(8 shsp \RILHNBEHN [1}A7F% CN 1051173A

oo R B% H AT RN B

" 211 ##8 90108619.3 [51] Int.CI*
COTD249/ 14

C43) 48 1914E5H8H

RIhiRE  90.10.25 raeHfRAny PERRAEREERSSH
POt 4% =
[32)89.10.25 [33jHU [31]5428 / 89 RAA {E54
MRk A RENMBE @I
it KRR E RN
MIEMA HBR - -BHE #HFR - B C07D401 /04 CO07D413 /04
RV - B BB, - g A6IK 31/4] A6IK 31/ 44
R - MEEE  BBEN - SRS
oW - R

R - B - B - HEHN
B - % B - Ry
PHER - HR%E

RABHAG: 29 HEANK:

URPER FH=RXBANE W RIHE S
ISTHAR

EERBRFO=EARBHEORAHMEY
B, A(DFENH=XRHNEWRREGELTE
ROMBILARH AHASHRCLFR 7 RVt 0w
HERATRATEY. APHQZ. RTARIER
R H,

(BJ) M14568

<20>



m & E X B

&KX (1) B ABHTEY AL A L THZNE X

7

N
RB/ \ﬁ\?(N
(1)

AW

QRREFZMCI-{ EEERAHLFE HBAANSRI
HEE, HPR1 RERCI- HARFEE-(Cl-4 1), KRB A
NR? R3 #hkH, H¥ Rl 1IR3 4R KEA, Az kH
Cl-6 peEHCl-6 A

ZREEHR (C= X)- (N- RO~ NRS§ R¢ #H, H¥
XKELHEH, RI, RS FIRS 23R KRERCI-4 By

RT f&F&, Cl-t wEXXE-(Cl-4 KB TH—-ITHP
M K FEERK),

R RFAHR-(C= X)- (N- RH)- NR5 R6 #y¥H,
HeX, R, RS fR6 W EFikEXN,

£4E, #ZRER-(C= X)- (N- R{)- NR5 Rf #

, MR KREA, #FZARE, MRE KEKX (C= X)- (N-
Ri)- NR5 R& #H.



LERFER] ARG MA YL G¥ PTHERN XS, H
b QEREDGHR, Foik, —FEAEHN- FE- iEHk, RI
fRS AR KE.

DLERAERI BRX () BTAMAIRAHELITELN
Ak 2k

1-(5- ##%-3- B R-1H-1,2,4- Zod-1- F)-N- F -
MAKBEBH

1-(5- E -3~ Fahk-1H-1,2,4- =np-1- F)-BRCHKBE
i

1-(5- &F-3- N- FHogekX-1H-1,12,1- Zp-1- E)-5%
XA BEF

1-(5- #2-3- sBffC-1H-1,2,4- =w-1- #)-N, N'-=
B k- ARAKBLAT

LHERAR () e HMSEET:

) EAR () =k FEEg

Y"‘A

(n)

X YREEZR (C= X)-XRY 20, AP XwlEX,
RY AR —ARENHETFHEEREHCI- mEIXE



RT faQw L X
RiIERERR (C= X)-XRY #H, £4& FYRX
£, MRUAKERR (C= X)-XRY £H (AFXHRY wix
), #YRERX (C= X)-XRY £H, MRIEKERE
HEX (M) BHTE MR
R4 RS

I
MN— N—RS

(m)

KPR, RS fR6 WX HF
AT HERKER (1) FHe4, BN (1),
(Io)fo (I HIFRAENEY,

>|< RL RS
b
7 C-N—N—RS
D A TR o
R —-N N—C

(15) (Ic)

(1d)



fER (2) e EY,

APRT R, XMQ@ER HHEX () BATEWRA, ik
PrgdER (1) fé,

(la)

FARE 2 R WEE T
OXTHERKRER (1) &9FHe4y, &KX (Ib. (1o
o (I OFMEEEY, wRBERX ([ OMSWHFET b RN
"EAFLIEREE R4
DATHERKREARX (1) Fhey, AKX ([0kedd
(AR, R5, R fIRT AkE, QREXSRIIEHR, R1IK
RABEA-ANRENGE Cl-4 ERHEHAENCI- &



