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M MESF#I & LT O pyrazolone FaZHK| OWF4%I3 aminopyrine, saridon, osadorin Z£dD g < 317238 5
AR, —HFRFKEEE LT xylocain MBb2ICE XU Z OB & LT dialkylaminoacylam-
ido ENEEABV 2, SIEZ3 antipyrine ¢ ¢ @ dialkylaminocacylamido #Z-3A U T ICmiE D 7E
A E9 %2 4-(2-dimethylaminopropionamido) antipyrine %#8, %7 camphor ICAKAZEA LT
TN REEGT 200 LA L,
TDT EPOEFEBZFL LI RAT, Tl dialkylaminoacylamide HEAEA NI AL TERH
BAAREMEDH B EIHFIR LT, s & LT pyrazolone HOEXED 1A MO~F aBEFTEMRL
?:%zz?éﬂiﬁiaﬁf&%i LS DOTRIENHEF A, fod o HNEME cycloserine B XUH V7 7 H
3,4-dimethyl-5-sulfanilamidoisoxazole, 3-sulfanilamido-5-methylisoxazole 7% & ¥ T 3-methyl-5-sulfanil-
midoisothiazole MEITERB & OO TAHEL I NALHREET 2HEME LTBEG LS, hoDXEE
DEMDDINT EZRETH B isoxazole 75 5 8T isothiazole HE NI HHD T HIEDD I 5L &
Bbh s,

CZRBOTEZRBA VAR —vBLUA YV F TV — 28 E L THEEDHE %) 8 dialkylamino-
acylamido Jt7&H A9 1L pyrazolone JRIEHICIH O TEITF SN o BIFHZ 2L DT DT
NISERREETHHEMA LB L0 TRV HPLEZELT—HOEBAI O SR EZTIEY, HhETLER
HEEBEFRAEOBEEESERLILDOTH 5,

(I) 3,4-Dimethyl-5-(2-alkaminoacylamido) isoxazoles.

3,4-dimethyl-5-aminoisoxazole 1T 2-haloacyl halide Z /g X8 TH- S5 B 3,4-dimethyl-5-(2-haloac-
ylamido) isoxazole ¥}§ halogen % dimethylamine, diethylamine, piperidine 3 X ¥ morpholine T&E #i
LT 3,4-dimethyl-5-(2-alkamincacylamido) isoxazole #H20 FEA AR L1z, & ZICEB (b0 £ 1T
aminopyrine {C% &5 LDso/EDso %7K Lz, SURZIRICKHT 2 —MB1EIH & LTl dimethylamino F %
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BT AE5DODIFHH diethylamino HABIT L DX 0 SEHIEARATERIZIEY, % 7 morpholino
#, piperidino &3 2 ICHEVEUBIER B L UEMEET,
(II) 3,4-Dimethyl-5-p-(2-alkaminoacylamido) benzamidoisoxazoles.

3,4-dimethyl-5-aminoisoxazole i p-nitrobenzoyl chloride % i & €T 3,4-dimethyl-5-p-nitrobenz-
amidoisoxazole %1%, <% Pd-C FEETIEEENEIT LT 3,4-dimethyl-5-p-aminobenzamidoisoxa-
zole [T X, DWW TChiC (1) EREMBEIC LT 2-haloacyl halide % {Ef 4T 3,4-dimelhyl-5-p-(2-h-
aloacylamido) benzamidoisoxazole #§& L, ZNICHT#R® amine ¥4 K&K X4 T 3,4-dimethyl-5-p-(2-
alkaminoacylamido) benzamidoisoxazole ¥F11fE4A G L7z, FEEMURIL OB 3mole O/KE 4 W% A
Belo hd &2, SHICERFRTTNEFLESBE LN LB D20 TR (W) KBNT
BB, Ff EFoO haloacyl {KIC o-phenetidine % i X 4T 3,4-dimethyl-5-p-(2-o-ethoxyanilinoacyl
amido) benamidoisoxazole ¥ 2 A S L1z, T i {bEHmDE£ < O b Did aminopyrine % X 3
LDso/EDso %78 Lichs, Fid K OSIBIER &b HE & ORI BB BEAE L LB h - 72,

(III)  3-Methyl-4-(2-alkoxyethyl)-5-(2-alkaminoacylamido) isoxazoles.

