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s BRARA

[ 3 98 AT B & £ fiF #8 3 )

ABHRBEN —BERHEKREZ ZFE ( Aminoglykol)
LHE >  EEXNBER TREMAB (Ketoxim) H B & 2
f£ ( Ethylenoxid) R E M EH K —FE T H WY 2-WZ &
Bl 5 ( 2-Hydroxyethyketoxim) - & & B # & H B K fE
EmE S KEZL _ZE (Aminoglykol)

BEEZ_EBERAEACHEFUNBREARERNDE S — &
ZEWAE R ER > OLHBREE ZE B TEY (
Dioxazinderivaten ) Z 5 ¥ th > % % 2 F A — B & -1 18
B - B IR £ ( Dioxazin-Pyridinyl-Suflonylharnstoffen )
2B H R (US 5,476,936)

K e BX 9N H K] EP0655437 7 B KA 58 i@ 8L &
ZhHE o HIBEHBAEMAB (Acetonoxim) B R E Z — B E &
—TEWK (DBU) FETREMEHRE  KMEUELY E
MBERAEF 65-75% - LWHFHBFEMHMEEZRD Kz =
THEMR (DBU) B4 EF % -

f£X B H Al US-A-4687849 i FE M — & B 5 &

g & 2 — fz

L B HM R 2 (0B B2 R KB ) & % 2 B ( 2- (
Isopropylidenamino) oxyethanol) - {& £ /k o 25 (f /5 M 5
(Acetonoxim) HBEEHE LMK EMB - K E &K B K %7
© 2-8 Z E H B 5 ( 2-Hydroxyethyketoxim) £ B ¥ F R
FRKEEHSIEBEmELLMEN  KAWMKCHERHKFN US-
A-4687849 (B Wl 1) FBCHREMINEN X EFRXE K
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KRECEEDSIBE 50-55% EHFREXERE — & &
( Sticktoff) Z fefc fE A ( Alkylierung) - # 1M & £ 1 B
& ( Nitron) E ¥ - #HE £ ( Nitrons) 2 Z H LA FEZ K &
EY EEREZTERAEACECRS®E > HHMRE BT A XA
DemBbl e Er~rFEN -

# - T REMEZ BB HFE (J.Chem. Soc.

P

ﬁﬂﬂl

Eh

Chem.Com. 1986 %, 903) {2 {# 2-8 Z  ( 2-Bromethanol
) & N-BEMEX — P E 5K (N-Hydroxyphthalimid) K
e BERFUBIS KYSHRERY - KRWWAE K % HE
EEeHEER -

RIBE AT DLIGE R 3 @ E SR L T Bt B8 38 3%/ ik &2 Bk
BoEM (a) HREZRAFEBEHL /X (b)) EELHH
UMK ESRBTETRMBMFL/IK (¢c) BEZHEZ
—_EREXNEERTAEEBSRERAE TN K B HEM
# bR A8 e

ABEHANEKEHERLYE —EAoERERKREZ ZF
B EHERELE -

AR ERMBWHEEDRKRABRE-ESODARX (1) FFRZ
M E 2 B Uk AR R
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(a) FEWBEA (II) R8I EE S ( Ketoximen) #H B8 & Z

fe ( Ethylenoxid) ZEKEH AN - WM —E@® 2 F & T

< FE >
R1 HO R1
oL NEVANEE= e e N
H
R % R o

(N (1)

= f

Rl R AEXREIMAIKLEE - CN- NO, MR —KRKX%
RZHE®BE (C1-Cy) -kt - FHE S X H (C3-Cs
) -k E o HWAR RI® R FZ—RFRLWAR K
MR > CN- NO, LR (Ci-Cg) -hE & > H
Rl 0 RZE-—FRERKNARALLEHE - CN»
NO, (UM Z FHE ~ DX (C3-Cs) -fx & -

M (Cb)

R1 — K%
N ——= HN_ —OH
OH o
R %

(1 (1
KREFZH (a) WE P XERFEFERZ@MEX (I11) A
R Z i e & B Z B ( Iminooxyethanols ) - 7F B o & (L &
BMEZ B ( Aminoglykol)

