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KRG AR (0)EL WAL T , i8I AniE 3 B GG MBLAT A B R
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XTI (AP R AER) 9758,

32



03826411. 0 o 5E26/117TH)

MR, FTVA R ZF A LRI T AP A H (F & BOC
AH) RBWEX (4) 9FAEFALAR, AAEHRETUELESE
W Fa b R A T Rak. B IR da 69 7 BRI F
ik oKk DMF (100 mL ), FrA#% (KB s ) FET, =T
A CELAFHREAME ., ZREAEL 50-90C . 4Ly 70C
GRE T AT, BFAIZS 1 -6 R, ks 72 T, HRZRAT R
B, iTEREEALF), REBiTAE % k. kiR BATEIT T
AT B

RIE A Z-Y- LG RE, AP ZHAY dm EXFAEL, LG
2B EAE, dofe ERBIRS FHTR. @I TIEN T B (4R
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Fr B BAES BB VARALE X, (12) t91bb-4h, BH ERMEAH T
WAL, Bl A LEESHATAIR, FRAMLEX (2) $9bd, HF
RIZFERLFAEMRGELA, BFEETUARRLL P R 2K
L EeteeH.
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¥ A AR 4- 2B, do R Z-Y-Br AT (1-F-r2-3 2)RART A,
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RE, AEREFFE IX PAMAER THE&ELFX (23) 6918
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BAELERG. BF, PRAROHEL T FEAERE T
BAMAT BRI H &, ZBARECS BRGNS TE L0 L
XF| LTS . ELBHFA T HELE T EMH TR
T,%ﬁﬁﬁéﬁ%iﬁﬁ%ﬁ%%%%ﬁ&ﬁ,EMiﬁﬁﬁﬁ
B TS FE A TE P AR e AR 5 S P Lot R

ORI 2 B —Ar ek R T e St iR, TR
ﬁ&%ﬂﬁ%ﬁﬁ\ﬂﬁwﬂﬂoE%%@%é&*ﬂ%%il%
%é%%%%ﬁ%%w,%ﬁﬁ%ﬁ%mﬁ%ﬁmuﬁﬁﬁ/ﬁ@
ﬁﬁﬁﬁ%ﬁwm,ﬁﬁwﬁuiﬁiﬂ\¢%\%ﬁﬁigﬁw
%ﬁo%M%ﬂmﬁﬁﬁﬂﬁ,%WM%E%\%@%\ﬁﬁ%ﬁ
H (4o EFFiE), MEHEMASOIKHA . BAIANR. B, L
Sl AT A AT HR: AR, AL A &R DR AR
ﬂ\%ﬂ\%%ﬂ‘%ﬁ\ﬁﬁ‘%%ﬂ‘agﬂ(%%ﬁﬁﬂﬁ
AN T ). AA Bl EEHE 10% 67 MRS IRFT A IR
AR E . BB TEAER. AATE GEBON.

ﬁﬁ%ﬁ%ﬁ%%%%m@%ﬂ%\ﬁﬁ%‘ﬁ%\@%@‘
WEEE. . Madakiic. R4S, REE. KRR VR, B
&%‘&%%%%‘%6%%%%m\%%%\£%%‘%%\u
BW A, SEFI R T AR S dE RE A e B RIRE
L B M, SRR kA BEIF A R R AR T BEde iR
EREs, #URA; ARG EA.

T A iR I R B AT € 4 0 7 ik B AR A Y 89 5 v ¢ &:3
%%Eﬁ%%&ﬁ%%%ﬁ\%%ﬂﬁﬁ%ﬁoW%U%%ﬁ%%
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Wik ik B OLIFESERAGAFBA RS ORERGY-REWHA
AR Em A, EEEEHF 3,845,770 5. % 4,326,525 5.
% 4,902,514 5. VAR 5,616,345 T4t TAEBE ARG EA. 4
AE A FikAE R H —F B RAERBHEE (“MEA”). X
A 04 R G ST R KA IEH) B 6 o KR 4L 3 R L2 3 iir AR K
GhA At . R A i 25 R 04 BN ) 64 45 A e Ak R R ARATUR Fh S
6. B, Blde, EBEEFFRE 5,023,252 5. 5 4,992,445 5. VAR
5,001,139 5. REF T AM XA R ELE . BoF . RAREE Fik

e 20 A M AR5 VA A ) T e v B ], RiE R4 A A48
IR E T AE, R RS T AAE AL e LB 64 F
1575, BABAL QAR BT A B4 77 BOR G E AT
DL BE T SRR (B, A AL REN. 4. FX ]
A S 2 R BB AR A e LB E A FARES
3. ARk, FoRe s, EAMNETELESH 10mg £2 gt
X, 10944, FAE 10 £ 700 mg, Wi TMibessh, ik 10
£ 700 mg #94FE X 1 t94b-%, FARAL 50— 200 mg. ARfm, A
Lagg, tbFX 1 e LIRS BEIFRER X ILA
., BIEEIE SR IL. BB HIRE. 4T 6 TRV R
AR E M. . ARE. AREANABHGRE. EXERGTZ
rREE.

X

AT HE BRSO M4 B A, B MRS A0 B Y F RS
VATE B A A B 6940 A 6 34 £ IR 6 IR TS BB . e
XS TR A LA AR 8 G IR, ©RIEF H RS O AN
40 Ay B VAR Z LR VT 25 By AR RV AR 288 A ) A e 7 A

H 0] e A T
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AL ERA A XL ASRLP R F A L REELR
K HAR BRI, REZE FRELSFGH A, B, HHSAH
VA RIER R ARG, B RRTH I X, ARSI A
R BT, E M B G R B P RB R THE A A ARG ARR
RHFN T I RARIE R FEZL. S FPATA ST VA A T XA i &
BB, BHGMAOIEHZ ZH5TRURZ S T8k 2, &
SREE | DL BB ER AT 4 E AT A RA .

B FBNGERRANGE LAY QLIEE R BT R (EHF LT
B, KRN RAIES, RERESMT) AEH R, do LT
B, BARREREASYITALAE T HF LT BTN, R
PR, XA AR it O R F TR IR AL T ARR R RE S
MR, ARG TS E TR IR R) P LRS- d FT AR R Ve AR
AavA FAl . FTVA A EINEACE B BN FACE R R FACE B T A i 3
3B, R BN FESECFBEM, MVAE B 5 XA F) A 69 2 E 7T vA
WPk, BIFR. R AFA, AT RARFLHE S K.

VAT 236400 2 R kDL AL A e ik BAR e ). ARATRAE A
AR LIAE, AL TEAEPHEHGEREREAALIG LR
A KR FARIFALAE B 693K, B d wT VATA A A AR S SR AR A s T
X. A, HBEDTHEGAR, AMIBREARAARLZEZHE, £IK
T4 BAREZ B P T A R F 2 R ESF B R RIFAR &K
1At 45 R AR B A KB 69 AF AT Fa TC B

3645 1

XK (2) #g4b-dh 6y 51 &

A, R'FR*HFALERLAGFR (2) 694 W e 58
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\/\N N
)\JIQ

FTRTAAFEX (1) 894bd 7-F H-1,3,7- = & "2%--2,6-—FF
(6.4 g,26.4 mmol) #) NN-Z=F K FEM (200 ml) Z&R T An A
14k (2.6 g, 66 mmol ). HIFRAM 20 547, REMAFEARIK (6.5
ml, 66 mmol ), #EHLETRBTHH 3 Dot REm#RSHE] 70C
SR, ERETHREER, AME—_A TP, FiBidsest
BRAE, A 11 T/ TR TBS sk, ARJE TR EEA, AemF
7-F R 13- FE-1,3,7- = 8 E%-2,6-—FF (8.5g, 98% %), £
F T —ABEL ik At — I dhik.

B. X (2) t9ieedegsE, wE R R

FAUdk, #RA L 1A #9953, (oA 3T G KRG AR,
HEATHFEX (3) 854L6-4: -

7-F H-1,3-=F -1,3,7- = A% %-2,6-—BA;

7-F F-1,3-= C#-1,3,7- = A% %-2,6-—BR;

7-FH-1,3-=(F A T H)-1,3,7- = A7%%-2,6-—FH;

FN

7-3F F-1,3- =BT #-1,3,7- = A EA-2,6- T
T-FH-1,3-=F T HK-1,3,7- = A8 %-2,6-—FR;
1,3,7- =F 3-1,3,7- = &.°%"%-2,6-—FR;

7-FH 13- = (KT H)-1,3,7-Z A "%%-2,6-—BR;

7-3 F-1,3- 23R T 3-1,3,7- = SR 4-2,6- R,

7-F F-1,3- (e -4- 2 T 2N)-1,3,7- = 80F%-2,6-— B
7-% 3 -1,3- (k3-8 T 26)-1,3,7- 2 A% 4-2,6- B
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T-FH-1,3-=(4-F B A F3)-1,3,7-Z &, 7E%--2,6- —FR;
7-F 2-1,3-Z(4-Z A F T H)-1,3,7- 2 £0°8%-2,6- = FF);
7-7F 3-1,3-=(3-#F H)-1,3,7- = A 7E%-2,6-—FR .

,3

L3645 2

1 X (3) 894 bdmeg 8&

A. R'FRHEZEAREAOFER (3) 91 Weq )&
\/\N N :
ﬂ%m

tFEX (2) 894884 7-F3-1,3- =" K-1,3,7-Z 5.78%-2,6-
—FR (2.0 g, 6.1 mmole) = N-RIEsABLEHE (1.0g, 7.4 mmole) &
£ 100 mL 9@ A rkvdF H AT R THHA 4 0. ER/ETRE
BT, REERARMIERT CRTE . AR, RE R KRB RIER,
FRARBAET IR, EERXEA, B4 R = RPARZEH L1
Z X (3) 9Ledh, 7T-FH-8-7-1,3-=RHK-1,3,7-Z A/ %%-2,6-—
AR, FAeCBRCES / TR (1:50) &4k dh.

B. 4FX (3) ¢ty 4)E&, 2E R F2 R?

FEH, FRBAE2A BT, @Ak FEX (2) ety
R T-FHA13-ZFRAE-13,7-Z872%-2.6- 00, 4]& VL TFis X
(3) #9454
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7 R -8-8-1,3- = W K -1,3,7- = A8 %-2,6- B

7-F A -8-FA-1,3-= T A-1,3,7- = A F%-2,6- - FF;

TR -8-A-1,3-=(F AL TH)-1,3,7- = F%%-2,6-—FA;
7-F H-8-5-1,3- = T #-1,3,7- = £.7%%-2,6- = F;

7-3% A -8-R-1,3-=5F T #-1,3,7-= & °%%-2,6-—BF;
8-%-1,3,7-=F #-1,3,7- = & 7% %-2,6- —FA;

7-F H-8-8-1,3- (R T H)-1,3,7- = &8 v%-2,6- —BF;

7-F A 8- -1,3- IR T #%-1,3,7- = A 7%%-2,6-—F;

7% B 8-F-1,3-=(vthmE -4- 2L F 3K)-1,3,7- = AR 4-2,6- B
7-3F H-8-F-1,3- (v h-3-2 F 35)-1,3,7- = 2% %-2,6- =,
7-F H8-F-1,3-=(4-F BAFH)-1,3,7-Z A F%-2,6- —BF;

7-% H-8-F-1,3- = (4-Z AT A 2)-1,3,7- = 20F%-2,6-—B;
VAR

7-%F £ -8-F-1,3-=(G-RF H)-1,3,7-Z A% %-2,6- =,

C. #ZEX (3) ttebityslé, HER F R

FAUM,, BBy E2A IR, ARALFXN (2) R EeHRED
RAK TR ] 3R A1,3,7- 2 A E%-2,6- =R, HlELFEXN (3)
Y AEAT A4 .

ket 3

/1

X (4) bt i sl

A AFEX (4) bty g, PR FRPAZERL, X &£
ik, AL &Z-O-
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\/\Nji

¥ R' A= RZHCRE AR X (3) 69454 7-F 2 -8-R-1,3-
—RA1,3,7-Z878%2,6-—FA (5.0 g, 14 mmoles ), 5 4-F2FF K-
8L (2.0 g, 14 mmoles) &EEAE 100 ml 6§ F 3K / LEF (4:1) &9
A AR THAE 16 af. ERETREIER, RS2
AL BATRAY, LB LES: T (1:4) %P, AIF3 2 X FER
g R e RPFRZERE. X ARE, AL ;%-O-Ww"*& (4)

ety (7-F R-8-(4-FZFE)-1,3- =R A-1,3,7- = A 7F%-2,6-—
AR ).

OH

Z\ -~

B. 42X (4) thtbbdmegslE, TR R XA L

KM, BBV E AT, FAKEN (3) REEY
ARFER T-ERS-A-1,3- R E-1,3,7- S A "2%2,6-—8F, #|& LT
2 X, (4) 8945-45:

7-F 8- (4- K H)-1,3- = F £-1,3,7- = &.78%-2,6- —FR;

-

73 A 8-(4-F FH)-1,3-= T H-1,3,7- = 7% %-2,6-—FR);

TR 8-(4-FFF)-1,3-(F AL TH)-1,3,7-Z 5% %-2,6-—

7-F A 8-B-F A -4-F K HAE)1,3- =T AK-13,7-Z A %F%

7-3F 3 -8-(3-# Ak -2-K)-1,3- = F T #-1,3,7-

I
oy
4@
[\)
o
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8-(2-A-3-FFH)-1,3,7- = F 3-1,3,7- = AR 4-2,6- = BF;

7 H8-(2-Z AT R4 EHE)-1,3- (R TH)-1,3,7T-Z 20F
h-2,6-—BF;

73 F8-(5-F A K FFoE e 2-30)-1,3- 3R T AR-1,3,7- Z AR
-2,6-—HF;

73 H-8-(4-F2 I H)-1,3- T (R -4-K F H)-1,3,7- = AR %-2,6-
Bty 5

7-% F-8-(4-F FA)-1,3-2(kh-3- 25 F 2K)-1,3,7-= £k %-2,6-
—BR);

73 8-(4-F FH)-1,3-=(4-F BAF H)-1,3,7- = A% %-2,6-
AR

7% B 8- (4-F FH)1,3- T (@-Z AT R T E)-137-Z AR%
2.6-—BR; vAR

7o H 8-(4-F FH)-1,3- = (3- A F £)-1,3,7- = A% -2,6-—
R .

