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1. —H sy, iE
a) FE X (1) 4 N-g4K3 N,N-= & KA BR
A-C(R'RR(CH,),-C(YZ)-X' (1)

IEATAE D,

£+, AHEA. HalNH-3 Hal,N-;

Hal it A B L. A RAEM R GEF o K&

R & 8- R R A 3 £ 6 NABRT o MBI

R' A A, KB ARIE-COOH;

R 4 SR ARALTIL; R

R' A= R° i% F) © A AT i 43 49 2B F 7 AR ( C3-Cy ) IRBT IR,

n# 01 E 13 69%4,

Y HA. KB, -NH,. -NHHal 3-NHals;

7 H ERARBIIL; AR

X' £&.. -COOH. -CONH,. -SO;H. -SO,NH,. -P(=0)(OH),
-B(OH),;

oK R A—AZMHMIREEA, nAHORZ X1 BHaiE 1l
gL, ) MR HE R OSGHE M 2L H -(CH,),-1F i 4% -NHHal
#K-NHal, 4K,

PR AT A4 A 2h o EoTH% 69 3. B5ARBAE BT 0988 . 2K,
-NH, 2 B 691K B BAT A H, B F PTiE-NH, A B 458 L
HEE AR X' R B AR

b) it A sk R A ARG T 8 LS.
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2. ARBEARAEK 1 TENESY, H P, ROAMRBEEL,

3. ARE\EBRA)EZR | PFiEegaSY, £, R A#E-KHE4, H n
A0 X1 E T ehREL

4.  ARIFEAF)EZK 3 ATEESY, P, n A OR1ES ey,
5. ARIBAHER 4 FTiLeGE 54, P, n b 01 £ 3 ey,

6. ARBAA)EZEK | FriLegeR LS4, H b, AT N-gAR N,N-—
R AX B L EL .4 1 2k 2 /~-NHHal 3X.-NHal, £ 5.

7. ARIBRA)EK 6 FTEMEESY, H P, Prid N-mgASK N N-—
R EILEL 6,4 1 A~-NHHal 5 -NHal, £ H.

8. ARIBERFNERK 7 AridegnSdn, -, Prid-NHHal 2.-NHal,
AR AR X6 afs. BALE v 1.

9.  ARIBAHA)|EZR 7 HTEMLA S, H P, A H-NHHal s-NHal,.

10, ARIEAH|ER 7 AT e94R 464, ¥, PTiK-NHHal 3-NHal,
A HEEE A INH R S -(CHy)-.

11. ARBAGH|EZR | FriEegasSdy, L+, Hal HR, ARk EHER
P& 8

12. ARBRAF|EZR | TR EY, b, FTdfiTAdh s b7
A, BPTEK K ERZ VA e X G,

13.  ARIBAR)| K 1 ik ayensdy, St—F abmn, P, prik
20 A LA 64 P iR N-pg 4K 2K N N-—= 5 AKX BR R AT A 4 69
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KEH 0.01lmM £ 1M, X 0.1 £ 100mM X /8], H pH &
HH2ET, RH3E48, R30E45, X35FE45, RN

3.5,

14, —FEAFE. WA AR, RWMAES. 7. HE. RE
B A Il S e edh, &3E
(a) /F X (1) 4 N -H4RK N,N-— g KB LB
A’-C(R'R°)-(CH,),-C(YZ)-X (I1)
REATA A
HF, A’4-NHHal 3%-NHal, & F;
Hal A% A & &0, F. BAmM R ega ¥ o) R &;
R' £ KSR R I B -COOH;
R® A S BI L ; R
R' #= R i F) © A1 FT 1% 4364 81 R F —HAL T A, ( C3-Cy ) FRIE
I
n# 031 £ 36984,
Y A A KRB I S -NH,;
Z HESRARBI L, VAR
X #-COOH. -CONH,. -SO;H 3-SO,NH,;
PR AT A A ik @ 255 LV 3269 3 . IRRAE WL BR 69 B5 . Ao
-NH, 2 B 491K I BLAT A 47, P Prid -NH, A H £33 L L
ERERRA XHERT B AR
(b) it A dk BRI MR F o) 0 FILEW; VA
<3
(c) 25 8 #AK;
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P it ¢ha-t BLA 6 T IA N - {0 AR N N- = AR B A B R A
P e REAE 0.0lmM £ IM, X 0.1 £ 100mM X9, B
pHEGEE A 2% 7, R3E448, R3.0%E45 RKR35%
4.5, K% 3.5,

15. —HMEAFE. WEA. AR, ML, T, HHE A
B Aol m A E WA T o), ELiE
(a) FX (1) 4 N -4 N,N-= g KRB
A’-C(R'R%)-(CH,)\-C(YZ)-X (11)

RALTAEY;

H ¥ A% -NHHal 3X-NHal, £ ;

Hal it A B #. A RABM AL T 698K

R' A A KSR A B -COOH;

R® A S SAKLAIIL; X

R' fo R® £ [F] €N AT 809 8RR T —R I A& (C3-Co ) IR
IR

n 01 E 36984,

Y A A IREAE . -NHy;

7 A ESAKEL L, AR

X #4-COOH. -CONH,. -SO;H #K.-SO,NH,;

P& it ik B T oI M REI4L: BHF L T2 e . 51K
BAELIZBR B . —NH, A B 49 IR B BAT A, H F Frid-NH,
IR EE AL P AR X 69BR T £ A

2hR AR, AR

(b) it A dk QBRI M A28 F 89 B F 1oy,
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FIT i 20 -4 BLAT 64 P iE N~ X3 NoN-= o A ZU BR 3% A
TAMERER 0.0lmM £ 1M, 3 0.1 £ 50mM X4, FH
pHEE A% 2 %47, 326, 3248, 32245, R35%
4.5, :# 3.5,

16. ARIEFERFIEKR 14 P egeasY, HF, AL SHEGLE—
ANEERIEE K IARE T MUABST HAE A FH . E . WAE.
WA, 30, HE. WAE IR ER 6 R BF KA
B RGBT

17. —#rened, 8.3 (a) ALF KR (1) 6 N-FARR NN-= 54K
FIEBR
A’-C(R'R°)-(CH,),-C(YZ)-X (II)
RAESTA
# % A% -NHHal 2.-NHal, 2% F);
Hal Ak ) B #L. 2. RFsi) e ag 20 F 69 K &
R' 4 & &b A H-COOH;
R® 4 S R AKRBIE; R
R' F= RO £ B) €T 309 8RR T —A T ax, (C3-Co ) FRAL
IR,
n#oR1E3 e,
Y A ARZBIT A S -NH,;
7 A ABARBIR I, AR
X #-COOH. -CONH,. -SO;H #.-SO,NH,;

PRk 4 A ik ) FOIMRAGLE: 255 L TaE2 e, 51K
PAEIREE 64 ES . —NH, A B 491K B i i A 4, 2 P Prid-NH,
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AASEAL FEZEAEBARE X9 ET L, A& (b) £ 5
Bk B RS M AR A AT ) EEY; AR (c) AR
4z

Frif o A pH LB A 254 7,356, 355,
R 3.5,

Friksaodh B 58 . . WAL, Rt d. 276,
WA WA IR TN,

18. ARIBAUF)EEL 17 FFikegsas4n, H P EA L N-E KK
N N-— B AR B SR EATAE e R E A 0.0ImM 249 1M, 3K
0.1 £ 100mM =g},

19. ARIBACH)EK 18 Prifegeab-dn, H AT AL .

20. ARIBAA)EK 19 PTiRe9a o4, H I, PriEasMme s ilE—
AHEARIE LK BIAA T MAB AT HAE A X E . . AR, IR
kA X3h. A . A B AR AR 6 LR LA AR A
oy F B P,

21. —Arhe F a9 oW AR ER THRE. LE . WAL, FUmEY.
Z3. HE. WARARBERNRGEH PO LA, FriiEs
eL (a) X (1) 4 N-AR N N-— g8 LR

A’-C(R'R%)-(CH,),-C(YZ)-X (11)
RAELTA D,
#+ A’25-NHHal 3-NHal, 2L B ;
Hal %k @ b AL, & R AFemi) s ag 8+ 69 x &,
R' % &, &5 A A H-COOH;
R® 4 S ARBIT A,
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R'#= R° & B CAPTE 4698 R T —A2H &, (C5-Cy ) FRHE
E- 278

n 021 E 36984,

Y A, KB B-NHy;

7 HABAEBIREL; A

X #-COOH. -CONH,. -SO;H #.-SO,NH,;

Frid AT dhik A T oM A a4 #h3 ETdE e, 5K
BRAE KBS 6 BE . —NH, 2K B 691K BT BAT £ 4%, HF PTiE-NH,
A H &R Ed A IR X ¢8R T LB

(b) & A Ak RERSHE BM ARG F o) 1 F1ed; VA

B

(c) 25/ #AR,

Fridtnodp e pHICE AL 2 5245 7,3 56, 3 £5,
49 3.5.

22, ARIEARF)ER 21 FFR LA, HF, Pridea o EA 69 Frid
N-p XK N N-— X BEBRREATEMRZES 0.0lmM £
IM, 2 0.1 £100mM X8, R A 0.3 £ 50mM X9,

23, ARIBFBARAFNER 21 FEGEZA, £F, FFEEHEHFLE A
PRAER K IAFE T VAR AR A FZE . WHE . A FE. umi
. FFa. THE. AW A s AN 69 R B RS KAk A5

P

24, —H B TGS ET AP E@E. e, T, B
RBFFI RGBT R, TEFEOELTHRE. WA,
B, A, FF. HE. WABRRAREETY (a) 1k
F X, (1) 9 N -@ AR NN-= g REJE R
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A’-C(R'R®)-(CH,),-C(YZ)-X (I1)

EATAE M

HF, A 4-NHHal 3 -NHal, 3 A ;

Hal it B B . £ BFesl R e+ K5,

R' A & &I A K H-COOH;

R® 4 S RAKBIEAL; &

R' A= R° i£ F) € N1 AT £ 369 87 F —#H A& (C3-Ce ) TR
IR

nA 03X 1E 368,

Y A A, KB . K-NH,;

7 A ERAELEIA LR

X #-COOH. -CONH,. -SO;H #-SO,NH,;

B 47 A Apik ) F oM e 4R 2h 5 ETaE2 a9k, BIK
BRI B0 Es . —NH, A B RSO BATA Y, 3 F ATk -NH,
AR A L FEEAERAREA X OBRBT L, A

(b) it A BR MBI EM R T 69 R E S, VA
A

(c) ZHA &K,

25, ARIEARANER 24 TR F ik, PRS- EA Y pH o B
“2EHT, 326, 3ES5, R#3S.

26. ARIBEAH|EK 24 PR 6 F ik, PTiL 4B ELA ¢4 P iE N-pg 1K,
RN, N-= g XA BR R EHTAE MR E A 0.0lmM £ 1M, 0.1
£ 100mM Z 8], = AE 0.3 £ 50mM Z J§],
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27. ARFBARFA|ER 24 FRiAGF R, EF, PTRLAENAHIEEINH
.

28. ARGEARAFZR 24 ARG A, H P, PFRES MR HE—
ANGeRIE R R BAFE T MVABST RAE S FE . . WAL, K
WA, FF0. HEHE. WEB IR ER A LR LKAk
AT EF.

29. ARIBARAF|ER 14 Frikehenodn, HF, FriRLnodhEF S
Fok 3P

30, —AFEAAFFEH. LE. AL, mnEY. T, A, A
H frdim 2 E S, &4 (a) 1F X (IV) 89 N -m4K
R N,N-— A B GRER,

A’ -C(RIR2)-(CH2)n-C(YZ)-X  (IV)
KA HATEM,
% A’ >H-NHHal 3-NHal, 2 H;
Hal ik B d1 L. &L & Ay i a4t 69 0 &
R' & KB A R I E -COOH;
R? AR, K
R' A= R? i F) N1 AT 309 3R F 7 R ( Cs-Ce ) IR AR
n# o1 £ 3 a8,
Y A A AR AR -NH,;
7 A ASAKBIIE; W
X #-COOH, -CONH,, -SOs;H 3-SO,NH,;

Frid s ik A d s LT eg i, (KA B0 BS,
EAER| L E AR AR X 698 R F L 49—NH, 2k B 691K Bk Bt

10
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FTHE PTG, VAR (b) it i ik BRI My e e 4a
F o K EE.

31. ARIBEARA)ZRK 30 Frid 404y, EF, R AASIIKLBIEL; n
H0, 13K2; YAR[RKKBIRI; Z A ESAREBITI,; AR X
H-SOsH K-SONHy; REATA M, FTEATAME G HF LT
P2 0 2 R SR B AL I BE 0 B

32, ARIERAF)ERK 31 PTG AESM, HP, YFRZIRAHAEA, X H
SO;H; A4k i dhx LT M Reg4.

33. ARBAA)EZR 32 Frikeqn sy, b, FriRsn A4S 25 A
AR .

34, ARF[BAF)RK 30 RE e EY, LR pHEE AL 2 247, 3
26, 3£5, RY35.

35. ARIEAA|ERK 30 ATAMGESY, £, PREREESHAFEN
Fa 2k B2 P49 .

36. ARAEARF|ERK 30 AR eG4 S, HF, FTiE N-gAKK N,N-
Z R RAABRE A B TR N N-ZH-2,2- = F & 455
BR; N-5-2,2- = W 2488, N N-—R.-1,1,2,2-9 F 3 45488
N -£-1,1,22-v9 F 3 4 558 NN-—£-22- —F X F#888; N -
22— W FERER, NN-—£-1,1,2,2-v9 ¥ 3L 2488, N-i2
-1,1,2,2-v9 F 3 A 5588, N N- st mR 88, N-#4#28; N, N-
CR-2-F AR A ERE, N-R-2-F A FAEE; NN-T£.-2,2,3,3-
vy WA B-R A B N-£-2,2,3,3-m9 F A -B-F £ B8, NN-— &
33-ZF R H R N-2-3,3- = F R S, NN-—£.-2-
WA -2-RUR - TARBR N-R-2-F 25 -2- 2K - LA BR; NON-—&(-1-

11
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FIR-TARER, N-F-RA = 2 FAME, NN-ZR-2-8K-5-
BB R BR; N-£-2-F 4 -5-BEBE X BL; NN-—£-Fk L pEg
T N-R-2A CAMR — 88, NN-ZR-1-84-1-F A %
AR N-F-1-2R-1-F A TR, NN-—&-1-858-2-F A T
BR; N-F-1-BA-2-F R THBE, NN-—F-1-82482-FEAAHB
B8, N-F-1-2A-2-FE AR, NN-—RERABMBEE; N-A
TR, NN-—f-4-88-4-BBET B, N-R-4-B 3 -4-W
BLT BR; (PN N-Z-2- B A-S-BEBLRER; (HN-F-2-RH-5-
FEBE B, NON-ZH2U(+H)2-F A -5-BBLRER ; N-—(+)2-8AH-5-
MEBERBR; NN-Z&-d,]-2-8A-3-BBLRER; N-R-d,1-2- 2%
S3-BEBLEAER; NN-T5-2- 23 -8-BBLF BR; N-#-2-&K-8-
BB F L, NN-—R-ZREMEL; N-R-TRBEMEL; NN-—
A -B-F RBRANER; N-F-B-FRRABANER; NHBHF L THEZHE
Fo HB5

37. —HF A Fid T eE. MEd. oF. AARFEHEK
BE BB BT ATk, TRk 0460 T B4 A
FREr % A K RY #AG X 3K & 19 A6 A A 2 F a9 A F)F K
1 ik 692869,

38. ARBEARAF)ER 37 FTiR ey F ik, L, PTiR4a6469 pH 24 2
£#7, 3268, 326, 325, R#3.5.

39, ARIEARF)EREK 24 PR &gk, £, Prid N-pg4X2 N,N-—
REFLBR R BT A W2 A4 &69.