ERFEE-(Cl-4 &), F@BKX (V) o
f
NH; ~ NH~C~NH —NH,

(1v)

KX tes SR (V) AR B

- SR

NC- N=C\

SR

(V)

AFRIpERS WEEFE, HREHEX (1) ek
REGFLTHELHLE, RFNARWRETBHBES (1) &
B RAEWER (1) AR R R B 5 — W kL

SRARMERL PR RNk, HBREAET, REE
BARSHRA R ZHEWE AR, RIFEFE. -AH, -7
TREEF, HEFEA-HHFETHIT

O EACRERS ke, HRMEAT, FRAEI CHr
190 C MM EE, BFAE0CTHI CXE BB E T #1T.

TRARRERS 56 iRk, HBEET, #FREAE-
HIH, BIFEAZ CHAETHAT

SARMAE R by b ok, RBELET, £
ARERFE, BOFERTHME R BN RT3 38 X
(I )44,



VEACHERL RO oS TR, HBEET, AR
(I DAy R PASICAns) CXHEMEK, RiFE
100 CHr190 T jEltyEE THAT.

10, BAERI FEOW Tk, AREET, REERTH
EAARERERTFERAFY, RFEFHEABRAZ-FETHR
e 47

1. EARAERE PO i FIER 07, RS EHE
F, ERRAL CH190 CXEMEE, BIFASCHI T2
i iR T #17.

12. dpdbty, BEEAFHEIHES—FHRX (1) kb
WHRGFE L TFHNE, URRAFEYGHESEERIALRGY
Hik.

13. #ERAERIGSHAS Wk ABFEET FR
R (D) AL EE ETHELHR R TE Y NIFEEERK
AR YRR A

., #BR (D) AW EGY¥ LTTELNR m R EHE
BRI K HA, IV E R HE R G Y EA Y P E M R

15, IR HI/ RIWHERF T HBREET, 4
EARAARENER (1) e RL ¥ ETTHEEHE %,



i A H

H o = o F BT A 4 R LB

ARAF RN = AT ED. HHEFE S RYRY
HRABAWUREERATHRTRFEPATHEESTHITHRKRE
W B Ao

BREARA, RETHAKXATR (1) HHGZEXBHITE
4 B 3 25 VB Am i 2

R’ -
S~
8 "7 “’7,( NI
N N_» Q

AP QRFEEBMCI —Ct EEERARLHGEFE HBRXA
SRI #y#%H, £FRI FFRCI-1 KERFXE-(Cl1-4 H), K
BAHYNR? R} ey H, £¥R? PRI SHRTEA. HHEIX
Ry C1-6 X R Cl-5 44

ZRTEKERN (C= X)- (N- R{)- NR5 Rb #y
W, AFXKXTEFEH RI. RS R 2HRFEKRCI-4 %
=3



R1 ®7&. Cl-l mEAKKE-(Cl-1 ) H -4 HEA
i R FEERK)

R§ ZTERERXH-(C= X)- (N- Ri)- NR5 R6 ty#
B, X#X. R{. RS Rt yEXFEL, £HRYZREARN
-(C= X)- (N- R)- NR5 R6 sy Hud, RS A& WY
ZREH, R Z#RA K (C= X)- (N- RO)- NRS5 Ré th#
o

ARABEHRAERRAAR (1) B4R NESETIERY
%o

ARAHHELADEARA N E DR REHEFE,
w, RRFCE MY, RE—ARER. & mEBR L7 B A,
BERBIHERRREER, FRETRAELCAEERTEDY
Bk

AXFTRE “#AER —ARETHLAE—PEENMA
f1/ BEFEFHHLYHEY —8 TLAFREARTELFEX AL
EMHMEZEEERREE &R MAFRG—FEE. XMEETLL
RZHEER, SEBLRLBEIGER, FTUFHE-IREAN
R,

XFEAGOTFE, AwACHE Do, RO FE,
koA, wkeb A, R, vEeE k. ek R, et e R
T, vhviohat, v BeE, sk brE. skedolkdE, e e,
ootk A, ik AR, B0 -3- ReE-1- .

