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The present invention relates to active bactericidal,
antibacterial, anti-infective, antimicrobial, sporicidal,
disinfectant, antifungal and antiviral compounds and
compositions and to new uses of these compositions in

therapy. This specification also describes methods of use for

the new compounds and compositions. The specification’

further describes methods for preparing these compounds.
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98. 1.23

o BARH ¢ !%ﬂa{ﬂ

[ %A rm B x 3 4 48 & ) g LB

ABRGMAUBAREL N A M ALARZ R WE
Hmd s AL R ED BRIEF - HFE RAB K
BinmElhbhrhaatth HEFABARBEFZREN KU
ERa W AEBRETTHNBERR - 25— %46 TF 0 X
BEHGHAEFTMEReE  HRed >~ R R kLY - B
w%~%%%%‘ﬁ5%&ﬁ%%&%%&ﬁ%%’u&
B LM AR AN RER AT AN A AR BALA
BHGOHERE  FAUAABANKBEDR AL WL LGN
F(AREHREIRRAEFTEFREENRER oA BEHEGR
T 8 BT R AR e

ARALZLRANPBFLA DR B AW ZER F ik - &
RAZTE - S RARBELE LA FTE - EHZET 2
R IR AR BENTEDEARAXLEBAKREE - XA
MABOENAFBE - %8 HRE - B-58 K&
=3 A T8 (GABA) - AN H # & 1t
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Bz BHOGEZBETH LI 1-A-1-F

RLRBE2-BEA-2-FEAARBZB L,1-=F K-2-8% X -2-

BRALERE -BRAZD2FEMBR 2-BEA-S-HE A R#®
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BERHTUAEBERAINBHAN XN EMA - B & 4 K%K
BE AR BAET AN AR AMMBALTLE Do B4 6B
oo W AXMERYOA EFHBELEAS - LK - BEA R
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A7 N-&A-% NN-—SEABREARHYERHNAET AH L H
it e R T RE ey F ok HE - Y E AL
Tetrahedron: Asymmetry 1997, 8(13); FEMS Microbiol. Lett.,
70, 23-28 (1990); Synth. Commun. 2725-2731 (1994); FEMS
Microbiol. Lett. 108, 225-230 (1993) ; Neurosci. Lett. 21:
77-92 (1981); Br. J. Pharmacol. 75, 65 & ## 4w £ 2001 F 12
A 8 B it # & Prof. R. Noyori Nobel Lecture Z “Asymmetric
Catalysis: Science and Opportunities” o

4% % N-GAXA NN-— Gt XekE - EERBEREA
M@ el RERE - RMEY RAEABARLRFH
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SR AR mB(EFTH e RES@iE R FR R
FHMEN)TUEAEBRRABRBAEREY RERE (& M)
R A ERIAREORERARSBY - FF Mol TUR
BEXMNHY  wRRER/RECHEBERALE R T - &
REAZAARBAINLHWAEAB > & : HOO ~» O, & OH - 4 B M 14
# TF > 4 100-150mM = 4 22 B ) &1t ¥ 3 F (Cl)4% H,O0,
At EHM A HMBALCLBHEE T2 POHE F)RILL
R EF#HZHMARREEBEHOCH(Weiss S. J., Klein R.,

_.. Slivka A., Wei M. J.z Clin. Invest. 1982, Sept.; 70(3):
598-607) :

2H*+2C1"+2H,0,—> 2HOCI+2H,0

HOClI 4 M Z A A G LKA AEts ke
BB EPHERARRERAS - & 10°@EFLxE P M
A % B E B 2x100'M 2z HOCI1(Lapenna D., Cuccurullo F.
Z Gen. Pharmacol. 1996 Oct.; 27(7): 1145-7) - 3 4& #% HOCI
EREH 150x10° BARBHHB - —2 &4 HOCI o » gl &

.‘%éﬁiﬁéﬁ%ﬁéﬁ M AHENYSRETALCZIAEAETREMB
BREHR - PNPRBAHREEAKRS DR E AR T A E
A TMHBA G EE - EXLCHEAEFT PHR@BETUEAL HOCI
EAREBMETRAGAILE > o N-fUBE - FRAEA BT EE
BALE B FREBESHERKENCT & N-RAFRB)R F 5
Bt 49 — £ B (NNDCT & NN-— @ A 4 w8 ) HAiLKkER
e pH M - TLXALBBAEAANRBAEADB R A E
AN A EE IR NS BT RAEERRTF YHEM



1386201

42 7 6 o

48 B % £ o R A

W. Gottardi ¢4 12 B & #] ¥ 3% £ 4041703 32 89 N-A 4 4
RENRESBEH  UTHERALXTHEIEE ALY
) N-RASTRE  ERXRRLEAF LGS L BHEABYE
BN - RAENAREE TR THREEH N-A L
B o  RREHNFFELAPAALEHAY N-A LA +58H
M & B BHEXHEBEHR - OB FTERBHEAESLAEYA

)W
_F.
?‘gfx

OB Z2RATHESFEHRR AR ZAR - BEHP G E
ARG B ERSB R (i N-R X5 8 B 4 (A B -B)
Fx N-REA-4-FRAEXBZBBEMNAE-T))Y R E D #HhidBE

B AK-BAEAAKE-T 3 £ 2001 £ % 13 pg Merck
Index, Entries 2084 & 2085 &y ¥ 356 8 ¢ -
W. Gottardi & A2 WOO0222118 3 88 N-# £ 2 =2 &

HHRNHBEMBY X TANEARAEBRE(EHEREHRE
BER)RACHABRR (PP HFX - REX - XRZ X -
& A X M X o b F X W E A& M X (Pneumocystis
carinii) - M BETHERBRE > wBEE - FTREE B
& A K & X(balnitis)  FH EMH EHR$ » w0 X -~ £ i

XR-BRZRAEAEHDAEABRE DFIELE - HBEE X

R van Gelder F AL S R A58 E R AH X8 NN-
— & A 4 &% B (Gelder, N. M.; Bowers = GABA & L-
Leucine J. Neurochemical Research. 2001; 26: 575-578) - #
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% & #)(van Gelder & Bowers # 2002 £ 9 B 17 8 &5 £ A
# # 6,451,761B1 » "N’'N’-=— {1t Q- A 8 A £ A %
(N’N’-dichlorinated omega-amino acids and uses thereof)”)
BOBA B i B R BL M AR o B R B B i CNS 894 o T #& N-
AEHF =B (NCT)R N,N-— @4 4 %% 8 (NNDCT) £ UV
o E o NNDCT 4 302 2 % FA A 332.9M'cm' 2 8 &
RAMGERRKRALE - 24 R A Gottardi, W.; Nagl, M.
Z Arch. Pharm. Med. Chem. 2002, 9, 411-421 - NCT 4 252
ZFRTEAAISMcm 2L EFT R AR EARAEE -

Juan M. Antelo % A % J. Chem. Soc., Perkin Trans. 2,
2000, 2109-2114 A A N-R A FHmE o THEAXHKILRE
TR A -RBAEER c FHERHEU N-RAFBA
pH2-2.5 T ey it% A E # NN-— R KX 4+ =85 % A N,N-
— R A F itk pH=1.88 2 & &M - £ 100 /85 24 % &
M NN-— REAFmB DN 5%-

£ 2004 % 2 B 5 B # % # Mainnemare = £ B & # %
& E 2004/0022871 A — B Raubh Haes()E) —#
BALLEHR((DED — BB A SRR TFLADR/R KA
BRxibteaHWeE )b —# N-RILFT4 4% - Bt % A k4
BREABHBE  ARABEMBRE > UR N-Biit ot B 4
Bee) N-@ib#idy  REEBEHNEREmMOE OB
TARAKRSE - TAYABEHEMNY - B EL2BH R HH
# % 2004/0022871 BT R EH AR A L2 #F o 3 £ H
FHBERXERAEARE X - A RAHKERAKE LN
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BMERGBEELY  AEFABWFTYRAETEOFHR
BALEBIFMHMNBEER BLERBEAASAYHRABKEBEF T
mREDNRREN 1 EF/IDAZHFRA 258428 2R
ARESR  AELARAHSM HRIOBEZREANKER
# 1l MBMBER/NF o T b e N-ABRBEBLZEE IR
RENG SEF /M BAKRAN 001 EHMEFT/NFHA -

[# 9\ sl

% B 4 it

REBRITERARITABREFABF AR A UARMLEE S
BHRAATAYEMBAB AT AR TR ETEL TR
XFEEE S FwE CHRBRIBRTET ABRMLEF A HHUR
AUBEEFBER - Bl THEUABREHZRAHFIL  H
o pH R B B bheiB s pHH o 29t 2 X 45 %
) N-sn A-H NN-— B ABRABR)ELTEF AL AN S — 4@
(A —HHmnegib$E ey N-B K- NN-— & X 8z 2 &)
o ZAALBANBRRKREGETES - Bl 0 T R
BUEFABHMORRAERURE S BB AN ETLTH
BAREAE S - 7@ (include(s))” & ” & & (comprise(s))” 4 35
EARAZTHRAXFHAETIEE RS RZMHE - B it
AEREZHBRE T  AFHARMHE - ROELEMMZ
FPHEMNEBDFIPREHKLO)ZT N-FA-8% NN-— B A2 i