C. wEX (4) iotheaslsg, mER, RN XAL

KA, VAL A HFHR, [2RAFEX (3) heey
KR T A 8-EA-1,3- =R A-1,3,7- = A %%-2,6-—FF, H) &1 F X,
(4) tHAEFTiEH.

k3] 4

/1

v X, (5) d94ee-d 6 %) &

A Z X (5) e dehdl g, EF RIARARZEAI, XA
A, VAL A-O-
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g
v;ﬁg%@

FFEX (4) e91bbdh, £+ R'F=RPFZEFIEL, X BFRE,
PAB L &-0O- (7-FF£-8-(4-FZFKK)-1,3- =R F5-1,3,7-Z A7%%-2,6-
&) (613 mg) BfELTFTE (50ml) F, A ABILE S AA4E,
REEFZBFRAAANTHRFRSGDITIR., TEBESY, B FERE
AT, REEBMETANRBRELIER, 2F5] 8-(4-FFKHK)-1,3-
—AmE-1,3,7-Z A2,

¥ = WiafdT FEE, AR TR A (0.7 g, 3.2 mmol )
F# NN-—F&HLATHE (1 ml), REEARSHIR., ERETH
FIBH, REEREAELENZAY, FEARFEX (5) 69is
T-# T BB A -8-(4-F2 K H)-1,3- =R 35-1,3,7-Z A% %-2,6- — IR,

B. b X (5) ¢4tk odmeh s, BE R, R XL

EH, TBALE 4A TR, FRAAFEXN (4) R EHEH
AR T-FA-8-(4-F2FH)-1,3- =R &A-1,3,7-Z 5 "2%-2,6- =R, #|&
A4 R (5) 690645

7-#T BB A -8-(4-FFKHK)-1,3-= F 35-1,3,7- = &°%%-2,6-
Bty

78T B -R-(4-F K HK)-1,3- = LA -1,3,7- = A% %-2,6-
AR ;

T-H T BB -8-(4- K HK)-1,3-(FRIETHK)1,3,7-Z A%
-2 .6-FF;
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T8 T RIS 8-G-F A A B ER) 13- 2 ET A-13,7-=
A E2,6-—FR;

i

T-RT RIH IR -8-B-F2 Al 2- ) 13- = F T H-137-= &,

ul%;i“%\—2>6_'—‘ ﬁlgj ;

7T AR -8-(2- A-3- 2 K H)-1,3- = F £ 1,3,7- 2 S 8o
-2,6-—_BF;

T-RTRAKABQZATE4E2EXE) I (XD
#)-1,3,7-Z £7%%-2,6-—BF);

T-# T BRI -8-(5-F AR SFeed 2 2)-1,3- 3R T #.-1.3,7-
ZAE-2,6- B

T-# T RAHK I -8-(4- R H)-1,3- (W -4- 2 F 2 )-1,3,7-=
S Eh-2,6- - FR);

T-# T RAR K IR -8-(4-F K H)-1,3- = (kb -3- 4 F 1)-1,3,7-=
A.78%--2 6-—B;

Hufy

I

7-# T AR A -8-(4- R E)-1,3-=(4-F AL F 2)-1,3,7
TEe-2,6-—FR);

7-8 T B -8-(4- K K)-1,3-Z(4-Z AT A FEH)-1,3,7-=
AE%-2.6- 28R, VAR

T-#T A A -8-(4-F K H)-1,3- G- A F £)-1,3,7-= & =2
-2,6-—FF,

C. #HFEX (5) 9 Mmeh4lE, T R. R% # X

Kb, BHA L AA IR, 12A0F X (3) LT
RA T-F A-8-(4-F K K)-1,3- =R #-1,3,7- Z 8789%-2,6- — 7, 4%
1F X (5) 91FT10644 .
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E ) 5

A XIS EE, B R FZRPZERE, X ZEX,
Y 2 -O-CH,-, VAE Z 2 5-(4-F A8 FK3)-[1,2,4]08 — vk 3-F8

v\u/ujf: .
o _

LT R THRMER (5) b T8 T B A-8-(4-F2 %
H)-1,3-= R HK-1,3,7- = K78%-2,6- =B (50 mg, 0.117 mmol ). 3-A
-5 (4- B ERH)-[1,2,4]E == (26 mg, 0.117 mmol ). VA RAL
4 (10 mg, 0.234 mmol ) 42 N,N-=F 2 F BLE: oF 49364 24 10T .
AR T xR, REREHEWTEEENEEERS, AR
JE 8- {4-[5-(4-F B I)-[1,2,4] = vk -3 K F AARA)-1,3-—7A A
-1,3,7- = £ 7F9%-2,6-—1R.

B. (ZX 1Mo E, EF R FPREAEEARSE, HE X, Y,
VAR 7

F A, HRBA L SA R, (ERLFEX (5) A e/
kMR T T A LA R4 K A)-1,3-=RK-1,3,7- =A%
o 2.6- B, A E K CI-Y-Z 49 F TS TR ARE 3-3F A
L5-(4-T AR A)-[1,2,4)E =k, RHIFATALE X T 691640

8- {4-[5-(2- F AR )-[1,2,4]8 —vk -3- K F ALHRA}-1,3-—7A
#-1,3,7-ZA7%%-2,6-—-BF;

8- {4-[5-(3-F A H)-[1,2,4]08 —v 3- K F AA)FAE}-1,3-=A
%_1’3’7_5_%a%p4\_2,6_;ﬁ]§];
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8-{4-[5-(4-FIRI)-[1,2,4]08 —ede 3K F AMK)F ) -1,3- =R 4L
-1,3,7-Z 2% %-2,6- —;

8-{4-[5-(4-( = A F A )R A )-[1,2,4] 8 =~ 3-8 F ALK
7‘_%}"1,3"-—"“;:7%'1:377_—* ’L‘U%ﬁp/_"\ 6""“@’] V/\E\

8-{4-[5-(4- = AT AR H)[1,2,4)"8 vk 33 F AILHE ) -1,3-
SR HE-1,3,7-E AR 2,6- =8,

C. HFX 169 es44, ZER. R X Y. AAEZ

R, PEA L SA TR, @2RFEX (5) 8 aibed
ST AR T-BR T RAHIL-8-(4- K H)-1,3-= A" HK-1,3,7- = 2%
4-2,6-—BR, FAAAFX YZ 4 L EEWTRNA 3-2F A
5-(4-F B A)-[1,2,4ME v, HIE A TR X ] 6940040

8- {4-[5-(4-F EIRHK)-[1,2,4]08 = vk 3-8 F AR E}-1,3-=F
#-1,3,7-Z EE%-2,6-—B;

8- {4-[5-(4-F BIEH)-[1,2,4]08 — v 3- 4 FRAIRA}-1,3-= 2
#-1,3,7- = 8 7%74-2,6-—IR;

8-{4-[5-(4-F AR H)-[1,2,4]08 —»de 3 F AR AKL-1,3-=
(P& L H)-1,3,7-Z A%8%-2,6-—FR;

8-{4-[5-(4-F AR F)-[1,2,4]08 — et 3 F ALK }-1,3-2F
T #-1,3,7-Z 8% %-2,6- = BR);

8-{4-[5-(4-F ALK F)-[1,2,4708 v 3L F RI KA )-1,3- =57
T #-1,3,7-Z 878 %-2,6- —FF;

8-{4-[5-(2- f-3-F2 F K )-[1,2,4] 8 — = 33 F ALK }-1,3-
—F3-1,3,7-Z AR -2,6- 8,

8-{4-[5-(2- = A F A -4-#2 F 35)-[1,2,4]08 ek -3- K F AR
AY-1,3-Z(CRTH)-1,3,7-Z A% %-2,6-—FF;
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8-{4-[5-(4- = AT 2 -3-5 K H)-[1,2,4]08 == 3 F A MK
A 3-1,3- 23R T -1,3,7- 2 8% %-2,6- - 7);

8-{4-[5-(4-#2 3 F)-[1,2,4]8 — v 32 F ALK Y-1,3- =01
S H)-1,3,7- = AR -2,6- - BF;
8- {4-[5-(4-#2 F A)-[1,2,4] %8 =k 3- K F RA IR A Y-1,3-= (%
h-3-2K L H)-1,3,7- = A vE%-2,6- —BR;

8-{4-[5-(4-F f K K )zkrd 2- A F AAIRE}-1,3- =R A-1.3,7-
= _)ng ﬁ%\_276_:‘ﬁ[§];

8-{4-[5-(4- % B F F)MEad 2 A F A )-1,3- =R &-1,3,7-
Z A Rve-2,6- 8,
8-

T

{4-[5-(4-F E R )y E ek 2- A F ALK H}-1,3- =R K-1,3,7-
Z&a,72-2 6-—FF;

W

8-{4-[5-(4-F B K 3)-1,3,5-Z71%-2- A F AL FKE}-13-=R
#-1,3,7- = E"&%2,6-—-FR;

8-{4-[5-(4-F &R K)o -2- A F AKX
Z&"2%-2,6-—FF;

Vil
[
i
K
H
Vil
»
'

8- {4-[5-(4-TF EFEA)-[1,2,4]0E — vk 3K ALK R}-1,3-2 A
}%"1’397"E—ip%%\~2,6—;§}3];

8-{4-[5-(4-F ALK A)-[1,2,4]08 —rd-3- K R AR} -1,3-2 A
#-1,3,7-Z 2 %-2,6-—BR;

8-{4-[5-(4- AIEA)-[1,2,4]08 — e 3L F AA]RA}-1,3- =R K
-1,3,7- = 2 5% %-2,6- A,

8-{4-[5-(4- = A F 3 A)-[1,2,4188 — o 30 7 B IL}-1,3-
TR #-1,3,7- 2 A% %-2,6- =5

8-{4-[5-(3,4-=F A K H)-[1,2,4]%8 —rd 3- 2L 7RI IR }-1,3-
ZRAK-1,3,7-Z AR %-2,6-FF; AR
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8-{5-[5-(4- F F K £ )[1,2,4] W8 = vk -3- K T A ] vlwE -2-
13- & EK-1,3,7- = Amg-2,6- —FF,

D. LRI E, TR R X. Y. MR Z

FAAM, BV E SA GFEE, 2R FEX (5) ety
Tk ARE TR T SR -8-4- R A)-1,3- =" A-1,3,7- = A%
%2,6- =8, FAMEX YZ ¢ HEMEWTRRARHE 3-2F 4
5-(4-F BRE)-[1,2,40E —wk, &AL X T a91EFTIREH.

F 34 6

v X, (7) 6594054 84 %1 &

A, X () 9o slE, AP R RPZEARLM X &

1,4-T0 33k
: [_[@
SN N
A

a) AT BRAAA TR 7-FA8-@-FARAEFAE)13-ZAKL
1,3,7-Z 8.7&%2,6- =87 (439 g, 8.17 mmol) (A EMTH&AF
X, (5) g4y el 7 XA #)& ) 69 —Z Fhe-FE5 (1:1) (100 ml)
kAt R, HPBAMEILEL 10%Pd(OH),/C. EEMELF, A=
AW/ TEEhE, RELRETERLER, UFE—EK, ZE
A A T ik, AR IRARLE T4 8-(4-H K H)-1,3- =R &-1,3,7-
Z & 7E%-2,6- R,
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b) ETIETHIE 8-@-FFKL)-1,3- =R HA-1,3,7-Z 5.7%%-2,6- =1

(2.2 g, 6.7mmol ). T A =FHAEIMY (2.0g,13.4 mmol ). ¥A
Foekek (091 g, 13.4 mmol ) fEvI &rkrd (50 ml) F 49 RS 1LIR,
REER 10 DI, ERETRERR, BAWEMRT R TIT
iR it4m AR, ARE A CER BT AT A, ERUE T IR R
BARRAE 8- [(4-R T A FAAAL)RA]-13-ZAE-1,3,7-Z58°%
4-2.6- -1,

c) & 8-[(4-&1‘73&;?gziiuﬁ)ziik]-m-;;955_2-1,3,7-5.;1“%%%\
2,6-—FA (13.7 g, 31 mmol ) #4737k 7% (200 ml) BT In N2
4 (1.6 g, 40 mmol ), KRG/ F B T HIFRAEM 30 5547, ARG AN
= E g AR T (4.9 g 31 mmol), FEZTER TR RGN 1 DA
W BE T ks, AW EAWERERTIR T . AHKR
AUk, REARETREERN. AR EENKAY, ATRT
B b, VASRARAE A Ak ey 7-F AR T A8 [(4-RT AT AR
H)-HEHE)-1,3- =R HK-1,3,7- = EFA-2,6- =B,

d) £ 7-FREFE-S[(@-RTAZFAEANL)-KA-13-=RE
-1,3,7-Z &.%%--2,6- =87 (10.5 g, 18.7 mmol ) &9 kv (200 ml)
s AT (T A (3 g), REBAETRTHIFREH 2
NEF. EApR it AR AR, B LBR B AABRE. ERET AL
ik, FR AW IEAEAY, AREEAS G E B T-FRE
W -8-(4-F2 K H)-1,3- =R -1,3,7- Z 8RN -2,6- L

e) £ T-FAA TR 8-4-ZFKE)1,3-=RK-1,37-ZAF%-2,6-=
AR (1 g, 2.2 mmol ) &) 79 £k v (20 ml ) #9585 F An AAT AZ47(0.28
o, 2.4 mmol), ABEEFTRTHIFREY 3054, REMANBTH

(038 g, 2.23 mmol ), F & F BT HIFRAEM 16 D IF. ERETR
Er A, RERAWIEMRT LR UEFEITEAIRAE, ARM T-
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FEFEFH-8-A-F AT R FIL)1,3- =R HK-1,3,7-Z 8°%F%-2,6-—
BR, —FribFE X (7) s,

B. X (7) 644 ei4)d, % E R F= R?

KA, R LE 6A BT, (2R L€ RS HRE 7-F
H 8 (4-F A EH)-1,3- =R H-1,3,7- Z A %%-2,6- =B, H&4LF
X (7)) e,

L7648 7

tE X (8) #4bb-d ey #l&

A, X (8) ek odeh4)l S, EF RIFFRZEREM X A

1,4-30 3K
: F/“@
N~ N\ N o NH;
IO

EERTHEAR CEE4 (025 g, 3.54 mmol ) =B &M (0.15

g, 3.54 mmol )49 1 JL T , #t 3 7-F £ F A -8-(4- T ¥ AR H)-1,3-
= HAE-13,7-Z878%-2,6-—F (1.15 g, 2.36 mmol ) 49 Z&F (50 ml)
BRI, ERAEATHREER, RAHWERT AT/ FEE
(50:1), KB E R IT4E A BAE, LR E T REIERVIFE] 8-[4-(2-
AE2-(FF R CEI)F AT [CGRA TR T A]-1,3-—RA-1,3,7-

Z &2 6--FR .

B. 4L X (8) thkoded4)E, M E R 4= R?
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FEAH,, FEBVA L TA 6953, {125 e e 7-F
BT R -8-(4-RA T AXA)-1,3- =R &-1,3,7-Z A°%%-2,6- =0,
HZALF X, (8) s H TS,

I 3645 8

A2 X I 64404 b %) &

A, X I 9o E, AP R AR ZEARE, RREA,
X2 1.4-TXEE, Y Z-OCH,)-, AR Z & 5-2-2FH)-[1,2,4]5 =
mp 3 3

SN N
Z:E»@ "

£ 7-FERATRESM-(AAFER)FAL)-KE]-13-=AK
1,3,7-Z 8.78%-2,6-—87 (50 mg) & =Kk (3 ml) BRI AK
B4 (0.5g), HEERA2-RARTEA. ATEBTHFRSY 105
b, KRB TER AR, EBAETRLER, SFHEAAYAERT =T,
MR ] 145°CiER, REAEBETHREFEN, AR EENIX
Ady, JA LER CES R, vARRAR 8-{4-[5-(2-FA K H)-[1,2,4]08 —»4-3-
AW A AR -1,3- = A H-1,3- A E%-2,6- =R,

B. X 16 dehsl s, EP R PR ZEAL, AE X Y,
VAR 7

K AdK, #BBA L 8A &9, /2R FEX (8) e ethsed
T ik AR 7-F BT IR-8-[4-(RA (T A)F AA)-FHK)-1,3-=7R
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B. fAFXI165boWti4E, EF R FREZEAL, BT X, Y.
VAR 7

KM, BBA L SA MHIE, [amFX (8) hi Ty
TIRARE 7-F BT R-S-[4-(RAPFTR)F AL)-KA]-1,3-=
A-1,3,7-Z & 7%%-2,6- =81, F A4 X RC(O)Cl # 5T bbodh T
R RC(O)CL, W) #4FA T4 X 1 891024

8-(4-{[5-(3-F B FA)(1,2,4- M8 —» 3 B H A AR A)-1,3-—
‘;‘—77%'19397'——:— ’L“’%V/?\'Z,6'——‘ @;J ]

8-(4-{[5-(2- A F2)(1,2,4-F8 —»d 3-2)|F R} KK )-1,3-= 7/
3-1,3,7-= £,78%-2 6- —FF;

8-(4-{[5-(2-F A K A)(1,2,4-F8 = vk 33| W A A ) K H)-1,3-=
R F&-1,3,7- Z 8 7E%-2,6-—FR;

8-(4-{[5-(3-F ALK 2)(1,2,4-F8 — w3 HO] ¥ A AR H)-1,3-=
A E-1,3,7- Z 8 7E%-2 6-—H;

4-G-{[4-(2,6- = AAR-1,3- =R 3£ -13,7-Z A 2% 8- 2 )R A A
A }-1,2,4-B8 — e SR )R W L P AR

1,3-= A 25-8-[4-({5-[2-(Z A F RA)RA](1,2,4- 18 — e 334 )
F AR A]-1,3,7- = A8%-2,6-—FH;

B-(4-{[5-(2-R F HK)(1,2,4-T8 — vk 3-HO) P AR IR L)-1,3-2 5
H-1,3,7-Z872%2.6-—FF: VAR

8-(4-{[5-(2,4- = F A K A )(1,24- W8 — =k 3. )| F R ALV X
H)-1,3-—FE-1,3,7- :_g 4-2,6-—HA.