‘A —ENEEEEIMES —1 F1 —f MRETFH



A lg kR, WwHE, X RTH WTH ECE FH
%o

Bk “Ci-6 #FE" BREHMSTMERE (WwLHE W
%, -FE- BWEE I-FERE -WEEE I-THE -TH
. L-REE O-ODHRES

“‘WE” —AaER. 4. BREET,

famAEARARX (D), KPP QREFDHR, Tk, —FH
EEN- FRAREXRRT RS 9 BIRT A 25 A8k w3
B, R 1A H 2 R A R AR BN 1

BAEFHHAER () HHAEYRTINEY:

1-(5- & #-3- ok K-1H-1,2, 4- =e-1- F)-N- FH-
FAEKBE A

1-(5- #2k-3- Frhk-1H-1,2,4- Zo-1- ) -RAKEE
Fit,

1-(5- & Ft-3- N- FogekE-1H-1,2,4- =vd-1- )-8
KB

1-(5- g8 %-3- ephfC-1H-1,2,4- =n-1- F£)-N', N’ -
= W AR B
BLRCE A8 2 I BR A S ak

#BR (1) HhEWRENR, Bl e #4E L AR R
Ho TRAXNBEANRERR (1) bW FRALL AR M
Ao TTFENG AR EEHATFREET LY (DEAMPHEE
Bl . R, CERHE. BORHE. DREE. TERRE

10



YR PEERE.

#-FREAZN, RET-FHFEL (D) SR
HRR RN, TR

DFETFRR (1) Wk EBSEX (I WBHTEDIK

i,
R’ Y
-
107 " "N"./N
\ ”
N-"__J\

KPP YETFTEXERY (C= X)-XRY #y#H, HyXeEXF
t, RY BCl-4 frERFE (EERRAH AZEAEET)
R7T f2Q#y % Xk,
RUETERARY (C=- X)-XRY th&H, £HELYE
2, RUEZ#ARA (C= X)-XRY #4&HF (HFXFf1RYI W xE
XEL, Y YRARA (C= X)-XRY tyXH, RIEZE,

R4 RS
|
HN—-N-Ri (i)

RAFRL . RS fRE HEXAL, #

11



MEFERRXAIR (1) FRE (I, ([ (IOHRH
a4,

X Rt RS
R— N tl:IrI\: r': 6
PO I e S
RV X N |
' N
RE—N-~N—-C~ a Q
(1b) {Ic)
R> R& R’
| [
RG—N—r!le—N\r“\N
l
N——L' .

(1d)

WaEREEA N (MW= ke 5ER () BT ED KR

RFRT . R XQHyE X L,

12



m#p R EFREGERA ([OHLEY

X R& RS
| I |
G — N—N-RS

Rl-ﬂ Ny
|
N Q

(la)

FEARC T EERNERTILE HF

OREFERXAR (D) BFR (Ih, (Tof (1O8RY
hited, #EEmABARNR ([OHKEY, FHiEAkKRD N
FENRFH = o8 Rk &

D#HEBRAX (1) FR ([othkddy, R+FRE RE
R6 RT RTEH, QRTARXASRIGEH, HPRILRF
Cl-{ EFXE-(Cl-1 BE)ERRRF—ILE X,
Cl-t ERBERKE), LHERFEEKINR (V) o h s
HANR (V) AR

X
I

NH:-NH- C- NH- NH! (V)

RF Xy EXF L,

13



SR
NC- N=C (V)
SRII

A RN 2 A by

WBEZE, TWHBHNR (1) Wi E YL H AR R
&, REARMRRBRER (1) &, RUR (1) HEHER
Mo 46 N B — A sk 3k

#R () F (Do aHhHFRER () HBTEYHRM
S FFEXE KRR A B e s K e B AT, A, NERTE. -7
B, FREZFENKE. H£BEHN E190 CHEM THTRMN,
PLIOELID CHE. THABRFAET (AUANBAE) #1TER
Mo