BL

@

A-C(R'RY)R(CH,),-C(YZ)-X> (D)
AAEMAHERBLLEHZBE Rt - A B A -
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HalNH-2 Hal,N-> 2 ¢ Hal 5:ZE 8 & 84 - &4 - 24 %
MAMAROHBLZAET REZ-HERXEL 32 618
BRFZ_ERZEMRE R BA -Ku A XA H-COOH:
ROABAXMBMHEKRE n B 0 R# 15 13 2%8% %R AR
ROf"ﬁ%fﬁ%ﬁﬁéﬁzfiﬁ%”@ﬁﬁﬁi(crcs)%ﬁﬁiﬁ;YA%

AR BT R R -NH, & -NHal, ;s B Z &2 & X BKEm L &
X'#% & - -COOH + -CONH, ~» -SO,H + -SO,NH, * -P(=0)(0H),
R-BOH), R RAB-_ERMF A > BlnFABBEH I

O® ok 012345678910 11- #
T oo BMERAED X ABAAE 16 BE&RTF - 4
—EBERFREE P RELE=FX-(CH,),-F » — 18 & 7T #% -NHHal
& -NHal, R X - s K KA 4898y N-ggA-% NN-— s A A&
Bt °] 645 i 318 -NHHal & -NHal, £ @ > 2 2 R A % 1 & 2
18 -NHHal 2 -NHal, )X B 2 N N-— @ A L s & 1 - & 1%
AHAA 118-NHal, A B2 NN-— g A A#% AR TA
AR R'(% R'5-COOH ) X' a-~ B-~ 7 -~

“5-\ E-5E2Q-ME L -

RNl imeHheRBELETRS 288 A4
Roa bt B2 X BB A R LR K A X' B ey 38 B F & # & -NH,
AEHZBRERETAY - TSI DY KRB HEaELE
1 2 6@ R FxHHE > X122 4@84 -

ABEHERBEH Y R EB-5 24K nh 0
E 7T ZEH R0 KK 1 E S ZEREMLE MO KK ]
E3xHEHuEHE B LI-2H3-EHFHNYREE P n=4 % n=5
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% n=6 % n=7 % n=8 &K n=9 &9 N,N-=— & % B £ & -
FTARARBEASALATAALY B RBEBER -4
Z6 FF O N-BEA-% NN-— g A A BIALmTEDEE
i# IM> HiE N-8A-% NN-— G A B AB KL A DS
R E - c ABBRBRAESBALSHES - BEANTH 0.1 £
100mM = Fj#) N-@ % -% NN-— &9 & i 2 8 S & 474 82
B R 4 # pH2.0 A # 3 24 48-3.0% 45 % 3.5 % 4.5
Z M R4 3589 pHEB @AM - T#H pH s 454 KiF#
FLOMEHLZLBEAE LAriiadshe—BHE%e
BWE T Hal i - st £ % — 8T Hal BiE XA -
B—wmAEMEAFEANRH 0.1 2 50mM = B &y N-g & -x%
NN-— @ ABREARIAETEBRERNIANHN 2 24 7 8
324 6-3% 484 3% 45K 3.5F 452Ky 3.5
89 pH & B - TURE R EHER A2 %W E pHE sk -
AR AELRB - MFRGDA - @ >~ LR E - M
Ed - RE -REF-FF B ERABaLY H
EHERBEAMZPIHFEHNEBDSY KDz NN-— & & B A

Hal,N-C(R'R®)-(CH,),-C(YZ)-X (II)

EMTAEMR BILILS Y -

f£Z A F > Hal AEBBRE - KK - BA R A
MRt mBHE2ZRE SR AR - KR A XRELE-COOH: R
HARXMBMERESES > X R R RO BEKEEEBEHERF — A
WARC;-COBK AR nh 0R# 123 28H8,Y 548 -
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& 5% k% 3 -~ -NH, &% -NHal,; R Z B3 a8 KKK X B X 5
-COOH -~ -CONH, ~ -SO;H % -SO,NH, - % Lk if 48 & 4 ¢4 —
BB 0 Hal BA ~ L& - £5 — WS+ Hal
PRI

R INebhy e heEBLELTHXZIEH B4
MRt B X BB R B BRARE X E RSB T He-NH, &
BzxBumBAMted  HEI DO ERBEFTEFBLHELE
12 6@ R Fxad R1EA4ABBE -

X (I) » (H) ~ (ITA) ~ (IID) ~ (IITA) & (IV)1t & 4 & £ 47
A BELITEHEXLIBEHOLEELABRBR TR ZIG &
F@BH - AIA) > (D ATARAVIESHRART -
-BA-FH NN-—m A A BEHaes BAF-COOH - -
CONH, » -SO;H % -SO,NH, A B ehsp 2 B 45 - B & F T &

B REB SRS BREMAEMKE S
4B B Mg -Ca R AlEHAAANG - 2 B BHEHB
AR FHHE - ARFER

B A BEOTEFE(ERBRAML)BMEREEG KBS
B ABRBRDEE  BRERAA(WARB)VKRME A KR E R
BREMY - BELELITEHEXZBHLE(ERRML)A B 1t
Mo BB FAMME - TRAKSE - FRARED - 5
BB - BEERER - B OREAE - AL E - FLERB R EEMY -

B A B & & &£ E M 4 # #8 (Easton) 89 Mack
Publishing Company # 1985 # #9 % 17 R Remington’s
Pharmaceutical Sciences % 1418 B s £ Merck Research
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Laboratories Division of Merck & Co., Inc./r H Ik & 2001

F % 13 Bg The Merck Index % MISC-22 g1 MISC-23 ® ¢
BR HAEABFTRNERESEIHFALRAIAHE 2 F -

ARARKEAXEHEHRBEFREEGHG-NH, A BB & LT

RZEBENMREBOHEARLBEE S RE ~ et - BB - 5
2

A*#

Py

B
OH
23

’
-
A

RRE >~ PhRRmit - s RA

TH
Pt
>

~

i

K (1)~ (II) ~ (IIA) ~ (III) ~ (IIIA)E (IV)i & 4 &4 £ %
EYELFEEAMBMKIKEZKAE-COOH £%-SO,;H & 8 # &
aRAEA X 2R R TR0 A K REBAMAE
4 o

£ (1) ~ (1) ~ (11a) ~ (III) ~ (IITA)Y & (IV)4t & % &4 B %
FAa b o N-g A mAiER NN-—F £ & £ ¢
AR TORTRBARFAERRE - "F#E AR K ()R
GREMABENL2 B ARZIILERE  EODLD)TL£RE
FEMRAERBHEAB IR TEHHERGLSZEABR -

”aw;w%ség”ﬁ%?m%9#9@7&&»145%:9@41:%%&@
HE®FAFERAEEBEAGYRZHER ApEAyER
HHEEHOEFEEARXEE 2 2 4 AR FZRBEKEH
A o HaArlHmEARABRE ZXFEAIERRZ=ZKT

B

¥
3“‘

¥

Ao wEFARALZRTFE - FAA=ZXF A( 4,4-=
¥ A A = X ¥ K (4,4 -dimethoxytrityl) sk 4,4’-— ¥ & £ =
KK F 4 (4,4-dimethoxytriphenylmethyl)) ~ = £ 2 &8 & &
N-(9-% X F A A)XRFMOC’A H : Ama it i £4
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B AR BEB(LPHRBEC-COFARRREAB)MITLHLE
RERA(w B AEBRBRATEMMTASYS N-XFAKXBRX)
o X FAEAKEA(CBZ AB) 8 @ AnEs AR i
BEARKBEE = RAB(BARKRBRE=T&H  #HHAHA%
B = TE)L B (Am)RAEE (T A =% —(F
ZTR)EB )M ECRER S RBKE A -
AXAOAFALER — 2 AFA T2 N-E@ A

2\2‘7

sls

Cxl

S
e

HalNH-C(R'R°%)-(CH,),-C(YZ)-X (IIA)
(£ % Hal-R'"-R° n~ Y- Z A X AAFLABETZ
gVt e hzablh  BAEZBE T R BASE KL R

¥R
"y

ABH-COOH R B s A » % R'"R RO Ffo i sk %2 31 8
BB F—RRBR(C;-COHE R EAB X RBEBAMZ ® FE A &

BeayX 1A bo B EMMAEHRELLSY - £FH—EL
i e —EBRKBRIE P > Hal % ~ fusk#t - £ 75 —
2% ¥ > Hal B 2 R & -

XA ‘bWzt hazBELELTHESLZBE R B
AR B XEHEARAARAKE X 2 %65 R Fi& 48 8)-NH,
ABZHRBEREBANTAY  HZFZ BRI ELE
BEAE 12 6@ R FxaE > A1 ZE 4M@84E-

R(IA)t 6 9 B R LT X 2B B o LA %1
THEXZIEGEBETFHERERE  N-mREXBRABZLBEHEOIERLF-
COOH A -SO;H A Rz ey B H - £ — MYy > N-g &
M A Bk 2 B a6 4 B 4 -CONH, ~ -SO,NH, A B 21t 4 #
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B BRELIITHERXZBHLOEHE K2 B - 43858
BRAEMARKBKER w2 BB H Mg-Ca B Al B A S
Flayg - iR BBHEBFHNAHN HINBEE - - HRFBE o

