3-— S HE-2.4- —FF;

6-RK-1-E T HK-1,3- =& -2.4-—BF; LR

6-&h-1-F T &-1,3-— 8" -2,4- =,

C. %X (31) ety &

KA, BB Eif 18A 4953k, ALEX (30) EEHE
WARBFUE, #IFHLEHFEX (31) ieddh.

6-2I-1-F K-1,3- = K H-2,4- —FF;

6- B X -1-F A H-1,3- = S ER-2,4- =B,

6-&I-1-1E XA -1,3- — f 0T -2,4- —BR);

6- 2 A-1-7 B R -1,3- = S -2,4- —BF);

6-2AK-1- (2-RAX K ) -1,3- & Fw-2,4-—F;

6-8A-1- (2-FARATHK) -1,3-= & FR-2,4-—FA;

6-F A -1- (3-ZAAHAL) -1,3- =& FE-2,4-—F;
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6-RA-1- (4-RTH) -1,3- = £ F"="-2,4-—BR;
6-FI-1- (2-TAHKTHK) -1,3-= K F®-2,4-—F;
6- B -1-T K -1,3- — A= -2,4- —BR);

6- &I -1-20 /X 2 -1,3- — R E-2,4- —BF);

6-2 k-1~ (3-2AIMRL) -1,3-— A Fw-2,4-—F;
6- R H-1-F1 T -1,3- = S8 -2,4-—FF);
6-FI-1-FR A F 3K -1,3- — S8 -2,4-—FR;

6- BRI -1-F 3 -1,3- A 7T -2,4- — BR);

6-FA-1- (Phem-3-K5) -1,3- =R "FR-2,4-—F;

6- &A1 (oR-3-AFRK) -1,3- =R #F®-2,4-—8;
6-RIE-1- (WEHK@-3-K) -1,3-—FE"-2,4-—F; VAR
6-&H-1- (k2-4-A) -1,3- = A F=K-2,4-—FA.

D. &£F X (31) 4L EebH g4l &

KM, 3B L 18A 69 EK, 12/4%E X (30) ¢ E/Hs
PAREF R, #IFEEFEX (31) ¢9ie-9.

L3614 19
RF X (23) a9tbtdh b6 &
A FEX (23) 894 oMt dl &, EF REAFA

NO
HN l

23)
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A 6-RI-1-FH-1,3-—RFE=-2,4-—F (2.0g, 9.2mmot) T
15ml # NN-=F A FBLEE S Sml Keg RS WegiEiz T, £ 90CTF
He N FEEE 4R (1.27g, 69mmol ). EREREWFINKRERAE
AR RE AR, FEIZREGMA TOCTFAoi 1 D EF, FEHAE
BLEY, BRAMBETHKTY, FREEEZE pHALA 4. Hiigitik,
RRKE, FEBRETFR, AEE 6-R8IE-5-BAE-1-FHK-1,3-
ZRER-2,4-—8R, —FFEX (23) 9.

B. uF X (23) HHENEH4HE

KA, 3B B 19A 89 F IR, [2A4LF X (31) e 1bsb
BARE 6-FHIK-1-FR-13-—HHw-2,4-—8, #FTF5e51LFX
(23) &91k5-4:

6-BI-5- T A -1-F K -1,3- = S E"T-2,4-—FF;

6-F I -5-T2 A 3K -1-0E R A -1,3- = R FER-2,4-—BF);
6-RIK-5-TL A I -1-1E T K -1,3- — R FER=-2,4-—8F; VAR
6-R I -5-T AE A -1-5% T A-1,3- — RoE=-2,4- B,

C. F X (23) 9o ei 4 &

KM, B L 19A #9F3k, [284FX (23) thEEehs
P RBE 6-RI-1-FA-13-— 8 Fw-24-—8, #FHEeehbEX
(23) 9464,

6-F I -5- AN A-1-F 2K -1,3- — 88 -2,4- —BR);

6- R H-5-T A K -1-7F A K-1,3- = R EE-2,4- —FR;
6-F I -5- T8 A F-1-0E /R H-1,3- = R F-2,4- = BR);
6-RIK-5-T A -1-F R HK-1,3- = S -2,4- —BF);