Tisp#TEA (oA RHAERAEX (IH, (Io
o (TOWRMN, HARMENBRRFEEENPHITERE, £
LB —FEAFBMET AT, BENOEI C, BL100 190 C
FH. HZRME, FHAR (Ih, (Iofr (I OHEYHE
&4, THEAKRC RN FENBRE) BERSREREREIE N
¥4 R AR

A (V) F (V) HA ey R AR B M AT, W&

14



WREAKEA, —WEFBRBRA-FIERNTRTHE, BEHN -
190 C, BASOEL60 CHE,

THREHAR (1) A YRIEARE by E X AR K
o Aok, FAWEMER LI ER LGB HBR TR,

FERHBAR (1) = EMEChLeH XTHRLP
o4 ey Al kA Hl4 (USS, 686,301, DD105, 8970,

MR (M) AMTEY RO 44 (Belsteins Hand-
buch der Organischer Chemie 4, 546, Verlag Sopringer,
Berlin, 1922y Ullmann: Encyklop¥die der Technischen
Chemie 13, p. 95, Verlag Chemie Weinheim, 1977),

WA (V) HERBLBH Bk (BB A T = i

AR (V) HhAEYHUETESS, LTHRGTFAEA
184, T43 W H R R o

B () WA RAREMEN, FEARROEYFN
e, BRRENCLEHER. ZE—ARER & RERS BT HIE
Fl, B B30 w1 A A8 1k Ao

A (1) HAYHERERTHRBHIRE:

300 & e

Fik: Nieschulz, E., Popendiker, K. and Hoffmann,
[., Arzoeimittel-Forschung, 5, 680 (1955)

FEARERI0 200 TR & LHOLRE. RS &%
FERE (10100 E3/ T3xiv ) BB, ARG EREE 1k
FEREQEH, EXTR. AMEHANE/ ke i.vOERAERS

15



A3 2. EEMMEMNRE, kA5G T HMHE T Ko
ERmERSBZA 24, BREHKBREEY. GRIR I

xR HOLMER

KB4 FHANE
(EHH5) (ED50) mg/kg Civ.)
17 0.84
16 6.70
¥ E 6.5
LI E R

F#: Borsy, J., Csanyi, E., Liasar, I.:Arch.
Int. Pharmacodyn. 124, 1-2 (1960)

RAPRBRG S ETRMEN PRASARTORET, B4
ZRANBe MAF—/it, HERBRAKEEDevs KEF. %%
RKET, RIS HALS R RERT A ERILE I,

®I #5hER

ftAY (CEHHE) FRHEFEE (LDSOme/ke P.O. B

1 100 >14
11 10 ~5
T 270 i1

16



VMRS EN,

Fue: Litchfield, J. T., Wilcoxon, F. W.:
Pharmacol. Exp. Ther., 96, 39 (1949)

ERACFLPHAR UKEIS— 113, Aibgifgit), S5
FERBS RER. TRERBRKAWNEA/ Tx. RAEBAK
K. MATERTXEEHRETFY. MHMERAKAASIRRE
B, #Litchfield and Wilcoxon R EHEWRHE. EENLE
Mo

N MR AEHER

AR LR E (LiSOng/ke P. O.
17 350
16 1000
1 >1000
{ 300
y 1000
20 1000

BlEBERA, FRARARREES LA WEHOC L1
FI& X W RS e AL, Hs RI0f, A HERALRET
MW RET. FiXBAeHRARMENE,

17



st ARANAWRATREFERE ALRTHELSE

FLAUATEBE Ak, BEEEAY k4 dtiTE BEf
ﬂﬁﬂ%#H,ﬁwiﬁﬁmﬁwoﬂu%%m&T%ﬁF#%

!