40. ARIBEAF|EZ K 37 TR EH vk, H P, BT N-gAs N,N-= 5
AR EEBL R EATAE MR B H) E6Y,

12
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41.

42.

43.

RBEARF)ZR 37 Pk ey F ik, £, AR eyprEsrbtit g
B IE. AR SA B IHE S BT RS ENUA
IO M R LR,

—F iR ad, 4 (a) FX (IV) 8 N-gARHK N,N-
R ARAIKBR

A’-C(R'R?)-(CH)n-C(YZ)-X
REAATAEM; HF,

A’ -NHHal #-NHal, % H;

Hal At & L. & BFestA s eg 4+ 69 5 & ;
R' A A KB KA H-COOH;

R? AR BIEI, K

R' Fo R? i£ ) €A AT i 369 85 R F % A ( C3-Cg ) FRIT IR
n# 01 E3 6K

Y A A KRB A R-NH,;

Z A ERIKBIE;

X #-COOH, -CONH,, -SO;H #-SO,NH,;

PR fTA Mk AwmhE LT e, 5IKRB4HEREE
B, VAREAER| L B A B X 69808 T L 69-NH, 2K H 49
I BARBEAT M PT A R BG40 vABR b)) it B Wk B BR AR 2 A
AT e K E LS.

AP Z R 42 BTk e 4064, H 6.8 N-pg AR N,N- AR &L
B, HoF

R' H & SRAKL AL

n#Ao0, 1:22;

13
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Y ) ESAREIT A
7 A EBRAKBIR A VAR
X %J-SO3H ES‘Q-SOzNHQ;

RANTEM; PTESTAY L f BB F ETHR 6 EREMK
SR 4RI BE Y BEA AR A 4.,

44, B F)ZR 43 AT 694R-E64 , 68 N-p0 K3 NN-— 5 KB BL,
HF
Y F= Z #RA &
X #4-SO3H;
PP iR A7 A dpitk ) v 25 5 B ST 382 68 BE A AR A9 48,

45. B F|ER 43 P ega b4, L4k B B T A4 69 N -
B AR 3% N N-— 5 4%, AL AL

N-£-2,2- = ¥ & 45564
NN-—#-2,2- = F X 45484
N-£.-1,1,2,2-v9 ¥ 1 584 ;
N,N-—£-1,1,2,2-v9 F 2 45554 ;
N-i£ .2 2- — W # 454
N,N-=£-22- = ¥ K 4584 ;
N-3£-1,1,2,2-v9 ¥ 3t 45484 ;
N,N-=3£.1,1,2,2-v9 F & 4584 ;
N-F-2-F A 458
N,N-Z#-2- T 2 4284

N-#-2,2,3,3-29 ¥ & -B— &) £ B4 ;

14



200680007056. 3 A o ok P FE14/16m

N,N-—#£-2,2,3,3-79 F F-B— 7 &L
N-£-3,3-=F & & 45485
N,N-=3-3,3-= F 2K & A 5R BR
N-f-1-F - a8 Ao
N,N-=R-1-F 2h- LR Eg;

RHEHF ETEe .

46. ARIEARAF)E R 41 AT 694064, €4 N-K XS N,N-= [ 4K &
AR, ¥, Hal AR, A LHF LETHIOE,

47, —FFHdpiasSY, 4 (a) BAIER 42 PIRAH N-R AKX
N N-— R AREHB, REHTEM, AR (b)) AHERHE .

48. —A A TG RGP hmE. e, BT AH
KRB EFI RGBT, TEAFEOELTAE. A,
B, WthAd., 3. HE. RADFRBETHRFER
42 Frik 4920549 .

4. —AMFEHAFAGmE . MiH. BF. ABRREHLK
Sk B e B R R ok, Tk e B B AR R
HBr % K RAT ) K ST SRR A 2 E e A E R
42 P 4940640 .

50. ARIBARFZR 47 TR a0 a4, A 69 N-gHAK N N-— K
REABRREITEMGRESD 0.0lmM £ IM, 0.lmM £
100mM, 3 AE 0.3 £ 50mM X /4], pHE B A% 2 £45 7, X3
E# 48, 30245, R35F45, RY35.

15
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51. ARIEARA)ER 47 PR e oY, HAREEMAH XN, PTLES
A BA 49 N-FAR NN-Z R RARBRRAATED G REA
0.0lmM £ 1M, 0.lmM £ 100mM, 2 0.1 £ 50mM Z 4],
pHEE A2 %547, 3526, 35248, 3545, X35%
4.5, % 3.5,

50, ARIEMFIER 47 BriEeGE S Y, HF, ARSI GEE—
AMERE L R T ARSI HE A FE . RE . AR, W
k. F3a. KA. WAA IR ER R LR RS HE
HAe B F .

53.  (a) BA)EE 42 F64 N-pg AR N N-— g AREEBE A (b) R
HEs R ASEFED. B, WAL, WHESD. Fe. H
. RARARBENERLESH TN,

16
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5Kk B BRBEA 8 N - AR E A B Ao
N,N-— g AR & 3L B

FHARARIR

RE R BT RAFRA E RN BB R LT A ey B A F
B, WE. WRE. RmAd. 3. HE. RABARBSEN
LM Fatn bty , T BRIX AL TT PR E, EFH—
TAREXF, REAAFTBREHEITEA. WH. WAL, WL dH. F
Jo. FEHE. WAEBRRRENRESYALL S AR L SW
KR EHFaG T FOFTRAE. G TEMNHETEMA, KAALWHX
s F E A Fa Ll AL T JTIZ LR T eL3E F AR Fe ROk £ A 6 Sh R
. B heS TR T 0 A

ABVLEA FiEfhiE T XIS Feth &M 6918 ) 7 k. %79
Pt —F L T HI X AW e iRk, FEARME, X gXRE
KRB HATHE M ERLF LA RZLER., RAREZARN ZHIH 4%
BR . SRR, REABR. Bp-RABR. LABIy-SABR. Ry-RAT
8 ( GABA). Ji T 4)& R AR EBL 64 IE R R BILBL AT 45 BoAHad JE HE
Mok SRR 6,38 1-BA-1-F R AR, 1-83K-1,1-—F R Tamk. 1,1-
RO RAED-ZE-TAERR. B F XA, 2-RA-S5-BELE
KR, BRA AR B8, Plhe B, 1-RE-1-TE B, 1-
BA2-FEATLHB. 1-BA2-TAABRKR. TRBBK. 4-8 -4
BEBRIN T BR | (£)2- 8 AA-5-B B AR R R | (+)2- 2K -5- B B IL R B . d1-2-
BRI BBA AR, 2-BA-8-MBLAFRR. RAMMER. B-REARKR
A BR 2R T BB AN BR R S 3

17
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iX b A 44 BT vAVA BB 2R 3 69 T X AEH) . B BR 691K Rkt L B
RAREGG ) TR E AL P —RARBELBEBR R EFTAE GBS, KX
1R F CLAEE. B BAeak,

N- 5 AR R K N,N-= J AR B 49 AL 48 R — AR Aoy
A BT VAR i O e ik | &, X uk BB L T 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, VAR B4, £ 2001 F 12 A 8 H R. Noyori Nobel #4% 493k %
“Asymmetric Catalysis: Science and Opportunities” ¥

( www.nobel.se/chemistry/laureates/2001/novori-lecture.pdf ).

# % N-BREALHA NN-Z QG RELBRE Sarey, X Fikuk
AAR, RMRETEHFIE. HE. ARE. it AR
For 30 96 B P B 60 B 4G L0

AEPLEFRESAFELFZEH. WH . WAE. FFo. Ay,
AW Fedi R A A6 T4 NON-— AR BB A L7449,

HREA

) H K PR B 69 R ) mARAN BT Fm b AR TR emfiR . o8 F Mk
m e Ae B e, He9% T A MRS, X SRS AR A
e fwm RIPE (F) mie, FRAERERL. %Pl mieids
Ve Ay xb B K MRS m R B F e/ B E R T AR 6 LA AR
&, Bk, 17 AR f B iie: HOO-, O,F= OH-. EB
MAKAT, £ 100-150mM AR E R BT (ClI) 4 H,0, Bk,
BRI AT BB (S AP ¢ —FPEE ) HEIL, BT

18
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&9 B R T R BB (HOCL) ( Weiss S. J., Klein R., Slivka A., Wei
M. J. Clin. Invest. 1982, Sept.; 70(3): 598-607 ) :

2H +2C)- + 2H;0, - 2HOCH+ 2H,0

HOCI #9432 7 4 & iy — /N E_ 269 £ L F45 5 W 4438 i R4
I )V B A3 ey, HOCI vh 2 x 107M/10°8 74 b ks 4m e,
&4 R 7= 4 (Lapenna D., Cuccurullo F. Gen. Pharmacol. 1996 Oct.; 27(7): 1145
7). EANFF 4G HOCL 4% T 46495 27849 150 x 10° K AT 5 . HOCI
—8 74, #aiRid h E 46 mIaik & A4 Z AT BAL R B T
Beik PR, XA, RO BARS 6 R E T A L B A SRR B A
MARE| KR, R, TERIEH, F¥HkmaeasizA L HOCI %
FARBHHAFTILE KGEAH), o N-ZUE. XK RE 69 &
RV BOR T am IR GG pH AR, /% & A AR 04 2 R (NCT, 3%
N-RF #4585 ) Ao ARBL 69 — &S (NNDCT, 2 N,N-—R 48 ).
X2k RAF) B I& A IR AE WA, AWK L IE R R T AL K
B, FRAPEERAY@BRE FAEKEF.

A8 R AR G HE i

& E + H)FiF 4041703 P W. Gottardi #5318 T N-8AK A FHEL 49
BAEBR ., ZPIFRE], ERAEESRE, R4 5 B N-mAX
HFFRER, T R RRAMIE R AT XAFE], B TAEIESE, N-BAAFA%
BR AL 9% 4o T PTiA ARAE 4] &, /& E FH| W H L T qh AR X 69 N-
AR AR B Y Lo B 0 H) &, TR ATE T X e AR A K H | Ao
FAMNAEAXEZ AT AR, ZEEFAH P HBEGRESEHE
69 %) &7 ik R8I F R R S e B R BE T BRI de N-2 U R A B 4h

(AJ-B) R N-F-4-F IR ReEBELA (RIER-T). 2U&-B Foilx
-T %] F Merck & 5|44 2001 55 13 #&, 356 W 49 2084 #= 2085 K.

19



200680007056. 3 o P E4/6TH

W. Gottardi % 494 #) WO0222118 #i£ T N-FAKFAREL, 45 7]
RZAEMBEBRXA T LA AR L L EBBEREEX
( Rhinosinusitis ), RECABHREWI L. LK. LAET LK, &F
MK el F R AR, MBETABALWRER., FTTAKRK,
Balnitis, BB AR AL R, RHE X, X, R A B
e 4o F B K ( Pyelonephrititis ). #r % . JEM R R AE K.

% &, Gelder 564 B & KoK 49 NN-Z &4 5588 (Gelder,
N. M.; Bowers, R. Synthesis and characterization of N,N-dichlorinated

amino acids: Taurine, Homotaurine, GABA and L-Leucine J
Neurochemical Research. 2001; 26:575-578). #Ai149% ) ( Gelder #=

Bowers #9 £ E ¥ #) 6,451,761B1, 2002 % 9 A 17 H, “N’,
N’-dichlorinated omega-amino acid and uses thereof”) #4i& T 4 4 A
WA EBFiThm AR X CNS F@eyAaR. N-RARFRIR
(NCT) #» N,N-Z—# 4 #8 (NNDCT) #4581 5 s i i
%52, NNDCT 4 302nm 2 BA F KRB, BRBENLZIMA 3329
M'lem™. iZ#k3E &k A T Gottardi, W.; Nagl, M. Arch. Pharm. Med.
Chem. 2002, 9, 411-421, NCT A& 252nm 4 BA7 & K&, B RER
%A h 415Mem.

Juan M. Antelo F AL J Chem. Soc., Perkin Trans. 2, 2000,
2109-2114 ¥ #4538 T 48 N-F 24 AR BL o7 18 s AL R T 6 — AR 4% BR - TR
10, A 23R T A pH=2-2.5 F B N-R A2 BR 69 S5 AL B AL 4 & N,N-
= BB R G ik, VAR N N-Z R4 #8E pH=1.88 BT 49435E
M. £ 100h Z /&, NN-—H AR K ERE] 5%.

IFFF 2004 £ 2 A 5 H 44 Mainemare 69 & B & Al
2004/0022871 KB T il od, G EIE (i) 2V —FTRE
feb-dpAa (ii) B —Abik § BB TS F/ BRI IS
4 E o —FF N-BARATE . % 0 ESDH e BR A B, ik

20
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KABRAN, i N-m RS A F a6 N-gRTEH. ZEH
T iE P AN RABT AR RRRAR. FTAMUR G H L
14, £ B % FFF 2004/0022871 643 5% i 2l i 5| A XA A
., ZAERSANFHEMALY AR ELFRL. LEADE
J) Al AT SARAAE R, iR AL A R e xfeR FLsh 4 F Bhad A
M BaE AR, X BB EMNRIABREFEZEA, THAR,
A RBRE BRI . LA ARABRH )T RFT lmol/L,
BN ARERTFRE T4 1picmole/L ( picmole, R TER, BILH
Z —ER), XA N-BAER ) TREF T4 Smol/L, &
J 4 0.01 femtomole/L ( femtomole, ZMMAER, FHleHoz—%

R,
EEAAZ-

JLIZIRRRE, KR GAEAT @ R4S, R TR A RIEAFAL,
FRELDS 5 AR A WGAEFTEC 7 @ R AF LS, X sk 1 5 @ K
P B R T ARIERAFAE, Blhe, RIBIE AR GGIFIE, #)dhe pH
FLE, RAEXT TS (Bl BA A BRI K632 N-g X
M NN-ZR{AREBIER) 69452 pHIEH, -TAE 5 —Freas (5 —
FAAFEXE N-mgARK NN-ZgHREKRER ) 486, MARSB A
KB, i A A R TR M AETA S, Blhe, —AFBLEA AL
ik 64 BT VA HAEAT H € A48 B0 ARk e AR 414 RiE“ &
¥} OR BF” R AT ERLPBPAEA TR ER AN
18 . Bk, ELRSZ6G5E, AR HHEESY LIEWL
FX (1) 6 N-pg AR NN-Z G BAB R HATE4, AR A
FlEBRFIEH R ERSH.