92



02822258. X oo 5E86/107m

6-RI-5-TF A -1- (2-FKETH) -1 3-Z & 5E5%-2.4 — R
6-FA-5- T AR -1- (2-FEALTR) -1,3- 25 F9%-2,4-—FA;
6-RAE-5-TAEI-1- (3-EARL) -1,3- =8 H=-2,4-—FF;
6-R A -5- AR -1- (4-BT A ) -1,3-—FF=-2,4- —FR;
6-FHK-5-TAH-1- (2-THERBRTHK) -1,3-—&AFw-2,4-—FF;
6-F A -5- T A I -1- T 2 -1,3- — ST -2,4- —BF);
6-F A -5-T8 FH H -1-20 /R 2 -1,3- = A9 -2, 4- — BF;
6-RBIA-5-T A FE-1- (3-BEINRIL) -1,3- — & 4E=-2,4- —Ffl;
6- BRI -5- T A F -1-30 T 2h-1,3- — S " w -2, 4-—FF;
6- B A -5- T AN -1- 2R R AR T A -1,3- = AR -2,4-— B
6-RI-5- A A -1-3KK-1,3- = SF= -2,4- — FR);
6-RAIL-5-TL A HE-1- (obeE-3-38 ) -1,3- —&Fw-2,4- —FR);
6-RAR-5-TAEH-1- (HoR-3- K FH) -1,3-Z R F-2,4- —FF);
6-BI-5-TLAEH-1- (W Rrk@-3-28) -1,3- — 8 Fw-2,4- —FF;
VA B
6- BRI -5-T A H-1- (PRoE-4-3 ) -1,3-—FE"E-2,4- .

D. 16X _(23) 9 ehoHeys &

EAUH,, 3B L 19A 6958k, {24 X (31) ¢ ehs
PR 6-BI-1-FA-13-— S Fw-24-—8, HFHLeegtbzE X
(23) &94ee-4.

364 20

FX (21) 894 eg &
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A 4RFEX (21) 89t bemey &, EF RPADR

NH;
HN

@n

E 6-RA-S5-BAA 1-FH 13- —&fF=w-24-—8 (1.15g,
4. 7mmol ) #5 12.5%#9 8 KiE& (40ml) F, 70CTF 15 47 A K
Ha N T ELBR S4H (2.44g, 14mmol). FEIKIE P 420 R ELRAY 4
TR, WIRIIE, RKkE, FAEBET TR, MR 56-—R&
1-F R3-SR EE 2,4-—BR, —FLE X (21) #ibbsdh.

B. tbF X (21) ¥R EHAWeEE

FAAN, BB ER 20A 8958, {2RFX (23) 9L E s
PARA 6-RIK-5-TAH K -1-FK-1,3-Z EFR-2,4- 280, #1413 T 584
FEK (21) #9489

5,6-— & H-1-F ¥-1,3-— 8 F72-2,4- —FA;

5,6-— &M -1-1E A H-1,3- S E-2,4-—FR;

5,6-— & H-1-FE T HA-1,3- =82 -2.4-—FF; A&

5,6- —RE-1-F T H-1,3-— & Hw-2,4-—BR.

C. FX (21) LM ei4E&
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KM, B EE 20A ¢ F B, 2ALFX (23] ¢h L ered
PARA 6-R K -5- BRI -1-FK-1,3- — R Fw-2,4- =8, $14FT 544
FEX (23) 8914,

5,6- —&A&-1-F K-1,3- =S &= -2,4- —FA;

5,6-—&I-1-F A HK-1,3- =S F=E-2,4-—FF);

5,6-—&H-1-1E /X IK-1,3- — & Fw-2,4-—FR;

5,6-— &k -1-A R E-1,3- 2 R ER-2,4-BF);

5,6-—&HMA-1- (2-FKETHK) -13-—8%F"E-2,4-—F;

56-—&HK-1- (2-FARATRK) -1,3- =R %F"-2,4-— B,

5,6-—&k-1- (3-ZXARK) -1,3-—EF=-2,4-—FA;

5,6-—&HK-1- (4-ATHK) -1,3- =& F"%-2,4-—FR;
56-—RHk-1- (2-THEARTR) -1,3-=8F"E-2,4-—FR;

5,6- =& 2k-1- Ttk K-1,3- R Ew-2,4- B

5,6-—RIA-1-3FRHE-1,3- = 8 FR" -2,4- —FR;

5,6-— & -1- (3-ZAFRE) -1,3-— & "E%-2,4-—FF;

5,6-—&F-1-FL T X-1,3-— A FE-2,4-—FR;

5,6-— & -1-3R A A F K-1,3- = S HE R -2,4-—FF;

5,6-—RIK-1-FHK-1,3- = A Fw-2,4- —BR;

5,6-—RJk-1- (k2g-3-3K) -1,3-= SR -2,4- —F;

5,6-—&Hk-1- (wee-3-RFHK) -1,3-= S FR-2,4-—FF;

5,6-—&-1- (WERKH-3-K) -1,3-ZRFE-2,4-28;, UK

5,6-—&Jk-1- (Ro2-4-28) -1,3-ZS0FR-2,4-—FA.

D. %X (21) YA ME4 &
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KAdM, BB EiF 20A 6953, {2A40F X (23) hHESE
PR 6-RBI-5-T A -1-FHK-1,3-— A E=-24-—F, 413 e
X (21) Hieod.