@ (1) R (III) 2 RI R RIREBHFE - Z
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E WE - FTE - -FE_THE B=TE -ETHE- - ERE
HHKE R B R AARRZKRATARN G ETEILHES
AL EE - CN> NO, MR —RHKERXR > HWE
Rl & RPZ—RERKCNABKEE - CN~ NO, KR Z
& ( Methyl) -~ Z & ( Ethyl) -~ W £ ( Propyl) - HI
Rl ¢ R PIZHEARTIKMAKLREE - CN- NO, LK
LEECBZITE CB=ZTHE ETE EFEIZIFIE

@A (1) k (III) f#Z2 Rl1 R RE—-—FHBHFHE

CLECFE CBZTECE=ZTHE -RETE - -EFEK
MK EZERE HWR R RHBPZ—HFBHERZ -l
Rl &« R F 2B EEZBEBXRE HE_TE -FE=ZTH ET

FE@B X (II) X (III) 2 R B HEHBSHHE M R B
HEETERFE=ZTHE  HExZ2 RASHE M Rl 78
BTEHRBE=ZTE -

@A (1) R (1) 2 Rl MEBSFE > W R &
EHREFE=ZTEZ EHERIAGHFE MRIITBSE=TX -

AERAFZCEE - TRBBEA TR B HFHFHE
A BA N DL HE By -

Bl BBHHERE T HRE (1) K # ik :

R1 o H,0 R1
N + —_— N —_— HzN\ OH
R>: o - - R>: \1110_/_OH R o~
(I (It 0
ME (1)
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ERABUN ST EZL MBS —HEEE (4T 5HEH (
IT) frExr) £RWER (1) IRZEWRFRBER K
RNEERAE2HOERBENKEETENRNSE - 868 8K
(IIT) & 2-W Z & H B ( 2-Hydroxyethyketoxim) [ % /K
AFEMH > HEZZE (Aminoglykol) HE # & & #h £ &
# - FARFEROE (Keton) (HFIAMHFE-BZE=ZTHEHFEH (
Methyl-tert.-butylketon ) Bl RI1=H EH ( Methyl) H R=%
= T # ( tert.-butylketon) ( ¥2 # B ( Pinakolon) ) ) ¥
FRAKERELEREREEYN  fIURKRHAREYZES KIEHE
KFE > REREMBAERILEATEMAFES R

R1 [0} H,0 R1

>:N + A >:N ———> HN_ _/-—-OH
% kS OH M 0
R \HZOH R o_/_ 0
(11 ) —
BESR90-95% =0

HEM

A oE CIT)

WHEAZBHHF AEECAHNETMBERL TTAEREGKEHE
Z(EHMEBOMHB IV EBRE  SLEEEEURFNO
B ORES>TACID) D)) - MABEKAKFEELEREAECZE
o PIMBEBRERBYN D E £ K -

AW AT BB A& (Halogene) & (f§ RI
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kK RZDARAE) HNEFRBEHAR & RUOBEBERZEZY
C HAfE & RERX ME EFINEXRA -

Rl X R AARKRKZHEEATHNAR - RIE X > £
RETDUMHEREZARER -

TEBRE  ERBREREBETEH S8BT
FREafafdE - G&Hkh S&LHE - & KT - & LH

ik BR 2 - BREREP - BRKER SN - MREBE W > MAEBB O T
BHE (UM =2K —ZE2AFAK) - @ &LITTH
( BuyNOH) ~ WRonmE ~ W5 M uk ~ fx £ R g > &M i & F %
X E s A #E (LIOH) § & ( NaOH) - & & 1k #7F
(KOH) # Al # & A -

REBRKE ERREEBEBRITRKER  BHEBZH
MREER SRR S#AE B BB mMEHRBZ
pl B = & ® B - K B B - p- F X B B ( p-
Toluolsulfonsdure) - LIEBR B E R - XU E & B - W B
TERHNELEER -