C. Eh, BB LA WFIE, AMKFX (8) 6L TIAY
THEMAARA 7-F BT AR-8-[4-(RALAFT )T ALK A]-13-=5
A-1,3,7-Z SR %-2,6- =B, A4 X RC(O)Cl 6 175 424 5T
#IARA RCO)CL, M#F X 1 69 T4, 4o
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1,3- = A A -8-[1-(1-F2 g -3- A F A yetbrd4- K 1-1,3,7- = %%
-2,6-=_Ff,

=345 9A

te X I ey dlE, EF R A= R*A0F

A, EX GO E, EF RIFFREERE, X £ 1.4-
Tobet, REZG, YRATLELE, UBAZAXL

YT

a) JE 4-stbme FR BR LES (3.57 mmol) #9AE (30 ml) B& J A

AN EEAT (35.7 mmol) F= 1-38-3-3R K Ak (3.57 mmol). ERE

O RER, REAEBETREEN. AAME LR TEFKZN

B, FEERAETIRAME, i, REEBRETRLIERAT A

KAy, Foidit4) &M TLC dnvdghfl, vAFFE] 1-G-3RIK R A )rk -4-
R ER LB,

b) KEZBIEMTWEE (30 ml), FiAG AL (1.5¢g).
ERARTEARSY S D, REAEBRETERIXEN. Rtk
ZRA VAR Z A B, 4B KEFFA 6N & B ERIL E pHI1-2,
KGR CBR CLESIRIR, AARBREE T IRSF A NE, FAEBRE TR
FiEAl, vAIFE] 1-3-FRE ARt 4R B

c) A& 1-(3-F A R E)mted -4-# B (300 mg, 1.30 mmol ) 4§ N,N-
ZWRYEAE (7Tml) BT e 1-[3-(=F AR RAK]-3-T A%
— T EAEAY (300 mg). AFIRTHRFEFRALD A BKRE
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M8, REIMN 5,6-=RHE-1,3-=F H-1,3- = F % -2,4- =Bk (450
mg), FETETFRIHRALRSWITE. REMN 2N § 2R
(10 ml), F4 120 CH#RE&EF& 2 Daf. B R KK F 4
BRI E. pH2-3. A KT LB RS XA 4B, F1J8 KBk
LR LB BEFlFATE SR, REEBRETHREER. A GBS
A, 1354 T4 8-[1-(3-F A R )rek-4-2K]-1,3- =R 2-1,3,7-

A 22 6-—0F.
3645 9B

fb,2 X L Aot th T #4418, 4 R Fo R0

A, AZX TGRS EE, EFP R AR ZERE, X £ 1.4-
Tophed, RPESA, YADPYE, LR ZAEFKE

“ﬁi@—cﬁ@

a) & 1-Febed 4-% 8% (4 g, 19.8 mmol ) &) N,N-—= ¥ & F Bt
fie (80 ml) R F A 1-[3-(=F AAL)AR]3-LAK LA
4t (dg). EERBRTHRMEFR IS 54, ARBEIN56-=RAK
13- = A H-1,3- S AR -2,4- 28R (537 mg), FEZTERTIFR
FLRAM TR, ABAETHRESFTATEE, RSN 2N 2R
te4h (60 ml), FF4 120 Chnsh &R 2 D af. KRB iRE EkK
b Fp AL E pH 1-2. AW ARF CER GBS R 48, HF K
Bk UBR LES B At e BIARE TR, REEBRETHREEN. A
LELEFR 5, 458 8-[1-7F Fhotbrd4-2L7-1,3- =" 2-1,3,7- = A%
42 6-—FR,
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b) 8-[1-F Fwbek-4-3K]-1,3-= & 3 -1,3,7- = &% % -2,6- —FF
(3.88 ¢) IEMF —FAFBEUE (30ml), AR (0.642 ),
BE AN 2-(ZF A CARAZNKT I (SEM 2te#, 0.768 g).
RS THMHETRSEE, AZERA#E—FiaN 04 5 F R
F= SEM &by, REFHRRSY 3 D, 5k BAK, IR )& TE T,
JE T AE RN IR . Aaia E EMERAY, B 20% LR LES /
TP, A EAE 7-[(3,3-=FA-3-A L T AW A]-8-[1-7F At
4 3 ]-1,3-= R #-1,3,7- = R E%-2,6-—FR,

c) A 7-[(33-= W A -3-mEL T AT AK]-8-[1-F Atk -4-
#]-1,3- =@ K-1,3,7-Z A "%%-2,6-—F0 (3g) &9 LB (100 ml) &
B AR TH (50ml) AR (3g). WRRSY 4R, A
Bk EAEALR], SAERE T AR FIEA . EAERAE LB IRA
A, B 30% LEATES / LI RBL, vASAE T-[(3,3- = F 35 AT
)T H]-1,3-= A A-8-rtbod-4-25-1,3,7- = S0F%-2,6- R,

d) £ 7-[(3,3-=F A -3-5 TAKL)FAK]-1,3- =& F-8-vkmk-4-
Bo13.7-Z5°8%-2,6-—8 (50mg) #=FRFEAE (2ml) R
bt AR (0.16 ml) FosER47 (159 mg). AERTHIR
Lt R, KRB EEBEARAE. ERETAGERIREEA, R
1) B R BT EAT A, A 30% TER L EE / TR, v
A 7R3 = F A-3-AE LT AT A]-8-[1-2-F Lgik)wttwi-zt-
#£1-1,3-= & HK-1,3,7-= S7E%-2,6- —FR.

e) B 7-[(3,3-=F A3- 4 TARA)F A]-8-[1-Q-F L)

o 4-H]-1,3-=F H-1,3,7-Z A%%-2,6-—BR (53 mg) #CBF /&

B2 (1M,2ml) 5% 2 e, ERETATHREEN, RERAT

Bk e A A, VARRAE 8-[1-(2-FR LA )bk 4K 1-1,3- = R Ak -1,3,7-
ZA72v%-2,6- R,
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e) BR 7-[(3,3-=F A-3-24 T AME)F HK]-8-[1-2-K T &)k
-4-2K1-1,3- =R K-1,3,7-Z S£F%-2,6-—BR (53 mg) #9T8 / #
B(1M,2ml) Bk 2 i, ER/ETMAFHhEian, REAT
BE SR ATRA A, AR 8-[1-Q- K T )b 4-21-1,3- =& £-1,3,7-
ZEE-2,6- .

B. #EX 165400944, AP R R AEE, T X. Y. L
B 7

KAUH, I=PBVA L F3645) OA F= / R 9B #9H53R, 44F A FiL
F X 1 69y

8-(1-F Zrtbedt-4-4)-1,3- = 2 -1,3,7- = &.°8%-2,6-—Ff;

B-{1-[(3,5- = F A& FMErok 4- K )F A otk 4- £ )13- =~ FH
-1,3,7- = 8.°%%2,6-—FR;

8-[1-(3-3F A R K )bk -4- 3K 1-1,3- = F 3-1,3,7- = .78 %--2,6-
B,

8-(1-{[5-(2-F K A)(1,2,4-08 — e -3- )] F 2 yottod 4 20)-1,3-
— R H-1,3,7-Z A E%-2,6-—FR;

8-[1-(2-FK A TR )vbmd 4-K1-1,3- =R #-1,3,7- = & "E%-2,6-
R

8-(1-{[5-(4-RFA)(1,2,4-BE = v -3 2 )] T 2 ) ottosk 43 )-1 3-=
R E-1,3,7-Z A 8% 2 6- —FR;

N-(2,6-= ¥ A& K K)-2-[4-(2,6- — BAX-1,3- =R A (1,3,7-Z &2
e 8- )ikt K] T Ak AR

8-(1-{[3-(4-F AR 2)(1,2,4-B8 o 5 O] F 3k dophrde 431 3-
—Z R H-1,3,7-Z & E%-2 6- B

71



03826411. 0 oo 5Ees5/117m

8-{1-[2-(1,3- = & A K FF [c] k. %& (azolin)-2- £ ) T 2 vt vk -4-
A)-1,3-— A" H-1,3,7- = A "EB--2,6-—FR;

2-[4-(2,6- — B AR -1,3- = & K (1,3,7- = & "% % -8- 2L ) b vk
AN-2-RFK) TBRAE;

2-[4-(2,6- =R AK-1,3-= & K (1,3,7- = R % %-8-2))vbrdt B ]-N-
A LBRE,

8-{1-[(2-F A& K )F A obrd-4- 2 )-1,3- = F #-1,3,7-= 5,-&%
-2,6-—FF;

8-{1-[B-F A FH)F A ke 4- 2} 13- = FHK-1,3,7-= &.-&%
-2,6-—#F;

13- = A &-8-(1-{[2( = AT )R A]F K ) rbed4-2)-1,3,7-=
%%%-Z,é-wﬁﬂ;

8-{1-[(4-F AR F ARtk -4- 3 )-13-— R &-1,3,7- = &.2%
-2,6-—BF;

8-{1-[(2- A FKEK)F A ]ubrd 4-2 13- =R L -1,3,7- = & 2%
-2,6-—BF;

8-{1-[B-F A RA)F Aotk 4- 2 }-1,3- =& £ -1,3,7-= K 2%
-2,6-—HF;

8-{1-[B-A KAL) F Ak 4- K }-13- =R K -1,3,7-Z A 2%
-2,6-—-HF;

8-{1-[(2-RAFA) T A bk 4- K }-1,3- = R K -1,3,7- = £ %%
-2,6-—HF;

1,3- =R 2K -8-(1-{[4-(= A F )R A]F A ook 4-£)-1,3,7-=
S E2,6-—FF);

8-{1-[(4- 2 XK )F Aok 4-FE 11 3- = FH A -13,7-= & =2%
-2,6-—BF;
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8-{1-[(4- AR A F Aot -4- £ )-1,3- = R K -1,3,7- = R, &%

-2,6-—fF;
8-{1-[(4-F & )F A bod 4-2)-13- =& H4-1,3,7- = &K 72
-2,6-—BF;

2-[4-(2,6-=8AK-1,3-= A £ -1,3,7-= "B %-8- 2 )ibod 2 | 84 ;

8-[1-(2-# L AR )bk 4- K -1,3- = & % -1,3,7- = S, "&%--2.6-—
B ;

2-[4-(2,6-=FAK-1,3-= A 25(1,3,7- = F 7% %-8- 2 ))mted L ]-2-K
KT,

2-[4-(2,6- — B AR -1,3- = & K (1,3,7- = & "% % -8- & )) vk vk
AK]-2-(4-RFEK) T B,

2-[4-(2,6- —AAR-1,3-= R K -1,3,7- = SR %-8- 3 yrthode 2 )05 8%
8-[1-CGR T2 )yotbrdk -4- 2 ]-1,3- = & #-1,3,7- = £ °8%-2 6-—FA;

8-[1-(4-A K IK)-5-(Z A F HL)oked 4- K 1-1,3- =& £-1,3,7-= &,
U% %\'296_': ﬁﬁ] ,

8-[1-F A -5-(= A F H)iibrk-4-K]-1,3- = A #.-1,3,7- = f %%

-2,6-—FF;

8-(1- K #h-5- A Fokrd4-3)-13- = R K -1,3,7-Z 8,784 26—
AR ;

8-(5-F A-1-R A wbed 4- K )-13- =" & -1,3,7- = &% -2.6-—
Ak ;

2-[4-(2,6- = AAR-1,3- =R 2 (1,3,7-Z A% 75-8- A1) ko B ]-2-K
K LB TBE;

1,3- = F 25-8-(1-{[3-(Z AL F )R L) F 3 kot 4-2£)-1,3,7-=
SE%-2,6- 1R
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1,3- = 8 25 -8-{ 1-[(3- AR ) F 2 vbvd 4- 3 1-1,3,7- = &, "2 %
-2,6-—FFl;

1,3- = A A -8-[1-FK vk 4-2L1-1,3,7- = & 7E%-2,6-—BR;
1,3- = A 2-8-[1,3- = F Arthrdk4-21-1,3,7- = £ 7E%-2,6-—FF;

1,3- = A AA-8-[1- LA -3-F Kobrd 4- 2 1-1,3,7- = & "&2%-.2.6-—
BE ;

1,3- =T A -8-[1-F shobed-4- 35 ]-1,3,7- = S5 %--2,6-—FF; 13-
T HR-8-vtbed4-3 -1,3,7- = A E%-2,6- B

1,3- =R 2-8-mtbk 4-3K -1 3,7- = S "8 %-2,6-—FF;
1,3- =% 2-8-[1-"F Ak rtbmk 4-3 ]-1,3,7- = S 7&%4--2,6-—BF ;
1,3- = Z3-8-[1-7F Zrthmk -4- 3 ]-1,3,7- = & "&%--2,6-— R ;

1,3- = AAK-8-{1-[(2-F & FXK)F A brd4-21-1,3,7- = & "En
-2,6-—BF;

1,3- =49 T 2 -8-[1-3F Fothod 4-3£1-1,3,7- = £ 8%-2,6-—BF;
1,3-=AF T 2-8-{1-[(3- = A F AKX E)F K uhrd-4-K}-1,3,7-=

A% %-2,6-—FR;

1,3- =41 T 2-8-{1-[(3- AR ) F AR ke 4- 2 }-1,3,7- = S g%
-2,6-—BF;

1,3- = F A -8-{1-[(3- ALK ) F A ke -4- 2 }-1,3,7- Z & &%
-2,6-—BF;

1,3- = 2-8-{1-[(2,5- = R F ) F AR bk -4-K1-1,3,7- = & =%
-2,6-—BF;

1,3-2 2 2 -8-{1-[(3- AR T 2 bk 4- 26 )-1,3,7- = K%
-2,6-—BF;
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1,3- = ZA-8-{1-[B-Z A F AR IL)F ARk 4-K}-1,3,7-= 5
Ee-2,6-—BR;
1,3-= R A -8-{1-[(4- B A KA F KR obrd-4-283-1,3,7- = & %%
-2,6-—EF;
1,3- =R A-8-(1-{[B3-(= AT HA)RK]F &) ubed-4-5)-1,3,7-=
A% A-2,6- —Fl;

HNT

1,3- = AR -8-(1-{[3-(Z= AT A)R K LA et 4-38)-1,3,7-=
R EAD 6- 8 VAR

2-[4-(2,6-=FAX-1,3- =@ 2 (1,3,7- = A "E%-8- 2 )tbed £ ]-2-K
KT,

1,3- = T A-8-(tbm-4-38)-1,3,7- = & "% %--2,6-—FA.