S

SERLEN,

KN LEHY HEHERE kA

G EX ki HNCMBT ii#® 8 #ER (%)
%&%H% 10091 17
FREFK 20046 19
L@%Wﬁﬁﬁ 150001 20
MERYEE 170006 14
iAo &N 173008 15
3% R 140001 23

HNCMB't — @ Ffl4EREHE AXGITE

LNRUE 2B o i 7 iR e
Fe: WShay, H., Komarov, S. A., Fels. S.
Meranze, D., Gruenstein, M., Siplet, H.:

Gastroenterology 5, 45 (1945); Adami, E., Marazzi-
Ubertti, E., Tirba, C.: Arch. Int. Pharmacodyn
147, 113 (1964),

18



ERFRWMAERIS) — 2150 FHhwistar AR, FHHER
i AR Aol SUBR. ZXBRME, ETBRREEGTELDER
1. FARA A, oBRAZHNENREAED. o HENEK
BEMFEARGLE. FAEL M, ATERAEDERE, Tk
B, FoBEERAY BOAEE WHEANER, KEETH
0.1 NWEARABERHE, RINRUERFEREG BB,
ARG RN T A R A dani RIS 15 S0 47 k0 &y 35
TS BRRAE. BRAKV

YV HRE 29 My Fu i 7 0 4 S AE R

EHHE KB AT RER%
ne/ke, PO B HER KBE RaEHR
[ 60 i 60 50 i
20 50 36 46 36 3
200 58 91 18 0
Cimetidine 50 1 U 15 18
200 59 91 11 0

M EREFEEEA, ARPMAYNERARARLEREALT
Cimetidine, WHEHEHRIK, XdFEMHFE, WHETHE
Cimetidine &4 AR MBI,

REARA, RETEFES—FEAR (1) HHAEUELY

19



Rk B EAE R RS SE N EEERE ARG AREKRET
A H ¥ Rl 4o

FHARE iy kB R RS B E e B RS
BEMHBAFWZREDHBEECHANERAEHNERRAGH H
HBeH.

ARANHAAAHTOR whH, AK, ERAN #XK
o EERRLARKE. AR AMEETH . EFHAY (b
HAR) REMEH (Wi .

ATHERH. ARFH, BRAERARKKE, T A%
Wil Ekieh. ZAFRK. Bal. WG ERERE K
B45, ERRAREFENEE TEALESS. b AR
FiE YA E W & TR K R B k. TR a kST
B (RLoBE) . ERSZMEHEN SRR AR AT
BIEW KB, SO, HumBEWBENRE. TEMAE &
W, e RE TR RN E TR NE R,

seob, HEE T P A R G TP R e BY A i B
Fl. WA, FEYR EHEET AR EHFF.

BEUR R EARAERER (1) LAY TP RS
o ZRERAFAUSELS —500 2HEMELSHHE.

REFENEE, HoFERSOTEE. BFFAE R,
KAENTERES #X (1) WA YHEEHNETERKEE
Wx . DRHMEBE—AN —S00EF/ X, L5 —1HI00EF/ X
A, Mg, UEMEBRETFENESN, RAHNEBELALTHE

20



76 B R o

REARH, BRETEREX (1) HUAUREGRAEA
THERNAARCL A/ RE 57105 E RS % AEE 4 A
%o

H—FE, REARA, XR{T-HATHROLMH/ KF
BB BT OFE, RO EAEERAAXEHNES (1)
okl ALy R PR

T LAAE IR 1 5236 i — L AR B

£ 171

1-(5- #H-3- "ok fK-1H-1,2, 4- =vk-1- F)-N- FH-
AT B

TERTH.ID (0.1 BR) G-8E-3- DHhA-1H-1,2,4
- Zop-1- X)) ZHRRBERFETIO0 EAFEPHE) EA
(0.13 BAR) FHFETHRE Mt RERHIBHRBEFEXR
HEEE.

B 15.05% (59%)

PR L —146 C,

EHkF

1-(5- & 3E-3- BokK-1H-1,2, {- =ng-1- F)-N'-F3-
P ATRBE A

WEKF FrABTRE, TRAZIAETFHREREAHRE

21



BENFHERK X. REEHLBHRE EI-WEVYEL .
k& 3.8 3 (15%)
BE: 105 —126 C,

3£ 7% 513

1-(5- -3~ ok R-1H-1, 2, 4- Zok-1- #)-N- ¥H-
B AR F

FEET, #25.7¢ (0. 1mol) (5-FFE-3- "Belff-1H-1,2,4
- Zog-1- H) ZHRARKKRFETI00 ol ZF ERPHE.T ol
(0.11lmol) WAFAE TS Nete WRAIRAHHEAL nlk
H, BB EHNEAFEERTEL S,

e 8.3z (38%)