REEFERERRKFPHLEREEEBRBER T E17T 0 H
FTUBUEFETHREEERER  ERBEZ&HA TN

2 fs B % Bl B0 20 % ( Benzol) -~ B X ( Toluol) - Z H X

4

( Xylol) ~ =Z H ¥ ( Mesytilen) ~ B % ( Hexan) -~ B §%
( Heptan) -~ ¥ f£ ( Octan) -~ B O % ( Cyclohexan) -~ f§
BAMEERMALH W= & HF K (Methylenchlorid) -~ = &
Z ft ( Dichlorethan) ~ = & B #t ( Chloroform) -~ MU & ft

fik ( Kohlenstoffetrachlorid) -~ % 4t % ( Chlorbenzol)
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— & # ( Dichlorbenzol ) - FEf % ( Ether ) il &1 Z B (
Diethylether ) ~ — T Bt ( Dibutylether) -~ = B T Ef (
Diisobutylether) ~ B E N T E B ( Methyl-tert-butylether
) ~ ®2 W Z Bt ( Isopropylethylether ) ~ 4 & B B (
Tetrahydrofurane) 1 — B 4 ( Dioxan) ; 2B H — H fH @ (
Dimethylsulfoxid) KRB B &¥WH EWH W0 NN-Z H X Z
B % ( N,N- dimethylformamide) - N,N-— B X B & g (
N,N-Dimethylacetamid ) % N-H X 1% % B ( N-Methyl-2-
pyrollidon) » EH R B EE M W1 Z 8 Z B ( Ethylacetat)
% =Wk ( Dioxan) ~ Z HE — ¥ E (Diglym) - Z =
2 — H B ( Dimethylglycol) B W& kM ( THF) ; BB % (
Nitrile) #1421 Z B ( Ethylnitril) ~ T B ( Butylnitril) =
X BB (Phenylnitril) » BH % ( Toluol) ~ = H % ( Xylol
) ~ Z & ¥ ( Dichlorbenzol) -~ £ % ( Chlorbenzol) = Z
B 2 B ( Ethylacetat) & % 3] & %& -

@B (1) R (L) IR EABSARTEE RS B
BENESY  FHHEZENIBEE®E > #l40 E-K Z-- syn
K anti> DR AXBEAS>ERBE  NWRILEHLERELD®RRE
o HAERS E-H Z-ASEBBFRTE  BEFELERSD
EREE LRSI EBBIECAESGY  BEATREENES
EEYEX -

B () iR BERAZIKB ZLAESEFER
BRPHFTEZE -"NKNELBRATAKL 101 F 110 2/ >
£ 1115 TEBEE £ 11/ 1:32H88E
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BB E B 0.05 F 1 EEE & ( Moldquivalenten)
' H 0.05 F 0.5 EEH % & ( Molidquivalenten) £ 8 % » H
0.05 £ 0.3 EE# % & ( Moliquivalenten) £ & £ » I & &
EEEMHERBEEBMS -

no@ X (Il ) from &2 2-8, Z X H B 5 ( 2-
Hydroxyethyketoxim) B F & T H B K B E 2 Z B (
Aminoglykol) HIRI % BF A9 B » HAEEHFLE E 2: 1 &
10: 1> 7 21 /1 51 2ME  # 1:1Ff 3:12H
REaff BHEHESHEMHEHEWKR 2-BZEHFBEPB (2-

Hydroxyethyketoxim) [

Hll[l

(1) FinseMERAREZIE K ER &L E R (
1) Fime 2- 2% FEERFHZBEENBR 0 F+50C
B B 0E+40C 8 EHBE 0F+30C B & £ -

CERNEHNNE 2 RZEFHEB AR =B+ L& S
BUYEWARRR - HEBPEHEN — EBREAHES DA
BT R M@ER () Ffmz 2-8 2 % 8 @B EKS
SEHEBRTAEM EURESMS EE S G A AR
LLBE AT -

BRTERRZENBEYEAN  ABHFEAELRE R
ME 5 BR TE B UE B OBY /P R M MEOER R RS OBK M 4T % I /5> BE fF

AEWHFTEZS -—AMERMBERX (III) FroRZ 2-
RIEHFBSEEKBRBEEZ B BREHREEREH
AMERERCEHEERZIEZERABER AN - LEE (E
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EY) T EERHBE - Bl WEKK (Hydroxylamin) H
(BREY) KEMAERXREFE LR EFNEFESEEHSEES
M -