L34 21

1 NI b9 414

A. e F X9 o-eg#lE&, EF RIAS. REZAFE. RS
. XAH14vkb R YATZFHE, B ZAHAXE

FX1

¥ o56-— R/ AE-1-FX-13- = A Fw-2,4- —F (200mg,
0.8mmol ). 1-F3rtbed 4-# 8 (202mg, Immol) 5 1- (3-=F &
AAE) -2 AT rELEE (191mg, 1mmol) &F NN-=
FEATBEY M 16 DI, RE, BEMKRER, H¥ERedHh
BT ANFTR AL (HMDS)., EER T mAARBRE, ¥z Re
MAE 125°C TFAhedh, 4k 80 ) Bf. iT-E49 HMDS RAERBLY, FHiIf
EZaE 11 FE K ROMFEREK. FEKREE, A 11 F
B oKk, FERETTE, MA#4 3-FH-8-[1-F Arkek 4
#£]-1,3,7-Z 5 E%-2,6- =B, —HLFE XIH0sY.
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B. £ FXINHEWe$E, EF R AA. BBHEA. X H 1.4-
sbep B, Y AP PR, B Z AXRE, &E R?

R, 3P £ 21A 953K, 12f45EX (21) ¢9H e
My o] AR 5,6-—RE-1-FH-13-Z 8 Fw-2,4-—8R, HIF T3 4
A5 X1t o4

3-iF ) 2 -8-[1-F Zhotbed -4- 2 )-1,3,7- = £, 7&%-2,6-—BF);

3-7 T A-8-[1-F Hrtbrd -4-2]-1,3,7- = & %%-2,6- —FR;

3-F A-8-[1-F vtk -4-3K1-1,3,7- = &% %-2,6-—B);

3-1E T A-8-[1-F Fhoibed 4- K ]-1,3,7- = R %%--2,6- —FR);

3-(2-F A AE)-8-[1-F Ketkrd 42 1-1,3,7- = &"8%-2,6- 5
VAR

3-F AK-8-[1-F AKvbed4-2]-1,3,7- = £ &%-2,6-—FF.

C. ZXIodeg4ld, P R AE. T RE RPAHEA.
XA 14vtbet X, YAHADRFHR, B Z AXR

K, 3B Lk 21A F B, {2AkFEX (21) L eis

MoK 5,6-—RA-1-FH-13-—&Fue-2,4-—8R, FALFEX

(22) 69 EHAWTRARE 1-FHRobrd-4-B B, HIFT7 69105
KIegLe-4p.

3-F A-8-[1-F Akt 4-K]-1,3,7- = A& %4--2,6- —FA);

3-7F A A-8-[1-F Fhrthed 4-3K1-1,3,7- = £ "8%-2,6- —FF;

3-1E /% FR-8-[1-F Hrtbet 4K 1-1,3,7- = R "8 %~-2,6- —FR;
3-(1-A AR ) -8-[1-F Arthm-4- 2 ]-1,3,7- = &."8%-2,6-—FF;

3- (2-FETHE) -8-[1-{F & tk-4-%1-13,7- = & &% -2,6-
5
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3- (2-FTERAKTHK) -8-[1-F Anbrk-4-3]-1,37- = 5. "8%-2,6-
—FF;

3-(3-F KA )-8-[1-F Hnbrd 43 1-1,3,7- = S "E%-2,6-—Bfl;
3- (4-#TH) -8-[1-F Fobed 4-2]-1,3,7- = £"8%--2,6-—FA;

3- (2-THARKRTHK) -8-[1-F bk 4-31-1,3,7- = & "8%-26-
—BR);

3- TR A -8-[1-F Aotk 4-31-1,3,7- = S 2%-2,6-—B);
3-BF R A -8-[1-F A vtbmd 4-3K1-1,3,7- = R "-2,6-—BA);

3- (3-FRIRNRKL) -8-[1-FHnbe4-21-13,7- = 5 2% -26-
—BR;

3-ZR T AA-8-[1-F Hhrtbek4- 2 ]-1,3,7- = & ."8%-2,6-—FR;

3-FRA AT AR -8-[1-F Fmbed 4-2 ]-1,3,7- = & E%-2,6-—B;

3-FKA-8-[1-F vtk 4-3K1-1,3,7- = S %-2,6-—BA);

3- (b -3-2K ) JE R B -8-[1-F 2otk 42 1-1,3,7- = S 8%-2,6-
—BFRl;

3- (mbmg-3- 2 F R ) -8-[1-Fhrbmd-4-K1-1,3,7- = £.72%-2 6-
B

q

3- (WEkH-3-28) -8-[1-F ke 4-XK1-1,3,7-= &.8%-2,6-
B8R AR
3- (9R"2-4-2 ) -8-[1-FHrtbed-4-K]-1,3,7- = & "8%-2 6-—FF .,

D. pF NIt oWt #l&, XP R AR, BHER:L RPAE,
XA1A4wmb K, YATPFHE, B Z AFXKE

R, HR L& 21A F R, RALFEX (21) e/
W T B RAR 5,6-— FA-1-F£-1,3- 2 RoBR-2,4-28, FALEX
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(22) 89 17T HARH 1-F b 4- BB AT T 2l X
164104549 .