A-C(R'R®)R(CH,),-C(YZ)-X' (1)

21



200680007056. 3 o P Ee/67Tm

A 4 8. HalNH-2 HalLN-, 2+ Hal it g b 4. & £LFoss
MIROGLLF IR E; R B BKEHERS 3 E6NHRATH ML
A, R'AE, KB ARZI-COOH; R°AHEASIAIKREIA; n b
03k 1 £ 13 695840, KR ' F= R° £ R © N1 AT ik 364 88 T & C5-Cs )
IR IR, Y A A IRBI A S-NH, 3 -NHaly; Z 4 SR AKRBIT A
1 X' &. -COOH. -CONH,. -SO;H. -SO,NH,. -P(=0)(OH), 3%
-B(OH),. 4v% R A —AMIATII, n FRSALTEH 11, &
A, nTAH0, 1, 2, 3, 4, 5,6, 7, 8 9, 10, K 11. #%4
EH, GIEBRMAR X HERABRKEA 2 16 MERT. AN
IRk AR A N E -(CHy)o-F >, —/NET ¥4 fI-NHHal 2X-NHal,
A A BRAR, AE AL 6 N-g AR NN-Z 5 A BT @4 % 15 3
A~-NHHal 2.-NHal, A B , 24 1 2 2 4~-NHHal 2.-NHal, 2 H &9 N,N-
R BB R AMIL . RARL R BA —A-NHal, A H 69 N,N- =
A, ZARATOETFEMELR R (X R #H-COOH) X X'
adi, Bz, v4x, d4%, efFHE oii.

LFEX TS AOITEN OIFS F ETHZ N . BIRAMKT
BEayBe . H4ER SR T ( L@EEA BRI X)) 69-NH, K B 69 1KR
REATAY ., RiE KR ARG EHEREA1E64, RiE1E
4 MR T e A

F— ARk TS EP, RA—ANHE-HELLE, nAHOR1ET
WA, BARRAH O 1 B S AR, RREA 0N 1 £ 3 e84,
WA 1. 2K 3. HF n=4 3% n=5 & n=6 K n=7 K n=8 K n=9 #9
N,N-— R EFBRALZ A #7269,

RBP4 LB =T VAVARAIRTY KAL R, Blde vl i g X, =R
XAE, N-g AR N N-= AR BB SR H AT E M ey RE KA E) 1M,
HikF] N-EAR NN-— R RBABR KA HATED e RE, Edo
AT AE R Y, BE—F QIEIERN 691X S LB S T VAS TR KA TS A 2K

22



200680007056. 3 O I R Y LY

LA, ZIEF T VA QAEIKFa g HUEF A B EANT 6 Red) . AL AR
WAk GG LW CLIERX A —FF 204, H N-BAKK NN-— @K EE
BREAFEATA MG REH 0.1 £ 100mM, FH pHEE A% 20, 3 £
48, 302 45, R3.5%E45, X% 3.5, i% pH TABITIA K
RF I E N ZRATDHHPAT . EHE—NLRBESME—/N AR
&, Hal 2. f&&at., £5—5 @, Hal %2 RA.

FB— A eMeg N-RARK NN-— 5 R ESLBRRETAE MK
A 0.1 £2S0mM, EEpHEE AL 2 E4 7, 3546, 3514
48, #93 £ 45, H35FE45, R¥35. TURAEF R4 pHAE
W EAT B 048

AL R IZAEFGFIE . B . AR, mAd. 33,
FH. WAEFRRABASY, £aisntFEX (11) 4 NN-= K[ KRE
FBR R AT A WA BARIE B AR ) R 6 B B LA

Hal,N-C(R'R®)-(CH,),-C(YZ)-X (11)

AiZAFX ¥, Hal Ak @ da. & B RegEd e x
%: R' B A REBIEARAE-COOH; R°AHARMBIE, K R
Fo R°E R EN1PTiEER LR T —ARA R (C3-Co) TR, n
AHOR1E3NEL Y HA. IRELE. -NH, 3 -NHal,; Z 4 &
BRAKLENTH;, AR X #A-COOH. -CONH,. -SO;H .-SO,NH,. £&
— A LKA Wby — /ARG &, Hal Ak, R, A% —F @,
Hal # £ 3 A

e XN NS iTAE Y OIEH F LT 2693 BIRKMEIR
BE o9 B8 . —NH, 2 B 69K BIBAT A Y, HFia-NH, A HEHEAE
miEEEBARA X AT L. RiF “REA” EXF@EIELA 1
264, ik 1 £ 4 NIRRT o95RA.
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X (1), (1. (ITA). (HOI). (IIIA). 2 (IV) #4454
EhF ETEZHE, RENITADCIEEALF ETEZ
BFegi., wxEX (ITA). (). (IHA). A= (IV) &1L ET
4L . N-pAK NN-— @ RAEMRK e @35 L% -COOH,
-CONH,, -SO;H 2X-SO,NH, A A aska9 2, 255 LTS &
Fh. BER. 4. BB R AT H L., BE R, 4. 454
[BERAF BN, FAABZOERERE, LHZ4E. 44,

B m 7, 0 3% ) €L AE AR AN TR T Aok 75 AR o B 6 AL R ALEBR
3 BMMEARARROGBEIANLEE, BYF LT L O
{aRFETF A mdy. AREREh . ARBL T ES. Tarmih. FTRAAMKRE.
FHBR L. BRERE . DoRERE. TEH. LR F.

/£ Remington's Pharmaceutical Sciences , 17th ed., Mack
Publishing Company, Easton, Pa., 1985, p.1418 2 The Merck Index,
Thirteenth Edition, 2001(# Merck Research Laboratories Division of
Merck & Co., Inc. i #R)#4 MISC-22 #= MISC-23 T P =T A %3 6-3& ¢4
& egr R, FHLATFaERA T T AR XEH T,

HER F @A AL X B8R T E6g-NH, X B a9 2545
EEAEZ BRI R ETR T A6 L IE R BL . FEBR . BEBR. FHBR.
FEERR . T OREERR. FAEER . AEINARER Ae HAWBR Y 3.

R (D). (1), (TA). (1), (IITA). F= (IV) #9tke-4h
&) 2 C AT 4 4 6.3E-COOH 2K.-SO;H 2 B 491K A AL I B B, A X —NH,
B IR BIEBAT A4, H P -NH, A B &2 FiEE AR A
X #9888 F k.

tF X (1), (I1). (TA). (II1). (IIA). F= (IV) &91b4-d
ECITADTOLIFEEPRIEBR S FHE L XA IR ERP S
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N-pg AR NN-Z ) 2 A B, “RPP R RIGIAMGALF AR, € (a)
1R EWRBRLE T B FERT; AR (b) EXRBEEERK
3P BB M ) 2 e BB AR S R 3

“BERY I ZIBRFREERELGEKIPEL, BAE, &
RO AL F R PTECH., BRIRY 4 R4 45 E# 45F
BRAREA 2 F 4 NBBRFIRBITBLL, 457 & TBLE R RBLA,
ERFEIIARGZRFTE, wEFRA=ZRKFRE, —FERA=X
TR 44— FREAZRFTEARA4-—_FRE=ZFALFTE, =R
BEA, N- (9-FAE-FEAZIL) & “FMOC” A, W& EAEZKARST
4 B AEK B BS 69 AR, do (Ce-Crp ) FFHARS IR 2L a9 5K B8R
Bs (JefiTA f R T BT E 49 N-FTARHA ), o FTRHHEL (CBZ L),
RITHE B AR BRBA R F I LB . 3% 3 XA BR U 2K B 4o X AR BR BR
AT BE . 4F 5] R EARBKBRAR T B8 o) Atk AP K, = (R4R) ik
o) B ERBE, 4FAE T (RTA) - ASFe 4R R —BLAL .

AL EGALRTCFRAFEX (ITA) 49 N-# 0 KEL
BR 69 LM A BUE A 84T A 4l

HalNH-C(R'R®)-(CH,),-C(YZ)-X (IA)

# %, Hal. R'. R°. n. Y. Z#H X 94 L 4=ATATiK; MHiktk
2 XA 691864, £+, R AMKEREIESNIAE-COOH; R® A KA
i, R A=ROER S EMEBGER T —RE R (C3-Cq) I
IR, AR CMEITE D FARE T AR F| 2R FILod. EH
— A LR o) —ANBARA E, Hal A2, R, £F—F5 @,
Hal % £ 3 AL.

o X A S iTEH QI F L TR, HIKRLE
MLEF 69 BE . —NH, A H 6RO BAT A Y, HFiZ-NH, AE&EEA
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FEiaEERARE X KRBT L, RiE “YRE” AXF HEIELEL
1 264, £k 1 £ 4 N8R -TFey5R5K.

fo X (TIA) ¢yt bme s F LT ais B 5 £ T
LB T, N-ARELBR % LA -COOH #=-SO;H
B ekt 2, E—AEARY, N-gRARAEKR HE @515 -CONH,
F2-SO,NH, 3B egtbdhag . $hF LT afesk. B
B 4R, RASHAETH ML, A BR. 4. BRBERAA
0. HERA B RRE B, LA, MS4Ti.

B5 o R, B 64 55 ) 6L 3542 O PR T Aot 7R K 4o I 69 AR ALER
i BRI AP BRA IS, HiF E TS 8 i e
FIRTF A Gl . FBhth. FLBL TES. WALBA L. WRAEB . A
sk, BEERM. Doketi. B, HLEMEF,

/£ Remington's Pharmaceutical Sciences , 17th ed., Mack
Publishing Company, Easton, Pa., 1985, p.1418 2 The Merck Index,
Thirteenth Edition, 2001(#1 Merck Research Laboratories Division of
Merck & Co., Inc. # #R)#9 MISC-22 F= MISC-23 T F 7 vA 3K E|-6-1E &
#Heyolk, WH AT e EIRM BT AR XEH Tt

HEEP LB AHABRAL X 98 RF L6 NH, LA EHF L
TAEZ OB IR T Sla s L 3E Eh B . ARBR. BEBR. AHBR.
FREER . WIRAEEL. WARRL . AR AEBR Ao HibBRAg 2.

X (IIA) 894bb-4 69 e 474 4 €.35-COOH 2.-SO;H &
H) 491K LR AL 5 BE B, VAR -NH, & B ¢RI BEAT A 4, £ F 1 Z-NH,
ERAEEAE @i HFBRARA X 9 ET L.
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tF X (TA) oM L EATA YT L F RAR S T X
B XA B ERARY 6 N-gRAEER., “RyF AL 2RI F
AH, € (a) BREFHEABATRSAEREZMILFRE; LA (b)
BB E BRI RMEREDZGEGRBIRE MR E., EF ORI
LR ATE A FAE., Bl N-ZEAKY N-GRBILERT AR IA
FARF AT BALZ R AR BB AT A W 69 SFF 7 iR AT H)
H. R, NN-Z R EABRALTT A% LA R 6 7 ik dEATH &
15) 4o £ I R.P.Singh #= K.M.Shreeve #9 Chem. Commun., 2001, 1196-1197
(2001), and V. V. Rozhkov, K. N. Makarov, R. G. Kostyanovsky, “N-Fluorination of

aziridinecarboxylates via fluorolysis of their N-aminomethyl derivatives”, Mendeleev Commu.,

1998, 66-67, VAR FEH F 5] F 69 LK.,

AL FATIER 6 RiE “eBb-H” R 35K L BABFFH X A91b-e-4 2%
Ao, GLIFEK, Hdeip R, B RRSMEF, Uk, BEHRRUAA
3

FE—AF @, A4 WA H A & 638 Ce 6 NN-Z i KA BR K
N-f R BB RETAEY. EFH—F @, L& ft A aisde
N,N-— g X BB R N-H R ALK ELATEY. EE—FFHFILT,
ik RS- RIF A BR A X, LA pHAKT 7, #lde 6.8, 23k
2 pH A% 2 £ 7, k2 pHLE N 2.0 £ 6.8, XK 2.5 £6.5,
H25%260, X25%50, X3.0E50, HpHHY 35 EXE
IR T, pH TTABRIART 5, 32 pH iRB A4 3 £ 4.5, K
3.5 % 45,3 pH # % 3.5. 7 Hb ey 2 5 pH A B ag4a-64, pH
BB BOET4 S B4, &4 NN-ZKR N-OREEKG K
JiE (s —ARIF AR ), PIiss7 e g KA (Bl4e, BFERAH
. M. AL R HRETEY ), BRI (Flhe, ZIRF.
HE RSB RAEAT B AT RBEOIRR ), REWTERE, RA
BRI, ATE 2R D), BidiE Bk B ARAUR-T BB ARAR AT
An BT B AT VA G 3k B P A B4 pH 1A,
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B—EILTF, ST AL ES MRS, pHAE 72 9 Z )82
Tty B TARY, BEMTARIFF M. e S H s
R, CHEVLpH 94 7, Bl4e 72, R pH £ 7 245 9 X4,
BP pH £ 7.2 £ 7.2 X8, pH £% 72 £% 75 X9, pH £% 7.5
E#H XA, NpHAELHSELHESZH, NpHELBSELHIX
&), 2 pH 94 8. sbsl, AL FE 7 69 RAURE B AAT 4o
& R G HRAFE 26 pH AL, 1Z2F 249 pH ARG ERRE TG HFo
LH - 09 AL ME VA BT AT G T R 1

BEH—Fw, ANEPGLEEY . Bk QA RETLE A 0.1 £ 100
ZER (mM) 6 NN-— i&Néﬁ‘E“

HEBE—F @, ZAEYHRFE6Fa L T4,

N,N-=— XA N- AR BB 5 HOCI A & 69 R F, B A4
AL RE A R0 A B E e B, Xtk HOCI 49 H1K.
N,N-= 9 &K N- R E IR BACHR B AR5 T Z AT R 9548 vA
FH#—FIESH. AEAY n=0 X THFTF 5 6915 T2 NN-Z 5 2
N- & AL 2 B FKEGH5T.

AT R, BAVERIL, RE AL NN-Z KR N-ig4%
SR BRAARIBOFE . WE. WAL, st R, HE.
RAB FodmEER, /i) miedEhiniik., Sa04% 2 BRMH4
BEAE A 4o, Bk, @i NN-— K REBNK N-RRKAEEKRE
4ok B 8 (HOCLHOBr 3t HOI) 23t 3¢9 @£ b dntnss &, T
VAPRFE T A3 = 4R A4 69 AR KT 64 Bt

EH—F &, REWGEEMBILE, ARk AAEEIT AT
rmE . A . T, ARARERERTRMOLSHWHEK.
—F &, AILIEEGLEE W T ARG EFRBIE, KA ZEEW
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AEH KIIE T MAE TR ARG E S REAGMAE. A E )

MNA BV =EZAA BRREVSAAR. ERAEEY 124A.

KAWL E V4 24 S F . BOR T ARKAIE LS ey Tt A&, &

LT IR T BRRAE 25C, RFIKTFER. 402 20C. 15
R 107C.