Bl L —146 C

5 14

1-(5- & H-3- Fekk-1H-1,2,4- =ot-1- H)-N- Fx-
AT BT

EEET, ¥22.0¢ (b.Imol)(5- AF-3- FaE-1H-1,2,4
- Zop-1- X)) ZHRREBFEETIS0 ol FEEY, HA6.9 nl
(0. 13mo )W BHFE A T it RS BN REFEAEXYTE
eho

fek: 11.8g (54 %)

P& 164 —166 °C

22



3£ e 5

1-(5- f&-3- FaRA-1H-1,2,4- =ng-1- #)-N- ¥~
HA KB

EERT, ¥i2.08 (0.1EFR) (5- AX-1- FrE-1H
“L 0 d- Ze-1- ) ZRARRTFEETIO0 nl - RS, HE
6.9 ml 0. 1Imo )P REFFAE TS bid. RMASBHREK, HE
Ko EHE &,

ke 10.58 (48 %)

Wi 164 —166 C

5E #6191 6

1-(5- &H-3- Frhdt-1H-1,0,4- =eg-1- H)-N- FH-
B BB

AEBT, #2008 (0.1mol) (5-FF-3- Fapdk-1H-1,12,4
- Ze-1- ) ZHREBTFEETI00 miFd, A ml 0.13
mOI)[FE#ﬁE??ﬁﬁs /Bt o ﬁ&ﬁ%%a‘%%#ﬁ%*ﬁ%a’%o

e 8.98 (41%)

B 164 —166 C

58 7% 7

1-(5- & #&-1- WrkX-1H-1,2,4- =vg-1- £)-N- FH-
BB

23



BT, #H22.0g (0.Imol) (5-FF-3- FH)- 1H
“1 - Zv-1- B ZRAKBRTERTIO ol WY, A
ml(0.13 mo) W RHFZZE TH#A it RHABHREK, FAEXRTP
B o

R 11.8g (54 %)

B 164 —166 °C

5% 76 ] 8
1-(5- A XE-1- FehHf-1H-1,2,4- =wk-1- ¥)-N- FH-
BRA BB

#22.08 (0.1mol) (5-8F-3- WaEk-1H-1,2,4- =n-1-
) ZHRRBBRETIO0 ol TP, FHES.T 0l (0. 1no ) FRHA
ETHE Mit. MEWERRESYELZE Inl, RHHBELHEEK
HEXRPEL &

e §.3g (38%)

P& 164 —166 C

SE 179

1-15- &F&-3- N- PHogE#)-1 H-1, 2, 4= Znp-1- X)-
N- ¥ %- sAKBH

2108 (0.1EER) (5- HHE-3- N- FRogEE-1H-1,2,4
- Zo-1- X)) ZHRABRBRTETIO 0l FEY, A9 nl
0. DImoDFRFFATHHL Mto WRNBREGWESERET,

24



BHAN-FTHEFSERENE & RESBNEAFETHT
& do

R 135 (48 %)

P& 150 —152 °C

SERFI0

1-(5- EXK-3- —FEEAE-1H-1,1,4- =-1- #£)-N- ¥
X- mAKBH

EEET, #1178 (0.lmo D) G-FHE-3- —FHEXE-1H
-1l - Zeg-1- ) ZRARKRTETIO o FEY, JEAES.
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-1, 20, 4- Ze-1- 3% ZARARM TR 200 mIFEEf6 ml (0.12
mo )9V KE B A MBR AR B Mit. REIE, Tl
WRRE-—FETERERTES &

R 17.3g (85 %)