B BHEOETFHOE(ERTRAL)BEEZE L (0 BE)S
BB AUABRBEBH BEMEZAER(WHERBE)ORMERE LB H
Bt BELTEXZBHOLE(ERRML)D KB -
BB FPEAARBE - FRAMEKDE - FRARED - g B -
BB E - BRRBE - BMBB - LBBREMYD -

B A8 B B L B A E N4 A4 & Mack Publishing
Company # 1985 # &9 % 17 }Jkx Remington’s Pharmaceutical
Sciences % 1418 B s £ Merck Research Laboratories
Division of Merck & Co., Inc.A7 #Hf Bk & 2001 5= % 13 kg The
Merck Index % MISC-22 g2 MISC-23 B ¥ % 3 » # &£ 8B =+«
NEREDEXHARIAHE L F - |

HABRARAAEAXEZRHRRFEHG-NH, A B E &+
BERXXZBE R BBOEALALEREAE QAL - B BB B

B - F RREE - Thmét BHERBRAALCHEZ

H
Py
0

N

A o
R(IAt e W ESMTA DO EFRBEREZAR

-COOH £ -SOOH ey s e R iR R A X 2 HEAHE B FREH

BAZBRBRIRBRESTLEY -
KRAIA S I 2 2 T E b 4 N-f KA A

PREBR S FOHOFTEBDRMAERRE - "REKLXKR X (2)

HERBEERABDENLBERRZIAEERE S EOD)TAEF

i
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@
P>

AETEMREREMADZIAITE ;BB AGALELE -
A EECAAXATBORASB - N-§ AR ABK (0 N-ZA
RE)TUAEAARL S o) &8 AR E R KRG
Sz At AT ERE - Bk NN-Z— A RA
BbET A ERAAKREF o FERHE - 24 R. P
Singh #2 K. M. Shreeve 2 Chem. Commun., 2001, 1196-1197
(2001) 5 &% V. V. Rozhkov, K. N. Makarov, R. G.
Kostyanovsky Z "R AR A B B L b N-BRF EXT A H &
A X o A % ¥ N- & 4t 4% B (N-Fluorination of
aziridinecarboxylates via fluorolysis of their N-aminomethyl
derivatives)”, Mendeleev Commun., 1998, 66-67 ; & f£ K X
Fral A ey 5 & X e

W KX HERG RS HMTHESRE ERY X RGN
e ath HeBBR(GWHER - BAIRASHHH
) Lk~ BIFRBILRK -

A—-—BRIBF wehBREIRARGLEEHECHY NN-Z &
AR N-REXBRABZIETAEYD £ -—BRBETF > &
cHhEERAREGENHE NN-— B A ABER N-B A A
BRARBETAEAY AE-—HFRAF KRFAZAGHTHEAHR
MR X > BP&LE pH A 7 #lke 6.8 FF pH £ 74 2 2
“H TR BPANKH 2.0 E 68-25% 65~25% 6.0~
® 2.5% 5.0% 3.0 5.0x M pH&#E B > x4 3.5% pH-
£ FRGRPFT » TH pHHEF LA SUATF »PaEY 3 E 4.5
% 3.5 % 452 pH &8 > %4 3.5 2 pH- ¢ AU & + 4
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e pH A ey bhirit 2R pH & BEFLKE S
FREME &% NN-— @A mA#K N-d A BAgey
HHRARB(FARARBISIRAEABR) KRB ZRRAHERXH o
ARBAERTOEH BB - AdXAFMI L) AEn
EWB o X GREAHARE ~ BRAREAERETEZ G 8 KRS
?&%%&%ﬁéﬁ\ﬁ%ﬁ@&%°ﬁiﬁﬁ%’m&
Z pH THHABAETEEHNEH LA K EH IR WRBTAK
H H PR R 4o o
EAFRAELIYH —LERAT > AN TE 92 Me pH
TAHABEHE  c AH ORI BASRTHIESL P MR
MM RBRHEBR RS T 2 pH: Hlée 7.2 K64 £ H 7
#H TEH 9 zMey pHEE P AEN® 7.0F 7.2 2 pf & pH
B & T2E24 TS5 pH 847524 82 pH» %8
8 2# 852 pH > %4 85 %24 92 pH> %% 8 2z pH-
mBmEERY pH THE BB AR BTARZE L S BLYE
% % W™ iE R
LA —BEF  RKEWHBALSYWEREELE 0.1 2 100
EEMM)ZREHBE NN-— B A Asx N-& AR

z
A B

S

E—-—FHBRBEF LM EBEEESEMNR L E T
NN-—mABKABAR N- A Ass HOCl A &£
22 BAABHBRIIR@EERHALESH > B LE
BEAH/ N HOCl 9 M - NN-— g A s A8 % N-s A A
BREERE ARSI RXHOBRG N F 202 A3 — 235

19

o

4



1386201

101 4 6 n}ggﬁam

MRAM-AE 0K ESWHERZAEAHIKD>FE NN-
—EAABABRE N-BARAKASEAR KRG H T -

RETRERBEAARATAE S Y NN-— & & i A &
 N-BARABEEFRORE e LRE R
AR F - FHEFE REBARARAARFNE XL HEFRK
mipEHE BAAAMABLBFALBEA B £Fd N
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- ABBRETY THYAKESG D LRABEZ R THIY
R MAGLBRBORERERZAHNYHF AFE 0 B TR
TERAIHRYABEACERSYGF oL NEHFELAEARR L
RRBAFTE BEBRSIOREUAKET R AHAZENH O
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BHAYs%  BZRETARFRGo  HALEDHHREEE
EAHOMEL UBERTEBEBREMBEL AL LA K
— FH R B kR E
7B & T AH A NovaCal AR S E o E E2 4"
EA#RERBB AL AN ERBES O RLE LR R LB
e 2 ERFAaRBELHER - THT B A EWERKGE
DR EF/BRE - HoEELr O — 5 KAEAERR Y
TELEERRAMHY O  BEBEFATORE -4 KEH
OO ;v rusnsspRaERGs SASTAES oA
Bl R BBk Rtk Goa - TAEBGLHARERNK
Aeg®w dRBAFZGHGEE TEEBEGHEFTTFTLEART
i BPRAHAER S KRTHARIGES S oEELEE LR
. B Ao Ae”’m#% (over the counter) 7% #&
HE AKX
AEABERANGS —BEBEF TRHRRAEAGDEROCERR
EEREMNLEELEE —RMBEERASZEF - RMEMERBZSET
.‘%zwuo&——zkfri%ﬂésa%rﬂ%%eifééﬁﬁéﬁﬁﬂP°6He"r$
BERAG -~ RMHERABZBZRRFTEASGT —LEAR - £ 4
BHSH S —BEBEY  FoRELELTAEARATAERY —
R MEERARBEARZEANEEERSER ST -
EARABERANYNS BB AERYERTHEERAw
EAB YR TLEARARRBAE=ZBRAETEHETEEIRE
EmBRGELE -
A7 335 8 # NNDCT &) 4 %

\
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ZET R BEIHERNIRmaAar - 527 E# 4
pH3.5 TEAFRKE A 3.2mM 2z NNDCT B &k » ¥ 6w %
Al 12.8mM 2z NaOCl g ¥ % > #%¥ B A MA 1.8%2
BRIALRBKERN 3IIMM X 4 BB E L - BAEFT BI s
REBEE R IM 2 HCl A > AU AR E PO ER KA £ F
MM EEFTRAEARSE C PRAH £ KRB R M AR
NNDCT RER pH#E - BRAS B ABMREEIRTFTEARR
MA NaOCl £ F B T REAREM > AR L RFHH
ik B % NNDCT Y XM A

A A E BRI

EAGHASY -~ EBRETFT EARB-BRasdYh  H
a4 —KX()zx NN-= @ £ % % &

A-C(R'R")R(CH,),-C(YZ)-X’

S A AEMAE Al S X A AR - HaINH-%
Hal,N--> Hal B2 8 R E5 > &4 B EARumArmano
HaZaF O ERXRUAE - BARBARME R BH-RE
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HREAF JEZOOEAmRREFZI_BEHSMKEL R'B& - A

oA XA B-COOH R* B A K Kax# » %4 R' 2 R H
ARERFEBROBRBR T —RAHEAR(C;-Co)BERAE 'n B 0 3
# 1 2 13 2 %% Y B & - K% i 4 %-NH, & -NHal,; Z

HEKRBEHEKE A X5 & -~ -COOH- -CONH, ~ -SO,H -
-SO,NH, ~ -P(=0)(OH), % -B(OH),; 4 £ R A& — {E & 4 &
Ao Al n B 0RZES B4 11 2 2% %4 R XK=
& X -(CH),-T # % & 4 -NHHal % -NHal, ] X ; 2% 47 £ 4
HBBELITTEIXZE  AHFRBREZE > HAZRAKALE X
RO E FERS-NH, A B 2 K2 B E 4T 4L 4 o