B FH—F &, @BTFEESWEG T — /e RIER BT iz
HlmE . A, T, AR RERLERTFTLRGEE P RIELHE
MFE

KB IRAR G M n o @340 F X (TI1) 49 N N-— 5 R B
RELTEY:

A-C(R'RHR(CH,),-C(YZ)-X' (II1)

A A A3 HaL,N-ZAA A, H+ Hal ik A dEa. & 2k
e e R E; R BAR-BHEAENA 3 2 6 NMBAET =M (C3-Cq)
R, R' A A KRB A A A H-COOH; R® AL, A
R' #= R* &R CA1ATEEAR R T —AFH R (C3-Cs) IR, n
AHOR1E 3L, Y HA. KREMRIE. NH, 3—NHal,; Z 2%
S RMEBITE; AR X' A A, -COOH. -CONH;. -SO;H. -SO,NH,.
-P(=0)(OH), #.-B(OH), VA B F| E K F ¢ 5 L&, 4R R H—

A (C3-Co) FRLITE, M) n P RABTEL 11, #aEH, FA
B R XWEEARFLA SA 16 MERT. Tk, 2N
(C3-Co) ALtz A RAE M AT -(CHy),-F >, — AN ET ¥A3K-NHal,
H AR, A AL 6 NN-— @ &IABR T VL 8,4 % ik 3 A~-NHal,
AH, BA 1K 2A-NHal, £ A 8 NN-— g 2B 269, R
ik 64 2 B —A~—NHal, £ B 49 NN-— 5 88, i 24 B T 4z F B8R
AR R (49 R' A-COOH) 3 X'# afL. B4L. vA4z. d4L.
efidF, AZE ofr. ELEIF N-BAB. 72 N-—RELBA K
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EANTEH F 1 X T 49-NHal, 25 B 4% -NHHal B[ 3 X (111A ) |
AT EY .

X LRIV (VA TFHE ) 494 ettt adh s 5 b
L, IKBAIRER 0B, HE 3] E &AM X R X e
J2F B 69-NH, 2k B 694K BURBEAT A 4. KRB IR EX 77 & Q.45
AR 1E 64, thik 1| £ 4 ABRTFogaEE.

B—ANRAFEHFTEF, RAYK-HELE, nH0OR1 £ 769%
$, BAREAHORT ES 9L, mMAEAHOR 1 E 3 a9,

EH—F, BAELAZFE. Wl AR, MY, F78.
HE. MABIRBEETHMGESY, EA5HFEX (IV) 49 N N-
TR R,

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

RFE OIEL N-2 R RITEM T AEY, LR R EEY,; EF,
Hal #ik & & & BFMaE TR E; RIAA. KER
A XA HE-COOH; R>AIKFEME, K R'F= R*E R CNIATiEIE 608K
BT (C3-Cs) FITHAIR, nH 0K 1 E3698H Y AL K
Bz F R -NH,; Z H ERELEIe I, % X H-COOH, -CONH,, -SO;H
H-SO,NH,; Frid s dhit o hds LT ehd, 5B
BE g Bs, VARERER| L@\ A BRI X 6988 T L a9 -NH, 2K H 49
AR LBATBRAT 2 A M) AR B 4.

A B—FdE, IFFX (IV) 693 N, N-— R LB LiE

LA RSN, P R ASSARBIEE; nAH 0, 13K 2;
Y A SARLEIR A Z A RS AR AR X #-SO;H K -SO,NHy;
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RAATEY, FFEATE ML G B F BT HZ 6 3R KAE b EE
& B8 .

EH—F, L3EHLFEX (IV) 937 N, N-— B HHLELe Eif
MR XA A, B Y A2 Z AEA, X A-SOsH; FridfiTA
Wik § B WFE LT EMREILE., EFH—F @, Hal &

Rk eghT 2 M F LT e .

AEH—Fd, RSP iEl TASMRELITAEY, AT
A ik B by B BT 3R 64 3 3R B AR AE IR BF 60 S A A% 69 2.

N,N-—5-2,2- = F 3 45484

N-#-2,2- = F 35 45088 ;

N,N-—£-1,1,2,2-19 ¥ & 45584 ;

N -#.-1,1,2,2-79 F 2 45584 ;

N,N-—;&.22- = ¥ 3 455 8% ;

N -i£-2,2- = F K 5584

N,N-—;£-1,1,2,2-v9 F 2 4854 ;

N-i&-1,1,2,2-v9 ¥ 2 A4 2885 ;

N,N-—##h F 75 BR ;

N-7t 4 52 BL ;

N,N- = #-2- F A A FREL;

N -3-2-F A FREL;

N,N-—#.-2,2,3,3-v9 ¥ 23— FEL ;

N -£-2,2,3,3-m9 F 2 -B— 7 REL;

N,N-—5.-3,3- = F 3L & 454 8%

N -#.-3,3-= F Xk & - #284;

N,N- = R&.-2- F 2 -2-8 K - TARBL;

N -#-2-F A-2-8I5 - TAREL
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N,N-=#-1-F & - TARER

N-Z E A = 2 F AL
N,N-—;£-2- & F-5-BBL /R BL ( pantanoic acid );
N -8 -2-F A -5-BEBE R BR;

NN-—# BA AR — B, 4= Ths;
N -2 2R AR — 88, 4o =85,
NN-—#-1-85-1-F L TR,
N-F-1-RH-1-F 2 TR
N,N- = #-1- 2 -2-F K TR
N-#-1-2 K -2-F K T EL;
N,N- =& -1-2 5 -2-F A & B AL
N-F-1-8-2-F 3K A BB
N,N-= 575 2B B BR

N-Z2. &R HEL (leucine phosphonic acid );
N,N- = #-4-F K -4- B BT 8L

N-F 4-8BIh-4-BBLT 88

()N, N-=Z -2~ F IR -5- 5 B B

(BN -F-2-RH-5-BEBL S ER

N,N- = F(+)2-2 K -5- B Bh R BR
N-ZU(+)2-2 I -5- BB R B ;
N,N-—=5-d,1-2-FFK-3- BBt R BR;
N-£.-d,1-2- 2 A -3- B B A 8L ;

N,N- = #-2-2 K -8- B B BR
N-F-2-FHk - 8-k B 8L

N,N-= - 7% 2B B ;

N-2- 75 2 BRANBL ;

N,N-=£-B-R R BRAMBL; =R

N-£-B- 71 2B BR
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RE W F ET T 6 RS,

EAH—FE, KAXFBEYEIEWLFXA (1), (11, (1TA) ,
(II) , (IIA) X (1V) £ R O REEBRREFTE MG E 04
AH ¥ Hal AR MEEGY, SFTLEZANHTREAR. EFS—F
&, ALK OIENRFXA (1), (1), (ITA), (1), (I1IA)
H(IV) 9 F R =K BABRRAATEME A5 R FEF Hal 48K
Aehenody, FBAEZ QYT 0E IR RA.

BFH—FHE, ARG EESYiE—F QiEhF L THZ 69K
(3

AL PR G EBE RANBR T VA 2 % 18 10 MR T ey =R s
MG, EZHERESY T AR IR RIKREY, RER E S HAA
B, AR EBERNIERFRT L, 0T 285, 2-823K-2- (£
PR 1,3-H 8. HHEE., L8, 12-CC 8. b, B
Jie. SRIRBES AL KA b, EXEHALT, Z0Ee3E
T AL AR 64 A0 BR 2R BR 69 A8 A M

B, KA BAPTRGEGG TR 455 SFAEFfLE, A5 |,
AR TRE AR AT RFF R, HTUAFELLEE. Blde, AL
HE AL X P 6A BIRRIET AL B — 2 LR ATk gk
AR BRI S, B4, X H-SO;H ¢9BAARET L 5 R A5
BRI Y R Z b

E b, AL PR QIEXFeG404, L P1exX (1),(11),(IIA),
(I1) , (IHA) & (IV) #9 R RELBRRASTAE Y EITE AR BB
R KRR ERIT AR R EEHE A TILE., LB RKEBITEY
BLIE R R B R R BRIR A R D ERAG 3E, 4F 5]R R RUBR AN AT
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XA MBERFIRK. REIRAT. FH. WE. AL,
WA . FTFo. HE. WEB IR ERXRALLATITHAEA,
T AR R I A R 63T E LS4 F R E A B E M e R, X k2
B R R BRI B EZE R, TRE, F02me 500 R AL E.
RERKRABAADTFRFF Ilmol/L. AR NDEEZAKXFRFTY
1picmole/L. iX3bZA 4464 N-R A2 A FRF T4 Smol/L, &
s 0.01femtomole/L., b9, EiX sk QBATAM T, MKk 2.
MAETA Y. BB WAH I FRITEY . REBLISTED.

N-pgARELB . NN-—fRALBRETE MO HEH &

N-H K AL BEA NN-ZQGRAEKRR LT EM eG4 & 2@
A RREEBRYBEABRRETANE RERERE ZEMH TR,
BREEHFHREAEBYBALOANE R THANRERT,
BP AL, R 8 R AR T EAR. XA I ik ARATIRAL F HOR A 2
Fobg

AEARER—/AF &, AR ERGELEBR QIEFER. 3
FEREE . B-RAB. BABIy-SR2BK, YUARy-RIATER (GABA).
1-BE-1-FRETER. 1-BAE-1,1-—F A TARBR 1,1-=F K-2-87
2B E AR, FoHEA . Blde, TR B T UM ER K
ik 2-R|A-S-MBLE ORE AR E B ke (1IR2S) - (1,2-2R&A
) MR (S EE ). AA AR —B54ke — TEs. 1-RHE-1-
WA LB, -RE2-FROHBE. 1-RE2-FRAME., FEARK
BEER . 4- B -4-MEBL T BR. (2)2-8AA-5-MEBERER . (H)2-2K-5-B Bt
KB, d1-2-BFE-3-BBL AR 2-RA-8-MBLFRR., EFH—H @,
X AR AL R VAVA HBE R B 09 XA A . EH —F @, BERAYIK
Bk A BE R AR 69 B T S A K A AR BR R AT A MGG BE. AR
043X Se AL 4L B A B L4 R st TR, AT VL8 T L4k ad )
& kH L, PlhoiF B ALK RALFT VA Sigma-Aldrich & ) 3K4F

34



200680007056. 3 oM P FE19/67m

VAT AR Hefb 6 i F IR T VAR T4 & N-m RARR LT EM:
HOCI A 4 3 (#l4e, NaOCl 3% KOCl), N-@RFmBthcit, HF
FHREFO6EISABBRETHEAIAR2AFTIR,6E 106 £ 8
MNEE B F A —ANF IR, Flde N-R ARERAEBUE, = N-mAR-4-50 2K
AR, HPRAE 1 £ 4 ANAERTHRBIT AT ERTIE. N-
B4 AR IR AR B 2, N- g AX-4- bt R AR B IR 22 % — vl JL 3 6y 1 KA A,
Blde, BRE/BE, AR, REFALA 69KH A 4N
&%Nﬂﬁ¢%%%%Néwuwa$%M% B A4 5 F MK

. E Al AR TR 69 1 E B AGX A R B E R A E HCIO,, N-#.-
if,%fé@ftimfcéx N-2RIFABLIE AR, N-sARIRIBLE AL, Cly, Br,
L, EABEZZ, KA, PCly, PClsFeRALKA, JeffiLF Fifixib
OEZY W e R S R R

H A F LB AL B 035 22-— F R A sEEE, 1,1,2,2-09 T A
T Arkfs, 22- =Wk FaEng, 1,1,2,2-w9 WA Fs588, 2.2,3,3-19F
HA-B-RAER, F3,3- TR S48,

R 1 TR T RER—ARRT, AR BT FEA A
HEBSITEM T oA, EVE2ERN 1R 20 FHRERERE
WE 2, N-fgARBABR EATA M FAFme &5 k1
e8] P AT R A,

4o R EET M RAF, A T IS AL AAGS Ay o) Bk BRAT S JRAHT
AT R AATIRIELARN R PT o 0 AR AZ - K] &, Hldw 50U, Yuan,
C. et al, New Strategy for the Synthesis of Functionalized Phosphonic
Acids, Heteroatom Chem. 1997, 8 (2) 102-122; Yuan, C., et al., New
strategy for the Synthesis of Functionalized Phosphonic Acids, Pure
Appl. Chem. 1996, 68(4), 907-12; A Versatile Route to Substituted

Organophosphonic Acids, J. Am. Chem. Soc., 1990, 31, 2933; G. M.
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Kosolapoff, The Synthesis of Phosphonic and Phosphinic Acids,
Organic Reactions, Vol. 6 (1951), VAR JEH 5] A &) L #k.

A BR AL 46 JR FF B B 3T vA A5 42 Acros Organics ( Fischer
Scientific ) 2 Ryscor Science, Inc. (Raleigh, North Carolina) % ") 3545 ,
AT VAN AN 8] FRAF,  RH T AR RATBRIE AR A R #4e 69 3245
#2 5 4], #2e 5L Webb, K. S. and Levy D. Tetrahedron Lett. 1995,
36, 5117; Suzuki, A. Pure Appl. Chem. 1994, 66, 213; Miyaura, N. and
Suzuki, A. Chem. Rev. 1995, 95, 2457-2483 ; Suzuki, A. J
Organometallic Chem. 1999, 576, 147-168; Kamatani, A. and Overman,
L. E. J Org Chem. 1999, 64, 8743-8744; Yang, W.; Gao, S.; Wang, B.
“Boronic Acid Compounds as Potential Pharmaceutical Agents” Med.
Res. Rev. 2003, 23, 346-368, VAR fEH ¥ 3] A 49 L&k #= Brown, H.C ;
Midland, M. M.; Levy, A.B.; Kramer, GW., “Organic Synthesis via

Boranes” Wiley-Interscience: New York, 1975.

ARAE AR LR GG 7T VA Q35— ARF MR (3T Bik
Fo b2t AR ) AR LS g SNl A R4y X R gk R
HARJesiéy R. S RR. SS. RS. SR % +Tiktid i34 A % L& M 3F
IR 4L 2R SF AR RS, A R R — 3T JE xR F ARG i
X S AE 3 B B MRS W T ASAT G B, 05 45 4G 3T BRAK 2K 4 2T BRAK
VAL ) AATIR N F b T ik BATE] . B A 4B xd e R AR A AR K
RE 93 (Rdg s, #hE, M, R ALEMS), didH) A
Xk E FRE G4 F . Xk bzt p AR T & IR AE8
o8, RRAEFAARTEREELF O BRFSHEARSATS . 2T
NI IH B IR A 55 AR F A AR 6935 R R 69 A P e a ik A
J, Jean Jacques Andre Collet, Samuel H. Wilen, Enantiomers,
Racemates and Resolutions, John Wiley & Sons, Inc. (1981 ) VA B &
HF 7] A 69 L #K.
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VAT HGE —A4E& N, N-—gREEBGEB R & FE, L
H41& N, N-—K RIER6TEAH):

2H"
Ho;N—C(R'R?)-(CHp)C(YZ)~X + 2NaOCI ——3 Cl,N—C(R'RA)-(CHp)7C(YZ)-X +2Na® + 2H,0

gF R R n. X. YHRZHEXLL@OHMGE.