Mohr DF T L7zh3t acetonitrile, 4x/@ Na #8 Xk ¥ 2-alkoxyethyl bromide ¥4 X J& LT 2-(2-alk-
oxyethyl)-8-iminobutyronitrile % & L, D T NH,OH-HCl &#ES S8 THERKRMD 3-methyl-4-
(2-alkoxyethyl)~5-aminoisoxazolefICE 5 Ldfz, C 47z 3-methyl-4-(2-alkoxyethly) -5-aminoiso-
xazole HAEFR & LT () OABKREICHE D THRIEA ) T 3-methyl-4-(2-alkoxyethyl)-5-(2-haloacyla-
mido) isoxazole ¥§& L, DT 3-methyl-4-(2-alkoxyethyl)-5-(2-alkaminoacylamido) isoxazole #§10
A Gm Ui, T 2ICBbEDIZBEE RERRAR STV, —HiMEI & LT dimethylamino &
73 diethylamino #ic ¥ & 1, 4-alkoxyethyl £ D alkoxy DREEOBEINCHE - THM:, SEHEERARLE
HICER L BAMIIZED e, EicA VA F 9V = O4-1D methyl B % alkoxyethyl FCEB LTS
Hh, EWMEHOMRICGEHLEELE 2120,

Iv) 3—Methyl—4—(2~a1koxyethy1)—5—p—aminobenzamidoisoxazolés,
3-methyl-4-(2-alkoxyethyl)-5-aminoisoxazole ¥{IC p-nitrobenzoyl chloride % & &+ T 3-methyl

-4-(2-alkoxyethyl)-5-p-nitrobenzamidoisoxazole #ix#, i % Pd-C EfE FICEEHME T LT 3-me-

thyl-4-(2-alkoxyethyl)-5-p-aminobenzamidoisoxazole ¥ 3 #EA &K Ui, T CIBI{b5MZH BN

BRI RIS SN - 7o,

(V) 3-Methyl-5-(2-alkaminoacylamido) isothiazoles.

3-methyl-5-aminoisothiazole {C 2-haloacyl halide % & i ¥ C 3-methyl-5-(2-haloacylamido) isot
hiazole #j#1%, < 2151C dimethylamine, diethylamine, piperidine, morpholine 35 X7} pyrrolidine %
W4 X4 T 3-methyl-5-(2-alkaminoacylamido) isothiazole %89 A A Uiz, C CICiB7(bd ¥ 013
EAEDHDH aminopyrine 1T F & 5 LDso/EDso &7~ L, #5FIT morpholino 3 X 1¥ piperidino 5 ks
SURER D PLEMUERNE LFL LTNEZDT, ¢OHILI, ZObDIKDOT S SICFEMEEEE
BRI R - RS HENAE LTE DD TEN TH 2 C EBRD 5N, THEBHBROBEL S
(Lo HaE & U EA MNIC— R ER 3 Rl LS80 - o,
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(VI) 3-Methyl-5-(2-alkaminoacylamido) isoxazoles.

3-methyl-5-aminoisoxazole 1T (V) & F#EIC LT 2-haloacyl halide‘ RS X4TC, 3-methyl-5-(2-hal-
oacylamido) isoxazole #¥§& L, C NICHIR D amine ¥4 ¥4 X ¥ T 3-methyl-5-(2-alkaminoacylamido)
isoxazole %A 9 A AWK L7z, & QKB bAHOSEH /EM T aminopyrine 1€ 569, LardEHEMNEN
ST BMITFFODT LDso/EDss 72513 aminopyrine g &34 (V) D4V F 7/ —ViEEKICH
NNEFRRHE D, 51T, ZOFERICOOVTEHEMEERRB T - 28R, (V) & &biTgiAl
ELTEBHFTHLCELRIB UL,

(VII) 2,4-Dimethyl-5-p-nitrobenzamido isoxazole ¢ Pd-C flfitic k 2 % FEMB THREERIC DOV T,

Bk X 9 iz 3,4-dimethyl-5-p-nitrobenzamidoisoxazole % Pd-C & FICH FEMET LT 3-mole
OKEH R L7t 3,4-dimethyl-5-p-aminobenzamidoisoxazole # IV 4 ¢ &7 IS ITBILA
BATT NI E Imole DKE AWM LT CrHisONs 7525 LMEAMM A b, & ORBADES
& L TiE isoxazole k3K FE (L &7z isoxazoline {k & isoxazole BRASEEZE L - BHTRGE A E B Z Oz
DTHBM, FITHRABRRA R b KCRIMEPZ 27 bvp SHRERDTH S5 C & O REESR
THDHTENTF T, TTTINEALFERICEILT 5 e ROKIEZTTIE - 72, 97845 EtOH ¥ KOH,
NH.OH, NH:NH,+H.0, AcOH%: T X 2 jn& & &% A, 2-p-aminophenyl-4,5-dimethyl-6-hydroxypyrimi-
dine, NHs;, CO,, p-aminobenzamide 33 X ¥ methylethylketone % Z N F L HEMER L7z, T i LIAIH, &
£ ZEILEGER & LT 1-p-aminobenzylamino-2-methylbutan-3-ol %15, ChdIBRARKICE » THE
L7z,