L4 22

1FE X (33) #9414 bh41&

A, AFEK (33) 91k oMei &, EFR AETARR AT
p-3

(3)

6-FFh-1-F A/ EE (3.0g) ERKNN-—FRFBUE - F4
B: (10ml) 5 NN-—F A ZBtAE: (50ml) Fa9&F &AL 40C FIR
BHENRB) RIS FRAH K AL (60 54F). RS, ImABEBR4T
(10g) Ao T2 (7.8g), HWREBRAMAE 80CTHIE 16
B, ¥R RAMAHETIR, IR, HEHEAL, #3FX(33)
M, 6-[1-8AR-2- (ZFRARRL) THA]3-THR-1-F2-13-=
SHR-2,4-—FF, TUARAFT—F KA.

B. %X (33) ¥t Mmei4 &, aE R AR?

KN, B Eik 22A 9B, [2f4ik5 X (31) thLeis
BT AR 6- R A-1-F Ao, A LemA G TR EA T
THGE, 4IF TR 64 FE X (33) 6940-9:
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6-[1-RA-2- (Z—FAEAL) THR]-1,3- =k 13- ZRF%
-2,4- —Bf;

6-[1-FF-2- (ZFRARX) THE13-=ZTHA-13-—8F%=
-2,4-—BR;

6-[1-RA&-2- (ZFRARAL) THAJ13-ZFH-13-—55=%
-2,4-—FF};

iy

6-[1-84-2- (ZFRARX) THEA]13-ZTA-13-Z8F%
-2,4- —BR);

6-[1-R#-2- (ZFHEARL) THEA1-FHR-13-— 55w 24
—BR;

6-[1-RA-2- (ZFHEEL) THAI-FR3-THE-13-—&F
vE -2, 4-—BF;

6-[1-8A-2- (ZFREL) THA1-FR3-FE-13-=
vZ-2.4-—FR;

6-[1-85-2- (ZFRAAL) THA-1-TH3-F-2-42-13-=
SEE-2,4- —BF;

6-[1-F-2- (ZFHEAL) THA-13-=THA-13-— &%
-2,4-—Ff);

6-[1-FA-2- (ZFHRARL) THA-1-TH3-FA-1,3- 85
wE-2,4-—BF;

6-[1-RA&-2- (ZFHEERL) THA1-FRI-TE-13-—85
"2 -2,4-—FR;

6-[1-8Z-2- (ZFAEL) THAI-FRAIATHA 13- =5
EZ-2,4- —BR;

-[1-@3%-2- (Z—FERK) THR]1-FA3-FKAA T H4-1,3-

Z R -2 4- T BR);
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6-[1-RA-2- (ZFRAERE) THA]-1-TE-3ERFHA PR3-
=S -2,4-— B,

6-[1-8&-2- (ZFEEAL) THAI-TR I THE-13-=5
HE-2,4-—B; AR

6-[1-84-2- (ZFHAEAL) THA13I-H TR 13- Z A
-2,4- B8R,

C. E X (33) t9tbbdhthslE, T R AR

FAdib, BB L 22A 493K, 284X (31) BETiHE
T HARH 6- R -1-F R RE R, AL CHE HI T RAE
THRE, REFLCHLFEX (33) t9ied.

F364) 23

X (34) 8915 es 514

A, RFEX (34) 9Pt 41&, BT R AETHER R AT

A

o)\:r NH,
(34)

A FHP] 22 FIFE 4 6-[ (1E) -1-R2e-2- (ZFEEL) TH
F3-TA-1-FA-13-—RFw-2,4- =87 (4.0g) ZF FFEP, &
EF R ANE BB, FH B RA M TR T 54 48
. HREBRHIWRRIE, EBETHRBRER, SZt4hmitF

N

-
s

]
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ZKEP’ 4]%—,%,‘,’;{31/;}@, m7j(/5t‘¢éa %ERE—F%};&’ VX&% 6-.%(‘;_%..3_
THI-FR 3-8 FR24- BRI Z Y, TUAAFFT—F A

B. 4t X (34) ¢41e-mei4)1&, RE R AR?

RKAhHy, 3B LR 23A #9588, {2 /4bF X (33) 89 HE1s
PR 6-[(1E)-1-RH4-2-( ZFERAAL ) THA]-3-THA-1-FHK-1,3-
ZREE-2.4-—FR, #1FTF 5694 F X (34) 894ty