8-(1-{[3-(4-RF £)(1,2,4-I8 — vt .52 )| F K ok -4-3)-1,3-=
& 2-1,3,7- = A% %-2,6-—FA;

8-{1-[(5-FR A (1,2,4-M8 = vk -3-F)) F APtk -4- 211 3- =R 3k
-1,3,7- = &% "%-2,6-—F;

1,3- = A K -8-[1-({5-[4-(= AT A)FA&](1,2,4- B8 vk 3- )} F
A)rtr-4-281-1,3,7- = S E%-2,6- - BA;

8-{1-[(5-F A Wgrd 3-2) F A otbrdt 4- 20} -1,3- =/ L-1,3,7-=
R E-2,6-—FF;

B-(1-{[5-(2- S A) F M 3- 2] T 2 otk 4- 20 13- = @ £
-1 )397'——:— EU’%?%”/%—Z,&; ﬁfgj;

8-(1-{[5-(4- A F &) A WE-3- 2] F K ) obo 4- 25)-1,3- = R &
-1,3,7-Z 2 7%%-2,6-— BF;

8-(1-{[5-(3,4- = 8K ) F e 3- A F & yvtbok 4-2)-13- =&
3K-1,3,7-Z &% %-2,6-—FF;
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8-{1-[(2,6-= )T AR -4-2K3-1,3- =/ K-1,3,7-Z A%
2,6~ —ER;

8-{1-[(3,4- = A F ) ¥ 2 etbm -4- 231 3- =& A-1,3,7- = A%
P%-2,6-HF;
B-(1-{[4- AB3-(Z A FHE)KRK]F A bk 4-K)13- =R A
-1,3,7-Z £ 7% %--2,6- A,
8-(1-{[4- R B-(Z= A FH)RA]F A bed 4- ) 13- =& K
-1,3,7- = & "% %--2,6- B
1,3- = A E-8-(1-{3(= AT )X AT K bk -4-5)-1,3,7-=

£7%2,6- B

8-(1-{[3-A-2-R-5-(Z= A F )R] F K ke -4-3)-13- =&
2-1,3,7- = A% -2,6-—8F;

8-(1-{[4-F A 3-(Z A TF )R] F Aok 4-K)-13-= R K&
-1,3,7- = &.°%%-2,6- I,

8-(1-{[3,5- —(Z A T AR AT A ek 4- %) 13- =& K
13,72 £E-2,6- = R;

8-{1-[(3-F 3 Frlod S HO)F 2L oo 4-2K1-1,3- =R A-1,3,7-=
ZEA--2,6- BF;
1,3- =& H-8-[1-(2-7tbom A F 2 )mthrdk-4- 2K 1-1,3,7- = 5 7% %-2,6-
R
1,3-= 7 2 -8-[1-({2-[4-( = AT 2) FA](1,3- M8k -4-25)) F &)
sthedt.4-301-1,3,7- = &.5%94--2,6- —BF;

8-(1-{[5~(2,4- = A ) Mhvk 3- 2 ) A Yokt -4-25)-1,3- 2=
A-1,3,7-Z 8F%-2,6- = BR;

1,3- = A 3 -8-{1-[(2,4,6- = A FAR) F AR obrk-4- K 3-1,3,7- = &,
U%{:_U/%\_Z’6_;ﬁm ;
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8-{1-[(3-A-2- # R I F A Jrrbrdk-4-2K ) - 13- A H-1,3,7-Z 4%
-2 6-—FF;

8-{1-[(2- A-3-F 2K F)F 2K otk 4- 283 -1,3- =R 3 -1,3,7- = &
UT\-%—%\'296-": ﬁ]g] >

8-(1-{[2-&.-5-(Z R T )R ATF Ay abok4-K)-13- = A&
-1,3,7-= &%%-2,6-—BF;

1,3-= 7 25 -8-[1-({5-[3-( = A F ) FK A ](1,2,4-08 —r-3- )} F
SRyt -4-3]-1,3,7- = AR 94-2,6- = BF;

1,3-= 7 2 -8-[1-(4-7tkm2 2§ A )mbodk -4-3K1-1,3,7- = & 7%%-2,6-
B

1,3- = & 2 -8-[1-3-nthmg 2 P 3 )mtbe -4-3K]-1,3,7- = A% %-2,6-
B

8-[1-((1R)2,3-= &AL B A )tbmk-4- K ]-1,3- = A A-1,3,7- = 2%
"_2,6-—HR;

i

8-[1-((18)2,3- = &b 2F 2 )rtb ot -4-381-1,3- = A 4 -1,3,7-= 2%
#4--2,6-—BR;

3-{[4-(2,6-=8-1,3-= A H-1,3,7-= EF4-8-F)mbek R F ) -
KT ER Y B

3-{[4-(2,6- = F-1,3- = #-1,3,7- = A% 4-8- 2 ) rkrd AL F AR )
KB

1,3- = #& A& -8-(1-{[6-( = A F H)(3-wb R £ )] F A& } ot otk -4-
#)-1,3,7-= A %%-2,6-—BF);

8-{1-[(6- A (3-vtbmm &) F A Jotbrd4-28}-1,3- = A 2-1,3,7- = A
wZ b2 6-—FF;

13- 8- (13- (11,23 4-09eole-5-R) R A 1 A Piid-
H1-1,3,7-Z A 4-2,6-

17



03826411. 0 oM B /1w

3-{[4-(2,6-=FA-1,3-= A 35-1,3,7- = Ko 4-8- 2 )ribed 2 F 2K}
8

1,3- = A 2K -8-(1-{[6-( = A F 2 )(3-wh =g &K )] ¥ A ) b ok -4
#)-1,3,7- = S.7F%-2,6-—BF;

8-{1-[(6- R (3-7tm2 &) F A Jobmdk 4-H)-13- =@ £ -1,3,7-Z &,
TE-2,6- R

1,3-= & 2 -8-{1-[(3-(1H-1,2,3,4- 79 » -5- F ) K 35 ) 7 A [t vk 4-
#£}-1,3,7-= 898 v%--2,6- —F;

4-{[4-(2,6- = FAM-1,3-= A £ -1,3,7- = A o8- )vtkrd ] F 2}
RS

8-{1-[(4-F & A-3,5- = F IR 2wtk ) F Ao 4- 4 }-1,3- =
R #-1,3,7- = A% %-2,6- — A,

8-{1-[(3.4- = F A A Q- &) F Aok -4- K 1-1,3-— A &
_1:397--—;-' i"%%\“296':‘§]§};

8-{1-[(5-R2-E%m A) T A Jukrk-4-K}-1,3- = A H-1,3,7-Z &
w2l D 6-—BR; VAR

6-{[4-(2,6- = FAK-1,3-= R H-1,3,7- = KE5-8-F )ebod K] F 2}
L -2 -FR B

C. EXINEMWEHE, EF R R AE, 2&E X. Y. ¥4
B 7

KA, FBIA LKA 9A F= / R 9B &9 3K, H&54LF X ]
I o e N

EZ 349 10

X 1 e es bl &
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A EXT P HHE, EFRAREEAL, X £ 14-
Tobedk, RRE2-ZCHE, YREDPFR, UBRZZEE

OH

B
“ﬁi{%cﬁ@

B 8-(1-F A vtbek 4- K )-1,3- =& 3 -1,3,7- = & &% -2.6- = FF
(0.51 mmol) &) N.N-=F R FELE (2 ml) B F A A BR 47 (5.1
mmol ) F= 2-;& Z&F (5.1 mmol ). & 70°ChHeth ZiF kTR, EBRE
TREEA, RERBEHEH TLC sy, 534 7-Q-2 0T
HR)-8-(1-F bk -4-30)-1,3- =& & -1,3,7- = & 72%-2,6- .

B. AFX169oPeidE, HF R FPRREEFAL, HEX. Y
VAR 7

K, R LE 10A 953, 12A44% X RLG 69T/l
My ARHE 2-18 TEE, M HAFA T4 X T 69409

7-H5 7 A -8-(1-F etk -4-20)-1,3- = B 3 -1,3,7- = .52 %-2.6-
B

T-(F A THE)-8-{4-[5-(2-F A H)-[1,2,4] 08 — v 33 9 A A
FARY-1,3-= & HK-1,3,7- Z 5822, 6- — R ;

7-(2-F AR TH)-8-{4-[5-(2- F R H)-[1,2,4)8 —rk 3.4 F &,
AIFEI}-1,3- =R HK-1,3,7- = 4,78 %-2,6-—FF;

7-F A -8-{4-[5-(2- F B R A )[1,2,4] 18 — vk 3. X F A AKX
AV-1,3- =@ E-1,3,7-Z A8 2,6-—BF; LA

79



03826411. 0 oM E3/11Tm)

L) 11

X (22) e9ibdehdl4

A, AF X HO-C(O)-XYZ 545 eh 4 &, P X 2XKAE, Y2
—OG@;M&ZK&@W%X&HQ&%~%&%

a) ER4-BEFXFTRTE (3.04 g, 20 mmol) #F 3-8 F 2-5-(2-
“ﬂi%ﬁ@{lzqﬁﬂﬂ&(448&20mmM)é@ﬁﬂa(mmnﬂ)%wQ
iR, LIRIBESY, NIRRIREFIER, REXRPWIER T LR LB,
¥ B A NI IR VA TR SR M 4-{2-[5-(2- F B AL)-1,2,4-M8 —eg 34 ]
FERAIKTER T B,

b) B 4-{2-[5--FEAFEL)-1,2,4- 18 —wk 3 H 1P AA VK TR T
B (5.0g) FA A (10g) 49 F B (200 ml) Bk 4.5 N8, A&
BETFIREER, RERAMEZAFIAKZNE) 4B, B 6N &
HBRBRICKES pH 4 3, REFRNEMWFERI R TE . H
JETF MREERAFFE] 4-{2-[5-2-F 83K IH)-1,2,4-M8 — ek 3K 1T £
IR T B,

B. 44ZF X HO-C(O)-XYZ 894t ey 4l s, B EX. YH Z

KA, EBOAL 1A 9FB, 2R HEE 3-8 F A-5-BRe
[1,2,4708 e XA 3-50F A -5-2-F AR A)-[1,2,4]88 —nd, H1F4L
% X, HO-C(0)-XYZ ¢4 A FTAua-4h:

4-{2-[5-(3- B A)-1,2,4- 18 ol 33 | W A K T
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4-{2-[5-3R R IE-1,2,4-TE —o 3 R ]FEM VK F B, AE
4-{2-[5-FF T Ah-1,2,4- 08 —vk 3 R T A I VK T4,

C. #F X HO-C(O)-XYZ t4156-%t94l8&, BEX. YH# Z

KA, #RAL 1A 9FI, (AL T 3-2F HE-5-B4K49
[1,2,4]E e R FE 3-F T A -5-(2-F A A)-[1,2,4) e, 417340
F X, HO-C(0)-XYZ # 3 e1b-4.

/1

L3612

A5 X 1 69 b9 4] &

A, AFEX 1694 odmes sl s, AF R AZARPEBEIFHAL, ROEZE,
X A2 14-2%KHE, Y Z-OCH,-, B Z 72 5-(2-F FKI)-[1,2,4]5
o33k

\/\,,Jin
‘ Q
O)\NH ? L) ~><\\ -

TR TFHHE 4-12-[5-2-F &R K)-1,2,4-08 = 3K F A4
AHE (3.0g) 5,6-—&AFIK-1,3-ZFA-1,3- =5 %E%E-2,4-20R (3.2
o) Fo 1-[B-(=FAERR)AL]3-TEHKE —_REAEAMALY (30g) £
NN-— WA ¥ (50ml) FegiRSHitR. AB/ETHREERN,
RKEAALT FTFBRAAW I, 2P ImA 150 m] #9 2N & S 84L
4, KB 120C Fho#iReds 2 D ab. AIRe4HE 0C, RE
J 6N 64 BRBRAL.B) pH 4 2-3. RAM KA LB LEEZ 18 5 FE,
5B R OB A, LMF— LB TY. RKREREH, AF
Bk 829 20 ml 695 AR, R B A F e B, F LB LR
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Bok, RERCBRTE / FEE (1:1) sik—k., EATTFREK
RAFE|—HFAF X 1 6905 H 8-{4-[5-(2-F ARH)-[1,2,4]-F8 ==k
SB-AR W EARIRAY-1,3- 2 R 3-1,3,7- 2 A% 4-2,6- =,

B. tbFEXIbeMeshE, BRI R EZERL, T X, Y.
VAR 7

RAdR, BB VAE 12A 8953, i X (22) 4 es
W] B HARA 4-{2-[5-2-F AR H)-1,2,4- M8 —nk 3R |FRFE VKT
BR, I EAMLS W TidARAE 5,6-—8K-1,3-—AHE-1,3- 5%
vE-2,4-—FR, MHEFAFERT L Te-4:

8-{4-[(3,5-=F A FMvd 4- A )F KA KA }-1,3- =R K-1,3,7-
=R RA2,6- B

B

8-{4-2-(F AKX TR IE)KI[1,2,4]-08 == 3- L F 84
AV -1,3- =& $-1,3,7- = A 7%4-2,6- R,

8- {4-[5-(4- I )-[1,2,4]-T8 —ok 3 4 WA AR AN1,3-2 &
#£-1,3,7-Z £ 7% %-2,6- =R

8-{4-[5-(3-FR T4 )-[1,2,4]- B8 —rdk 3- L ¥ ALK A}-1,3- =&
#-1,3,7-= 2 7% %-2,6-—FR;

8- {4-[5-(3- T K A )-[1,2,4]- B8 — ot 3 WA KR A 13- = F
H1,3,7-Z RE%-2,6- —BR);

8-{4-[3-(3-A K 3)-[1,2,4]-08 — vk 5. L F ALK K )-1,3-— 5
H-1.3,7-Z R "E%--2,6-—BF;

8- {4-[3-(4-BE R J)-[1,2,4]- M8 v -5 F R A )-1,3- =
#-1,3,7-Z A %%-2,6-—[F;

8-{4-[3-(4-Fr A L K L )-[1,2,4]-8 — v S A - -1,3-
TR E-1.3,7-ZA°8%-2 6-FF;
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R {4-[3-(4-F T K AR)-[1,2,4]-WE = ek -5- 5 F AR A }-1,3-
— @ HE1,3,7-Z A EA-2,6- =R,

8- {4-[5-(4-Artkrik-1-30) LA }-1,3-= A A-1,3,7-Z 2R
w42 6-—BF;

8- {4-[5-(4- A K H)-[1,2,4]-HE =k 3- X T A4 }-1,3-— A
H-1,3,7- = A% %-2,6- R,

8- {4-[3-(4- T Fh 3 )-[1,2,4]- B = v -5 3L F R )-1.3-—
7 H1,3,7- 2 EE-2,6- = FF; VAR

8- {4-[3,5-= F 2-[1,2,4]-T8 — et -5- 5 F AA]- FAY-13-—AmE
-1,3,7-= 8% Zob--2,6- 87,

C. X1 ¢y slé, HEP R FRPEZERAHEL, BEX. Y.
VAR L

KAk, #PEVLE 12A 5%, 2AKLFEX (22) HRENS
%T@%K%4gﬂﬂ2?i$ﬁnz4m,%3ﬂﬂﬁﬁu$w
B SR T AT ik AR A 5,6- =8 -1,3-= R A-1,3-=
SR 2. 4- R, 1 FEX 6L ERed.

L3645 13

fe X 1 et o wl &

A. %?ﬁl%%é%%%%,ﬁ#R%ﬂ#iﬁ%g,W%g,
Xﬁjﬁﬂiﬁ,Yiﬂdk,m&z%&@?i%ﬁﬂmmm
o 32k
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_
N
\/IE[%@%@

a) f5 8-[4-CRA ¥ )R IA]-1,3-Z R HK-1,3,7-Z EF%-2,6-
—#A (3.8 g, 9.08 mmoles) #) K=& FBLAE (100 mL) &&T
JeNEEE AT (627 g, 45.4 mmoles), #HEFHIN 2-(= WA E) LA
W 404y (321 mL, 18 mmoles), RBEE TOCHPFRS 72 /1>
B AR TR R, R ik AR EAT IR ALK AR, A 30%
EtOAc/ S 200, 155 3.7 g #9 7-[(2-= 7 #ak) LR F A)-8-[4-Cr
BP AR A],3- =R A-1,3,7-Z AR%-2,6- =B

b)
al
0 > ;\
S d
OA{I%@“"“

W T-[(2-E F A LA T R)-8-[4-CREA T R FE]-1,3-—
FA-13,7-2 5.8%-2,6-—8A(1.74 g, 3.17 mmoles )iz fiF T F 85 (100
ml), %X/ H % Aa A Pearlmann #E4LF] (1.0 g). £ ERITEEDR
JE T iR AR 64 %k 16 B, Btk 2R EF R, A 50:50
W m A P WERAMOR, RERZEAEFE G ERK T2
= W ARA) TR T )-8 (4213 #F H-1,3,7- = 5% %-2,6-
R,
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c)

[\
6 °? ~ :

¥ 7-[Q-ZF A ) LA T )-8 [4-F K AK]-1,3- =R K-1,3,7-
= 5722 6-=87 (50 mg, 0.1 mmoles) &M-F &AE (2.5mL), 3
B hn A BRERAT (0.5 g ), HH A 5-FF 2 3-[(4-FO)FRANE =k (25
mg, 0.1 mmoles ), #A/E/E 60°C T HFRAM 16 1A, FBRET MR
FR A, RA TR Y AT H S E AT, /A 30 %EtOAc/ Tk
PR, 133 7-(2-Z ¥ A 8E) CEI T A -8-(4-{[3-4-AFKH)(1,2,4-1%
e 5O R AE)-1,3- =R AK-1,3,7- = A% -2,6- =87 (50
mg ).

d)