VI F ORS00 B L h2Emic 8,4-dimethyl-5-p-nitrobenzamidoisoxazole O & LK E
{7 2-methyl-3-iminobutyro-N-p-aminobenzamide TH 5 Lk L7z DTH B,

(VIII) 2-p-Aminophenyl-4,5-dimethyl-6-hydroxypyrimidine # X7 1-p-Aminobenzylamino-2-methy-
Ibutan-3-ol DAL,

BT (VID) 1250 T 7 2-p-aminophenyl-4,5-dimethyl-6-hydroxypyrimidine DBIRAKE:T p-ni-
trobenzamidine | ethyl methylacetoacetate % #i& &4 T 2-p-nitrophenyl-4,5-dimethyl-6-hydroxypy-
rimidine %15, <% Pd-C FE FICEMEL L TE T,

% 7z 1-p-aminobenzylamino-2-methylbutan-3-ol @ Bl&4 k13 3-cyanobutan-2-one % NaBH, Tig
o5 LT 3-cyanobutan-2-ol [Z# %, < H#% Raney Ni & AU LiAlH, I X - C#EIL LT l-amino-2-
methylbutan 3-0l & L, DU TZMIC p-nitrobenzoyl chloride % [ jis &4 T 1-p-nitrobenzamido-2-m-
ethyl-3-p-nitrobenzoyloxybutane %48, < #1174 Pd-C fF1E FicE:MyE T LT 1-p-aminobenzamido-2-me-
thyl-3-p-aminobenzoyloxybutane [C# %, % LiAlH, KL - TETLUTCHWET B 1-p-aminobenz-
ylamino-2-methylbutan-3-ol %77,

DEaR Ui Z@8olaBiden e il o s iEd & —R LRZEDBINEE Ui,

(IX) 3-Methyl-4-(2-alkoxyethyl)-5-p~nitrobenzamidoisoxazole ¥5¢> Pd-C filfilic & 2 % g ok
R,
(IV) T8 T 3-methyl-4-(2-alkoxyethyl)-5-p-nitrobenzamidoisoxazole $i#x Pd-C 4 NICHER
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B 55 LT 3~methyl-4-(2-alkoxyethyl)-5-p-aminobenzamidoisoxazole Jg4 187255, CODEBILA IS
FEfrdd (VID 054 ERRICH LWL HICEET 5, Ch b OFEEIE (VID D54 H» R
L T 2-(2-alkoxyethyl)-3-iminobutyro-N-p-aminobenzamide ¥iTH 2 EH#HTE Lz, FEE 5% EtOH
# KOH &#d 3 Lick > TENENMIEd % 2-p-aminophenyl-4-methyl-5-(2-alkoxyethyl)-6-h-
ydroxypyrimidine %#§3 X ¢F p-aminobenzamide & K,COs AHtEd 2 C &M T 7o,

mRAXBEORBRRODEE

AHTEFH LOBEROBEROAIEAZRNETZ2A VA F SV~ BROA VY F T/ ~VEEKET S
—E DR LADOLRITEICETEH0THS, CORNEERAE LTAMBICBONTAR IO
FLAYMOBIZERERDAT6 BO2RICET 578, 20OH TR &b 5MIERSDIE LS
MWK TRABERA E U CRSERMOFAEERS 2 EBbNb, SOCEBZA VALY Y —VEE
BRIRICS, -V A FW-5-RF3 = P aRVYIT I FA VI FF V=D F 0w ARSI E T 2 BAuET
KB BBROBBMINMC DO TIHEL, £ DERYOCFEEE SRS CICARMICIFHT 52 &I
X o T DRGSR DO FEICEI RIS < BT N-O #5E OKBRNBZ OB ICETT 5 < & AR Ui,
A I EFE T OZ AL E LTCHifEd 2 b0 L RET 5,
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