6- 2 A-1,3- A 3-1,3- = S E"L-2,4- —BR;
6-&AH-1,3-=T 2-1,3-Z A% -2,4- —FF);
6-FA-1,3-= F K-1,3- = R Fw-2,4- —F;
6-R8IHK-1,3-= T HK-1,3-— 5 F"2-2,4- —FA);

6- R -1-F 2K-1,3- — 5% -2,4- —BF;

6-BHA-1-F K -3-TH-1,3- 5% -2,4-—FA;
6-FH-1-F K-3-FH-1,3- — R -2,4- —FF);
6-2IK-1-TAK-3- (R-2-8-K) -1,3-Z8F%-2,4- R,
6-RH-1,3- =T H-1,3- = S "F"T-2,4- —BF;

6- R -1-T A -3-AH-1,3- = S5 -2,4- —BR);

6- 2B -1-F 3-34F T 2K -1,3-— RF=-2,4- —FR);
6-BI-1-FHE-3-IK AL FHR-1,3-— 8 %2, 4-—F;
6-RIE-1-TA-3-IR A A F A-1,3- = A F=-2,4-—BR;
6-BHE-1-TA-3AF T HK-1,3- — S F=R-24-—8f; AR

6-RAE-1,3-4F T H-1,3- =R H"2-2.4-— B,

C. £F X (34) ¢ty sl s, RE R ER?
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EAH,, BB LXK 23A 53R, (2L FE X 33) R ems
AR 6-[(1E)-1-84-2-( —F AR ) THA]-3-THA-1-F X -13-
ZREE-2,4-— R, #FHTHIFEX (34) eitdp.

K765 24

1 NI E- 4 i 4 &

A, FXIGEWEHE, EF R UAETHR.  RPAFHE X
A 14-vtked, YAHALFHR, B ZAH3-8FHE

Y
l

WEX (34) t9ibb-WPRGEITAL £HH) 14, 15, 160 K 17
PR TALFE RN (23) 694006955 1L R AR B 09 5 ik 31 A 1 X
1694ea-4. BF, HEABINR IS S-BAE-6-RESTEM,
REWER K 5,6-—REFTEY, REFBLHELBRARGMLERHA
Z-Y-X-COH ¢4 BEE ST, VARG F XIegiea-d. 1A% 5 %
VAH] & T 5l iua-dh:

1-T 2-3-F A-8-{1-[ (3-AFELEL ) FR-4-£1-1,3,7-Z A%
"4--2,6-—BF);

1,3-=AA-8-{1-[ (3-AFA) FRP-4-%}-13,7- = £ %%
-2,6-—BF;

1,3-= A AR-8-[1- 3R AR vtbrd-4- 2K 1-1,3,7- = S8 %-2,6-—Ff;

1,3- =& 2-8-[1,3- = F Fobndt 4- 2 ]-1,3,7- = & "E%-2,6-—BF;
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1,3- = P 3 -8-[1- T2 -3-F vtk ot -4- £ ]-1,3,7+= R E%-2,6-—
AR ;

1,3- =T 2 -8-[1-F rtbed 4 -4 1-1,3,7- = & "E%--2,6-—FF;

1,3- =T A-8-vth=4-3K-1,3,7- = K, "&%-2,6- —FF;

1,3- =& 2-8-vthmt 4-3K-1,3,7- = & "8 %-2,6- —Ff;

1-F 2-3-4% T 25-8-vtbeb-4- 3K -1,3,7- = S8 %~-2,6-—FR);

1,3- = % A -8-[1-F Fobed 4-31-1,3,7- = S "8%-2,6-—FF;

1,3-= T A -8-[1-FF Frtbed 4- 2 ]-1,3,7- = SB%-2,6-—FR;

3-F 2k-1-R 2-8-[1-F Fobmk 4- 3K 1-1,3,7- = &% %-2,6- — BR);

3-LA-1-( A-2-5 3K ) -8-[1-TF stk -4- K 1-1,3,7- = R "E%-2,6-
—BA;

3- T H-1-F 2-8-[1-F shotbed-4-21-1,3,7- = S "B%-2,6- —FF;

1-4F T 2 -3- F 3 -8-[1-F vbed 4- 2 ]-1,3,7- = &% %-2,6-—
B

1-R A F A -3-F A -8-[1-"F b 4- £ 1-1,3,7- = R "&%-2,6-
—BR);

3-TA-1-R A -8-{1-[ (3-Z AT AFA ) FAb=-4-21-1,3,7-
ZEE%-2,6-—FR;

1,3- = A -8-{1-[ (2-FRARL) PR 4-2}-13,7-Z 4
Ew-2,6-—BF;

3-LA-1-7 28 (m-4-3K ) -1,3,7-= & &%-2,6-—FF;