4o R E 24 & I F) 6 N- R AREILER, T ARt /8 b b ot &
TR 1 HF 69 NaOCl KA 2 B -Fkxt Lk g An A 8] 3£ 645 %K

i B A BR AL BRI TARBALITEE (Hlde FEEXR 2B ) +,
B A BRI, ) P Ao\ NaOC] K5k, BN -F8# E LM A
T H & B BAARNITLIR . EARE (Blde{&TF 30C ) FARLEN, RIF
FAY, B —F R IEREAY, B 5IKBEIRER IR IR 6
ERER, 55 N-fARRN, N-— @ EIBE., £, N-gARR
N,N-— 5 - Bk B 4L 7] A 38 i R IALBR AL 44 B AT 5 HOCI B 4] &

AR R Kb, B AREALY LT VA F) NaOBr 48 25 5 403X 7] 3 47 %) &-.

F&$E J Marcinkiewicz SF A 2000 (J of Inflammatory Research 49,
280-289)89# 5, NNDCT (N,N- =S FF4B8 ) T vAfE pHAEH 5 BT,
) HOCI1 5 7B R L fo M2 8% F 4% . NNDCT 4.5 A& Bunte
. (H,NCH,CH,S-SO;H ) %9 &/t ( Chinake et al. Oxyhalogen-sulfur

chemistry: kinetics and mechanism of the oxidation of a Bunte salt
2-aminoethanethiolsulfuric acid by chlorite. Phys. Chem. Chem. Phys.

2001; 3:4957-4964) ¥, AR A LA (ClOy ) AL F 5B

( HbLNCH,CH,SO,H )( Martincigh, B. S.; Mundoma, C.; Simoyi, R. H.;
Antioxidant chemistry: Hypotaurine-taurine oxidation by chlorite. J.
Phys. Chem. A. 1998; 102:9838-9846 ) 1 /= 4.,

X R T e A2 X 1-6 P T
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2C10,"+H,NCH,CH,S-SO;H—CINHCH,CH,SO;H+SO,*+CI'+H" (1)

Bunte # N-FAX 55 BR

N-SUR s B A2 B 5 P A A SO R NIN-Z R 308
Fo - FEBR

2CINHCH,CH,SO;H—CLNCH,CH,SO;H+NH,CH,CH,SO;H  (2)
N,N-— R F 84 HFFRBL
Cl0, +H,NCH,CH,SO,H+H"—-H,NCH,CH,SO;H+HOCI (3)
I A F% BR 2 FEBL
HOCI #8495 AR T ik 3 ) 42 69 T2 - 55 BR AL AR A AR BR
HOCI+H,NCH,CH,SO,H—>H,NCH,CH,SO;H + CI'+H" (4)
AL I AR B RAC AR N-FUR I A AR L

HOC1+H2NCH2CH2 S OQH—)CIHNCHz CH2 S 02H+H20 ( 5 )

F R BT, HOCI 48 N-8 AKX I8 - 25 B8 BAL A, N,N-—F X
LS5 1
HOCIH+CIHNCH,CH,SO,H—CI,NCH,CH,SO;H+H,0+HCl (6)

EBMIR B LM T, ZER T AIEIE £ N-FA I 245588 M

AERIEPTEEGBR T L2 ) —/AMRBIE, MiEE
A AR F KA = KBS BR

X S AA W 7T VA Je T ]
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OBu-t
O%
C\ 1. MeSO,Cl, Et;N

ny CH,Cl,
OH .
H3C>(\ 2. HCl, Dl’c:xa‘ne
CHs 3. Na,S—F\77 3k
7K

Tet. Let. 1996, 37(40), 7319-7322

H4C CHs

HOCI
SO,H -
H,N

CH,

HsC
></SO3H
H,N

CHj

H3C
></803H
CIN

P& T

N, N-= [ - B B 69 47 A 4 T vA il 33 ) AR S IF 6 R PR 37 A
Je B RAR AL R &, Flde, BiEHRFEABKE (CBZ) 44y,
EEWRFABLA,, FABLET A 4o AR  4e F IS AL AR AR B
Bz, A, FEBLRAT AL FRRL, A4 M FRARBLE LT v 4%
A B B -SO,NH,. B, Al i AABIFERARAR AH &sn
b R R AR A TR 6 A e R A6 A 5 RS IL TW.

Greene, Protecting Groups in Organic Synthesis, 3rd edition, John

Wiley & Sons, Inc. 1999.

TEORAEFEFTERT $& 2-84-2 FERRAMBG—AF H0

KA
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Moo = AN

HN (BAC),0
0
AAN o 2 SV i PN
o
| ﬁ TEA, DCM
)
| | HCl
%O/lkx/’o\s/ - HCI ></°\S/
H Oz  _ . HeN Oz
ZESTER
Na,SOy ¥
HCl ></° e g ></303
HzN \gz ————~ Ha
HyO

#)H 2-F -2 FHE AEBRAS W) — N AR RAEAR L

ot

KR A e P v T4 e T A it UTf%%% ¥d
KF, REAIENF, REZHFHREMTF, AN 4o AE K
ﬁﬁ*,%ﬁﬁ\L&C%\L%\%ﬁ%¢7mwiﬁﬁﬁﬁﬁ
RKE éﬁ/'\if-:ﬁﬁi%‘u@ﬁ-’é 7 B B SARTY K agX SRR, Blde, K
BB &4 3T AR AL B T AR AT R

AT RAREC LT XOFFEMTFEE S A FHF 4041703
F W. Gottardi Fr34i£ 697 ik, @it N-pg438 N, N-— K £ IL 5% 69 2
JoA -
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N-p X2 N,N-— 5 £ 2 BR 49 41 3k 7T vA 5 KR —bv L A BR B do
FRLBR — W BS S AABR — LB A RBR EAN G AT R, i b RIKEI
HES

BAX A X 3 X4 -CO,-NH, 84 BEAR 7T VA 1T AAR IR F 3 R A
T oo 7 ik A&

6,45 N-p AKX NN-— R BB R AITAE W51 R 7 ik

N-g KX N,N-— 5 RAE B A BT AE MR IR ASH, LMY
1K R E Fahae A sbimA 4, R e/ aERSHORET, £
A mieAL R AT . AL N-BARR NN-ZREEBY, 9FHh
F.. RS, H B D R A E O A AR A AT R BAR B 6 A AR A
HG 5 E WA A 6906 77 388 e T B R xS 2l ey, 2T T4
SR Ao BREE . R R SAEFTH C AURAIAL G I T e, el
A RGP ey, Bk, EAF LAEAXEF SR Fie7 RS EA
RN 0 B 2k BT 3HF,

AL FE e L3t X (1), (11, (ITA) , (I, (IIA) X
(IV )44 vA B 3R FALAMy 64 2E-a- 40 BL A VA T 442 60 5L ST H
e IRAR A R, @@ RiE, R, L@IHFRAEE (LEMHE
F, SMHTEEE, EFREXBHHE, THIEEEUNRQHE
FEHHEHRLTAF @A ). XS Y ERFHR F @ELLE
R (FEABB R AR ), 1A ER X REZEGILED,
THAFaEHIV. FRME, FRESHBE. BHAE. West Nile
4. HSV-1. HSV-2. SARS. A& KE. SlARMKE. DEEK
Bim . R mE (MEAEREF—NAEE) 69 DNA 4= RNA £469
TERE, By, XEASMHETAR FETARRE, #lmilk
M8 35 X (Rhinosinusitis ), R EALE B B4 F £ KX, LAE
¥, MEdFrMER, MEETAAZXLERAER, TEABRRI.
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Balnitis, B AR R FEwa i, R X, BE, RAEALT R
P4 2B K ( Pyelonephrititis ). My /& ¥, BEMRERILBEX, B
H, AXHEEGEEWTFZ L CHMAEMBEFILA EMH, Q1A
JAATHE . MmO MENKE. 2R EREHRE. RYAXFEE
EHERHARED (MRSA). FMRATH. ILBRE. BFEH. AWF+HE
FHERE . ERAAOERAITHIATEF. BHAhmE, KA
BRI TR AR EAATH. T EFEEX®HE. MRSA F=
HAl 5 FAAL RBEHITRIR. 5 F B ARRA K FFHAKL L4
4 BRI 64 40 B 69 B) T R $04T B (Bacteriodes gingivalis). /8] & 42
# @ (B. intermedius) . A 3K £ K £ A B (Actinomyces
actinomycetemcomitans) F=4& F AT AT E . HFLIE X (cow udder 49
B ) A R IFARX LA M) RSO e 49 B -F A agalacitae 43R
FaZl U4 IR . X 220 S B3R A W IR - B sbxd A K AT AR F Fe
& A IR o 6 G A AT A

FEARLR A —75 &, /AR T — A T 697 3FF E F &R 7 ik,
sIg JT ik B T HIAM ARG ARBAG T WA, RV TG 2 6 5RR
e, BakiFg, Hask/ pd. REHERETE, EHE,
FRE ST WARETT, RFa ISNHA T A, FHER, RV
Bl R & e 6 m JRAR, B RS R RAR, RE . B B E e R
FHBEN, RS ARRALEZBTHETH@AZAN, TEHEFRE
Sk, B EMALEEDERILC FEEWEN KRR, 65T RHE
X "’“, BT IR SR, VABRSBEAS S Fe i, Xy ik e 3ER it dg s
BT EZIETT ML AR KL B ik, Bl BT KT A F
*E\@m%&%%%éﬁﬁﬁm7¢o

Ve A EA|, 3T E MRS 2 NNDCT 691 5L, £ X% 25cm’ 8
BMAS T L6 F] BT A A AR5 30ml 22 £ 200mg 7E AR,
IR, R 1 E 10K, RIANAFIEHFAG R EenE. &
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FE ST, AT VASA 0.1 £ 100mM 6475 RS-, 12245
B ¥ g1 B2 EmBARE LAY, FERETEEZRFE
M A FH AL A R R 0 EARE

AR B 6486

BE—/NFE, R R LML H5ETFHY, BA RIKe @
JodM., B3 —AFd@, 28692 IESEFEY, BAH ZIK @
iR

EFH—F &, KRXIBEGESWESTIRE AL 1000 £4
5,000, HE X H: HAE 1 JEFsE L929 s SAF LR tm it g o AR AL
YEE LGy 50%I7FNRE e Fs 4L (1Cse), 53 A 37CH 1
ANEERF KA ATCC 11229 #9 b FEIREZ b,

B A AL AL MR EFMEY, LEARBA KA, Ee
AT E BB WA D P ARA A ey, Xk f ads, m AR
F, SMA. BRAGFEGETT; Tk, SRR ABRETAE
B (FIERMp AL 38 T A B AL ). AL (Bl heF RATFF KE )
e e, IRALE A (4] AR IRAL I IR F SR T R AT,
BT RS GG AR P 2 ); AT R R R AL, A M B 6 BB
., BREE. BB FEE; Fort RABRBEAA T RAR T 2 2
A, e T AR, GIEEIT HREART AR, UARFHHRAE N A
(QLIEE T IR R ). B A LIEH R BIR Y B £ R\ RFR, X
&k @ OIEESTIEE. B BERSE. BN E. BREY (5
TALEF B, KE. RE) OB HRIR ) @B LR T
fe k. HEMERAFAMER 6T L IR RLEM I —FE, K
KB a4 04 B R SRAK, SRR BIAER .
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B FEX (1), (1), (ITA) , (II1) , (IIIA) K (IV) #
N-pd A% N,N-= AR EHBR B ST A M A BB F A4 69 A K A
ST VAGINENF S B RAZ T, QMR 2Bk, Z2asH
VA 32 T e BRI R TG R, TTVAGIMAE 69T F BT F 1R 49 )
AR R, XRERPFTAAE AR “Fa”, d@idizA
O, I VA de AR A G LRE- M6 B ERIE ST MR . AL AE ST VA
J AR e A FRIF IR A B HIE IR a6 AR, E— AN X
FeG6) T F , F— AR A L6 E BT B b3 R e 4ldp 219,
iZ 4R A- A T B 3B 3T 35 18 1E B AN AL AT EF 6 A IR R

g9

AT —FH e, RO QREAEREN AL PGS
B . BB AL B L 64 5 B R A R AL REL 09 AR .

T

N-g &K Fe N N-= g K E B R AT A W ey B A8 T HAHF A
2o gR AT TRAL R BT KA R 6 L E T N R T A LRAE LA R
128 69 20 £ 40ml 3 30ml &9 A 45 IS AT 2 IR0 694 9 Rk za &
WIBHLF, FAEFEFEHUARRAAEM. —F @, BIFERTT A
€ T 250ml #3528 & I EE AP 2K 250ml 3 R AR R,
I VAR Fik SL 9T, B A X A KARERTIE 77 Bedh 2 52 A 69 .
JE X M KBS 8 I G R RAE R A iR a9 B S- M R R AT E d9 K
ARG M. Blde, FEAXIGERIRETEE A 69 R DAL RS T AR
#7969 NN-ZRAF BRI, Mt=0it8, =R 5 HEHEAT
#2it N N-ZH FAEBL 49 13%. FHoF, @RTUNELHE—NRERLK,
H P A 5405 B RO RELEE S, BA K E/4LASME) N N-
SR AABREITAEY. LS VACLIE & 64 IR AR IE RSO ST
iE T i A Z E WAL B B ATE AL B 49 B AN RBARFARA,
Blde, B . &, B LA FAH. ERE. BA. AH. A
AL ERARA . MEA. BEARF) . RA . KA. A USR] R A e
Ao, B, XEBIRRGET AN HER. FA. LA BRI
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EAF) Fe B ). AL T A LIESFRRGG F ik, ) e A ASFH) RAe
¥, X AL IR ST VAVATE MR R F AEE ARG 5B E T B L,
doFE . TR, SERFFAER. ARE L.