AR —BEF R BERBKER - £5 -8B R B
B-h B4R n A 0 R# 1 E T ZEH-AEH—BILE
B O SR 12528 - L£riBneg—M@E%Ly 13
O s # 1 £ 3 2 &3 o

EH—BEBF EGLRBEP N-BA-% NN-— g &
MR A B a4 1 & 2 1-NHHal % -NHal, £ 8 > & + N-§&
A-& NN-— @ A mAs &4 11 -NHHal &-NHal, £ @ =
b o £ L B — 1 4% 1t ¥ > -NHHal % -NHal, & B
HERBRHPEB XYa-~B-Ry MELE- A —BRLTF
A % -NHHal #% -NHal, - £ % — # % % > -NHHal £ -NHal,
EHEMN_BARK-(CH),-- £ %5 —#2 ¥ > Hal 5 & £ -

AARABRAG - BB AT ALHAEBEFTHESZ

S

EA—BREFY  BELGRBEAFANAN 0.1 £ 100mM = B

4
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# N-pgA-3 NN-— S AR AR ETLEDRERNINY
32#% 48-3.0% 45 % 35% 45 2zMKs 3.5% pH &
Bz @abs4 -
EAABRRAH S —BEBEY HLHRB-—EAFAR®HE - R
BE R E - WAL Y  REF-FHF REABARAE
HFEMzabY Eas X))z NN-= & & s A 8
Hal,N-C(R'R%)-(CH,),-C(YZ)-X (II)
% £ ¥ Hal,N-% B 4% HalHN-£ B B #% [X (IIA)] -
o0 SAMABR GO REH L T8 %2 RAE
H Y Hal B2 b AKX > &% - 2 A Rt R rrmmeymat
Z@BHF SR AR - KEKARAEB-COOH: R & & & 1%
£ R'E ROPBEKFEEREHER T — 2B KR (C,-Cy)
. BWEAE onAh 0 MK 12 3283, Y 528 Kueri
%-NH,; Z & &, & % £ & X % -COOH--CONH,--SO,H
H-SO,NH, ; Z 142 P4 E8 & BELETHESLBEHE A
ABRHEEEZERERAAERAKE X #8695 B Fi&4#6-NH,
.‘ EAB xR REBERAITA Y . ZBLHWEHE N 0.1 E 100mM
ZREe NN-— B EABREBRIXENTEDRERNNY 3 24
4.8~3.0% 45 K 3.5 452BMKxY35 pHEE -
E A BBy HG4RHE-BFR@E - L@
R - RMAe  RBRETF -FF REBRARRABEETRZ
ZxEBasHm EaesAX(ADx NN-= & & i & &
Hal,N-C(R'R®)-(CH,),-C(YZ)-X (1)
% £ ¥ Hal,N-% B 4% HalHN-£ B £ 4 [X (IIA)] >
)
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101#6)%)%%3%?

XETAEMRBILIES s £ P Hal 828 & &% -
A 2ARmArmuasi ezt R BE - AaR
% % % B -COOH; R° B & & 1& % & % R' & R fo 2 %
FEHEOHRBETF—R2BR(C;-Ca)BRAE 'n B 0 K # 1
E3ZXEH YBA > AR R-NHy s Z B & %186 % K
; & X % -COOH - -CONH, ~ -SO;H % -SO,NH, ; #% #7 &
Wt EEDEELTRELZ2ZBH A RBERBEIERR

OB X A Xg&eys R F286-NH, KB 2 K% 5 al & 47

@ Ly ZuEstBmAEAENN 0.1 E 50mM 2R N-f £ 84
MR NN-— @ ABRABRKEMNEADRERNHHA 2 2 4

73 % 6-~3% 4.8-3% 4.5 % 3.5% 452MK% 358

Oy

b

pH %& B -
EEABREBG - BRET > A5 hEER LR
B e d AR RMAY  BRBET - KE - RAB
A FEFRARAEROBE R R AR TARS P -
A —BETY HEAGHRE# -84 X)) NN-—f £
@® urx
Hal,N-C(R'R?)-(CH,),-C(YZ)-X (II)
& £ P Hal,N-A B 4% HalHN-% B E & [X (IIA)] -
REMAEHMRBLILSHheta@adb s £ F Hal A8 B
BAAC-AREA BARBmAmaARMERZ A E R B E
HBHRARKRAB-COOH: R* B & & maEm A > & R' & R
Fo BB FREBORR T AR AR(C3-COHBRKRARE 'n B 0
XM 1 E 3 2EHE Y BABKBEKEARX-NH,: Z B & K

&
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101 ﬁpsﬁz%a/%#ﬁﬁ

& A 5 A X %-COOH - -CONH, ~ -SO3H % -SO,;NH, ;
ST AE MW GHLEABERELETER A~ B AR B2
BB A ARAKAKE X EEOR B FRES-NH, X 0 2 &% %
BANTAEY B MEENNH2EHT-3F 6~3%
52 R# 358 pH B BZaebWEARBHE - L
H R E M4ty  BRReF - HEFE HREBRHARE
EMH e £ —MBE¥ALY N-@ A BA#HR NN-— i & i £ &g
REFABEENMN 0.1 2 100mM 28 > % 0.3 £ 50mM
B4E o £ " BETY BELYWEARTEHKK A F— B
P o TAEAER ALK BE e E > R R
mMEY  REF - HF NEBRRLBAFALRAAERY
EEHREZMHOFTARS T -

AARERAH -~ BAHRBE T HMGRELE - 64 KXz N,N-
= ® A KR KB

Hal,N-C(R'R%)-(CH,),-C(YZ)-X (1)

R £ F Hal,N-#& B 4% HalHN-£ B £ #% [ & (IIA)] -

REMM AR BILILS e mb 0 £ P Hal B A
AL - AA - REARAmAfaAasrvwaBza £ R B &
&5 k8 B £ A B -COOH : R° % & & 1& % & % R' & R’
Fo B FEBRORRF —RBA(C-COHBR AR 'n B 0
M1 E3ZEH Y AE - BEKAX-NH, Z B & %
& % % 5 & X %-COOH - -CONH,; * -SO3;H % -SO,NH, ;
ZTAEANMGEAGEE LT HELZES  AARRREZ
BE A EBRAEA X 2HEYRE FREEH-NH, £ B 2 &5 5%
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w1#655%g;#E
BETAEY  ZHSVEANTHH2EHT-3F 632
SZHAH 35 pHER A HGEHR@E - e -
MEE D WAEY  RBRIETF - -HF REBARAEHFR®R
Z BE -
AR F  BEHEAENTMN 0.1 2 100mM & 0.3

2 50mM = R &) N-w AmABRK NN-— g AR AHKKHE
MEDRE £AF @by ZBEBHGAEAEFTUAEL R E -
HmE >~ RERE - RuED  REF--FHF HEHBRRK

Q@ FTEREFMBAVEERBRIHOTASET
E-—BEEEY  HGRB-—FEHREBRALFEAG S F
Rtal ~MAEY BT - EBRAXBFEFRAMIRYR X

FECBRTFEFL U KRB e d o R E LB AEY
T~ HEFE MABARMABFEZAADZ NN-—@F &
B A BR

Hal,N-C(R'R%)-(CH,),-C(YZ)-X (II)
& # ¥ Hal,N-& @ 4% HalHN-A B E #% [ & (I1A)] -

@ SETAM R AL ASHRE L P Hal 5% 8 & £
A-ARA - BAZmArmaRwaBtziE R B8
HBEAXLAB-COOHS R A A Kk £ - & R' & R4
HBERBENORR T —RAHBR(C3-CaO)BRAE ' n B 0 R
#1232 HEHYAA - RBERAKX-NH,: Z 5 & & 1&
HHE A B X 5#-COOH- -CONH; ~ -SO;H % -SO,NH, ; %
MAEMGEEGBRE LTRSS Z B8 - B4 KR K EXE
BAARARKE X EZEHREFRES-NH, £ B 2 185 5% &
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101 #—6H>%E/§#&E

BTt -3 —2iLd @b BEANHH2EH T
3% 6-3F S52MXA35pHER - £5 -8B+
ZEAMBEANM 0.1 2 100mM &% 0.3 2 50mM = B & N-
BABKA®R S NN-—@& 4% BRRXETAEAMRE - £ AEB
MO S —REBETY RELMERREHA -

EARABERAHS —BEBY > S MhaEERAE RS
H - MR E - MmEy  BRBEF - HHE RELHB
A A ERRAEROEL KRBT TR TARETF - £ —

@ izt wvowErzsERANLE FH -

£ —BRET > @abmWBAHH 1000 24 5000 = % &
B A BRasHR L920 h R A & A P A B
éﬁié’&&ﬁﬂﬁ@ﬁa%'—fba%éﬁ ICso e HHRABEEH — /D
BRI BRwBA BRI T A -

E-—EBHERBEF AGRE - BFHR@E - H@Ed > R
BRE - MEY - HE O MREBA  BRETFTAABRFETHZ
mewm EaesXN(IV)Z NN-— @ A x A8

‘ Hal,N-C(R'R?)-(CH;),-C(YZ)-X (IV)