W 7-(2-Z F ) LR T A -8-(4-{[3-(4-AFE)(1,2,4- T
5EO] T AR YR AE)-1,3- 2 A A-13,7- ZAR%-2,6- —FE MR T O
82 (2mL), JLPAeA IM# HCl (0.5mL), SRR 2 N,
AR T iR A R KRR RO ERIF e G B RAY T A CBF (3 X 2
ml) seididdy, 1354 8-(4-{[3-(4- 8K H)(1,2,4-08 —ok-5- 5] F
A R E)-1,3-= A H-1,3,7-Z 8% %-2,6- = Bl
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B. X1 4&, EF R FBREEZEFHL, HE X Y.
VAR Z

AR, FRBVLE 13A 69 F B, 128 KA A ARA 5-RF &
3-{(4-R)FAE ok, HIFMHEXT AT a4

8"(4"{[5"(4-%2’:\;&)(1,2,4-!],5‘5\:.%]_1_3_}_3)] EP i)ﬁg} 3&7}&)—1,3—:‘ P
%_1’397":";1“%%\-2,6—,:@]5];

8-(4-{[3-(4-F 3K H)(1,2,4-F8 = vk -5- 30| F ALY K F)-1,3-=
‘% 7%' 1 )3 77"-2‘ iw%%\-z,6-:—ﬁﬁ] 5

8-{4-[2-(4-Bhopbod ) Z A LR -1,3- =R K -1,3,7- = 2 =%%
-2,6-—BR);

8-{4-[2-(4-F Foibed ) LRI R AL -1,3- 2R 2-1,3,7-= 80F
w4~-2,6-—BF;

8-{4-[(5-F A& FWEed 3 ) F ALK A}-1,3- =R E-1,3,7-Z 5
wEel_ D 6-—FF;

8-(1-{[5-(2- F £ 2)(1,2,4- B8 =k -3-30)] F 3L popbrde-4- 2 )-1,3-
=R Ak-1,3,7- = EE%-2,6-—F;

N-(2,6- = F 2 2 )-2-[4-(2,6-—A-1,3- =R K (1,3,7- Z 2 %%
-8-FR)) etk AR L BRAR

8-(1-{[3-(4- F 2 3K 2 )(1,2,4-M8 —ede -5 3L)] F 35 } ootk -4-35)-1,3-
Z A A-1,3,7- 2 B%%-2,6- B

8- {1 [2 (1 3_""ﬂ71"-—-§ Uglazi 2. ;E)Z);R]V}:t"_-l—_ 4- ;E} 13-_—_9\3}%
-1,3,7-= FEA-2,6- FF;

2-[4-(2,6-=£.-1,3- = R & (1,3,7- = S 7B %-8-48)) ko JL]-N-(2-
AR LBRAE;

2-[4-(2,6-=F-1,3-= 7 2(1,3,7- = S "%4-8- 25 ))rhod AL ]-N-K
B OB
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8-(1-{[5-(2-%F i%g)(l,ZA-ﬂ%_:vﬂg_}fg)] LF-g oo 4 2 )-13-
— ]Ij ftt:\-l 53 97'—2 %%%'2,6-—: ﬁﬁl )

N-(2,6-=F A K K)-2-[4-(2,6- — & AX-1,3- =/ £ (1,3,7- = 4.°%
wie-8- K )t 3] 2L B

8-(1-{[3-(4-F R HK)(1,2,4-08 — v 53] F A& Yol 4- 2 )-1,3-
Z R ER-1,3,7-Z A 7%%-2,6-—FR;

8-{1-[2-(1,3- = ARF = &R -2-K) LA otbrd 4- K31 3- =&
#K-1,3,7-Z A 7%%-2,6-—FF;

2-[4-(2,6- = B AR -1,3- = & K (1,3,7- = & "% % -8- 5 ) nb wk
ARJ-N-Q2-F8 K K) THLAE;

2-[4-(2,6- = AAR-1,3- = F K (1,3,7- = £ % %-8- 1)) b o H )-N-
FE Bz,

1,3- = A 3-8-rtbmk -4- 2 _1,3,7- = R =242, 6-—FA);

4-(3-{[4-(2,6- — AAX-1,3- = R K -1,3,7- = R E%-8- 2 ) KAL)
A }-1,2,4- 8 e 5 2 ) W R FAS

1,3-= A 2 -8-[4-({5-[2-(Z A F £ )FKA)(1,2,4-18 —ek -3- )}
¥ EI)RA]1,3,7- = K E%-2,6- —F;

8-(4-{[5-(2- R KA )(1,2,4-M8 —rd 3 ) F A AV X K)-1,3-=7/
#-1,3,7-Z 8 &%-2,6- —BR);

8-(4-{[5-(2,4- = F F K K )(1,2,4-18 — v 3. 2 )| F A AL )
#)-1,3-=ARK-1,3,7-Z & 7E%-2,6-—FR;

H

8-{4-[(5-F AFAME-3- ) FAAIFRA}-13-= 8 %-1,3,7-= &
Fe-2,6-—BF;

)5

8-{1-[(2-F AR )F bk 42 3-1,3- = F £ -1,3,7-= & -2
-2,6-—fF;
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8-{1-[(3-A KA F Ak 4- K- 13- — R E-1,3,7-Z &, 7&%
-2,6-—BFR;

8-{1-[(B3-AFEA)F A Jotbmd 4- 5 1-1,3- =/ #-1,3,7- = &, "2
-2,6-—BF;

1,3- = A A -8-(1-{[3-(Z A F )R K F 2K yetbod 4-30)-1,3,7- =
SR 2,6 F);

8-{1-[(2-F KA F A nbek 4-31-1,3- —F H-1,3,7-= &.&%
-2,6-—FFl;

1,3- = A A-8-(1-{[4-(Z= A F 2) K] F A ke 4-38)-1,3,7- =
Ao%42,6-—FR;

8-{1-[(4- B FA)F A oot 4- K} 13- = R H-1,3,7- = &, "2%
-2,6-—FFl;

8-{1-[(4- IR F A Jrtbok 4- V13- = F . -1,3,7- = S 2%
22,6-—FF; VAR

8-{1-[(4- A EZ) T vk 4-253-1,3- = B A -1,3,7- = £ 2%
2,6-—FF.,

C. #EX I8tk oPess s, AP R FBFRPZERL, KT XY,
VAR Z

EAUR, B E 13A 953, 12 £ 5-A F &4
3-[(4-FO)F A E o, 413 F X4 LTS,

£ 45 14

X (23) &9tbdey4l&

A, EX (23) htbsdehsld, P RIZFETHR
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/\/\N

T
0 N NH,

H

) 6- B R REE (5 g, 10 mmol ). 55 TR — s R (40 ml ).
VA B4 (260 mg, 1.97 mmol ) #4944 /1N, ERETIRE
i B 44 HMDS VA2 4% 6- B R a) = F A F A A AT =24

FEdpFe 1-8 T (10 ml) A-FF3F & 130 CHibisF i 3 R,
9K BRL B A M 20 E) 0°C, HAnAsb ey sRER AR R, I8
ey, MAAKkE, FEMLER (23) (b 6-8E-3-T A
13- RSB 2,4-2 R, HAF T AR AR AL,

B. 42X (23) hH TS &

KA, BERVL L 14A 8953, 12805 X R'Hal 69 54¢€ )40
MR 1A TR, WS E X (23) 69 TG

6-AI-3- T Hh-1,3- = EER-2,4- - F);
6- B -3-1F R -1,3- = A EE -2,4- =R

6-F A -3-2R A 2 T AR-1,3- T AR -2,4- = R
6- A -3-(2-F A AR)-1,3- = EF R -2,4- B

6- B -3-F A-1,3-ZAF R -2,4-—0;, AR

il

6-FIL-3- T 13- = A -2,4- R

C. 42X (23) e tubdheg s &

A, BBV L 14A 8955, 12A 3 X R'Hal 69 £€ 116
MRk 1T, MAIAFE X (23) 9T D
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6 BB 3T 21,3 = o242
6-Fk-3-(2- CRHA TH)-1,3- = KR -2,4- =B
6-FA-3- TH A -1,3- = R -2,4-  B;

6- R -3-3R K A 1,3 EBR -2, 4- = BF);

6- R -3-(3-F2 IR RA)-1,3- T B oF R -2,4- = BR;
6-FA 3-8 TH-1,3- = RE R -2,4- 2B,

6-F A -3-FR A F A -1,3-— AR -2,4-—FF);

6-F A -3-F K -1,3- = R E e -2,4- R

6- B I -3-(FliE-3-2K)-1,3- =~ A -2,4- Bl

6-F I -3-(vH -3 25 W 3R)-1,3- = e -2, 4- — B ;

6- 5 -3-(m Ak vh-3-20)-1,3- = A FE-2,4- 8 WA R

6- B -3-(FR T -4-35)-1,3- = AR -2,4- .

D. 4ZEX (23) B9 CHEMEH &

EAU, R L 14A 495 3R, {2A 45 X R'Hal 49 21¢€ B40
M RA 12T EE, #FF X (23) M9 ClEY.
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5] 15

tFE X (24) 89105404 %&

A, RFER (24) 9t ded s &, P R ZETH

o
NO
/\/\N .
)\ l (24)
0 N NH,
H

. 70°C F Aok 6- 8 H-3-T -1,3- = 5087w -2,4-=FA(4.0 g, 21.8
mmol ) Fe8 /K B (120 ml) 49846 A 2| BB R %, RiE
kAR 30°C. vADIEMA TR (3 g) BBHLRE,
RAHILIEY . B BRAMEEE] 0C, REREITEWH, MKk
A, BEERAETTE, 155 5-BA R -6-F I -3-T H-1,3-— S %%
2,4-—8R, AT F—/NRAfmEA dt—F sk,

B. 12X (24) #4S4b-d 4 5] &

EAUH, HRRL E 15A 6958, 124k X (23) sy e1bs
R 6-FF-3-TH-1,3-— a2 4-— 87, MN4FH0FEX (24)
vl T4

S5-I FE 3 -6- B Ik -3- LA -1,3-— I -2, 4- R

5-Ie FE 2 -6- R -3-0F R Fh-1 3-SR -2,4- R

5-J2 B A -6- 2 AR -3-FR A IR T A -1,3- T A8 -2,4- R
5-Ib A 3K -6- R A -3-(2-F A A A)-1,3- S E R -2,4- B,
5-Je AH A -6- R 3-F A -1,3- S AR -2,4- 28R LR

5-Je Y 2 -6- 2K -3- TR AR-1,3- T AR -2,4- B
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C. #EX (24) YEeibMmeg s &

EN M, FBRBUA L 15A 53R, (A4 FE X (23) ¢9i
AR FE 6-RIE-3-T H-1,3-— 4%

8Vl T4
S5-3I0 FE 2 -6-2,
S5-I A H-6-2,
5-I0 FH F-6- 2
5-36 Fh F -6-
5-I0 7H HK-6- A
S5-I A K -6-F K
5-Ib A5 3 -6-R K
5-T FH #-6-
5-I8 FH 3 -6-,
S5-I 74 A -6- 5
5- I 24 -6-
S5-I FH 3K -6-

56 A F-6- B I -3-2R O -1,3- 2 BB -

5- 3 7k 3 -6-
5-I0 ¥ 2 -6-

5- 0 74 2 -6- B I
5- T2 7 A -6 Bk -

5- 30 #¥ H -6-

5- 38 F¥ x -6- Bk -3 (UK -

A A-3-A AR -1,3-Z A -

B3R E-1,3- SR -

RAI-3-(W Ak R-3-25)-1,3 - S0 -

e R AL

nE-2.4-—FF, WHFtFE R (24)

F-3-F A1, 3- A SR -2,4- R,
B3 F A -1 3- A ERE-2,4-—FR);

F3-0F &A1 3-SR -2, 4- B

2,4- —BFl;
2 -3-(2-FK T A)-1,3- = AHR-2,4- = BR);
-3-(2-F IR THR)-1,3- = AR -2,4- s

3-3-F AR AK)-1,3- =4

5\‘3}

5o -2,4- — B

B A-3-(4- R T H)-1,3- — 8= -2,4- — R,

H3-2-THEBLA T H)-1,3- = 8F=-2,4- —FR;
A 3-UHE-1,3-—

S BR-2,4- = B);

2,4-—BF;

AR -3-(3-F2 IR RA)-1,3- = 2E W -2,4- = B

2,4-—BR;

BAAIIFAETHA1,3- 4% -2,4-FF;

B3I 3- AR -2,4- R

3-(vtmZ-3- 45 )-1,3- = A E I -2,4- B

3-(FHm-3- 2 B )-1,3- = AUE R -2,4- — R

2,4-"BF; VA

4-F)-1,3-—EFw-2,4- -,
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D. 4FX (24) sy ECIEWe H] &

EM, HEBeAE 15A 89 F K, [RALE X (23) 69T K4
W ARFE 6-F I -3-T 13- A -2,4- =R, HIFFE X (24) ¢
Heied.

E364) 16

te 2 X (25) 89484 8 45

A, AFEX (25) Wb hth b, HP R BETHE

O
NH,
/\/\N
)\ ‘ -
o N NH,
H

A 70°C Fhm#k 5-TAH3-6-8 3 -3-T A-1,3- = 205" -2,4- — )
(2.1 g 10 mmol) F=&K (50ml) & Rb4 A 5| XM RIER.
KB VAN BB AR B RLER A (T g) HEER I/ FRAL
&, ERETHAEERSYAF LI MAE, REEHE 0C. 5
TR Ay, AAKikik, 138 5,6-—&HA-3-T K-1,3- S AR -2,4-
—fR, —FE X (25) 494ed, EAT T —ARE mIAR i —
& 44k,

B. 4FX (25) e meh sl

FdH, #EAE 16A 55, mALFEX (24) ¢LEs
My ARA 5- T8 AH R -6- BIA-3-T A-1,3- = R -2,4- B0, QIRIFAF
X (25) #9Rh Fiedd:

L3

5,6-—F Gk -3- T 3k-1,3- 2 A -2,4- R
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5,6-— &R H-3-1E R E-1,3- A -2,4-—FR;
5,6-— &I -3-FL A AT H-1,3- = F% = -2,4-—BF;
5,6-—&AH-3-(2-F A A HK)-1,3-Z E %5 -2,4-—BR;
5,6-— A3k -3-F H-1,3- = AL -2,4- 28R, VAR

5,6-—RIE-3- T I-1,3- 80 -2,4- 1R,

C. 42X (25) HETHOWH S &

EAdh, I L 16A 69T B, [aALF X (24) (L Ehe
AR R 5. T8 FY M -6-F R -3-T A -1,3- A -2,4- —BR, 411545 K
(25) 9L TFTHAEH:

5,6-—FAH-3-F HK-1,3- A FER-2,4- R

5,6-— %k -3-F A IK-1,3- = A E R -2,4-=BR;

5,6-— &M -3-1E R IK-1,3- T AR -2,4- AR

5,6- R H-3-(2- K T HK)-1,3- = RHER -2,4- =B

5,6- = HIE-3-(2-F Atk TH)-1,3- = AHR-2,4-
5,6- =5 -3-(3-F & R A)-1,3- = FE R -2,4- R
5.6-— R 3-(4-F T £)-1,3- = A EE-2,4- R
5,6- = FFE-3-(2- CAHL IR TH)-1,3- = E0F W -2,4- =,
5,6-—F F-3- LM 3 -1,3- = A -2,4- B,

5,6-—F F-3-IR R HK-1,3- A -2,4- =B

5,6-— R -3-(3-F IR RIR)-1,3- = AR -2,4- =R

5.6- = B A-3-TR Tt 3 B 2,4 s
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5,6-—RI-3-FF AR F HK-1,3- 2 FFR-2,4- R

5,6- = F S -3-F K -1,3- AR -2,4- 1R

5,6- =& Jk-3-(thre-3-3K)-1,3- = S E T -2,4- B,

5,6-— & F-3-(vrne 3-8 F 25)-1,3- = S0 -2,4- B
5.6-—FHE-3-(W frkrdh-3-2)-1,3- SR EL-2,4- 28R, AR