=

FE—F &, KEPERTAMEGELREROESZT. H—
Fd, RERAERT IAMEGEESFFR T 6. M. FFEAE
JF AT FTE IR TR AR ERAE A RBZ P, F—2 8
R ¥, Blde, AL RGBT KA T2 kA2 A 69 30ml 285, Tk
—RMEEZ, E—F @, REPLEHT AU R XEZTRT A
Ve AA T 5 2h 5 LT 3% 69 R A — ALk A7

AL BALE YT A QIEA T HF ETHZ BN ARRFF
B RALEN, R, AEEF, BH, FEN (A TFeiEER
ththFo s TALGYIE L), BB, MABEA, IZAKA Ao B A AH B A
JRBIRTG F) . T4 64 25 3 L 5T 3% o) BARFoIRTY | 69 4% 2 451 4%
i£ F Remington: The Science and Practice of Pharmacy, A. Gennaro,
ed., 20th edition, Lippincott, Williams & Wilkins, Philadelphia, PA;
Advances in Pharmaceutical Sciences (David Ganderton, Trevor Jones,
Eds., 1992); Advances in Pharmaceutical Sciences Vol 7. (David

Ganderton, Trevor Jones, James McGinity, Eds., 1995), fE3b7| AN 4
HAE., —REkG, K. AiEeh. HK. KRB B e R
BERR L B ARE SRR BAIR., E—F &, BEREALERKFTE
RS KANFF T oy KeE RS, Blde, EAH—FE, 5&i&
AT T —AL, dwRbE, THEFWR. A, BERTUASHG
Al A R4, FAREARTRFERTAERTRAGBARAT
B2, 4-iE 6925 ) #4A4%1E F Remington: The Science and Practice of
Pharmacy, ¥A L35 &9 RARISR A ARAESFH UK,
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ZLLA T VA B SN HARE MRS, o E R, RE2H
AFIMAL A N-AREALBE R N N-— QR BB F8E MR
SLBP T

ALY F N-GARK N N-= 5 BB EF SR E T A
FEARFTWCE AT, Blde, LA5WTASHESGMEE 0.001 £
100% 49 N-pg 43 N,N-— 5 2K 8L, 220 R 2 100%, L2647 A4y
RO X, T BEFMBARMT. BB THEE S
ﬁ@%ﬁ%oLi%%%NéﬁﬁNm;iﬁﬁﬂﬁJw¢01£
50%, 3 0.1 £ 10%, B4 0.5 £ 5%, LB F, BFaHA EKK
&%N@KﬁNN;iﬁﬁﬁoWﬁﬁ%%ﬁﬁ%h%,LLWB
R AGEY., EF—F @, RTINS A0 Gt IR E
STVALAAMEE62 0.01% E 20% X 19),

Yo R 2 B F FR, ST AU ZHE R R T R A5 6954 0.5
£ 5%, Bl4e 1%49 pH 4 2-8, £k 3.5 £ 5 9 N-EARK NN-- K
AABRAAELARRQEESWGFRE, FREGEFTEMAY 5 £
50ml , #l4e 10 £ 15ml 698&. EHREFE, FHiFkERRA.

REBAQIEH MRS, ZEeWHeiE (i) 2V — TR ENLSE
MFa (i) 2 —Fik § AT BB AW 2V —FF N-K
R NN-Z R ARATE Y, BN, Z40450% 353 X (1), (11).
(A ). (1), (HIA). (IV) SESTEME N-ggAREK N,N-= 4K
WA, B—ANFE, ZRNERESHZRERGRDERE, kA
BR4M, 122 FMIE KRR, mMALEKRRR, Xk ZTHMHE S E
ALK, £ERD. 28, @, AL, Ay, F3. HE.
WA H FedimHE R RALASALHIER, ®mEH ZRIE AR eyt
i FLEh 4 b AL B BEE M A R, X ML S 69 R FER L UE
FEH, TRE, HRRMEEGREBRIE . L2 KBRS A
B TFRET Imol/L. HJ&AAZEKXTXRF T4 1picmole/L.
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iX 4k 20 A 64 N-B 3 NN-— 8 69 8 2 2 T RF F 4 Smol/L,
"4 0.01femtomole/L.

$i%%/mﬁA%TU%L?%&mk%M%MX&Wi
b EEGOBIY A RBAREEAERTIFT, BETABELE Fi4e
Remington d k%], xfFRRESH, KEKILL K F) SR,
KA AL VAL i) Fo A A8 569 TR T AL AR . — 4 S-7K 48640 7T VA
S BEN (F5EN) thibk, Lo g 5L 4. Z
ARG VASH % AT 5 X sk i AL At B AT E A
ARy 2y —Fib ot ey N-p AR NN-Z g RATE A, FFH
51246 649 B R AD AR A . ke RIX S0 S ) R AR [E 25 A & 5T
9T ARG, B F FeBARSIAR M FTIHEZE, HhA AL
HFH R TIZ G W6 A ARAE, FARBEARAR S4B, 2
LAWY MR BB T LA R AL SGA AL 0 SRR AR AT AE
M, Bl4eid i 5] ANAEEF) AT, 43T pHAEA 5] N pH AT A,
15) ho 22 b F) . BREER T UEAT, AT R, BT ReA FE69RA, )
SR, ) BB B IR R R H B R T K693 KB e XA f it AT 4t
SR, BILANIGIER Mt AT, AT REE, BN AREE
& IX TN P AT, 2B izm\:;ﬁu)\i%ﬁﬂ%‘\?‘&/'\%ﬂﬁimk A A
it o N B AREE B R 6 R s B APST R e, @i Au AR
P8 I U RS BAL S M R A R, 4TiRIEM, Eid
e NGE F 0 A E SR Jriﬂ‘——méﬂé\ﬂ’fé]éﬁ"%ﬁuﬁﬂ‘%i@” @it
A NEA EHA ARG XA, AR Ro T 3 LH A A FE Sk F) IR SR AT AT AR 2
AG91E )

Z T AR SR T RS, DA ER, RARR AR
XK. BESEESMTAZ R X, FESBGHTUAZLE
RERFEF XN, RELEWTALER. FJURER., &F &b 6HH
K. ABSESWHT AR AGEH M X, X B F @64 7 695 m R
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AT vAJE Remington FIX8); £ T & FRb A 643 mm AT AL
“The Chemical Formulary”, H. Bennett Ed, Chemical Publishing
Company(1988), vol. XXXIV ¥ 3% 3],

1% 8 AR B 20 a4 0 BLAR T ik

F—ATdy, ANKER GRS AE Ik T AL .

ARG BEMIERTT A THT WS FR23TEF B MiE T F 8
A ETH R LG BEAZRMG A RA. E—F &, RKRAARE
T—HFik, ATHEAFEMFEFAR, B0l as, By HF
BAG T RFBAA, hakiFk, BRANEREFTE, TBEHE, R
HB %k, BHAZEAR, BV SR e mEMAR, B BN R R
W, HhRE. R BHEBEFORLHZRN, BV AIRRAZHEFH
HF e mBEN, TN FREITE, ET RMARALE Y ESAE
KR, EITIRERSL, 67k, VARMALASE AR, Xk
7 ik QL3ER T KK B R BT BIE T 4934 RAR ) K 6
B, AR AL PRI VLG IT i A PR 64 AF TR A M 5K ) LA R SR A
M L "Is there a role for quorum signals in bacterial biofilms?" by S.
Kjelleberg, and S. Molin, PMID: 12057677 ( PubMed-indexed for
MEDLINE ) + 7| /A 6978 44 F-.

A B R AR ST K BRI, Y B AR TG s 0 e, B
HBARGGERAL, ZIEBRBARIF AT L, HIERFEASIG A5 0 28
RGN FH A BRFRNEE, R RARBAES ST B8 55 E R,
B, B3 idmBRE FRAYTRAMEEREEEZL, XL
Mainnemare A, Megarbane B, Soueidan A, Daniel A, Chapple IL.

Hypochlorous acid and taurine-N-monochloramine in periodontal
diseases. J Dent Res. 2004 Nov; 83(11): 823-31. #F+2.
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Y REIP 3R

AE PGB SR T VARBITFH AR ERBA THAT R (O
T ) RBREHR. Blhe, BRENZRZEREAIEZ IR, R
BIBIRY 2 R 3R, FMRERE AR 20 £ 308, EARTT VA RAE
DREE AT ERu BETA USSR AR, AXMFELT, TR
TV SAVER O B AE FTo R AR, BRI FASER TR %8
4 FE AL, RIBERAN)E BFogmE, BRI AR ISR —RRILK,

T A E AP 32

AL BA 6 BARF B H XA ER e FARKAZLE 2R~ &
AR B B Ao BL B VA BB R ALE R PV BT, — A ARG IRARAL F SR 4 A
WroT e 46 T T AHRVER BT T e b 2 HEF £, 28 N-
B AR 2R N,N-— B AR E B R AR K B ()4 oY ik 4064
09 = B AR T At 2 A B E 69 8, Q48 F R RMAEMD I E;
ZA B E T . IR H BRI ARG VABRRA. M.,
VABTT R XA 691 AR A, BB — AR & R A A E R T AT
K e E e TR SR

EEE, BEMLFEFEHF (HFH ) & EPA = FDA €3, &£
R ELE (REWR) 5@, EPA BT TIREEE ( REFE R
EAREE ) @yl &R, T FDA & 328 F A 43 R ey mAY
1964 B RE S F @R FE R A/ SR &R . A TR
WiERR AR (P4, TR, X ABBBITASEET ) AEREAR
(Fl4e, Hotg . 3&AE. RoKE) ¢9HER b EEBIMREAHREG IR E
I F G sk A 4L ( Antimicrobials Division, Office of Pesticide
Programs, EPA ) #R&3%& 1947 5 (1996 F453T ) #4BRIRFZ KA. F &
FlFa R A% (FIFRA) EMNFRRT B+ FoAE 3. £ FIFRA 9 E
T, BAFHE. 8RR, RKRISRBAETH T4 (LIEmt sy, 123
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PRAEEARIWIRRRE @R Fd ) 91T /R XA R 6 ReH
BB AE RIS ZATRTUEM. AHRFEM, £ FHSIRRITAH RE
F 7 oSz Fe Ay 2 B 69 n K3,

BT VAR AGATT 69 77 ik 5T AR L PR e I F BB AE M E M. AT
W Fa xS My Fo A GG Fb T m AT K, X Sk 43R 1% B PR R e AR
X542 3 F) EPA. 4o % EPA 13438, KA E TSI MER, TE
S H A EER, NiZ T R A HLATE KA T EPA M5, &
JE A FRFITTALE BAEE AR S % T 5. FIFRA 2K & 5L 0948 7
F B BAARITF— T A A LGRS, TaNEASEIE
FT A EPA Z Mo /= SuAn 56918 M BLBABR 4 “ AR BATE DL 1E )
% Seih BRIR R, X ERE, T AP RGP R REg—E M
AR b A o i A VLA AR R . RIEAR BARAE 9A 69 H
Fe. BEARETIA] . AR ik, RAEAEAT HAl 618 R SSAFAA A A 3T
aw 69 N L A& A .

Jo FALF XA R L EARAAEER T EITHET EZMR (FHle
F #4657 6 LK £ (waterline ) 3 H B A 4% ), FDA 232 (1976
FRT . PR Aot SASIT IR SHLFE R E FHATE . AN E A
F—AF 1T BRI KRR F S, MILEAE, B A
FilEZE BN, TAELES BWAL. B, £3ELARM
KRB FEA B IR THAE, & 7= B LR AE ) H R A% g %
FiZ B A AR 69385, X IR F LA LM LS E
HAERETIZBRRRENO T &, wRERATE LA A GE T B
i AE o,

IR AEH T (CDC) 5 F RS E @ RAT E 77 REHATK
B Aol &, 7 B DHCP AL %1% A 15 3] EPA b/ 64 77 o, IRdpad Lk
A MBI IAFREB| XL F 5. R, do R IRR E M6 Rk ed =
S VAR Tk — 4 R BARRE B R T, DHCP & 4 SFF L &
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KA ERIEMRAIRAES (Flde, off-label ) f A & @mARE IR+
49485, Blde, B EY T RBOE MR T E 43 X B3
97 JEAK (15)4e, Norwalk 9% 2 ). #4209 LM & H) (4] 4=, variola major
2% yersinia pestis ). 3X# Creutzfeldt-Jakob 7% 7.

B8 — 8 69 % 142 EAP #= FDA 4o fT 3t 0l &7 #4700 K 69 X 5.
YE A sk fRasH) F S 69 FDA R A5 CDC AR 49 R A REF 4G K 7 ik
SPESF LA BZSHHTHE(LHATEZN RS TENRRERL),
Fxt - FAEEGHOFBANGERERATRE (LRAFXE. HAKF
A FHERKPEAMKKTEE F ). EPA E44 & B 69 &7 i Met,
ARIEF A M 5 b E MR R @ E A #ATEM., BERAN L
FHA P eRA, BA BPA A £ CDC AR FriE 69 AR A%
S K Fe KK O ) 6 RE,

STLEAZ S BATE IR ) CARFERAEZZNRE., R, BFREH
B o2 RAAAERMZRBRAGE A, EERHRLELFT R OE
¥%, mA2BT TR EREE. B, AEIREEARGE LR XA~ LAL
TE| L RY KO VER . R, BAELMLEHmEA . Rife
AP, 5HAFEEHZEA (intrinsic) K-FIA, ALALA
St S RATE Le AL E B IR, FTAUAY AENE RE T A
JH B, BLIEe AR 9% JRAR (#l4= HBV, HCV A= HIV) #93iit
BREMAEIR, ERIZTEME, MR B oBATE 67+
AR AIBEZWHFERBRFERD T RO Y F W FNE 4R
.

EPA i£5) h vd F i HH) F ok, HARBEBCNIX T X X ELE MR
FRBR JF) 1T

B X XoHATHEA KN FEHEE T .
C £ st A HIV-1 /& &FA 369 7~ &,
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D % xF A HIV-1 & 2#= HBV F 3% /= o5,
E % stoHAAHE., AHIV-1 HEF HBV A 269 7F Su.
F £ 3 HCV A &49 = du.

MAE AT ERF RGN IREFTBR ITRE, 141F CDC
¥l HFFH 5 EPA 35 2 09 A WKL oA 5. PREAKFE. K,
IR BATILE BN, & 7B AL B A feiE A LA 8 2 218
4.

T B ot fE

TR fryp R RF X o ERAERFT BT EA KRG I
20 47 44 J& 9% 6918 JF) 5], AL “Periodontal Disease”, Ray Williams, New
England Journal of Medicine 322: 373-382, 1990. F #f& X (iZ& 749
FEMN ) Ao F B X ET@E T4, 28 EXTIZHRRE)ENL,
Blde, RKB I, THEEBATHGHIN, LBEEBX. FRK
WRE A B EBARIRE 5 THREH XK. RAGT A RXEBRDATE. F9
BWAFE . HARERKEATH . AR EAR X, 73 Libipit
A B E 6 T R IR AR K

WBEINA, WMEMTERAREFN Bt Lk O iEmE
FlALEY F B (F#Rk) sym. AN, WA FHRTINERMBLE L.
— 3k F BALE A R STEARE Y IR, WA N AT EIRE
s, E—3MEILT, WREWITIETAERT B kA, R EFL
T, MEEFTRAFR. A, EBARLABE A T T A 6846
M (AXHRA “FHas4Y ) witAREFZEAE2HHE, EF
SFHAFZIE, B RERE TR,

X B HEH T B HRRAANTREZLZ R ENIT B, ZFFF X757
MR TAFR A, ais:
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® LM FHMEFME (NUG), —FFF NGz Xe9F A
R, K SHMAEEAE 15 E 35 T AR

® ik hnF 44 F Bl kA

® st H bt K 6476 57 KB 69 T B R SA

® IR F LK 55 R EH AT E A FHRIE ) TRA

R, @ -FAER KK F FHea o5 A B Rl 657,
Ak B 6 F AR AT vA B IRE M ) T3 B A A B R A e T AL
WE AR (REETE LY @ARER), REDESGARS I
Flegtadith, AA X LHAMRAARMIIRT HBIE, ALA T F
A3t O R R I K EGEmE A 2, 42X -T2 5 ke
FABmE (Pl THERE ) A2, KA TIAEGHA K
W drH AT FH AT, T IA3t% (fissure decay ) VAR
FHFTF 69 /B4R, W RABATE D I BA FF &R FBUE 1Rt
B, FETUAFE#aH, LS REPGTHESY, TR
JB % RFE T E R Ak i .