RARZH > A (1) AR 2-BRZEREB X T H
REBERNXBMPMEBSERN  RAEABHFEEESHM L
A BB MNASEmMERRFHEEE -

REzl (1) fraRe 2-RZCEHEBS > LTH B
fmir® £ (a) R1 REHBFEH R AKEXETHE > (b) RI
REFEHRAKRE=ZTER (c¢c) RIAXRZEH RAE
BE=TH -

AEWRFRRETIERBOAMBEMUFHAERE - AW
BE M JFE A ORIRA KE -

(i

+ 9 . N
><fNHE A ><f s~ OH

OH

33-Z"HET-2-F O-(Z2RZE) I5

|l

5
ot H

R 400 Z2F KA > A 92 A% (0.8 EEF ) 3,3-

HE T -2-Fif5 (3,3-Dimethylbutan-2-one oxim) K& 3.4

=+
pi

S@RMER 7007 (1.6 FH) BREIK > BREABT2
A REBEREGHWEEZRNRES (RT) B#H 8-12 N, -
BERELZBIBENREESEY - B 28 2 BEENKBR
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100-200 Z2E B T &8z > B egY @ 114-120 X 70 &£ @ BN H -
W= 90% ; ¥ B 106C /35 2 2
¥ W % ¥k ( NMR) 1H ( CDCI3) : 1,11 ( 9H,s) , 1,83 (

3H,s) , 3.2 (1H, bs) , 3.85 (2H, m) , 4.2 (2H, m) ppm

i)

Bl 2

HN"O~"0oH

><TN\1,Z Ho~OH + HCl

Cl

|
T

2k Q2-8 E Z2 & £ )&% /K X Z #® k & ((2-
Hydroxyethoxy) ammonium chloride/
Aminoglykolhydrochlorid)

784 N EEE (37.5%,d 1.19) K 275 Z F kK
mA 44 3w (0.275 FEF ) 3, 3-Z“ HET -2-f1 O- (2-%,
L&) KB - HBHXEEYMBEE 100C KK H B MBKEA (
Pinakolon) /KR E W 3.5 A RBEEB I FTEBH -
S 170 A R HEMWESRY -

WE: 18%K EZ _B&EILEYW ( Aminoglykolhydrochlorid

) ERFEHEHWRMEZ 95-97% -
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N 0 N
N — ", OH

2-H HE T 4t -2-F O- (2 ZEH) BB (2-Methylbutan-2-
one O- ( 2-hydroxyethyl) oxim)

bR FEE B 1 P K EMEM - AW 3, 3-ZHE
T -2-F-fEHl % 3-F & T -2-F -5 ( 3-Methylbutan-2-one-
oxim) FTEW M - ERXRERMEZL 78% -
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2 YXEABEE
HH oK  BHEREZL_EBZHE

AEHRERNR —BHREEBEEZ — B2 HIE -

R1 A H,0 R1
>—N + — N —= HN OH
Ty OH \o—/_
R oH L R \’110_/— B

@ (nry 0

R —mMERET  EEBEREZKEREMTN®E L
MR 2-BZEHFREE  EBRZUBEREE L
R EZ -

NS RXFAHZ
#FHH XMW
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+ - FFEFHNER

1. —BEHSAOAX (1) iR EZL _EHNFE

H,N_ OH
o—" (1)

A EEE T 2R
(a) RAKBERHST  N-—EBIEET  HF#BAZIK
HamEA (1) RZMWBREKXE

HO  Ri
R1R/EN“7Z, ' & B R>:N‘ez oM
(o)

(In (i)

o

Rl 2 REREZERKIMAIKEE - CN- NO, LR — X =&
Z R eE#ER (C-Cs) fE -~ FERD B (
C3-Cs) & > EWER R1 R Rz — R %FFRLEW
KRR CN- NO, Bz HEMA (C-Cs)
fe > Bl R1 K R 25 —F MR F XKL MAIK
B3R - CN-» NO, ARz FEHH XA (C3-Cs)

e &
LK (b)
R1/E
N —_— HzN\ _/—OH
OH [ o
o
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ERREZE (a) RERZ 2-RZ2EFFEBEREZ
FET HEAEREEZ-E -