WA 185 —186 C

SEHE 18

1-(5- £ H%-3- Frdk-1H-1,2,4- Ze-1- ) BRAKBEH

B110.6g (0. 1mo BEAREEBEIEAN1I0 miKERAY T, WK
15¢ (0.102mol) (N- HMERITELE AR ZFEef065ml FHy
HRNER, ARREBASYABL Iito KREAH, KEL B
kA E—FETBRET EL &

e, 17.82 (86 %)

e 185 —186 C

LY

1-(5- S &-3-(N- Wiogk®)- 1H-1,2,4- Zm-1- )
BRI BB

EEET, ¥i7.2g (0.imol) [5-FAF-3-(N- ¥k
#)- 1H-1,2,4- =vp-i- %) —HAEBBFEREIN nl FEgp,
FHES m (0. 3moDBFKAWHFETHHL Mo REAFRA
REYHERBRAEE—FETRETEL &
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&, 24.52 (94 %)

e 19 —196 C

ZHEREHHE

Wik ER B &N e ARES nl AN —_FRAFBEY, H
15%(v/v) SBRERABYPHEARCLIRRRE rH=1, BKla
B oy =4 I LR AR 3R

R 0.9g

P 158 —160 °C

L0

1-(5- g %-3- GofkK-1H-1,2,4- =es-1- #£)-N, N'-=
WA - g AERBE B

$#25.7¢ (0.1mol) (5-BAF-3- Dofkk-1H-1,2, {- Zwg-1-
£) ZHRARRFEEI ol PRSP, FHEN. 60l (0.12mo)N;
N -—HEM R Flinl SR FLET, BB R
6, RMREWREHZRET. MRRKWMAN0 nikK, HH200
ml B Z K ER KA. RENENARAL0 nlKEERFL, HRRE
SRR TRIAZAR. WM EEEET LB TR,

o 11.3g (43 %)

g 107 —18 ¢

SR L
1-(5~- &%&-1- ZHWEAERX-1H-1,2,4- =w-1- F)-N-
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B BB

HEEBT, #4200 (0.0156mol) (5-AX-3- —HHREAK
-1H-1,2,4- =Ze-1- ) ZmAKRBRFEEE]L. 38nl (0.026 mol)
FREE LN FEEF RS et B BTAAAE mALInIK, 2%E
Pll.2g (29%) Zity1-(5- A %-1- —HAEXAX-1H-1,2,4- =
-1~ X)-N- FRRAKBES, HE—881C, H—-FERH
W, XBELEREY, BES—18C, ELEKRE%.

LR

1-(5- FRXARX-3- DokK-1H-1,2,{- =nk-1- F)-N,
N -Z B AR B

$6.98g (0,02 mol) (5-FHKE-I- THR-1H-1,2,4- =nk
-1- #) AR T A Im A, £E2.92ml (0.024 mol)
NN- —FEB—SByind nl ZTHRNFET, HB A
i REHMRNREGWEZERET. ABEKYF WAL nlk,
ARSI B ER =K. RENANAFASInKEFER R, ER
REYTRAHLAEZEARET. IR EGRET TR Hi1IE

e: 3.25¢ (45 %)

HEd: G6—68°C

55 7 172 3

1-(5-(4-—FREARXERXERE) -1k AK-1H-1,2, (- =mg-1
- &) RAKBEH
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BT, #1.96g (0.005mol) (5-(4- —HERBAEXFXEX)-
-Gk R-1H-1, 2, 4- Zok-1- ) ZBRAH R T B Inl F 82
b, FEV nIBKEYFET, HEL Mg, BHRINEESY,
RHAS BN REFETHPEL R,

he#R: 1.43g (83 %)

P 127 —129 C

ER 4

I-(4- ARFEAE-3- DHRK-1H-1,2,4- Zr-1- £)-N
- F - BRAKEM

BT, #3800 (0.1moD) [5-04- HAFEEI)-3-"Dk
R-1H-1,2,4- Zvk-1- %) ZARARBRTEEN ol FEP, JF
FEG 4 ml (0. 1m0 DT HMEL ite AHRMREY, I
Bl A ERXFC A RES P ELE &

R 23,2 (61 %)

B 150 —154 °C

LS

I-05-U-BARFEERE) -I-FAE-1H-1, 1, - =nk-1- ¥
AR KB

BT, ¥17.22 (0.05 mol) (5-(4- FAXEER) -I-F
BAE-1H-1,2,4- =rk-1- ] —ALBRFEAE nl FEF,
S nIHAKAGWFAET, HB1.5 pit. AHRNREY 7EH
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NEHEEAECTEPEL G
YeR: 13.8¢ (84 %)
B 140 —142 °C