A ER 6 T AR AL B T ARG T TR K FREA AR A K,
A Fia FAR K BIRAY, HRAE ST A MR FR KKK
K, KK T ARSI T VA S E B EREAE A

RE O FAHA G ITE T 677 mBE R ETI AN T B RA,
4o FHRK . R AREFRARIARNBLSMRD K, HHE LT AN
SRR K T RIEATAR B R A I AT ey A R KX
F G gm AR K KA TR K, — AP AT B ZAF A6 TR K

R EA 6 T AW T A Fe F A A L AR A R A AT F
o pE R AARGE S, B, RAERMEF RFE T ERT egidA
ZH, REEE LGRS,
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FERFRLPGFAESHZAN, FETUAREZR—A-@RA4F
et AR RRE, BEREIRRZMEE . AINCNFAE AL
F AR AT AY IR BB ATAY F) F 2t iz m @A 4. 2 F E X
F Bl s & REFRNR 2415 EIF B3 R A B F A4, R,
B A AR LB 6 F AL M AR F K G| AL T Ak % 09 tm B 5 @ o sk A
B, FRVAX— S BRZETH -,

3T Rl GG 1697 T VAR B RA By, BIiEITT A
EFENFT EHAT, QEF T AL AER T 2 6 TR FEH
15, HIUAF KRB 69537 %, @5
® SR —FERSH ALK FTALAE M BBENTHRT
. FHEZRBFRF NG LILHBEAGER. £ 7 £
10 RJE,, FERFCLILGFIEFTH T 938 %,

® A —FENEHTHEESY (2HF N-gARK NN-ZHK
FAE) 9 AR E TR FHRTE., ZIAETEI0RE
=3
® iR — T ERSH ALNAGFTAESH I R TR THRT
. %A RAEZ B R SR

® FTT—FTEREKRKALET T RTH, LREHK N-BXK
R NN-Z ) REKE., £ 10 REREFT.

® fHIR—NF AL B 64 L85 B A AL AR B4 BARAT A, AT
b MR R AT A M TERR QORI R R, K
BT A8 AR AS Y. mEARRES M N-§
ARE NN-= @ A B A 5 FAL WA T &k KB
o] mim . X KR EMHF) T T AL J.C. Middleton, A. J.
Tipton in Medical Plastics and Biomaterials Magzine, March
1998, p.30 F .3,
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VAT EFBERE 1 22 B, —LEARZRAEH N-
AR NN-Z B KRB B 0 F AW L4, Blde, RAKH
ARG TEEA, ZRFRNTRETRESEREE (F5), F
FAEATIF S A FARE PR KR CEBTHRE S RENRT ). £
BTG RE, EAT AT B R RER GBI MEN T .

& 332

FEE2RINABKREE, AHAETATAK. WwRIZKA
sHAE A A N-KARK N N-= AR EIL B e X Z -S4 69 485 04
BT R, T—FHRETINRE, QEARBRNTETRA.
EFETAF Bk £ R 25T F A A a A, —RBRALKR
Ok A Z AT BT H AR E 6 N-B AR NN-— @ KA F K
FALE M8 TT . BN BRI IA RS T AES AT, —E
FANGZ TR T R sk IRG T, eI AR E R, EAELT
EZ )G, IR F BEARAEGGIZ R T K, VMRS A2 N-pg 4%
K NN-= 5 X BB Ao 0 E AL 6 206t ik 4 3 ik 0 % 8 X 3K,
WFERTERAPFFTTERETAER;, s TERTARARA
BERE2FANA—KR, JFTFEFTREGBADBE ZE 6 N
— R,

KK T A BN ET, EMBLTRAERETHE
M, dedid F UM SR H T uA E R 69 AR N A B R ()4
B R B ARE ), T T HALEB GG RE, E LML
AETHRFEMA D TFTZ LB R T A, FARS
TS i, AT AR 2R T XS B AT v & F —A
.25 3% H 42560 B) TR,

AR At 37 22
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AR B A B2 AT 64 BROME VR IR FT AR A 28 3 R IEIRAE R, VAMA
AREE P AR Zedy, AR T RIRE., e EF RKAITRZE Bk
A, A TFIREEALEBARGH &, RF/RAGT EHRE, R
STUABR R IR R —RRE R, 4woRobR, TTfe sk HEFHHRF,
ARG IR TN L AR . FRAEARR RIR B A L AR B R R AR E
— AP R IUAT, LB A ARR R IZ T 69 69 &) AR 42 52 W AR AR B A
HiE sk, L deR MBI A RIREE, REKREIIER E,
Fe AR K FFE-JLK BP T,

KK B A IR AT BR IR RS ) TS ST IRER AR e R E TS,
B ob, VAR H AHBRAR GG AR S, B T A ZLUAREE I &,

K& R O BORT L R T AR UF Y IRIE e, Blde, &FF5
HRF. MERAB B, RRRIRERT AL AL R 6 5 R AT
A BETT . AR ALK B IR RS AT 6 IT 8 R SR AR 6 AE TR A 4 o2
Bl ELIERBARIVIR, #Hm, UARLC@E. AR RERE. AL
BR &4 4054 T VA LB T R AT Ao R B 0K 2.

LR EMR, KEPHERRGA TBAHSE IR ER )
1%, IR RIRTABA AR B . RS F 5. B,
EIAMWR . R, EMWIME . FARE O fRkAG. KR GEED
&S AR s, Bl BN F R ARAFAREEFEA. A
KRR ) TALIALAEF RAT. B FR, UBRMEAH IR
6 IT O Rk O RIER,

1¢ 0 R AT R B B0 F 0k

RE BBV Fra 7 R ARE., ERARILARLERIE
& B, TR e R K R 6 A ik B AR5 ) éljﬁﬂk@%ﬁto 3 B8 AT
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B ke AT AR T iR R R B LA RERE S — KRG, T
VAXIL IR B A 4 TF a TR

WY SR B A P 64 R BAR

AR 6T AR TR AR IR F 4R RAR . Blde, EAF
B 3, 40 B Ao 0 R R AT R AR T AL B IR ATA HOE T . AR
K P R BE S ARG IT 64 A PR B S SR ) LIS G AR T A BR 6 R
EIOTF, ABOBR VIR S HAM K4 mE, QIERIRE .

AR P sk e ia At e 4R A 5 ik

KL AW R Toas7artdky, BB EF, flir, &
ikt 4. B (FledRE . O ESREAF ). @B A% HSV-2.
HIV 2 E R BARERTT AR AR BRI R AT A 80697 . 1EL i,
KK OGBS vA S A6 T faf R 6h St —ALHe R . Blae, AT
st IRER B A PR 0 B da i e r vk, ST A T RREA ETR T B AL
4 B 6 AR5 A SRR BRAE A BT E 6 IR E Ao B R

B Fi6T5 B  R ey R A ik

i it de AR R 9L S e N B R T B A A e ik . ARF Rk
Ao, HITAR TFisy AR, Xild, RERXKANTHTS
Fr % ARG R PR IRAE, LI AN T EIE IR F) vA e BB KR E T 694K
A AE IR IS IR E

G AT RS B e 4912 A 7 ik

B 4 BB T VAR AR F AR B ok F R34 K A A e 4
Hhik, TR REZELSFRARMEER, LEBREFHILT.
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18 B A K BRI R ALK, TUARF RV KRR LAY, 455
2 B F ARt KF REFE 9L, BRI ETER FHIL 10%.

JA T H A B 57 R A0 F R BRI F ik

KK IR 6% T TRy E 7 iR & Ao oA BAR A & 44 7R RAK,
PATRIEGAE ) 3Z X &R B, AN IZ BRI RAZT RL., Z5Rk
I TR FH R R EEFRESABR T GRSE, EFRE
FairREBH TR R G R A X LS,

AT A e 1R ik

AR E R IR 7T v B3E36 ) XA i T T B A6 A B Grla) . F 4%
A BRI E AR IR KA L Z IRA) 69 Z 8 69 R B, VAT IR SR Y AR
B AR IREE A B ) B R IR RN, EEXANFEF, EF AT AN
BB B R JRARG TAE B IR R A 4 AR A 69 1) . B T A A
o @ a5t (Ol & ).

ATRER S RaER F ik

AL PG i he b Ty Bty (IFERRTF A KRFHE
R EERRAR. T AICIZ I IRA A R R FH AR TR L,
RICRWZ AT ERFY. FREZAXLERNITHIRAGY, FR
FRA — T EAXR R FHIANZ LN EZET MR

ARAEBRETARRAERTHRERTHO R BRI E L, 2]
B A BRI sk R dy e T E E BB R P .

AE A FUE By B A 69 R &
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Bit A R GIER F A AGE B¢ KL et e . AR
80 4G AL ST AAME A —FF AR, AR AM REGFETE RN TE
4. ER AR TIRIFOIZIERT .

AE A LB A 89 ik

KB 0 T T VAN A — A G A R RAT SN E A A 2T
HATH 0 F B, LBV aF REFAMLRDG L. HIF, AXK
B 64 5 7T R ol R R AN A Rip o Z AL Bk B et e (F AR
AT AR ).

1 v PIEFH k&

% A R O Jh 64 R AL AR AR IR 0 BRI AR S )
B4, @FHFERKLH—RAAK,

A B R ST vAde TAR R . A R 4% 6 IR TR /a4 A0 A AT SR
LA B AbAn, REFERE SRR, ZRERTHETYH
4 YA 5 AR K B R KRR W AR L 2R e AT Z IR G
YA RIREY, {BRiFiE. REFINABRIEZIENRY, FTLIPE
A FAsa. sTREM, THYAKTG, BFstemEk, 87,
5 0 FAL ) XAV IR B SR YA LAk, Tk, £ Ee
TR S0 4% B — B LR o AR BT Lok lass 75 R A Y. K5,
15 O B AATIREGATAEAS O G0 4L, T LR I deisR A 4 e T
1% a5 B mE ks v, BV Y BRIR LIRS, SR AE
A AR BT A .

i AT vAFI A NovaCal #2446 “fio PR, HFFRA
& HAde A K R 0 R T R G AL, AT REHOF. EAYHE
QIR T B MAed2 @, MASBEIRT G0 FRALGRE., XA
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1% 9 P IE O OIESH AR PR ZRG LEFOILHH., AT
A ALK PR LE A RERAAEA R ME, Xk E
R AE08 IT 45 O BHAEASL 2 B B 69 BB T . Foh, XA
CTAEEANPNCERLEEROIL, iLRALERKEIFIE, TE
EAMIEF TERCILFEA;, XTI M5, EHoFRaT A
Ve g AR AR b “ B AT 697,

Xk g Eeh i

FEREONE) H— 7 &, AK P GYEIR T vA 6L RAE /- 09 3K
1R BB FREA IR R, Blhe, FRAEF BT VAL R F 35080
REFRE Y FAEA . KEAGE XL 2B 5@ 7185 69 9 5 B4
SRR . EAKRN FH—F @, 1452 EETT A LIERL AL A
KR ER S, ABRRTIMAEHERDF.

AL F —F 8, AKU R RTT AR S48 A 2o B B 7 89
WMEEBEROE LY 4, LERLVCETEAFZREE, LTVA
KA,

B F 4313545 & NNDCT ¢ E ¥ E
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ZAE FE VA LIFERAESE RE. Flde, A T 414 pH=3.5.
R A 3.2mM # NNDCT &%, A £& 12.8mM NaOCl 5%, B
FEN 33mM SR 1.8%MBALA R KIERTHWFHR, B E
R GBRMETT AR IM HCLAT, AMES AT P ey s E LR #rit
B RARASTE C RSN, REFL TS Z6¢) NNDCT REF pH
{8, BRARFARBRE B R T R AL E 49, NaOCl £ ER FHAFEE
6, W] _Lid 535 4| &0k 694 A 7T L8 %, NNDCT iR 6948 5 =) A4,

AEBAEGJUAS A 8

BERERE—AF &, RAE—Fr a4, L afEibxz R (1)
89 NN-— g B AL BL R AT A4, vAR B EIE;

A-C(R'RO)R(CH,),-C(YZ)-X' (D)

HE+, A 4EA. HaINH-2 Hal,bN-; Hal £:£ f g 4. &, 2F
MM R GG LA B AR RRRR. Eferl; R BB EENAS 3 E
6 BT R, R' AR, (KRERERAE-COOH; R°
A A SARBIRE; K R Fo RO &R 5 e N1iE 369808 T & (C5-Cq)
AR, n A 031 £ 13 6984, Y 2 A MK L -NH, 2-NHal,;
7 H A BB I ™ X' H A -COOH. -CONH,. -SO3;H. -SO,NH,.
_P(=0)(OH), &-B(OH),; %X R H—A=MIHREIIK, nH 0 RZ
%11 (&3 1) 6988, —MAR R XHF =M AH-(CHy),1FiLK
-NHHal 3-NHal, BAX,; ZATHE A HF L THEL . H5IRAREIT
Bz o4 s . 545288 F (L@ A BURIE X') 89-NH, 25 H 6914
IR BT A .

BEH—FE, RORAYIKBILE ., £F5 —F @, R H—/BR-K P4,
nAHORIETHEE AF—F®E, nAOR1ESHER, £L
RFEG—ANTIRF, nH 0K 1 E3e984,
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EH—7E, BT X804, L+, P& N-g43 N,N-
ZRAREAEE A4S 1 X 2 /4~-NHHal 3 -NHal, £ B, K A7iE N-g4X,
N N-— G XREAL 4 1 A~ -NHHal 3-NHal, A H . £ _Ei#eg—A
TR, iZ-NHHal X-NHal, XB A& X4 ads, B4L, v4z, AH
—7 &, A -NHHal #\-NHal,. £ % —% &, iZ-NHHal #.-NHal,
KA EEZE ZMEE R RXH-(CH,y),-. £ LK P —5d, Hal HA.