KREMT AW R BILILES Y s £ F Hal 582 8 & AL A -
AA - BRERmAMEAR Y BHEAZEE R BE - KRER
A XA H-COOH; R A » % R' &R R F ik %k
ZEHRR T RV AR(C3-Ca)BR AR 'n B 0 X# 1 £ 3
ZEHE Y AR > KRBEREREK-NH,: Z B 8 % 1& 585 4
B X #%-COOH -~ -CONH, ~ -SO;H % -SO,NH, ; 3 #7 4 4 44
EAEBBELITHELZBEH - BAAF RS RNEXEBERBER
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% A B?%‘é‘#ﬁﬁ
KA X@BaRAETLRe NOBE 2 RARS SN L H

PR mey B XIVey —@%4 ¢ KB Hal,N4 HalNH-
A@E®R - — @By R BAAEXKHERL ' n B 01
R2:Y HARMBmREA ZHAERAKKE A X B-SO:H
H-SO,NH,; K £ #4 Y AW HBEEGEELTRZ
ZBHEIME AR ELEBRAAARNHFL - £ — %1
P YR ZAaEAHAR  XA-SOH: e HhthEad BB
ET X228 Bmamnadiea ALABRBGS BB
Q@ =+ srmes-sEETELZER-

A riiabdhey—BHESEF pHEBRGZNTHH 224
7~-3 % 633 S2MKH35-A LA BB BT
BumbehBARESMEEUEE TS

A ABR Y —BHBF O NN-—F X BAEABAE—E 8
B NNN-Z— RA-22- = F A4 H#8& 5 N-RA-2,2-=F K& %
B s NN-—f&-1,1,22-m F A 458 5 N-f4-1,1,2,2-w
A F e NN-— 8 K-22-=F X4 me N-ig &-

. 9w A4 E NN-—2#A-1,1,2,2-m ¥
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A & B 5 N-2 & -2-

£

— B A-2-mA-S5-

B B¢ . N,N-

A -8

7 N,N-—

o = 7 B

B AT K M B — B o

A-1-F X T

: N,N-

Bt O N-RA-1-BEX-1-F AT &%

R

iR

fE-4-0% & -4-

—

B B2 . N,N-

£

&

i

®A&(H)2- %

A(H)2-B A -5- ek A kB

n.%r”

A& -2- K -5

—
—

# T & (+)N,N-

g

B B -4-H% B

)

'

#* /X & ; N,N-

£

-2- A -5-B

9

(£)N- &

=

B B2 B R B

e

K

u.%

X A B N-F #-d,1-2-88 & -3-

£

-

-d,1-2-p& 3 -3-

-

BR

-B.-A B ER
ML HEESBEL

. >
’ .

B4 A A ametysmz R B

ki BF X B SR PT M R B9 BF A o

73
EARABERG A BRI F

Z BHERAEEIKS

TR

*

BRBE-AREH AR

EHARFLRARLHARRSE

S BCAEH BT

*BR 2Kk

3

tm &

i
m

>
.

L HFE LU AR EIARAE A A LS YT

"£Fa'3§k%%" o £ — 18

EIER RBRB X E R
gy > @by pHGHENHH 22484 7-30% 68-3%

ZE kR

-
u.

63 % 5H=%HH 35

% £

%

LA T Ee— BB F
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MAEBGRGESE - A LA FEFH-—BELIET RAEEZ
MEGCEEERDS  BHHEMH - SAHES b RBE B
ZFRERATELENMERAOXRBAARGER -

—BBRETY > AEFARMSE - KXAV)Z NN-— & £ &%
* B

Hal,N-C(R'R?)-(CH,),-C(YZ)-X (IV)

XEMTAEAMBR RIS 4 o £ P Hal 58 a8 & 24
AE - BEAERBAMEAARNBHEZHEET R BA > KaR
# & A H-COOH; R? & & 5 & % R' R R> Ao 81 4% % i&
BB BRTF—RABAR(C,-CHBEBXRAE 'n & 0 H# 1 £ 3
ZEH Y AR - KRRKER-NH,: Z A & & &% %%
A X #%-COOH -~ -CONH, ~ -SO;H % -SO,NH, ; % 47 £ % 14
ZamBELTELXIER - BARBEREZHEBERAER
REXEEYRRETREN-NH, AR 2 BRBERBRAITLEY
Fréap 697 48 - &£ NNN-— g R R sy —@BEiP - R' B
SR MBEEEA B 01 K 25 Y BAARBKBEKE I Z A
ARRMHBmEE T B X A-SO;H % -SO,NH,; R E 474 4%

2T A MG EELRBE I TESTZITEERREAREREZ

BESA AT R 9B 8 - £ 5 — %16 F Y R Z B&H X B-
SO;H:, %4 W HEEBBRELTHEX BB ARG
4z

EAGHY —BRLF > abhWpEEEE NN-—f £
22-—F A 48 NNN-— R £-1,1,2,2-m ¥ £ 4 5% & -
N,N-—®8 % -22-= F A 4 s8 - NN-—-8%£-1,1,22-w ¥F
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“ % R a%ﬂ.’g‘&ﬁ

N-— @ X -2-F X 48 - -NN-—. & ¥-2,2,3,3-
N,N

AA-33-—F X3 4 = 8 &R N,N-
—AAX-I-F R 2-MAEA- L BRBEmaAeR Rl aed &

£ NN-— A pmi#tey —BE4T Hal AR A K&
ABEBEETHERXZBS

E-—RBREF EAGRE-—ECESAFAYS NN-ZF XK
BRABEXATAHZE LS Y -

£ —BREY HGRM BB RERLEFAILGD T
B WA T EBRRFETHEAMIRAREZ
Fik o BMATELTRTR@®E - HReE AR M4
R F - HF NREBARAFAFEZZARAF ALY N-F 4&-
# N,N-=— m & & &

AR —#1bP AEARHFLE - ANZEH A & H -
MAEY  ~BF  EAARFRFLEARRREEARARERARZ
FiEk B A EL LU AR EZL LM S N-§ K- NNN-= § &
BREABRETFTETEZZALARXREAENXBEBHIER > EM &
g -

E—BgiF > @abHEANN 0.1 £ 100mM &K 0.3
2 S50mM=z M ey N-f§ A-KNN-=— g A At X £ 474 9k
ERANNH3EH 4830F 4.5%3.5% 4.52M%# 3.5

B

Z pH & B -
A —BEBY oM EBEAZTERX ZAabdbHEE
A% 0.1 £ 100mM &% 0.1 £ 50mM = B &y N-& #-% N,N-

67



1386201

101 #—65%#&§

A ABARKATANARRN R D 2EH T 3 E 63
2 48~3 % 45 %352 452K 358 pHHEHE - T
BPHER AR ARBE M AN B O W LN A AAE - £ —
MElt  TabMbraEARRARDE - L - 7&K
KR MAEY  RBET AR REAAXRABERAAHE
AORENERAMOEARE T -

EABRG —ERL Y LGHREAEH G N-§ A-%
NN-— GABABAN UG REE  Hmd RAE - #
BAW RBT - HE RABARABEEHALME S
Gille oz Rk - £%5 BB AGRM—& itz
Aol ROsZA b RDBRALBAARGEEZ E L
bt - ELAMEBeY —BRILY - @oMAF &M -

EELRF A —BABET > BRI EE—F AL E A
BRABRALB A ARG H AT AL O MO AR - £ L
EF AW — BRIt > FRTFZEO YRR BY -

TUBRREEANLEABAGCS M F ik - £F bl
PREANLUB T LML OO RARTZ - RAAE®H G
CeMETHEELRILLRET AL LT A KRS
MAoR - ABRAG - AMAFH TR PO - AEAL
S B UBER T AT LB E B9 (N kLAY - o
HBHM)ZRAOMON AR - BIES A4 ske 1 24k
Bh o BRSO BRF L LA A AR TROLHEER
Wl o LTHRABEROLAN U B R — BB L TES 28
AE AGHESABBRTANCODREE L TE S 2
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BHRAAABERE - LT ARG REHE > AhHda
REELTHXZEBRXARBR B

ol 1

Rt F ik

KA A ERRE T R4 K (Millipore water) #
# o NaOCl(60%)E %k 1% % B VWR - 4 s 8 148 B Sigma -
NaCl & HCIl % 3% # & -
N,N-— &K 4 = 8 (NNDCT)#) & &k B # %
oo A K P O NNDCT 4 4 4 3 4 4% 8 % £ X 2 2 HOCl/
4R 2 this A HOCL B & (pH3.5) P /p & # -
H,N-CH,-CH,-SO,;H+2HOCI— CI,N-CH,-CH,-SO, +H*+2H,0
BT #4454 pH3.5 Tey 1 4 4& 0.9%2 NaCl x % ¢
, 49 1.6mM z NNDCT : &% # 8.6 2 % NaCl s A 1000 & #
ZEMYFT c BEK S00 EAH & KABRK T > EBEM -
# 2 £ IM = HCIl o A NaCl A& ¥ » # % jw A 22 £
0.158M % NaOCl - #ERRA - #FH 0.267 » 4 4+ % 84
“ﬁu/\ BAAMFRUGL KA L EZZERFTFHR RN E S 3
BRI S o -
NNDCT # 300 2% F A% 370M'cm! =2 ¥ ¥ % M1
MR ARALE - £F OCI,@:&(pH95)7baA4’— T BRA R P
i » N-fL & 4 # 8 (NCT)(CIHN-CH,-CH,-SO,") & & — ff %
A H) E A e
H,N-CH,-CH,-SO;H+0OCl"— CIHN-CH,-CH,-S0, +H,0