1-FRA R FAR-3-ZA-8-{1-[ (B-ZRFAFREL) FARI -4
#K}-1,3,7- = EF%-2,6- — B,

2-[4-(2,6- —FAX-1,3-— A (1,3,7- = & "F%-8-3 ) )b K ]-2-
FE LB TBE;
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1-ZR A A PR3- TG {1 (3-ZAFTAERE) 7t 4
3}-1,3,7-= A "E%-2,6-—BF);

-FHE-1-FAA8-{I-[ (Z-ZRFHFE) TRtk 4-3£1.1,3,7-
Z A Ee-2,6- 1,

3-FE-1-A 8- {1-[ (3-FF A ) Faubd4-%)-137-=5%
4-2,6-—BR);

1R AR T A -3-F 2-8-{1-] (3-mKA ) FAee-4-23-1,3,7-
Z R E%-2.6-—FF;

1-SR B2 3- L R -R-vtkedk4- % -1,3,7- = &"E%-2,6-—FA;

1-AY T A-3-Z8-8-{1-[ (3-RFA) T Ak-4-23-13,7-Z 4
Ee-2,6-—BR;

1-TH-3-F 3 -8-[1-F mbrk4-31-1,3,7- = A 78%-2,6-—FA;
1-TA-3-F 3-8 (vhd-4-3 ) -1,3,7- = A E%-2,6-—FR;

147 T A-3- T3 -8-[1-F Ahnbod 4- 2 7-1,3,7- = & "2%-2,6-—
AR ;

1,3-= O T2 -8-[1-F oottt -4-25]-1,3,7-2 RoRob-2,6- = 9;

13- = (T2 -8-{1-[ (3-ZAFHEXE) ¥4
A }-1,3,7-= R F9%-2,6- —BF;

1,3-= (4PTH) -8-{1-[ (3-AFAL) FRAPH=-4-K1-13,7-=
& "&v-2.6-—FF;

14 T H-3-F 2K-8- (rbe-4-3 ) -1,3,7- = & "&%-2,6-—FR;

AP TA3-FA-E{1-[ (3-=RTEFXEL) TR 4
A3}-1,3,7-Z 80%%-2,6- —BR;

1-4P T 2-3-F 3 -8-{1-[ (3-RFE) FA]r-4-K}-13,7-Z 4
Zod-2 6-—BR);
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1,3-= F 2&K-8-{1-[ (3-AFL) FaIwbrk-4-23-1,8,7- = feogd
-2,6-—BF;

-2 -3-F 3-8 {1-[ (3-#F 3L ) FAbed 4- K113, 7- =R
--2,6-—BF);

1-TA-3-F A8 {1-[ (3-Z M FEREE) FA-4-K}-1,3,7-
= RE%-2,6-—FR;

1,3-=A&-8-{1-[ (2,5- =& FEA) FR=4-%}-13,7-Z 5,
wEwh_2,6-—FF;

1,3-= 8- {1-[ (3-AFE) Fi|ub=-4-21-137- = K &%
-2,6-—FF;

1,3-=ZA-8-{1-[ (3-ZRFHAFHE) PRI 4-%}-137-=
S EA-2,6- B

1AF TA-3-LA-8-{1-[ (3-#FHE ) FAIb4-3K)-13,7-Z K
b2 6-—FR;

1,3-= A 2-8-{1-[ (4-FRAEFHL) PR 4-K}-13,7-Z 8%
w~-2,6-—BR;

1,3- = R AE-8- (1-{[3-( Z A F 24 ) FA]F 2otk 428 ) -1,3,7-
=S E%-2 6-—F;

1,3-= & A-8-(1-{[3-( =M F &) F KT A bk 4-2 ) -1,3,7-
Z A E%-2,6-—FR;

2-[4-(2,6-—8AX-1,3- = A (1,3,7- = R "8%-8-35 ) )b 3 ]-2-
FETE;

1,3-— 3-8 (wtbod-4-% ) -1,3,7-=8"8%-2,6-—8R; A

1'% ﬁgwg'3' ZJ;:&"S'{].'[ ( 3’%%2& ) ‘?g]"tbnﬁk-4-£}-l >3)7'
= 8% %-2,6-—BF.
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3645 25

#EBA AT R 6T R

oF
PR (mg/Bx £ )
P AR 30.0
Ay 305.0
FERE BR 4L 5.0

B VA LR A BN BRI

=34 26
J VAT moa-#14& kA F)

o
R (mg/k #])
MRS 25.0
qHeE, 200.0
JRAR — E AL 10.0
RS BR 5.0
Ko iR HHFE U R A F).
L4 27
B EEA AT R4 T BAF R
R TE%
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&M ARG 5
FLAE 95