5.3 2H H-6- B -3-(RPE-4-A0)-1,3- SR -2,4- B,

D. 4% X (25) L EEWeGH &

£ M, BRBVA L 16A ¢9F 3R, /AL FX (24) 9L EhE

M AR B 5- T FE B -6- B -3-T -1,3- = E0E R -2,4- =B8R, HlAFALF K

(25) e, )4 8-[1-(1-F-vtboe-3-2L F A)-1H-sth ok -4-
#1-1,3-=FH-3,7- = A-7F%-2,6- =R,

S 17

A X et e &

A EX T e esE, EF RIBETANE, RRAA, R>
25, X2 14Tk, YREFHE, UBRZAFKK

5.6- A HE3-TA-1,3- AR -2,4- =8 (1.2 g, 6 mmol)
Fo 1-F Aotked 4-5 88 (1.2 g 6 mmol) & F & (30 ml) WA= P Am
AN 1-G-ZFEAAARL)I-CEE - REAAALY (116 g, 6
mmol ). ik BE G EAR. £F R THERSMHITE, I8 H B,
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B FEERE, REEBETTR. FHFXTRE BTN (50ml)
AB B (18 mg) A-F-F 72 130°C F o 48 N0, RSB E
TrREEN, JFRATER /K (1:1) BHEEAY, FHKRFEXT ML
ot 1-T H-8-[1-TF Hmbed 4-21-1,3,7- = £.78%--2,6-—FR,

B. #FEXNIHHETIEWHGHE

EAR, BBV L 17TA 8953, /2843 X (25) B9 Eis
MR 5,6- =R FL-3-T A -13-— &A% -2,4-—F7, MHEIFLFX ]
& VAT AL A4

1-T 2-8-[1-7F Fsthedt -4-21-1,3,7- = A "% %-2,6- —FA;
1-T A-8-(vthr-4-2)-1,3,7- = A "% %--2,6- —FF;
1-7 2 -8-[1-F 2t -4- 2K -1,3,7- = A5 %-2,6- —FF,;

1-Tg-8-(1-{[3'(i g—h ‘?}E)X}i—z] W%}pttoi-4-7%)'l ,37 = -%-’ U%jz\'
oA~-2,6- - BFl;

1-T A -8-(1-{[3-AFKA)F A bk 4-2)-1,3,7- = & "&%-2,6-—

AR ;
1-T 3-8-[1-CR T 2 )bk 4-3K1-1,3,7- = & 78%-2,6-—FR;
1-(2-F A & 35)-8-[1-F ok -4- 3 1-1,3,7- = A "8 %--2,6-—FR;
1-79 2 -8-(1-{[3- AR A ¥ A Yot 4-3)-1,3,7- = A, "8 %-2,6-—
ARl

1-79 A-8-(1-{[3-(= #LF )] F A5 ) ribedk4-30)-1,3,7- = A%
w-2,6- -,

1-7 2R-8-[1-CR T )bk -4- £ 1-1,3,7- = S 5% %-2,6- —FF;

8-(1-{[5-(4-F K H)(1,2,4-HE — vt 3] 9 2 Yotk 430 )-1-R 2%
-1,3,7-Z 2% %-2,6- =7

1- 5% 2 -8-(vtb ke -4- 2£)-1,3,7- = A "% %--2,6- —BF);
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1- 2 -8-[1-F ke -4- A )-1,3,7- = A% %-2,6-—FF;

8-(1-{[5-(4- B H)(1,2,4-T8 ot 3 )] F 2} otbok-4-3)-1-T 2
-1,3,7- = & 7%94-2,6-—FR;

1- T 2 -8-(vthrd-4-38)-1,3,7- = SR %-2,6-—BF;

1-3R 79 2 25 -8-[1-7F shoothnd 4-3K)-1,3,7- = 7% %-2,6- — 0,

1-(2- F 2 A 2)-8-(siked-4-)-1,3,7- = A% %-2,6- —BF;

1- T A -g-vtbod -4- 25 -1,3,7- = R "E"%-2,6- —BF;

1- T p 3 -8-[1-7F Fhotbrdt -4-3K1-1,3,7- = S0 7%%-2,6-—F);

1-F 2 -8-(thod-4-38)-1,3,7- = & "% v4-2,6-—BF;

1-F 2 -8-[1-7F ootk 4-21-1,3,7- = &5 %-2,6- —F7;

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

1-(2- 9 2 7 3)-8-(1-{[3-= LT A KA F A pubrd-4-5)-1,3,7-
Z A E%-2,6-—BR;

8-[1-7F Zotbed -4-21-1,3,7- = &% %-2,6- —BR);

1- T A -8-{1-[(3- A2 T 2 Jutbnd 4-9K3-1,3,7- = £0F%-2,6-—
BE

1- A -8-(1-{[3-(Z A 23 A F 2 )bk 4-55)-1,3,7- = 2%
.2, 6-—FF;

1-(2- F A& & 2 )-8-{1-[(5-F A 7 Wl vk -3- 38 ) F 2k ] otk vtk 4-
£ 1-1,3,7- = A E-2,6-=BF);

1-(2-F 3 ) A0)-8-[ 1-({5-[4-(Z AT ) F4](1,2,4-08 ==k-3-5)}
WA ek 4-2-1,3,7- 2 AR %-2,6- R

8-{1-[(2,5- = A K H) F A ]otbod-4- K }-1-% K-1,3,7- = A %%
-2,6-—F;

)
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1-2-F & A AK)-8-(1-{[3- = AT AR KT 2 itk -4-28)-1,3,7-
= a8 g2 6-—FR;

8-[1-3F Hhrtbrk 4-%]-1,3,7- = £.°%%-2,6-—FA;

1- T A-8-{1-[(B- K3 F A |vbedt4- 21 -1,3,7- Z & "8 %-2,6-—
AR ;

1- L A-8-(1-{[3-(Z A F )R] T A bk 4-35)-1,3,7- Z 5%
-2 6-—EF;

1-(2- ¥ & A B )-8-{1-[(5- K 2 & W& vk -3- ) F A ]tk ik 4-
%}-1,3,7-ii€%%\-2,6-_—ﬁﬂ;

1-(2-F 2 B 2 )-8-[1-({5-[4-(= A F 2)F A ](1,2,4-1F = v 3. 5 ))
B o434 -1,3,7- = &, 2A-2,6- B

8-{1-[(2,5- =R F L) F A ]owd 4- X )-1-"H A -1,3,7-= & 2%
-2,6-—BF;

8-{1-[(3,4- = ALK E)F A b 4- K 3-1-8 % -1,3,7- = &%
-2,6-—BF;

3-{[4-(2,6-=FAR-1-R 3-1,3,7- = A EA-8- A )mbemb ) F K
¥ L

8-(1-{[5-(4- R IR A)(1,2,4-08 —rde 3 )] F H ) oot 4-2)-1-(3R
r%);&‘?'ik)-l,3,7-,—.§v%%\-z,6-._m,

1-GR A AT AR)-8-[1-({5-[4-(= A F 23K HK](1,2,4-08 —»d 3.5 )}
B et 45 1-1,3,7- = £ 2 -2, 6- —BF ;

1-(GR R A F 2R)-8-[1-(2-wthmg 2L F A )tk 4-3K1-1,3,7- = & 2%
-2,6-—BF;

1-JE T 2-8-[1-(6- = £ F Fwbng -3- 2 7 )bk -4- 2 1-1,3,7-=
S F%-2,6- —BR);
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C. FXINECHEMEHE

KM, BB E 17TA 8953k, [2A4F X (25) o9 eihs
My o ik AR 5,6-— R I -3-T H-1,3- A5 -2,4-—FR, JFE AL
X, (22) 8 LA T iR R -7 b 4R BR, #l&1LF
K I &L T

1- 2 -8-(1-{[3-(= AT )R] 7 2 etk 4-2K)-1,3,7- = &%
-2 6-—-BF;

1-5 R 2-8-(1-{[3- AR F A ) tbrd4-3£)-1,3,7- = £058%-2,6-
Bl

1'—‘£ &E'S'(l'{[:;'%j&%] ‘F %} utt"é}i—‘l—j__%)—1,3,7-,_:_‘;5(‘“%%\-2,6-
PR

1-(3- 7 2 %, A)-8-(1-{[3- AR A F &y okrd -4-5)-1,3,7- = 5%
w4-2,6-— B

1-(2-FK T AR)-8-[1-{F A rbnd 4- K 1-1,3,7- = A %%-2,6- =B

1-2- F &2 T A )8-(1-{B3-(Z A F ) K AT A} rbek 4-
%)'17357'-—:; ﬁf%\—296_"‘ ﬁl:] ’

1-(3-#2 2 7 2 )-8-(1-{[3- A F A ke 4-25)-1,3,7- = 2%
-2 6-—BR;

1-(4- T 25)-8-(1-{[3- AR F 2L ook 4-25)-1,3,7- = 5% %
-2,6-—EF;

1-(2- LA TH)-8-(1-{[3- AR A F A bk -4-7)-1,3,7-=
£."2eh_2,6-—FF;

1- Tt 2 -8-(1-{[3- AR A F 25y rbed 4-5K)-1,3,7- = E%7%-2,6-
B8R ;

1-3R 5 3 -8-(1-{[3- AR AL F 2 ) otbmdk -4 3K)-1,3,7- = £ 3%%-2,6-
Sy 1
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1-(3- % 2L 3R R A)-8-(1-{[3- A ] F A itk -4-4)-1,3,7- = &
p%i%\_2}6__:_ ﬁﬁ] ;

N

1-3R 2 -8-(1-{[3- AR F A& pobde-4-2)-1,3,7-Z 2% %-2,6-
1

1-ER 7 2 9 -8-(1-{[3- A F A e -4-25)-1,3,7- = & %%
-2,6-—BF;

1-35 2 -8-(1-{[3- A AR T 2R yobmdk -4-35)-1,3,7- = SR %-2,6-—
B 1-(otiR-3-2R)-8-(1-{[3- AR A 7 A poibrdk 4-30)-1,3,7- Z %%
-2,6-—FR;

1—(ptb‘7/£'3'gt-?%)_8_(1-{[3-%@‘3&%] EP%} "lit"f}i-él-—g)-l :377'5‘%
R k2,6~ B,

1-(v9 Sk ot -3-35)-8-(1-{[3- AR A ] F 2k ) otkrk-4-28)-1,3,7- = R
wZod ) 6-—BF; VAR

1(Fh -4 )-8-(1-{ [3- AL A T A otk -4-25)-1,3,7- = 2R
_2,6-=F.

D. #FX 1L ek egsl &

KoM, BB E 1TA $F3, [2ALFX (25) L eirs
45T ik AR AR 5.6-— I -3-T & -1,3- = A2 -2,4- 28R, J+EAL
2 X (22) 4 LTI TR MRS |- Aokrd 45 B, SEHF
KNIt ehsd.

ke 18

“rl

12 X, (31) 69408 8 %14

A, REZFAMZEX (31) a4l

100



03826411. 0 o P E4/11Tm)

HN I

(3D

LEEARE R w4 (1.53 g, 67 mmol) F=RKTEE (75 ml) 4|
B, IR P A AFEK (5.0 g, 33 mmol ) F 5 LB TR (3.77 g,
33 mmol ). AE A THILR LIRS 10 INu, 420, REEER
TR LBk, IWRMERTAKTE, KA HE pH AT 2
5A4 620, R EARST, AKEREFERLSTTH, ARAHE6-
A A 1-F R 13- —AFEw24- 28, —FFXR (31) 6914,
HA T F — AR A e sk,

B. %X (31) EEHEMH &

KRy, 8B L 18A 98B, 2R F X (30) e eths
AR MR, N HIFIF X (31) 9L T4EH:

6-FA F-1-F £ -1,3- =S -2,4-—FF,;
6-F A -1-0F & Ak -1,3- = S8 -2, 4- B ;
6-FFh-1-E T A1 3-8 -2,4-FF; VAR

6-FF-1-F T 2-1,3- R EL-2,4- B,

C. 42X (31) hETCHEMOH L

KA, BB E 18A #9453, 12AF X (30) s eike
WA F MR, RHIFAREX (31) e

6- R H-1-F A-1,3- = £ -2,4- 28R,

6- B I -1-5F 7 2-1,3- — A7 -2,4- — R
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6- R Hh-1-1E R HK-1,3- = A -2,4-—BF);

6- B -1-7 KA -1,3- AR -2,4- B

6- B -1-(2- K T H)-1,3-= A E72-2,4-—Fl;
6-FH-1-2-F B T A)-1,3- = EFR-2,4- 2
6-FH-1-(3-72 4 R AL)-1,3- = R oL -2,4- B
6-FH-1-(4- AT 2)-1,3- = E0F7R-2,4-—FF;

6-F I -1-(2- L EHZ L TH)-1,3- = A F-2,4- 1A,
6-F Ik -1- T H-1,3- = SH T -2,4- — FR);

I

6-F F-1-2R X - 1,3-—= 8 PR T -2,4- - BF);

>[<\ﬂ\

6-F I -1-(3-F AL A)-1,3- = S5 -2,4- B

\

6- AL -1-FR T H-1,3- = A B -2,4- —BR);
6- B A -1-FRB A F A -1,3-— a5 -2,4- B

\

6- A -1-KH-1,3-— A5 -2, 4- —FR;

6-FJE - 1-(vthmE -3-20)-1,3- S e -2, 4-—BF);
6-FFh-1-(HmE-3- 2 F K)-1,3- = S E R -2,4- =B
6-F Hh-1-(v9 Sk -3-20)-1,3- = A E -2,4- =B8R AR

6-F F-1-(Uk"E-4-3)-1,3- = A% -2,4- B,

D. %X (31) hEeiemeg s E

KAk, #RVA L 18A 9H Bk, 12A4F X (30) ¢ Heis
MR, FIFMHEFX (31) e,

L3645 19

X (24) 69454 09 %)%
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A, REEFHGLFX (24) Y6l &

e}

NO
HN

@

£ 90C T 6-Ak-1-FHA-13- A %-2,4-—F (2.0 g, 9.2
mmol) 4£ 15 ml &5 N,N-="F 3 F Btz f= 5 ml /K65 54 F 69 55R
& o A AN B 4N (1.27 g, 69 mmol ), fE 3k B RS- F Am NGRS B
H AR ERBIE, RELE TOCH#GRAY | . EARETRE
oA, AMEMTFARY, REMANREEA A pH A 4.0, JEH
S, ki, REEBET TR, 53 6-R&-5-BAAK-1-
2R 3-SAER-2,4- 80, —FLE X (24) B91Led.

B. X (24) thieothey 4l E

KMy, BB VA L 19A 689 F K , A X (31) 9 HEeHE
M AR 6- B -1-F 21 3- = A ER-2,4- B, N AIAFME X (24)
vl A4

G- -5-T AY F-1-F F-1,3- = S0 -2,4- = BF);

6- B -5-T FH A -1-0F F H-1,3- = SR -2,4- B
6-FE-5- T A -1-0E T 3-1,3- =5 F-2,4-—F0; AR
6- B Hh-5- T A -1 T AA-1,3-— SR-2,4- =B,
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C. X (24) hE A M B E

KoM, BBByA L 19A 8985, 2R FEX (31) MR eihe
My AR 6-FE-1-F H-1,3- AR -2,4- 2R, MHFFEX (24)
& VA T AL

6-FIE-5-T AH 3 -1-F K -1,3- = 20 -2,4- R

6-F H -5- TP A EE -1- & -1, 3- = A -2,4- -8R

6- B -5- T BE 3k -1 -0F R 2 -1,3- = A -2,4- R
6-F R -5- T A -1-F 2 X A -1,3- = AEE-2,4- =B
6-F -5 0 A F - 1-(2-3K T E)-1,3-Z B -2,4- R,

6-F -5 A H -1-(2-F A T H)-1,3- = R -2,4- =T

\

6-F E-5- T Al H-1-(3-F A R K )-1,3- = SR -2,4- 1R

6- B -5- T AN F-1-(4- T 25)-1,3- = AE v -2,4-=1F;

\

6-B I -5-T AE -1-(2- LR B A TH)-1,3- = A FR=-2,4- =B
6-FIE-5-T0 A H-1- T A-1,3- = A -2,4- =R

6-F -5~ T A A -1-BR R R -1,3- = SR -2,4- B

6-FUE -5- T8 Al 2 -1-(3-F A IR R A)-1,3- = SR -2,4- B
6-FE -5- T A F-1-FR T k- 1,3- A -2,4- - BF;

6-F ik -5-T0 A -1 IR R A T 2-1,3- AR -2,4- B
TR T RE TR Wy

6-F S -5- T AY H -1 -(vtme-3-2K)-1,3- = A -2,4- —BF;

6-F S -5-T0 Al Hh-1-(E 3-8 F K- 1,3- = AE R -2,4- B

6- UK -5- 0 Al E - 1-(v9 vk h-3-28)-1,3- = SV -2,4-—FR; VA

6-FIE-5- T FH H -1 -(VRoR -4-3R)-1,3- = R -2,4- =B,
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D. R (24) HECHEWE H &

EARL, VL E 19A 45 F %, 2AE X (31) e
MR 6-F S -1-F 13- A ETR-2,4- R, AIFHFX (24) &
HEete.