2. MHEFHENMBEESE | HZH% > Hf > Rl B R R
XRPE -Z2E WNE FE -B_TE -BE=ZTX- 8T
E-EREXHEE  RI F R FREXZRET®E N Z &
BB IHMBERERNARXLRNE - CN- NO, MK —KRHZL
X>fBHWMR Rl R RPZ-—HARXRKKNRZHEE - Z2& -
WE > Al R RPFIZHEFERARERKNAHIKE R - CN
NO NRZFH - FBZTE -F=2THE -BETHE EFE

[loemnd

3. WHFHEMBEESE 1 HZ k> HF > Rl K RA
EHE-ZE  RAE - -F_TE - -FE=ZTHE - ETEHE

AHE  EEM/R#E RI X RAEXHFEHZER - B R1 X R
FIRRCBELAZEEXE F_TE FE=ZTH ZHE
TEFHRE -

4. WMHEFIEMEERSE | HZHk > Hd > Rl REH
E M RAXF=ZTERRETE > &¥E RAKAXHFE T
RIRKB=ZTERRTE -

5. MHEFHEMNBESE | HZHE > Hf > R REH
E M RAKXFB=ZTHE > EFE RAEKXFE > Rl REXE
= TEHETE -

6. MHEFHEMNBEE | HZHk - Hb» £K
B (a) o RERHZCE R A B KKK -

e
Ni
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7. MEFEEMGEEZE 1

B2k

Hdo - £ XJE

F

B (a) 7> FIERAZIBREEA LN  SELCEXAE K

8. WHFBENBESE | HxAE  HY  TERKES
B (b)) > fiE TR A M SRS E® -

9. WHEFEMNEES | Hehe - HY  ERES
B (b)) - FRACEEER S8 K SA8 - B -
BEE - R 2B A ZLBEH-FRERE -

10. WHEFBHEMNEERSE | HzhE - Hb > fTAZE
OB ORR OB OROBR -

1. WMHAEFEMNEBEBE | HzHhE - Hd > £58 1 K

FE & BR M
AR 112 1102/ -
12. 0 W 3% & 7] & B 5
EEILMYE 2-RZEFMEE (I111) W5
10: 1
13. 20 9 &5 & Fl 4 B 28

B 17 8

@ (1) Ffrm 2 B fis 8 &

1l I HZ &k » H
b RE 2

1 ] Z &

 JBEJIHE 0C £+50C % -

L ke 2 e BTy

B2 A
1 £

14, @=L (1) iR 2-RZ & H A5

R1>=
N
OH
R
()
AF Rl REBEE M R
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HE RAREFE MRIAKEKXE=ZTERRET HE -

15, MMAFHEANGERE 14 Bz 2-BZ2EFFEEBE @ &
fo RIMERE WM RAMNRKRET X -

16. MHEFHEFNNAEEBERE 14 HZ 2-BRZ2EFREEBE - &
o RINNEHRE > MRARKRE=TE -

17. WWHFHEMNGBEE 14 B 2-BZEHEB - H
o RIRKEKZE  MRARKRE=ZTE -

18. MHEFHENAERE 14 HZ 2-BZHEFREB K&
EREL_BEENER -

19, —BHEWEAX (1) IR 2-RZEHEBYW
HE o BEEONEN () FRCEBHERBAZ K - B K
f BB FEEDTEKXE -

R1>: A HO  R1
N +
OH
I3 i R %/
(N (I

=

RI RZHFE 1 RAUARXRE=ZTELERNE > & R
KHEE mMRIAREE=ZTERRRET £ -

200 M FHEMEBBEE 19 HZ ¥k Hf - R1 %
HE M RARKXTE=ZTH X RAEXHFHEH RI HIR &
B=T &

21, M HEFEHAMBEE 19 Bz % » o fr@d [

ZoWE R H M OBCE B -
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22, I GFEHMBESE 19 Bz ko Ho o FFEA
LEREARMLH  SRACEXE R LHF
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t~HERLRB:
(—) “ AEXEHEEZREAB A &£
(=) " AREABIAHREZDEDERSA : &

AN REZALCEXT, FRFTREBATEASTHANLS

X
R1 0 H,0 R1

N + _— N —_— HZN\ OH
?R%H a [ ?ﬂ%JﬁW@ o—"

(I () (1
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