NNDCT 2 NCT B A o A A E L& E B - NCT £ 252
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FATEARRGRAE - # A £ 300 2% TR &R
X NNDCT 2 € - 2 # 24 % 91%x NNDCT & & -
# X %4 % 2 2 I,/NNDCT zth - 85 NNDCT 429 2
A.1ibE &2 HOCl. £ NNDCT ¥ ¥4 B A S DB 14
iEm I, o NNDCT 2B R Y 0 A > EREAREBETELRE -
£ 4C-EZB R 40C ) =48 K F i 47 NNDCT & i%& (pH3.5)
MEEHEAE - BEREHARHKFP - NNDCT £ = #:8
ETHRXREMRATIHRAE 4C>FEB>40TC - £ 45 & B (4°C)
v B F 4 @B > Bl 48 %k 5.4% =z NNDCT([NNDCT],,
=1.47mM) -

NN-—fRAFmBEAEK 12 10X pHEBATEL2THE
F£KF o TR UV A#EEEETRELZERMAE NN-—_ & £ 5+ 22
B e NNN-—fRAFmB AL 300 2k TREAZARY UV &R %
B A& 370M'cm' 2 ¥ B g & M o

NNDCT R BE#E %M - ## & pH3.5 F4£ 09%=2 & B K
Pey 147TmM X ZBEREAALERBEBIKT - 4 — 8K F
FRUELRABES —BAHRFREERLELE - £FTETFT 4 @2
% > £ RMEAMRTF P NNDCT R E LA MM £ 5 o

TEEE 4 AR A2 NNDCT RABMAR T I &R
Bt % £ 4y NNDCT KRR - Lo > BHEKE ALK
NNDCT 2B # A E A% NNDCT 4y R 2 #H A - BB &
RABD B THEBTHBER  REBEAEAFEYRERR F (S
HREHFFR - L CBA)RMBERS M -

B Bl 2
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At HEMN

BmEEMN

BT RIKR@EBZTHR BT %% B KK EEATCC
11229) - M= B R HZ RN EBREAXKFHE L ey -
HERA B TEHBEET I 1.0xI0° £ 2.0x10° 2 & % #
R EM(CFU) B ZEH e BB RXE T > i RXEBFeBR
FRABRARLE3ZITCTFRE | & 24 18 - £ THESERT
AEFRNAEAANERZIFE Y L RBERBYSAERB

_‘ B AlAEARENBREFRBMIELAIPFPURA AT oEHE
BWhANtREMAEH )BT AR Ao P R 8 RF
% e B 1XR24 /) BREFRZHEB2R 0.1 EH4RE
R PR AE BTCTHRRFARABY AL Rt Ew
B#  EdX CFUEHATHE T @B - XEHY 0.9%
ZRBAEBEAREZEHN S - BAAHRXBD S AR
R o AF 4 £ & 0 B HOCI- OCl"~ NNDCT & 0.9%4&
BARXAFEY pH A THRMAEADE R LBHLER - A&
“pH?)S'F NNDCT & & % 60 4 85 A » 0.0149 £ 1.49mM

Z R ARG RBEY RELE RAE 24 /5 A7 0000149
E 1AM B AR SR MAHRERE Rz £ 60 %
4285 HOCl 2 A M M MA M EERB ®H® 0.016mM &R £
24 o 8 45 7 0.0016mM - £ pH3.5 F » NNDCT £ # % # #
X B4R 8 & 8 HOCI — 4 & &% -

L —HEOEERRTTY  FERA(RF)E L ER
B SBLEBRON-AKOBR e Rl FEs»rH - N-RA S
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B 8 (NCT)R N,N-=— & % 4 % 8 (NNDCT) & # 14 & 4 Lt i
B4 pH %34l ¢ 0.9%x2 NaCl A B EE P AF A &R o
EoHELEROAEAMBFRZA  ABARXL ML M - NCT
B NNDCT z#BERAREBLBERAE LK LERAREF
RO B AEHTFLE  BEALESELEMFREA pH &
M o NCT $PFlAaskd pH FH A > Kz NNDCT 44 £ &
M pH F # & -

£ M &£ pH5.0 R 3.5 TERZERAZE KR ¥¢ NNDCT &

O . o5 e NCT ruMARMAEMBREEERE 3TC

T 60 s R EHMZ AL pHS T ey NNDCT £
pH5.0 T8 NNDCT % 4 300 B 4 B e B 2 (A B ELH) >
f 4 pH3.5 F# NNDCT tb &£ pH9.5 T & NCT % 1000 4
B M tm B R (k-1) -

F-1: &8 %

22 |ew | pH | BH |MEKE | MBC(R L/E )
| NCT EA 95 |F2M |BER 142.5
oo NNDCT £ 8 |50 |¥2MH [BR 38.0
NNDCT[E® 35 |$2M [BR 0.136
MBC B &/ th &k t=a B R E
NMEMTHRRARAOGE AEEAREKRFMR » &2

PR pHL A B fweo ki 48 £ 09 R E A A £ 3 NCT tt NNDCT
Z I AE NS 1000 1 -
£ 5] 3

ta B E M E R
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o i H M 14 # B & 2% Scudiero E A Z L EKR T
AR RAAGER (XEEBA)I Lo B
( tetrazolium) -4 (4-F R & -6-75 £ )% s & K & 4 (XTT)
%z ProCheck™ m fg 7 % % & & % (4 Scudiero DA,
Shoemaker RAH, Paul KD, Monks A, Terney S, Nofziger TH,
Currens MJ, Seniff D, Boyd MR. Cancer Res. 1988 Sep 1;
48(17):4827-33 PRt R A A ABRALCE B it 2
RERFO@RLERRABYDHERBEZTERL wt 8/F @4k

O ) rcum A RARMS AN B AEE -
A=#3 X A EAHEXE KRB Fh it Fa94 8 5
(Dulbecco)#t R B &k #%& K (Bagle’s)st A XA R A T wm BB R & 2
RAEARBRFTH AN DAN AR @B (LI29) W ABYS % B ta
EMABART @R KRk EakREBRMETH
B LR 96 FFRFHGE RS 1000 £ 2000 18
mig c ARFrmisf 3VCTARBRAR - ARABHRAaREA
X B mp A Mg itd IXPARBEZYE L 50 49

“ MEBEEAY BRARBDEBERR2EHHBERAE R 200
WA N -y 4 BHFT(F - HEBRE=250 B A) -
M A ERTHEEN XN S 60 24 - AR FH %
BP SR E AR RS L mE M 250 25 s
HA - B PFHEAE 3ICTHRE 1820 85 - A RABEBKB I
EEAREBE—H RO 10/100 # A 2 XTT R & &5 100 3% #
MERERER  -Kepas@ bt k&84 F(HE 5%CO,
Z 3TCTHRABBFTESFILET AR ERBEAL -1

&
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F Molecular Device ThermoMax Plate 3f BR 4 £ 450 & ¢ TF
M 750 # R 2 4 F B KRERRAELE  EARABLARAOKRER
Za#rFAHAZETFHE  AHELXTTHREZAREZ Y =0 S
Y5 OE fa AR 3 A IE ) & -

F£ B E fm B dp R E F M3 B (CCL)F (X 50%= ta i
5 4 7% A7 Bl ) » NNDCT =z CCl,0 4 TmM: # £ XTT K &
% ¥ B & F % L b HOCI(IC,,=0.8mM) -~ £
(betadine)(IC;,=0.01mM) &% OCI (IC5,=0.66mM)z Cl,, £ &
A ABRE B el FEE £ NBRMN R L B
(L929) Lt 4789 XTTHR R EFE N HE M ER > £+ 4 TmM
RE TFT#H ZE NNDCT 888 90%2 #F % » A#H N A 0.6mM
RE T2 OClrA £ 0.02mM B E THERETE L IH» 50%

Z HFE R
m Bt E MR BB
£ NNDCT #& % B8 &) EF @B AR KA A

FBEE2AORELBRIEIFCANREZ@B > LI929)#R &
ABRE@B - E%5% 35 NNDCT A dmfEmpA Xy @ #
ABB T R L9299 B A AL vl Rk o
HOC! R # s % (Povidone)-st tb & @ JF % 18 89 = fo & M 35
BEENT) FHhEFT@BFERLAETEM e & 8 Ew
NNDCT#® R @@ TRIFFR2HGELIABE - X L
#5 5 % 300mM & 7mM 2z HOCI B % & % = kb &% » NNDCT
Z B HBIEHAEY 50000k 2) S LEUAFKREZ o o wt
ZRE(ER N @B EHF F R IC)H &/ 49 3% = & 2 & (MBC)
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Z AT E R -

22 RN R @B EEMBORE R HEEY LY

E & pH MBC?® 1C,, HF® z T.I°.
(BA/EHNH) |(BA/EH)

NNDCT 3.5 10.29 1442 4972

HOCI 3.5 0.16 47 297

LT s 4.2 |0.38 2.5 7

KB AR B (ATCCL1229)2 & /8y %% 48 B & B (MBC)
_’ "R BERR ARG YRR -

E B B %2 A AEHERG NNDCT = B A (4% 3 £ &
HRBERBRESCZXIBORBREREF)THAEEAMFR
HAEREAXITZAFHAFRAORTH F B K0k #E
EEZBAHhMmEE - BARGZEAMHELAITEZHRERSE A
AT B B B &8y NNDCT 2 E R 2 24 8T