52 36,48 20

A2k X (21) B4k bW e 6 &

A REEFRAFEX (21) 9Lt Hl&

0

NH2
HN l

o} N NHg

2h

£ 70°CFE 6-FH-5- LA -1-F HK-1,3- 2 80H 5 -2,4-— A
(1.15 g, 4.7 mmol) #) 12.5% 57K (40 ml) &R A 15 54F 53k
ForiE T EAEAAN (2.44 g, 14 mmol ). FEIKIS T A0 BURL e ) v
E,%ﬁﬁﬁ%oﬁﬁﬁ%,m%%%,%EEﬁET%@,ﬁﬂ
X, (21) #4ee4 5,6-—RA-1-F A -1,3- = SR -2,4- 1A,

B. {2 X (21) HETHEWAEE

%M%,@%uLmA%ﬁ%,@W%#ﬁ(m)%ﬁ%%%
AR 2k G- B -5 T0 A A -1 -1,3- BB -2,4- B8R, MBI
X, (21) #9vA THE49:

5,6-—FFk-1-F 5-1,3- 2 SHR-2,4-
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2
\

55
e
e
H
o
[
Fy
B
3
N
+
Iy
s

C. #FEX (21) ETHEYEH &

KAn, Bl 20A 695, =2RA4FX (23) s eis
MR 6-BI-5-T A F-1-F 2 -1,3-— S -2,4- 80, #4515 K
(21) 89V Fieaedy:

5,6-— & -1-F 3K-1,3- = A% -2,4-—BF;

5,6-— &k -1-F R E-1,3- A -2,4-—BF;
5,6-—F F-1-1E R E-1,3- T AT -2,4-—BF;
5,6-— R A -1-FHERI-1,3- = A -2,4- R

5,6- =R H-1-2-F LH)-1,3-Z A% -2,4- B,
5,6-= 8 -1-2-F 845 L H)-1,3- =S -2,4- —Frl;
5,6-—FH-1-3-FE R H)-1,3- A HFEw-2,4-—F;
5,6-— & -1-(4- AT H£)-1,3- =S F7L-2,4- = FA;
5,6-—H-1-2- LA LA TH)-1,3- = ArEw-2,4- =8
5,6-- "B -1- T H-1,3- —AE e -2,4- - BF;

5,6-—F k-1-30 & H-1,3- = AL -2,4- - BF,

5,6- =& F-1-3-F LI RIK)-1,3- = EF 7w -2,4-—BF;
5,6-—FJk-1-20 T A-1,3- 2 AR -2,4- -,

5,6- &G -1- KA AT A-1,3- A -2,4- B
5,6-—F G -1-2K 3 -1,3- = A8 -2,4- - FR);

5,6- = BA-1-(FILRE-3-20)-1,3- = 2 -2,4- R
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5,6-— R -1-(Clr-3-2L F K)-1,3- —&AF7E-2,4- —BR;
5,6-— & Fh-1-(W A rk i -3-45)-1,3- — EFE-2,4- B, vAR

5,6-— &I -1-(FE-4-2K)-1,3- = A -2,4-—BR.

D. 4FX (21) E TG B &

EAH, 3LBBVA L 20A 695, 2Rk F X (23) 69 eihs
PR 6- R A-5- LA F-1-F -1,3- 2 EFw-2,4- 87, #1515 X
(21) A Eehed.

645 21

=N Ak ki

A, X190 dss, AP R EZS, RREFE, RREZA,
XA 14-Tobep K, YRIBFHE, AR ZEZXRKL

1) O

12X T

¥ 5,6-— A FE-1-FH-1,3- A Ew-2,4- =8 (200 mg, 0.8
mmol ). 1-3F zrtkrd4-5% 8 (202 mg, | mmol) #= 1-3-=F A &I
& H)-3- L AR = B A A4 (191 mg, 1 mmol ) &% F NN-—F
HOE BRI I 16 BT, ARETHREEN, AAWIEBRTST
A s RJE (AMDS). % P i AFB 4, KEE 125CT e
PoRAM 80 AT, ER/ETREIIEY HMDS, AEMA T E K
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& 1:1 BeWF R AR, JEE B, A 111 69 FEEfKik
A, RIEEBRET TR, ﬁ-@l 3}3?—5&-8_[1-%52%@1-4-;3]-1,3,7-_:_
K780 6-—8F, —FPILFE X T 89159,

B. 40X 1 #bdhnsd, EF R EZE, RRELA, X £ 14-
Torbr B, YREREWE, LA ZZFXKE, BT R?

EAURy,, PR AE21A 8F B, 2A4FEX (21) e s
MR 5,6-—RH-1-F -1 3- R -2,4- = 8R, WHFHFE N T
VA T A4

3-aF A 2L -8-[1-"F Fhrtbed-4-2]-1,3,7- = & 7% %-2,6- —FR;
3-F T 3 -8-[1-7F b 4-3K1-1,3,7- = S0 75%-2,6-—FF);
3-F A -8-[1-"F Amtrd4-2K1-1,3,7- = & 7% 7%-2,6- —BF);

3-0E T 3 -8-[1-F Fovtbrd 42 ]-1,3,7- = & .78 %-2,6- —BF;

3-(2- 2 7 2)-8-[1-F Fhothod 42 ]-1,3,7- = S7%"%-2,6- = BR);
VAR

3.9 H-8-[1-F shothrd4-21-1,3,7- = & %%-2,6- .

C. FR 144, PR ZA, RERL RRELA, X
21 4-Topbe B, YELRFHA, URZEFRKL

HNT

FEANR, B AE21A 8958, /2f445 X (21) HhELEHhe
Mol b W AR AR 5,6- —H A -1-F K -1,3-— A -2,4-—FR, JFALEFE
X, (22) 4 E 1o T ik XA 1-F Ak 4-5 88, N 1F10 5
K] 9L TAes-4s:

3-F F-8-[1-FF Fetbod-4- 3 ]-1,3,7- = &% %-2,6-—BF;

35 AL -8-[1-7F Fotbrd-4- 3K 1-1,3,7- = 5.8 %-2,6-—IF;

34 R A-8-[1-F stk 4-31-1,3,7- = & 22 7-2,6- R,
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3-(1-7 2 AR )-8-[1-F 2otk -4- 4K )-1,3,7- = S °%%-2,6- —FR;
3-(2-FK T H)-8-[1-7F shrthm -4-21-1,3,7- = S "% %-2,6- —ER;

3-(2-F Ak T H)-8-[1-F Aabed 4-2K1-1,3,7- = A "% %-2,6- =
A ;

3-(3-¥#2 2 & 2 )-8-[1-7F shootbed -4-2K1-1,3,7- = S5 %4-2,6-—B;
3-(4- T 20)-8-[1-TF Zntbmk -4- 2 )-1,3,7- = &% %-2,6- —BR;
3-(2- LA B TH)-8-[1-F Hhrtbrd 4-3K1-1,3,7- = & 5%%-2,6-—

3- Lot AR -8-[1-2F Aoothed -4-2K1-1,3,7- = & R%-2,6-—BR;
3-ZR R AL -8-[1-7F Frttodk -4-281-1,3,7- = S % %-2,6- —FF);

3-(3-# IR R F)-8-[1-F A wbvd -4- 2K 1-1,3,7- = SEU5% % -2,6- —
A ;

3-ER T AL -8-[1-7F Fotbmtk -4- 2 1-1,3,7- = &% %-2,6-—BF);

3-IR R A W A -8-[1-F Atk 4-301-1,3,7-= A% 4-2,6-—BA;

3K -8-[1-F e -4-3K]-1,3,7- = & "% %-2,6- —BA;

3-(PhmE-3- 2 ) JE 7 -8-[1-TF Ak ek -4- 2K )-1,3,7- = S %-2,6-
ZBR);

3-(PHe P -3 2 AR)-8-[1-F Horbhwd -4-3K1-1,3,7- = SR 7%-2,6-—
ARl ;

3-(9 Sk v -3- )-8 1-F Homb w438 1-1,3,7- = 0% %-2,6-—
AR VAR

3-(UkPE-4-25)-8-[1-7F Fhothmk -4-21-1,3,7- = &% %-2,6- =,

D. XIS sE, EFRIZA, RER, RREEA, X
T 1 4-Fepber ik, YREFRE, AR ZEZFHAL
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EAR,, HeHBvA L 21A 895, [2AF X (21) ¢y Leis
My oT ik MR A 5,6-—F I -1-F F-1,3- = EFw-2,4- =8, FAALF
X, (22) 642 E AT e AR 1-F Kobrd 4R BR, HIAFLF X
149 Heied.

S 5645 22

M

i X (33) 89o-M e 4 &

A, AFEX (33) thtbidhthdl g, AP RIZETEAMR RET
3
0
NN
PN

(33

JE 40°C F Aok 6-83-1-F HERER (3.0 g) ELKNN-=F
AR PR CEE (10ml) = NN-ZF R B (50ml) +
b B R A B IR B AL R H R (60 447, RJE A NBRERAT
(10g) FoE THhE (7.8¢g), #EHE SOCTHHR LRSS 16 )
B, BRI E TR, ik, ARLEHN, FEMAFKX (33)
0 FE Y 6-[1-AZe-2-(=F AAR) THA]3-T A-1-F A-1,3- 2208
"Z-2,4- ZFRAARG B T T —/A-BAL.

B. 4% X (33) 6910 e9418E, T R = R?

KAgMs, FRBUA L 22A GF R, A FERX (31) ¢ eiks
W7 e MK 6-Fh-1-F SRR, A e kA g T ik s AR
THGE, MHEIFFEX (33) A THRED:
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6-[1-AZe2-(=F A AL CHA]-1-F H-1,3- =8 FK-2,4-—
Al ;

6-[1- R 2-(= FEAAAL)CHAT1-FE3-T A 13- 88%
-2,4-—EF;

0y

6-[1- R 2-(=FEERFE)CHE]-1-FH3-FE-13- A F=
-2,4-—FFf;
6-[1-A A2 (= FARIE)UHA]-1-THA-3-F-2- k13- =5
wE -2, 4-—FF);
6-[1-F Z2-2-(=F A AL THAKY-1- TR -3-RK-1,3- 2 2%
-2,4- B,
6-[1- R -2-(= F AR THH]-1-F AR -3-T XK-1,3- =50
-2,4-—BF;
6-[1- 722 -2-(= F R HK) LM AR T-1-F AR -3-4F T & -1,3- = &0
ue -2, 4- - BF;
6-[1- R Z-2-(—FRAER)CHAE1-FAR3-ZKARLA T E-1,3-=
A -2, 4- B

6-[1- R 2-(= FEARAL) TH A 1-T R 3- TR AKL T HK-1,3-=

A5 E -2, 4-—BF);

BNl

6-[1- R Ze-2-(=F A AL T A 1- T34 T HK-1,3- = 8%
v -2,4- 28R AR

6-[1- A& -2-(=F AR T AR]-1-T A -3-0E T AK-1,3- =50
v -2,4- .,

C. X (33) thieodegsl s, RER &R

FEA e, 3Bl E 22A B9H Bk, faRF X (31) e s
7T KX 6-%%—1-‘?%}5’@%5’{, S 2T A R T MR R
THE, RFFEN (33) EeheH.
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E 364 23

1 X (34) 69t P el &

A ALFEX (34) 09k hlE, P RIRZETHEUR RPEF
x
0
SN |
AP

(39

B FEHA) 22A F AT 6-[(1E)-1-RAZ-2-(=FERAKL)TH
H-3-TH-1-FE-1,3- A Ew-2,4- =87 (4.0 g) EFAETFTEF.
AR EF R T AL KA, RE AT B THIER L RS 48
DB, B RBULEE| RAMEDAE, ERETHREER, Rad T
ek, IRy, AR, REERET TR, FRHAH
6-F F-3-T 3-1-F K-1,3- = A&Fw-2,4-—8R, ABEAT TR
B

B. 44X (34) t94bbdmeh4lE, &KE R 2R

KA, BBVl L 23A 98B, a4 X (33) ¢ ethse
AR 6-[(1E)-1-RAfe-2-(—F A AL LHA)-3-T 2-1-FK-1,3-=
SEvE2.4- R, MEIFIFE R (34) 89h Fiuedh:

6-F g -1-F H-1,3- = A HR-2,4- —FR;
6-FF-1-F K -3- L A-1,3- 2 AEvE-2,4- B,

6-F h-1-F F-3- E-1,3- = AER-2,4- - FR);
6-FIk-1- LA -3-(A-2-Be A )-1,3- = SR -2,4- R
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6-FAFE-1-T A -3-F E-1,3- = A= -2, 4-—FR;
6-F I -1-F E 34 T H-1,3- =88 -2,4-—FF;

6-F I -1-F K -3-FR R F 3-1,3- = A9 -2,4- IR
6-F F-1-TH-3-RA A F H-1,3- =55 -2,4-—FR;

6-AI-1-THAE-3AF T H-1,3-— G585 "C-2.4-—FR; vAE

3
=1

6-RI-1- LI -3-0F T 25-1,3- 872 -2,4- —BF.