BEMRSSE LB RA, FRASYMIANATFHEAEE.
) 28

BA~A 30mg FE MRS ) 69 H &4 T

eE

PRE (mg/k #| )
& M AR 30.0mg
Ry 45.0mg
WAL HE 35.0mg
TR T3 A v b B

(Y 10%4 R B K& ) 4.0mg
B I 4 4.5mg
RS R4 0.5mg
B8 1.0mg
&1t 120mg

MRS Ay Fetf i Fidid—A 20 B £E /% (No.20 mesh
U.S. sieve ) kbt ATiRA . R LI BRIE R 5 & R 694 K
b, REEIL—A 16 B XE /M (No.16 mesh U.S. sieve ). 4=t
FOHAAE SOCE 0CT IR, Hl@id—A 16 B LB K. L@
30 B £E R T RIZHM. BISEBRE. PR AT F,
b e, ERERAVERATHREAFEHEANEEH 120mg 49 4 7.
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02822258. X oW B FE102/1071

£ 3645) 29

FHAESH 25mg 7E ARSI F] 69 8] 4 T

PR A
E RS 25mg
e i oy B H o BS 2,000mg

AR aiEit 60 B £E kA& F A0 HEE P, %
RE BB i BE AR BT 6 AR T AT L., KRB, HRAMIEN
2-FR 2.0g 4948 FI AR I F S A 20,

=34 30

HASA 50mg M ALA/5.0mL FF ey iR AR 695 &4 T

BA < A
&M R 50.0mg
FRER 4.0mg
AFRLRESH (11%)

et E (89%) 50.0mg
FEAE 175 g
T BR4A 10.0mg
CEap ik AR BEXE
WK, ik 5.0mL

¥ e B, FPHERBREITRAS, @it 10 B LA,
RESFTHSHRGA L ET AR T EF LT RIEZRE. B
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02822258. X oW B FE103/107H

FAN R KRR T B4, FH. BHEN. RBIrJRag ok
VA BT E B0 AR,

E 4] 31

B TR 4 &4 T

R JEE

7 M AR 5.0mg

kX 3] 1.0mL

= 36.4) 32

#l& A HR, LBEA TiAL:

PRE 4%

el 3o 2.0mg/ml

HEE, REHHEL (USP) 50mg/ml

#HEER, AE#HHE (USP) ¥ (PHALS 5-6)
K (&R, LE) EZZ 1.0mL
A&, £BXAFE (NF) g

£ 34 33

F&T AEASN, HELAH TFTRES:

BRA
& M AR 0.2-10
Ly ZLAEBEEE £ (Span 60) 2.0

e
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02822258. X oW B E104/107TH

=ti& (Tween 60) 2.0

B My b 5.0
JuE# 0.10
ZFEYER T B8 (methyl paraben) 0.15

st 2 X F 8L & B (propyl paraben ) 0.05
BHA (TRALEZAXTE) 0.01

K EEZE 100

Kz 9t, AFEA LR EE R I 60C, BB I
K, E60CTARTHK, BT BABLIE, LMErT R 4#4TI
16, REMMAZEEE 100g #97K,

k7645 34
BB m A

¥ ik
R o.E (%) wH (%) RA L 49
& MRS 50-95 70-90 75
WA gE (RPEHA ) 135 5-15 10.6
TR AHRLERY 1-35 5-12.5 10.0
e 0.1-1.0 0.2-0.6 0.4
BRAFTRASHE 0.5-5.0 1-3 2.0
AR g BR 4R 0.5-5.0 1-3 2.0

AE A ENA 5S40 T: b MYFe pH AR FESF) A
BAFATTR 6T F) EFE RS (FR). RE, ERBKERAIL
e LT b TR RAY), AR AR RIS NIRA B K
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02822258. X o B FE105/107TH;

T FRBAL, ik, HTREGEFAN (oG R NER4E )
Bl, FHAEBIRA R . KL IRBAKIE R A LB R EAH IR,

W 2o SR R ERAAT, BB EEA4K (TERESH HEL 25%
QKRR SfKAEER ),

ARG R R T AR TG RBA#ITEOR, AMET 9. kil
i, FARETER. RWEANEAFTEEGENIRFNEEW 2%E 4%Z
8], iE B e RN A AARE Ao td, FHOEERALFTE S %%,
FEETFRAANBRELRY(—FEAAEATFTRERAHKRE/FTATA
W 3K R M BR BS 3k SR -Fudragit® E-R6hm.Pharma ), AR E M4y, X
B B E ] TR O E EH . HBRA . R HB RS .

Hik b, BB R F)EARARST 8Kp 698 E. R F K
EZBBET AR FPHEWE, X2/ H & 45 300 £ 1100mg 49
B EB. ik, XK A3 400-600mg. 650-850mg.
VAR 900-1100mg &9 54 & k.