% =]
£ Bl 4
@ 2-B K -2-F K

AR EE 2 R

g 2-Bx A -2-F A -1-% 8 (Aldrich > 5.0 2 % 56mM > 1.0
€ &)E ML DCM(100 £#)F » &£ 0C F » #it /v A BOC &
(146 2% »67mM> 1.2 EE)AR B LAY LA TETHHER
B> AHFBERURABHRARKEMERBAER B H - Uk &%
BB ER AN EtOAC(50 EA )R B E W AKGOEH) -
HAEBE >H EUKRKRREBEKFR —RUA L 332
B (Na,SO )RR % » 1528 12 45mEMH -
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% =Z ZB(TEA- 11l £EH#4 > 7.5mM > 1.5 & &) A £
DCM(100 £ # )% s BOC 4% # =z B A & (10.0 % -
52.5mM > 1.0 § E)XBRY - BRERSGHAHE 0OCAR
% B AL DCMMA0 T H )Y &9 F s 86 £ (4.4 & F
58mM: 1.1 € 2)XER - -AHFRLHERETEREH 30
54 o A TLC R EREMEM - WAKEH DCM 4 M -
HAEBE UK -BEBEOSNBEBRERRRBAXFR - £ 38
BRI HEMgSON)R RS » 41338 126 ~nlmAH  #BKE

O o m o BE 635 AKKFEY -

B b il PR AR 4F 69 41t 2 BOC-R: A 57 8 % (6.35 »
% 0 23.7mM > 1.0 £ E)fw A RB BT » 3w A 30 &7
f£ — B4 F & 4N HCI(30 £ # » 118.5mM > 5 & &) £ 7
BT HRHFRARZIAR R tle RKEREMMEMN - U@ A#H
BB ER > LN DCM0 EA)RABEAE - KB EE
BAEAEZTIOCHEARKRE—FLILARNT — % 5 -

4 E BN (4.25 N % 0 33.7mM > 1.5 ¥ B)AMAE 33

“ EHAKRKF(IM BZBR)REZEBRB T WARMMBRBSBE P
TE)F - ERHFRRZIE > KE
B BR A FEFTABER > FE 42 2B H#E - 8%
nEEMEKRKY  BMALBERALAETBRTYE 6 8f
E LB RABFERASE > FE 22 MALAEEHE KA
KExS ZEHA)FAREEALEAEAET » FE A BABMEY 1.2
i%“ﬁ?ﬁé@%é%oﬂ%%iéﬁé#hLXﬁ%ﬁ#fr%%%°
AR N-B A AT U XBmdmd 4

(4.6 X % » 22.5mM > 1.0
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dp 7 PR

X. L. Armesto, M. Canle L., M. V. Garciafs J. A. Santaballa

Z Chemical Society Reviews, 1998, volume 27, 453; Juan M.
Antelo, Florencio Arce, Paula Calvo, Juan Crugeiras fv Ana
Rios 2 J. Chem. Soc., Perkin Trans. 2, 2000, (10),
2109-2114 ; J. M. Antelo; F. Arce, J. Crugeiras, M. Parajo
% Journal of Physical Organic Chemistry 5 % 10 #t £ 8 &
&) % 631-636 A -

T ] 5.

BHEAHE Tl 2-(mREKEX)2-F XA KR
X EA NN-ZfA-22-=F A4+ 88) oo 8% 5 %0 A
Yo F

B 1 2-BR A -2-F K A R B X 4 A&k (Braghiroli,
D.; Bella, M. D. z Tetrahedron Letters, 1999, 37,

7319-7322) -

2-A-2-FRAAR B RGEHEE 2- A8 R TH
(M B ABE)RR AR 2-FA-2-F K-1-% 8 R # % U (Boc),0

% c AREREAHSTFRBEILCRBRZIE  AFHEFHEB
BR B DR MARE T B 2-8

B 22-BA-2-FEAARRBZAIALER -

BT H B4 pH3S Ty 194 09%2 NaClmig ¥ &
1.6mM z 2-(—REBREX)2-FTEA AR B E - L% 8.6 &R
NaCl fu A 1000 EH X FH F > & 2 48 500 £ 7 4 K v A 2
AP M BE M o 4% 2%E9 IMz HCl ju A NaCl gk ¢
HF MmN 22 FH 0.158M =z NaOCl- gL bd - B 2 8%
0355 254 2-BA-2-F AR BB A NBI T AR & KHA

A-2-9 4 AR OER o
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dp 711 P EHAR
REFZEMRTHRRMNER - BERBEHE > A3 AH 0 UV
% NMR BFRE XA AL - EFEFTFSHHE NN-RIt & A&
B ~NN-— & XS5 4Fm8BRA NN-—_REAKE - T A T &
—RECEMBEAIEFTHEMSYG UV AELHE(Lx=~300%K)K
EHERAEM -
U —aAmAsitbhe TR
HAAZEH EXREABRIKEBE(H R)w ABE M HOClLE &R
F (HOCl : B A B 2 ¥ Fth=2:1) £ 2% B 2 4 45 KRB H#
15 248 - P73 & 2z pH J» B# HOCI &z pH-
UV-vis A A B BT AEADWRBEEZRRE TR - &K pH
L BE# K AALMBERARXEM KR Z pHAE - B RBEEL A
UV & A E S E4E R EALax FTHEXZEFER LMK R
- A THHEHFPRALF @ T H -

EH 6 B4 1A 005Mz = fA &4+ 38 ER

% 1.4 #% B2 A pH<S 2 1 2% 0.1M =z HOCIl B % -

B BR 2.4 8.06 XA B A BMEMOG-mEA-1-F KL N
MW=161.13)pe A £ 5 B 1 &) HOCl E & ¥ - B X R B H#
# 15 5 48 o

TR 3R - AETHE 2 FPHERREAEARAR 100 £ 2
HRR BREFBZZRY UV £t uumgishm 4
303 2k FEA Ler(S2EmMZX)-

T BR 4 &% B 2T E KR % pH X NaOH &% HCI 3 #
R FT sk z pH -

THR SEALTR 3HNT R UABZT_RAZFRE
BE(EFTRAMES 329.0M'em™ » £ # F k)
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A 'NN-—fA-ANN--_ B2 A BABCODHEFR AR
1t 4 4 Lagx(ZXK) e M'cm)
NN-— & & 4 m 8 302 332.93

NN-Z— R A ZF BBk 303 329.0°

N.N-— &R %k-5-A K8 301 327.6°

N,N,.N' N’-m R & & B8 3009 241¢9
N,N-= & & 4 & # 241 2713% 5 2708°¢

“Gottardi, W.; Nagl, M.z Arch. Pharm. Pharm. Med. Chem.
” 2002, 9, 411-421 -
®*Thomas, E.; Bozeman, P.; Jefferson, M.; King, C.z J. Bio.
Chem. 1995, 7.2906-2913 -
CEEZPR T AR
T4l X RALBI M B BB ¥ Fk A A E
bk
EHENOBERERARMBAE 09% 2 REB K P89 NNDCT &
PH3.S T ey AE M EMG LHF - B LEBAETHRME Y E
“ EAHBEROBEFTE ’ MR E R/ %% & e
o BH BR3Y fu o AL H X T 0 BB BR 2 e EMNAELE mM
RERE® 1000 B9 RET -2AZEe XTT BHE % F &
ARZEZEH@BRILE » TFRTFU NNDCT RE 2 ta

EH A e R UREREB T ALY ib ¥ 45 B o
g ) 8

WL pH3.0-3.5-40 R 5.0 TEAHRE A 1.49mM
Z NNDCT #& - £ UV-vis » A A B3t LR &5 & AL % &
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mE o % REBT NNDCT a2 A S REBEALAK 3.0F 5.0
Z pH# B TR a4 -
Y # ok
% 8.8 2% NaCl~ 2 £+ 1.0M = HCI & 0.278 » % #
BN 1000 EAZERT P BEH Y 800 EH 8T
Khe ANKEH P - HIBAMES > % NaCl R FHEEH KRB M -
BEH 22 £ 0.15M = NaOCl B R w ABFE T o U+ &
TARKELZEBBAFPHARRNER - F5&R A7 34 48 #
_‘ 5 748 o f£ UV-vis R #1E A # KX E 8 Beckman pH 3 L 3
EAHRIFAERODEERPH-ZEREA 1.49mM = £ E & 3.85
Z pH -4 100 £ # £ @ NNDCT & #%& (pH=3.85)% I £ 250
EHFBART 5 009 FH 1.OM 2 HCl B R A AL ER T
BR¥EHE - mm R EL pH A 3.0 B4 pH3.85:5 % & 100
Z 7 NNDCT AR BRERE 250 EH B K P > % 0.003 & 5
5.0M 2 NaOH B R MW AZERFRAEH -ZLE R K% pH