5 e 42 6

1-(5- ¥H&EHX-3- Dok K-1H-1,2, i- =m-1- ) R
ik

ZEBT, #3492 (0.01 mol) (5-FFEEH-3- "LokX-1H
-1, 0, 4= En-1- X)) ZHRARBRBFEEES Il FEEY, A0 bin
(0.013 mo D AKAWELAT, B4 et RESBHRBEFLE
FHYEL R,

fe: 2.84g (85 %)

Bl 11 -1y C

5 21

I-(5-C-FAAF XA -3- Dok R-1H-1,2, 4~ Ze-1- X
A KB

BT, ¥1.9g (0,605 mo!) [5~-04- BARFERAL)-1-F
hR-1H-1,2,4- Zod-1- X&) ZHRABRTERAE 0 FEEY, 5
0.3 ml (0.0058mo DR KAMAFETHIE Iit. RERHAE
WREFETFRYEL &,

fR: 2.64g (11 %)

B 169 —111 C
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SIS

1-(3,5- —&#%-1H-1,2,4- =mg-1- £)-N- F- A%
i

EEET, 0,768 (0.004mol) (3, 5-Z&FE-1H-1,2,4- =
-1~ F)-N- FHk- ZHRMAKRRFEA 0 PEY, H4A0.1nl
BrkEHmAET, fH Mt BHLSENREFE-FARTES
BBo

E: 0.68g (13 %)

s 184 —186 C

51729
1-(5- 8 %-3- —WHARE-1H-1,2,4- =nk-1- ) 5K
B BE R

ZEHHET, H26.%0g (0.1 mol) (5-FF-3- —WHHEEER-]
H-1,2,4- Zok-1- 3%) ZRARKRBRTFEAI nl TP, H4ES
ml Bt KEMFEETHE Mt RETRAGEAERYEL G,

kR 20.64g (82%)

P 140 —144 °C

SEH 30

1-(5- #Fk-31- Wakk-1H-1,2, 4- =wk-1- ) -RAHEEH
AT, w99 0.1 moDBEBEMAL60 nl FELESYF o
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Ald.bg (0.102mo)N- RAKTEE — kKB —FEEI00 nl
PR RAA . WRARA WG N, RERH, RULSH
W@k, HAEFHEYELR.

R 15.6¢ (83 %)

B 163 —16¢4 °C

523 1531

1-(5- &F-2H-1,0,4- =nk~2- #)-N- F- mAHKBLH

EEBT, H0.61g (0.0035 mol) 1-(5-AFK-2H-1,2,4- =
e-2- ) AR AREEBREEAE L 0nl FEEY, FFAE0.184 ml (0.004
m) TR M. FRAAEZERET RLYERAEREY
o

#: 0.4g (669%)

Prdi: 85—9°C

SEHF3
EBRHG T WO w8 SEELAUTHSN AN,
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H 4 S8, /K
1-(5- #H-3- "DhR-1H-

L, == -1- 3) BRAHKBH 5
R 18.5
L4 Eik 13.0
R vk b B 6.8
L 1.1
HAa i.0

KE 50.0¢
52 #5133

EWAThE whk, HERRUTHL)HTH:

HH 4 E
1-(5- g%-3- Ik R-1H-
Lo, i-Zep-1- 3)-N- ¥ -

B AR B 56 0mg
Unguentum hydrophificium nonbonicum 10¢g
(EAMEEETFHE)

HHAAHLBEMRESFETHNNI K.
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36

ey AR
BHHTWE i, #EEAUTHRGRR:

o A8, mg/
1-(5- EX-3- Dolffk-1H-

1,2, d-Zw-1- F) sRAKGH 100

Sk Ag 18

=L 345 96

o] 6] iy 1879
£=HFK 386

HE 1500 mg
SLHFIS
EHBH T RO ot T, HEREE U THRS B EH:

# 4 aE, ny/ KE
1-(5- &2-3- BHK-1H-
Lo -Ze-1- ) RARBKEH 50
L4
La¥rh 10
FER % 1
KE 180mg
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