AT BREBERFEE, §el 08 RIEMGIBIRATE ., Kiki,
AR RAENE, PHRRETARMAMERGTES 1 £ 10
S4F, Hikh 2 £ S o4F. EAEE, HHEBMAREN TS A FK
BEAERCKTIRE T A4 60 CHATT IR,

34 35

g MR AR E

g
ﬂ-\

{*\:\:
i

T Asp BREH ARG ST MEBAR G IEE. AR ApipH Tk
cDNA #& % 3b4% % i, HEK-293 4mjt. (#f4F HEK-A2B 4@/t ). £ &
#) HEK-A2B & f PBS st —Kk # A 474 10 mM HEPES (pH 14
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02822258. X oW B E106/107TH

# 7.4). 10 mM EDTA. VAR & Bedp#) 7] 495t R Ele., X
FEAE polytron F f£42 B (setting) 4 4R&F 1| 24P Z B R4k, £ 4
‘C. 29000 & F & 15 54F. @t 845 (pellets) A-4H 10 mM
HEPES (pH{E% 7.4). 1 mM EDTA. R & & B4 6448 7 m ik
R, FEAALR 10%EBHAAREFRY BREF. FLAE
69 XM SOCHRA. EHFMHMEH 4T A TE &4 &+ R4 10 nM
*H-ZM214385 ( Tocris Cookson) £ 7R R R/ 64 miXA0E-4 & 50ug
BEE, ZTELFR&R (50mM =ZEZFRARLFIx (Tris) 5 1 mM
EDTA AN 1 45/ FF 69 R FPLEER ., X s XA FH 90 4-4F,
i@ it Packard W BaLiR A P AT, A KA G TM £ 4 & (10
mM Tris, 1 mM 8448, pH 1A 7.4 )&k . £ 10 um ZM214385
BT AR R4 A A4S, bt eh F4 ) (PP Ki 4 ) A GraphPad
Ak kA

TR C R T GBS BRI E. AK AL A ABR
HZ4R cDNAs #EF I F R CHO 3 HEK-293 @@fe (A%
CHO-A1. HEK-A2A. CHO-A3). 14 EPTiEARE] 695 K dyiX 4k
ML H &R, T FHR T4 TEANLE | B4/ H R BLASE
# TE & & #& (50mM Tris #&# 1mM EDTA, A -F CHO-Al A%
HEK-A2A) 3 TEM £ 7% (50 mM Tris. 1mM EDTA. A 10 mM
FAL4E, AT CHO-A3) ¥4 0.5 nM’H-CPX ( Al - F CHO-A1). 2 nM
*H-ZM214385 (HEK-A2A) 3 0.1 nM "**I-AB-MECA ( CHO-A3)
5 REIRE R iZA M Fa £ AL (perspective membranes ) B4,
FiZ XA BATIEFE 90 547, FIF Parckard M E Hid A FabIZF,
F A kA28 TM £ 4% (10 mM Tris. 1 mM £A4L4E. pHAE A 7.4)
AR, £ 1M CPX(CHO-A1). 1 u M ZM214385( HEK-A2A ).
Z 1uM MECA (CHO-A3) AAETF, BRFHFFHEREE, e
#3E4-5 (BP Ki{h) A GraphPad 34kt F-.
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02822258. X oW B OFE107/107TH

CAMP B . 334 2 64 44 3 tm IR 4R 2) 4% 5 mM EDTA«#3 PBS
¥. @it DMEM ik —KHFES 1| $45/EHRFTPLEAEEH
DMEM % vA 100,00-500,000 92/ E A 6 REBREF. 100pl &)
BFRE 25 u1 8K FFBE A Fo/ R FA Wik RS, FHIEZR
FLAE 3T CHRIF 15 54F. & 15 4F4 Rut, Ao 125ul 0.2N 38
AL R . faleiE 1000 34/454Y F B 10 o04F. #H 100l 49k
B A kA Rt 4T T B, A Assay Design ¥ 49 cAMP #3050 E
LEFRTE cCAMP #9RE.

Aop Fo App IR BT AR Gs O IBIE, XAEF F A F TR 6y
¥ (#lde CGS21680) HAF A BB ZARAGHFN (#de
NECA) 3/m cAMP 92 &, 122 ZRH TR FE A brak 38 3L
FIFE R 6 cAMP 89380, A\ A A IRF 2RSS Gl G183k, Adm A
F A BRHZARG B (Flde CPA) A T A BRHT AR 64 38 2807

( #4e IB-MECA ) #7 4| &5 % &) 324k (forskolin ) % 49 cAMP #2 &
E9¥e A, A B Az R ARG IESAN B k2 cAMP £ R 6939 4],

it B R R ALK BRI R ApdE LA
A E ORI AT s e vm AR 0 o RARR! AT T XEe, 2

FATHRETELERSHAE 6,387,913 S e H, 1% L #keh4a %3
ST RAMEARE, HiEA A K.
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