2 4.85 -
“ LB A EBEEAEALEIESZpHEBA AR R & pH
B ZER  FREEHETHR  MMAEHERBETwRE UV A

Who BT R ZRE M o
AnEBHEABmABILOYmaE m&%
B AR ABZ BOHK) A ®E OX (X=Cl- Br)
% & (pH>8) ¢ & £ 8 B8 B & % & F (¥ pH7.4)# OX
(X=Cl-Brn)#E®k ¥ » % OX : A FH=1:1 23 Tk - %1
SMIEREHRY 1S5S 548 - L UV-vis A A E BT AW
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REERETR - HEKRS pH B X & &1t Bk A
¥E2mekz pH A - ZFREE4AE UV 2L E LER
EA g, THREZEERARMAZL - £ FTH AT H F R A
¥ may) B o

T 91 24 005SM 2B A ASHHBERZIEH
%

% 1.8 A A pH>8 2 1 A # 0.05M =z NaOCl & & »

TR 2.5 806N % & FmmEm3-A-1-5 5 5 BH
MW=161.13)mw N F B 1 T8 NaOCl Bx ¥ - %5 & #
#4415 54

TR 3IRE -~ ASR 2 FHERAERR 100 £8
HmER  BREHEFEZZEZRY UV L UBE A Hi
252 2 K T RA A g (2 EHAHZK)-

B 4 B S ER 2 43 E k2 pH L NaOH &% HCIl 3
A R PR %k % pH -

S S EHMAESTR I UL E RAFTEALS F B M
mE(EF R AMA 386M'cm' > 24 F &) -
xR AABMABLOHEER LMK

16 4 # Agx(ZEXR) eM'em!)
N-¥ & & 4 =% 8% 252 415°
N-B RE S FmE 252 386°
N-2 RKA-5-7 K8 251 385°

*Thomas, EL.; Grisham MB, Jefferson MM.z Meth. Enzymol.
1986, 132, 669-71 -
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-1,1,2,2-m ¥

KAWL E)

T %]

10 ¥ %

B &y 1:1 2 &

B KR

SRR F

g 118 BHHAR

ABHE 2-(=

AEs B M ZH o TUREH

A4 mEg - N-RA

AA)2-FEA

%f_t':

s

HEBEOABRRKRRFLT X 5(AdS> McEwen # )% %] #

2

KBRS -

BRASHMAE ZTCTFRE | )VERER

Aagde it P Uik FZL 2% F0FI B LR

B4R A& K A A [DMEMD# 28 - 3 2 5 2

A8l M A S 10 4B A —

A

j=)

e R L

Z 5 MR - K 0.1 £ H

E-—HBzRARAOMBEHELA 1I2HFHFTLE KRS AS4 mp B
B Et(mBRR » ATTCOORAHRERM | B - BREBEEDR
% B R UABER TR - L3k FHE AEE¥/DMEM & 24 - # T
BA3TCARASUCO, A B PHF 6 R -BHEHKEREE » %
B K& i B fhAR o
LA ER EAHHKE
¥ 2 B R A &m2 10" 102|103 {10*|107° (10
10°°
AdS | s 55 & # %] & |DESTR |DESTR|DESTR |DESTR [INTC| 37 | 7
T 4 &
1 37.5mM z % 3| 28 17 3 3 3 9
2 (A KX B R
£)2-F X AR 28
¥t FR BE % 9
Ph3.5 % % &
2 19mM 2z HOCI 14 9 3 1 4 4 1
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dg 11 AGBHAR

3 37.5mM =z £ R A 0 0 0 1 1 0
2-(= /X B ¥

HOC! # 1:1 =
¥ B HERASY

R B K (09%=2 %&£ H & |DESTR|DESTR|DESTR|DESTR [TNTC| 21 6
@%'J ncg:r %7](

BEH
. DESTR : # s 3 & ¥ B
TNTC: K % &) /AR & &3 &
EREFHORABM I )R 2-(ZAKE)2-FAAK
BBk DR BEFRARBLLER KL 3HEREBETLHE
Z e 2-(— R A)2-F 4 REBEAERABY 11 2%
SHEASCMEAHAKRAEFONAFWH RA °

T ol 11 AW G b HmBER
HOCI(2mM)

. N,N-=— i £-2,2-=— F £ 4 & 8 (20mM)
NaCl(0.9%)
& (100 & )

[ B K@ £ ]

[i'ﬁ‘m’ﬁ'féauv BH]
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l/z,,\% #7\ 101 % 6 H)%%%E

+ -~ FHFHER :
lL—mEHasty Lot

(a) X (1) N-@§ 5 -% N,N-=— & & i & &

A-C(R'RY)R(CH,),-C(YZ)-X’
xEATAEY
# ¥ A % HalNH-#% Hal,N- ;
Hal 28 s RARBRAMERFHFEZEF
RAZ%B -3 ERXELAIEZO0EBREFZT _BREMSMREA
‘ R'"2 C,em i
R 2 Ciod &
n#%A 0x#1F 13 2 %3 ;
Y & & & Cio 8 %
ZAHRHRCiem A R
X% -SO;H ;
W RRAE-_EEMREAF Aln B 0RFEHBLS 11 2%
%A% R =1 X-(CH),-T#R F &4 -NHHal s
. -NHal, B 4X
2T AEDRABRELETERXIBRAEE Cie BB

(b)— B fibsd ¥ HGHEBEE G RABE LB @R

B oo
CRBFTHFEMNKEBSL 1 BzmwbsdHm £F ROA C

A
3HRBEFFEMNERE | Hzmsbd £+ R BHH-B
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101 £ 6 H)Ba/%#ﬁﬁ
BHRAnh OX# 12T EH-

IR BEFFEHNEBE | Hx@Ebt4 0 £ ¥ 3%-NHHal
Z-NHah, A @A ABAENEE X°#ha - BRrmELE-
SHREFHFIEANLBDE 4Bz 46H £ ¥ AA-NHHal
% -NHal, -
CARBEFFEANEBAE 4 Axas 4 £ ¥ #%-NHHal
& -NHal, A Mi& # » —F X R & -(CHy),- °
TREFYHFIANEEBE 1Az cH £ F Hal 5 8 %

RiZRBDEAHBRAE -
SR BEBEFFEARBE | Bxath R maedAh
BREITITEHERXZEBRZROBEXNBEN X HF L -

IRBYFIANGEEE 1 HAxzabdh Rt —F asi
#oo EPmasbmAEFENMN 0.1 2 100 mMz Rl & N-B £
H NN-— R ABRABRIEMTMAEHDRERNHD 2 2 7 & 3
2 48-30% 4.5 %352 452MH3.58pHED -

10.— et Has A(IIA)x N-m@1b g A &%

HalNH-C(R'R®)-(CH,),-C(YZ)-X (I1A)

RETEY

HF
Hal A E8 b A AXARBEAMaAanRaH 2T H £
R'% Cis it A
R % Cie% %
n# 0x# 123 &
Y B & & Crett %

.
?
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101 % 6 B%&E

ZAHBAKCieEA R

X % -SO3H ;

B AEDGHEEDBRELELTEZXZIBEHRRNEA Cio K
B Z Bs AT AR B -

INNBRBEFFHEAHNEBE I0FEzwA- W EFxuady
GEFLEERERBARIBEPPHBREZGTAEENAR D
B -Red R E R BEY  RETF~-FF - REHB
XK EBERGOTRSE P

o R2ARBEITHEANBEE I0Fz s L EAFES N

VRPN A R S

B.—HBEBEFFEANEBE 10FZR st -

14— HBBFPHEHNEDE | £ 10 F5z@asdh2h
ROAGANEBEERBAD LB LERAL S PThmE &
- F EBRBEFFHEAMIARYR LA B S

ISHRBEFFEAHNLEB S 4BEZ2RE ZEsBWEAN
» 22 76 pH&BE - |

® I6RFETFEAREZ 4R A L F2adHb

HEAEERERPARTERPHEEEZSIRA B E AR EE
nad ~HARE ALY BEF - HFE REAEB RN
mEBRAARAOETARE P o

17. - N-g AR A HAAEAH N-RA-22- 2 F %
F AR B N-RA-1,1,2,2-m F A F 58 N-ig K-22-—F 4
Frr B CN-A-1,1,2,2-m F A4 %8 N-fUA-2-F &4
R B S N-RA-2233-m F X -B-F ek N-f&-3,3-=—¥
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101 £ 6 Ayf BA#R
A5 F e R N-&A-2-F R -2- -2 k78
EEBL T xBREmannsEa-
B~ HBREFFEHNEBARL 1| R 10F5x84Hh2AR
2 HEGAPEBREHNIAA A - MEYH BT A
BEAFAFLARRR L ARRLERRZIBES -
19\ FFEHE @ﬁlSIQZH:i EFuzBaEaR
R E—HEZMHBEEAEHGREL  FHHAH - SFHES
ShF it BERAERATELBANMER A RE AR
@ -
200 - HRBIYFEHNEBFE | X 105284602 H
# HARAPEBEHRREGoREES - R EHBEKELF o P
Mm R -BFoFtkt s RODEBLGFORER - BB EE
ERH AR BERALE  BEFERFL OHFHE R
ERER - -BOAMBRETYTHRARER - RRDEBHERAS
TYORLEZRABGBESR - |

2\2\7

@ T EBX:

‘;\\\

87