C. t#X (34) oM eas s, ZE R =R

M, IBVA L 23A 8953, 24 F X (33) 9L eibs
%4&% 6-[(1E)-1- A F-2-(=F A E )T A ]-3-T H-1-F2-13-=
2 -2,4-—BF, #AFIF N (34) 9 e,

52 3#6.45) 24

1 X 69404 64 %)%

A tFEXIT S HegHE, EF R ZETHE, RREFHE, X £
1,4-Totbv B, YR IBFHER, IR Z 2 3-8#F 4

|

VAL 14, 15, 16, VAR 17 P AT KR (23) #9404
AR E A X, HF X (34) 91 E1L Rz X 1 a9105-4.
Bp, Fo B AEBR4AR R AR, S-T AR -6-BEITA Y, RELR K 5,6-
—RHEATAEY, BH X FE BRI E X Z-Y-X-CO,H ¢ & BB
MAFEMFE X T e94eb-d. AR X, HIFAL T4
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1-T A -3-F 2 -8-{1-[(B- AR A F A bk -4- 4 3-1,3,7- = 80°%
w2 6-—BR;

1- 9 2 34P T A -8-vth 43k -1,3,7- Z S "E%-2,6- A,

3-9 A 1-7 A -8-[1-F Hhobod -4- 3£ 1-1,3,7- = &.mE%-2,6-—-FF);

3- LA -1-(R-2- R 3K)-8-[1-F Fhmtbvd -4-3K1-1,3,7- = S0 5%%-2,6-
R

3-TE-1-A A -8-[1-F hmhvd 4.3 1-1,3,7- = £.7E%-2,6- —FF;

1A T 2-3-§ 2 -8-[1-F Awbed 4-301-1,3,7- = & "8 %-2,6- =
AFl 5

1-30 A AR W A -3-F 3 -8-[1-"F Fhombedk 4-3K]-1,3,7- = S0 "% %-2,6-
AR

3-THA-1-R A -8-{1-[(B-Z AT AR A)F A bk 4-3-1,3,7-
= 8,55 %-2,6- R,

3- T E-1-F 3K -8-(lr-4-35)-1,3,7- = £ "% %--2,6- —FF);

1-R IR TR -3-L A -8-{1-[B-= A F A K ) W A rb vk 4-
#5}-1,3,7- = SEF%-2,6- —BF);

2-[4-(2,6-=8-1,3- =R #(1,3,7- = &, "E%-8- 2 ))mbrd H 1-2-3K
LB LB |

1-ZR R 2 A -3-F A -8-{1-[B-= A F A K ) 7 2 vtk ode 4-
#3-1,3,7- = &E%-2,6-—FF;

3-F 2 -1- 7 2 -8-{1-[(3- = AT A ) W AR etbed-4- 28 3-1,3,7-
= A R9%-2,6-—FR;

3-F K -1-A 2 -8-{1-[(B- BRI F A Jebed4- 7 1-13,7- = 5.2
%-2,6-—1F;

1-3R A A F 20-3-F 20-8-{1-[(B- A 2 F A oo -4-21-1,3,7-
= AE-2,6- 28R,
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3- LA -1-(R-2-0 2)-8-[1-F shrtbvdk -4- 3L 1-1,3,7- = & "E%--2,6-
Bl

3-Z-1-F A -8-[1-F Fhvtbed -4-3K]-1,3,7- = S8 %-2,6- —BF);
1-4F T3 -3-F 2K -8-[1-F 2habed 4-K1-1,3,7-= & &% 26-—

1-ZRA 2 F 2 -3-F 8- [1-F Avtkbed 4-21-1,3,7- = 5,"2%2.6-

CA-1-A AR {1-[(3-Z AT A RA)F b=k -4-4K13-1,3,7-

3-
= AE%-2,6-—FR;
3-T A -1- A -8-(b i -4-5)-1,3,7- = R & %-2,6-—BA;

1-2R R A F R -3-T K -8-{1-[G-Z A F AR ) F A vk 4
HY-1,3,7- = A %%--2,6-—BA;

2-[4-(2,6- = FAK-1,3- =R H(1,3,7- = &2 %-8- 2 ))bod £ ]-2-3K
R TBRTES;

1-FRARA T R3-FRS{I-[G-Z AR FTAEARE)F A obek 4
HK}-1,3,7-Z & %%-2,6- -,

3-FH-1-AAE-8-{1-[G-Z A F AR T A ]ubrd-4-21-1,3,7-
= 8 E%-2,6-—FF;

3-F A-1-A A -8-{1-[G-AFK) F AR bk 4-2£1-1,3,7-Z &.°%
-2 6-—FF;

1-ZR A 2L F 2R -3-F 2 -8-{1-[(B- AR ) F A obwd 4- 2 1-1,3,7-
ZARe-2,6- B

1-ZR A2 F A -3- T A-8-vtted 4 -1,3,7- = 5 7292 6-—FA;

1A T 25-3- L2 -8-{1-[(B- AR ) F AL otk 4- 20 1-1,3,7- = &
"Zeh D 6-—FR; |

1-T 2-3-F 2 -8-[1-F oo 4-2]-1,3,7- = A58 %2, 6-— Ff:
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1- LAk -3- W K -8-[1-F Hhrtbede -4- 2L )-1,3,7- = A% %4--2,6- = F);

3- L AR-1- AR -8-[1-({5-[4-(Z A F 2)RH](1,2,4-18 —wk 3-8 ))
F Ak 4-3K)-1,3,7- = S %42, 6- =B

3- L A-1-A A -8-[1-({5-[4-(Z A F A) )5 MEek 330 ) 9 40
etk 43 ]-1,3,7- = & &2 6- —;

3- L A-1- K -8-[1-(2-7thme L F AR )mbvde -4 3L 1-1,3,7- = & "% %
-2,6-—FF;

8-(1-{[5-(4- R R 2) A WEvmk 3 A T W A dwboikt 4- K ) 3-Z 5 -1-5
#-1,3,7-Z A.7%%-2,6-—1A;

8-(1-{[5-(4- R K HE)(1,2,4-M8 — o 3. F )| 7 2 Y etbok 4- 3 ) 3.2 3%
-1-A K -1,3,7-Z S E%-2,6- =B

3-({4-[1-GR A AT £)-3-F £-2,6- = £-1,3,7- = S7%"5-8- A otk
o B F )

8-(1-{[3-(4-RAFK2)(1,2,4- K8 —ode 5. ) F 2 yvbok 4- 2 ).3-2
1R -1,3,7- 2 8% 4-2,6-ZBR; 3- LA -8-{1-[(5-3K A e 3. 5)
?i&]%h@#-é’%}-l—ﬁ£-1,3,7-5.%_’1"%%\—2,6-.:@@;

3- LA -1-A A -8-(1-{[6-(= AT 2)(3-vh 2 2)] T A ) vt v 4
7.%)_19377':_;&0%%\"276'”“@@;

3-{[4-(3- T & -2,6- = F-1- R K -1,3,7- = S "R o8- Kk rikod S| T
F}-KIF;

3- LA -1-A K -8-{1-[(3-(1H-1,2,3,4-v9 stho&--5- 35 ) K ) F 2 Joi,
4.0 1,3, 7- = A g2 6- R

3- T AK-8-{1-[(6- F AR (3-wtbmx ) W A Jrtbrk 4-F ) 1B H o1 3,7-
Z A R2,6-—FF;

- AR AT 2K)-3- T HR-8-(1-{[6-(Z AT 2)(3-7bm 8 )| 7 4 ) otk
-4-K)-1,3,7- Z S78%-2,6- - FA;
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37 A 1o HE8-[1-({5-[4-(= AT )R AR Mk -3- 41 F 4
oot -4-81-1,3,7- = 8% %-2,6- =B

3R 17 A -8 [1-(2-rtbm AR F )t -4- 25 1-1,3,7- = 2R
-2,6-—BF;

8-(1-{[5-(4- R F A ) FMEed 3-8 F 2 ) itok-4-2)-3- T A-1- 7
H-1,3,7-Z 8 %%-2,6-—FF;

8-(1-{[5-(4-F R )(1,2,4-M8 = ek -3-30)] F Ay obbrk-4-25)-3- %3
- 3-1,3,7- 5 AE%-2,6- R

3 ({4-[1-(GR A& T H)-3-F 2K-2,6- —AAK-1,3,7-= Sr2oh-8-2 ]
b 3} AR R

8-(1-{[3-(4- A A)(1,2,4- 18 = ok -5 H)] F Ak Joibode-4-15)-3- T 5
-F 13,7258 2,6-=8R; 3-TA-8-{1-[(5-F A FTEA-3-K)
WAk etk -4k ) -1-A #-1,3,7- Z AR -2,6-— B

3.7, Hh o 1- 7 A -8-(1-{[6-( = AT A )Gt &) F A& Y ek 4-
#£)-1,3,7- = 8F%-2,6-—BR;

3-{[4-(3- T2 -2,6- = BMR-1-F £ -1,3,7- Z A% -8- )bk A ]
‘?E}—Zy\ﬂi,

3.7, B -1- 78 A -8-{1-[(3-(1H-1,2,3,4- 79 . -5- 35 ) F 2K F 2 ]wte
4-33-1,3,7-= A% 4-2,6-—FR;

3- 7, 3 -8-{1-[(6-F F(3-"hrZ 3)) F A bk -4- 2} -1-57 55-1,3,7-
= &R v2,6-—BF;

1-(BR 8 2 F 5)-3- T HR-8-(1-{[6-(Z AT 2)(3-o A)] F & Joik
4. 5)-1,3,7- = B F%-2,6-—BF);

3- T 1-(2- 26 7 2 )-8-(1-{[6-( = A TF A)(3-vho )] F 2} otk
o _4-35)-1,3,7-Z R E%-2,6-—BF; VAR
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8-[1-(2-(1H-1,2,3,4- w9 vd 5- ) T ) wbod 4- K - 1- (IR @ AL &
H)-3-F 3K-1,3,7- = A 727%-2,6-—-F,

ELH#5) 25

FET SR A TSGR IR

3078 AZE (mg/lif)
&M RS 30.0
Ay 305.0
B NG BR AR 5.0

VA LR ENFEIRE .

F 3645 26
FIF VAT LB 4ET A Al
8.4~ AE (mg/h)
&R 25.0
SRRy 200.0
IR & — R ALAE 10.0
A RS BR 5.0

3R A AT IRAFE B AR F
E ] 27

HET A AT R T BN

8o TE%
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24 A=
&M RS 25 mg
40,0 ig Iy B8 H o BE e £ 2,000 mg

EMER 4@ L No. 60 B £ B &S AL THAR Y E 28
HFIEACE) ARG B H R ES T . RS RS I ENATFRE T 4 2.0
g 89 AR S AE b2,

£ 3645 30

BEANEH S0mg HHARS /5.0ml F a5 REH, L4 &0 T

8.5 i
Pl SR 50.0 mg
& BRI 4.0 mg

AT RGEE4 (11%)

e HEE (89% ) 50.0 mg

FEAE 1.75 g

T B4 00 ma
PR For e €A v )

sLop KA 2 5.0 mL

B E RS BAEF R R STiE L No. 10 B £E 6, KEH4
SLATRIE GO B AT SR A T R S E S e AR RS, A — K
MR TN, FH. UBEEHRBERIET I, RE AL
YK AR BT E Z 094k 4R,

52645 31
BT F A ST A ) Ko
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28 4 35
Yo 5.0 mg
TRk 1.0 mL
52 #6.145) 32
F BT EA 4o T RHGGESHE
28 4~ $&
&M RS 2.0 mg/ml
HE A, USP 50 mg/ml
#EHEEL, USP % (pH5-6)
K (EA8, £EF) REFZE 1.0ml
# A, NF 2
3645 33
#ET EA 40 F Ro69.5 3% F)
2 53
MR 0.2-10
3] 3L 60 2.0
ok38 60 2.0
Vg R 5.0
JuHk 0.10
ZRK T BT By 0.15
ZRTF R KBS 0.05
BHA ( T#&8) 0.01
7K EZZE 100

PR Z SN, 3F PRl LR H A T AR B 60°C. RUE A
BB AT Ao A B 4 60°C 8 KA 4280 FUAL., 28 A BB K B

100 g.
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52 3645) 34
A ]
414 78, )
285 FFEE (%) 1y) Bk
7E B 50-95 70-90 75
Ihabtt i Ek GEFH) 1-35 5-15 10.6
WAL Akms kg 1-35 5-12.5 10.0
A A4 0.1-1.0 0.2-0.6 0.4
BRAATEASE 0.5-5.0 1-3 2.0
PG BR 4R 0.5-5.0 1-3 2.0

AL RGBT B4 &4 T BERES (FRE ) 1E4F pH
AR FRFE ST A BAEAT T 69T 7). 2R JE B 5B Ak (5&akik
BRMPE G BRA G R P ) HEAFE LT T RS RS Mt AT
WAL, MK TR, 0, Fev a8 H (LoiF G RAEAS BR4E )
B, REEFIRA A . kBB IR R BAE RSB 6 K
R, B EAAN R EEALET, ik AR (TiRMAH 5iA 25
% 44 7K IR IBIE T Ao KR EBE ),

FUAF 6 7 AV FT VA B STk 6 AL 6.8, WMRIA SR A . B okbd
BAABAL B RS, RIBRAERTERTNEEY 2% 4% 2
], 3G ARIE T A RATRE R B 4oty L Qi R AT Ay
. MEBTFTVAREREERN (—FRERATATEARMERE /T
TR F A AL EE % K4 — Eudragit® E — R6hm. Pharma ), vA&
KAty ZERIRERTATRAH £ EF . EBEH . AR L CH
B B

JER 64 R AR LA RAARZ 8 Kp B AR, B 76X
2 2BET R A P MesE, X4k B A3 300 £ 1100 mg
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Gy Aoty i B ak (free base ). ki, X3k B H B IE50 B A
400-600 mg. 650-850 mg. ¥AA 900-1100 mg #94L-2-4 i & ..

T B E MR R, MR RS 1A 64 B R 04 BT 18} BEAT
Iedl. ik, EAPHARRSHE, Br, BARRE T ARMAMER
ehaTEl, HAE 1 E 10 AT B N, JFFEME 2 £ 5 4. A4
Kl s, MR P IR B FAF R E AR TFIREF, £2 60
CTF 47T 1.

Agp BRI Z AR A BUAREEA. A Agp IEH Z 4K cDNA &AL 7 4%
# 3| HEK-293 /e (#4 HEK-A2B mj). /A PBS #ik#E
HEK-A2B #gjit,— R A4 &£ 44 10 mM HEPES (pH 7.4). 10 mM
EDTA F=& @ B3p 4| 7 698 77 ik F . X @8 /& polytron ¥1/R AL
F Lk E (setting) 4 348 1 44F, 4 4°CF L 29000 ¢ &% 15
247, A4 10 mM HEPES (pH 7.4). 1 mM EDTA #=%& & B&47 %)
F) 69 E o R A N ER—R, R EF AR NAIALT 10% FEAE
EF R BKREF SR RIFA-BOC., TELEESHTHTAMNTE
F%&: ¥4 10 nM *H-ZM214385 ( Tocris Cookson ) Fa 7k [B] iR A 441K 34&
- vA B AE TE ¥ 7% (50 mM Tris A= 1 mM EDTA ) (#hF24 1
245 /mL REFHE) Py 50 pug BEEGIATRA ., HNHEE
90 4~4%¥, #)/B Packard K& B #HATILIEMIFIE, KRB H KA T
% 4% (10 mM Tris, | mM MgCl,, pH 7.4) #&wk. £ 10 uM
ZM214385 H £ T WA AEH FE 46~ A GraphPad 34+ A4
e e (BP, Kifh).
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ATHREECBRFZTHREHEALZS. AH AL A A BREFZ
cDNA #%#% 2 4% % CHO & HEK-293 e (#kR4E CHO-Al.
HEK-A2A. CHO-A3). #)84v_ kAL 6548 ) 75 X AIX 8L 49 64 &
M., FE oM BINTEA4E: ¥ 0.5 nM "H-CPX( A -F CHO-A1 ).
2 nM’H-ZM214385( HEK-A2A ) 0.1 oM "*I-AB-MECA( CHO-A3 )
Fo A B) R4 XIS - v A B AE TE %4 (50 mM Tris A2 1 mM
EDTA, A -F CHO-A1l# HEK-A2A) 3 TEM £ 4% (50 mM Tris,
1 mM EDTA #= 10 mM MgCl, /il T CHO-A3 ) (AP VA 1 #4% / mL
IR BB ) T a9 B HEAT A B F R Z 4 90 44, FIA Packard
R ERHATIEIE M, KRB AVKSE TM 44 % (10 mM Tris, 1
mM MgCl,, pH 7.4) #&w@A. £ 1 pM CPX (CHO-A1). 1 uM
ZM?214385 (HEK-A2A) #= 1 uM IB-MECA (CHO-A3) &£ T n|
ZApAF LS. e WeyFES T (B, Ki 4L) Z£F1A GraphPad
BAFSATIT .

cAMP RE ., ¥ B4R @G ELSH 5SmMEDTA & PBS . A
DMEM #%hFk@fe—RFBHEFESA 1| £45 / mL RIFM A
DMEM ¥, /& %4 100,000-500,000 28/t / ml. 100 pl ¢4 s e &%
BF S BFT S F Fo / RAFRA 89 25 ul BAKBATIRA-, £ 37
CTFARIFRE 15 4. £ 15 94745 kat, Amal 125 ul 65 0.2 N 44
HCl wiAFaE R, F£ 1000 rpm F & 4w 10 4047, #& A& 100 ul 49
LEAERIFOBAL. B SHIRIT (Assay Design) F)A A4 cAMP
AT E_LF B P cAMP 89K JE.

Ao 7 Agg R H ZRARABELE] Gs & &1, B W A B F AR (4o
CGS21680) 3 A MF TR (42 NECA) #9837 43w cAMP
AR X 3 AR GG 3 A A TR o X 80 B F) 5549 cAMP AR & 49
¥, ArFe A RFZARMABIRE] Gi &G, Bm ARFZTHKR (4
CPA) 2 A3 BHF T4 (#2 IB-MECA ) & sh#adrd| v 2EE 5
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569 CAMP AR E 693870, 3TT A F Ay THREFBILFH 2RI cAMP
FRE 6 H|.

b RIS F B R K B 6540 2 Asp dEFLF).
FIAWELEEZEEF 6,387,913 P agF2/5, il Fokew 49 RAL

R xf AR B WG AS- M HAT T 3K LRI A R A 249, LBk &)
B KRG VAS| 5 KT AI P44 5,
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