EARLRG—AN T d, BITEMALF LT,

B H—FHd, RAAE—FEE54, £ N-mAR NN-—@GgRE84
BRREATAE W RE A 0.0lmM £ 1M, 2 0.1 £ 100mM =8, FF
HpHREH 23 £ 48, 30E 45, :3.5%E 45, %35,

BRERNGS —FdE, BAAE—FFELAEIEH. LB, WARE. T
WA, Fi. HE. MBS RRRAALBEMGESY, L
X, (II) 49 NN-— g EAEBL

Hal,N-C(R'R®)-(CH,),-C(YZ)-X (1)
R A F Hal,N-3 B 4% HalHN-ERAX, [X (IIA) ],

REAITEY AR R EASY; H P, Hal AL ad R, 5. £
Fari My p e 2R 4 &, R A A, KB KA H-COOH; R° 4 &
BAKBIZ 2, X R' F= R° £ F) 5 ENE 4698 R F—H A& (C3-Cy)
FMILIR, nh 031 &3 6898H, Y ALA. KBRITEA. =K-NHy;

7 HAXAMEKEBII; AR X #H-COOH. -CONH,. -SO;H =X
-SO,NH,; ZATAML f THIMRELLE: hF LT E. 5K
BAE IR EE 6 BE . NH, AR KB BATAY, HFiz-NH, £ Hi&
B mEEARRE X ¢G8R T L, AR —HARK; ZEEGY
BA 6 NN-— RARBIEBRRETEHREH 0.0lmM £ 1M, K
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0.1 £ 100mM X 8], H pHEHEA% 3 £45 4.8, 3.0 £ 45, X
3.5 % 4.5, &% 35,

EH—FE, RAE—FFEAEIEH. B, WAL, WHRES.
33, HE. WAERRARETHAIZTHELSY, EaiEths X
(II) #9 N,N-— Q4 E A

Hal,N-C(R'R°)-(CH,),-C(YZ)-X (II)
A F Hal,N-2 B4 HalHN-E4X, [X (TIA) T,

REATEMAB R EALSY; HF, Hal Ak Ea. A, &
ForiMy 09 eh | &, R A A, KB E B -COOH; R°H &
ARSI A R R A= ROE R EATFT &R T —A2H &R (C5-Cs)
IR, nH 0K 1 £ 36984, Y AR, KRB E. -NHy; Z
A A RARLEIRE; AR X #H-COOH. -CONH,. -SO;H #-SO,NH,;
EATA MR A TFAIMAREI: BHEF ETTELNE . BIRAIET N
B, —NH, A F IR BB AT A Y, HFiZz-NH, LH:E#EAE @it
BEETARE X BT L AR —3 ABAK, A5 EH 4 N-
B AR NN-= i AR EAA BN ATEHERE S 0.0lmM £ 1M, K
0.1 £50mM %18, F#EpHEE A 2547, 3526, 3 %48,
3% 45, R3.5E45, K35,

FELRF—F @, ZASWE—NTRIRIELTE. RE. AR
. WA, FTe. HE. RABARBRENLENE G RBEL

JEEEEE - i

BEFH—F @, EA—FrEsd, HeiEteFz N (1) 89 NN-—
R AV

Hal,N-C(R'R°®)-(CH,),-C(YZ)-X (I1)
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A+ Hal,N-# 4% HalHN-BAX, [X (IIA) ],

RETEYABR R TS, £+, Hal A gda. &, 2
Fari M R A48 49 B0 & ; R' A A, IREIRE KA F-COOH; R° % &
HAKLBHIA; R R A= RO#H B C AN T ik 48649 8 R F —HH &, (C3-Cy)
FALELIR; nh 031 £ 30984, Y AEA. IREKIE. R-NH,; Z
HESARBIRE; VAR X H-COOH. -CONH,. -SO;H 3-SO,NH;
EATAYIE § FTHIM ARG B LT3 egh . 5KREET 49
Bs. —NH, & B 69K BB AT A4, L Fi2-NH, A HE#EAE EdEiE
BEBRARLE X 93BT L VR —2 A B, 285 BA e pH
SCEAH2EHT, 3526, 3FE5, R#H35. HEAMEAHFE.
V. AR, WMmAY. 3. HE. AR RAKEETH, &
— NEAARF, N-gAR NN-Z @R BB R ALAT A eGIRE A
0.0lmM £ IM, 2 0.1 £ 100mM X 8], RMEAL 0.3 £ 50mM =
M., £FH—F @, ZEEHAFETNTEX. EFH—F &, HEE
MG —RARHERAEAZRE . WE . WAL, KA. 7.
M AR AR ERBITE O RIIETHGEE T,

BAARRPW S —FdE, RE—Fasy, LaiEnFEX (1)
&9 N,N-— @ R AL R

Hal,N-C(R'R°)-(CH,),-C(YZ)-X (1I)
R+ Hal,N-& B 4% HalHN-BRAX, [X (11A) T,

REATEMAR R FASY; L+, Hal A da. & 2
For M) R AG LA 49 3 &, R' A AL IRBIR A RE A -COOH; R° A &
SAKLEIE I X R' Ao RO & B BT 4209 8 R F —A T &K, ( C5-Cs )
IR, nH 01 E369%H, Y AA. KREKRK. R-NHy; Z
HABAKBIRE; AR X #-COOH. -CONH,. -SOsH 2.-SO,NH;;
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FATAE R B FOM AR AL BHF LTS HIRARITES 49
BS. —NH, A B IR BOnBAT A4, £ Fi2-NH, AREEE L@iE
A BARA X 6988 T L AR — A BN, 26 ER TRE.
WA IRE. ImAEM. FF. HE. REBPFPRBEHHHG
#&FEHEHpHECE A% 2547, 3526, 3E5, 3.5,

F—ANEARF, @A N-jgARK NN-= KK EALE
RAEITAEMGREA 0.0ImM £ IM, K 0.1 £ 100mM X H], RAE
0.3 £ 50mM X8, AF—ANEHRY, ZHHNEFE—RRIERL
VEAZHE . WHE. WRE. A, FF6. HE. WEAFRR
FH RIS 2RO RE P,

F—ANEARE BT A TR RETHILID T EHaE .
WMAEY . T, AHRRKETIRGBLENFTE, ZFEQLIELTH
B.ORE. WAL WmAY. X7 HE. RABRPRRBRETY
f2E X, (11) 49 N,N-= g X F KB

Hal,N-C(R'R°)-(CH,),-C(YZ)-X (1)
A ¥ Hal,N-Z B 4% HalHN-B4X, [X (IIA) ],

REFTEMAB R FALESY; HF, Hal H A da. 2. 2
For M R GG 4EF 49 B0 & ; R A AL IR E R A F-COOH; R° 4 &
FARBHIE; KR F= RO £ R 5 CAN1E 48569888 F —A2H m%, (C3-Cg )
MITEIN, nh 031 £ 38984 Y AR IKREIIL. 3-NH,; Z
A A SAKRBIRE; AR X 4-COOH. -CONH,. -SO;H 3%-SO,NH,;
BATHE ik B T I ARG B L. BIRREITET )
B8 . —NH, A B R BIRBATAEY, HFiZ-NH, LB A LdiE
BAEBRARE X MBETF L, AR—HRABR., £—ATARY, 4
S EA pHEBR A 22497, 3526, 3E5, &35 EFH—
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F i, ZASMEA N N-gAKR NN-—HREBELBRREITE D6
WEH 0.1 £100mM, KA 0.3 £ 50mM 28, ERLZPHH—T
AR, LA A AL AL K.

BERLNG S —F @, ZAEME—NRRIEEEAFEH. W
B, AR MAEY. R HE RABARAEFGEANE
2RI EAMNERY. £—ANF @, ZBEEMAFLGF LR
ey .

BFH—FE, LGS ITI8EH 29 1000 £45 5,000, H
LA HAE 1 DBFEXT 1929 (s fAF _E R fm e de RAR AL A m i
49 ICso H R A 1 I adatat X AFE ATCC 11229 9 R N FEHREZ
tb.

AR —Fd, RE—FELAIEH. IWH. WAL, WML H.
FI. HE. MAB IR REERGELSY, L4 nFEX (IV)
& N,N-— & &AL B,

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

KA HATAM, AR ENRESY; HF, Hal Hhit A d R, .
B A R T K E; R AR KRB ARE A -COOH; R’
ARBIE, KRR Ao RZAEF CNPTEZGRBRTFH KR (C3-Co) IR
WAIR, n A 0K 1 E3EEE Y AR KBERER-NH,; Z 4
A XKLL ; ™ X AH-COOH, -CONH,, -SO;H 2-SO,NH,; Ffif
Tk R LT, IRBEKREEEE, EEF
A AR X 69 B8R T B 69 -NH, 28 B 691K O BEAT A 4 M) AR, 89 48
BEAF XK IV —AZARY, HaLbN-ZAH4 HalHN-BRX,, E—A&
e, R'BERMEEIRA; nH 0, 13K2; Y AHAAIIKEIRIE; Z
H AR, AR X #H-SO;H X -SO,NH,; ELAT4 4, Prik
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5T Mk B M LTS 6 B R BB EE S, A—ATAK
Y A Z BAHER, X H-SOH; PrRATAML H BHEMF LTI
L M AL, B LR B —F @, HESM AR A B,

ik bdpeh—A~F &, pHREAHL2E47, 3526, 3
£ 5, R#35. EEE—ANF@E, ZESMEFEGEEFEN.

EAREPH—AF @, NN-Z @G REILBE A & T 54 R4

N,N-—8&.-2,2- = F 3L F 25 8% ;
N-£-2,2-= F A& AR BE
NN-=#-1,1,2,2-v9 ¥ F 548 ;
N -8.-1,1,2,2-v9 F X F55ER ;
N,N-—;£-22. = ¥ X 5284 ;

N -i£-22- = ¥ K A #R 84
N,N-=;£-1,1,2,2-79 ¥ & 45584 ;
N-3£&-1,1,2,2-v9 ¥ 2 285
N,N- At 255 R ;

N-7 28 8L ;

N,N- = &-2- F A A 8L

N -5-2-F A 5288
N,N-—£.-2,2,3,3-79 F 2B R BL;
N -£.-2,2,3,3-79 ¥ 2 B F £ B
N,N-—£.-3,3- = F 35 & 45584,
N -£-3,3-= F & & F AR,
N,N-—£-2- F 2 -2-8 - LARER;
N -F.-2-% A -2- 8- THEER;
N,N-—&-1-F 3K - TAR B
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N-REI = & P 2 g,
N,N-—=/2 -2- 8 I -5-BBL /R B ( pantanoic acid );
N & 2- R -S-BEBL B ;

N,N-—R 2 A BB 85, 40— TB8s;

N -2 #IK AR — 68, 4o — ZE5;

N,N-—#-1- 83 -1-F R T,

N-F-1- B8 H-1-F A TR

N,N- = &-1-83-2-F 3K THEEL

N-R-1-2I8-2-F A TBER

N,N-—&(-1-8 5 -2-F 2 & B Bg;

N-F-1-8 35 -2-F A A R

N,N-= 275 2 BR B BR

N-5. 7% B BR R ;

N,N- = &-4- R F-4- B BL T 8L ;

N-# 4-F I -4-BEBL T BR;

(£)N,N-— 2 -2- R I -5- B BL S BR

(BN -F-2-F IR -5- B BL R BA ;

N,N- = #(+H)2- R F-5- B Bh /R BR

N-Z(+)2-2J5-5- B Bk X BR

N,N- = #-d,1-2- 8 -3-BE B A BR

N-#-d,1-2- 8 FE-3- B Bt A B

N,N-— £ -2-F 2k -8- B BL F B4 ;

N-Z-2- 8 K -8- B BLF B ;

N,N-= 57 2 B8 AN BR ;

N-2- 75 2B AN B ;

N,N-—=5-B- A R B BR ;

N-R-B-RRBANE; REATEY, ZATEME AR B F ETH
Z 64 35 Fo 5 AR BT BE 44 BS A AR A 4EL.
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BERERA A —F &, RBAET —FF TG @E . e
Y. T, ABHRAREGERIE RLPRRRY G T %, EF
LI 6T B An b RE AL % A K AP He) KR, & ) R AHE A
AR EORLRLESY . —NRART, AWM EH pHILE A4 2
£#7, 35268, 326, 3£5, R#3.5.

fe LR 5 ke — AT &, NN-= R AREBA B SIAT A 42 R AL
# &0y, ELEFEN—ANTARFY, AN REHIRSR. 3
Mpra kb, AR, INFE S ERFIRGFEKNR R E S R
i

EH—F @, KREXARBLFEX (IV) 69 NN-= &) RILEL,
Hal,N-C(R'R*)-(CH,),-C(YZ)-X  (IV)

RAEREATAEY, ABEREASY; HP, Hal Ak & B . A
B AR F H B E, R A A ARSBUR AR A -COOH; R
AEBIRE, R R'Fo RPER CNMPTEBEGHE R FH AR (C3-Co) 2R
WHIN, nAHOR1E3HEH Y AL KAIRKARKNH; Z 4
SRIELBIT I, M X H-COOH, -CONH,, -SOs;H 3-SO,NH,; Ffif
Ak ARy F LR, KBRMEIRERAES, & e
A BRI X 69 B%R L 69 -NH, 2 B 69 1R B BRAT 2L A A s i 4.
FE NN-— B RELBG—AMEHRP, R'AHAIAKLERE; nHh 0,
1 3% 2; Y AHARKBILI,; Z A ASIRBITA; AR X A-SOsH 2K
“SO,NH,; RHEF744p; FFrdfTA 4Lk f B h4hF L7733 69 3 =
5IRBAEIR B BEM ARG, E—NTARF, YFRZEHAHA, XA
-SOsH; FridfiiA4pik & 2h4h 5 £ T 455 69 A A e 28

LR F—F &, ERSE A FTIMRELE: NN-Z#R-2,2-=
Wk RS, NON-—#-1,1,2,2-09 F R 45288 ; NN-—;2-22- = F 3k
A EEER; NN-—3£-1,1,2,2-v9 ¥ 2 45585 ; NN-—R.-2-F 2L F 5284
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NaN"‘:;?;L'27233’3—E9W%'B—@ﬁﬁiﬁl{? NsN':‘%':;::B-’:‘?E%*ﬁ%@ia
o NN-ZR-1-F -8, REBHF LT,

A NN-— R REEBRGG—ANTIRF, Hal H &, REEHBF L
STAEZ e,

BH—F @, fE—FFEESREA NN-—HREILBRG 2h4n4
e, XELTAEY.

ERH—FE, BET A THRERET RIS T aeE.
WMAEY. FoF. BRARBEFIRGBLN T E, BHFE0ELTF
B, WH. WAL, WHAEY. 7. HE. MABFRRRKRESY
K B 69 N - A3 N,N-— 3 X B BR .

EF—F@E, BBET A TG @mE . L. 78-F.
AARAENERREBRLFRERY BN T Xk, EFEaFENE
B2 R AE TS 1% A KERY B8 BRI 3 F R F A M FH N -
R AR N,N-= g AR ZABR .

BE—ANTARP, Za5HEA 6 N-GARK NN-Z K EILBR
REFFAM KA A 0.0lmM £ IM, 0. I1mM £ 100mM, =R 0.3
£ 50mM =9, pHSEE A% 3 £25 4.8, 3.0 £45, & 3.5 % 4.5,
x5 3.5.

EB—F @, ZAEMAFREEAT X, ZE6MEA % N-K1X
HN,N-Z AR EA B R EFTEMRE S 0.1mM £ 100mM, R
0.1 £50mM X4, pHEE A% 2%%4 7, 326, 3%48, 3%
4.5, X 3.5 % 45, K% 3.5. iz pH 7T VA iE 69 RATURILAA R
A EF ZEAT . E—ANTART, ZAEW A E A FEPRIE
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HEEAZE. RE . AL, i, F78. HE. AR AR
8 F 0 5L TS ) RIAE R KB+ .

EXRERA—ANFE, #EET N -IRXNN-Z g REAALK S
X EASMAGESEFNGERATHREA. WA WAL, AKEM. 5
. HE. WADFRBETHGES W PRAE, £F—F @,
Rt —FF iR A, G4 RABMARNBRILENRGEFHRE
o4y, EEEG—/ANTARTF, ZEGWMAHRMK,

LR FEG—ANATARTY, EZHELAELEABDRNBERLE
MGG LT 64 X EALS e &, L —ANTRF, &Fau
o A BRI,

STAF R b B A Rk R A SRR, H) SR e
AR E NG IR RAEE FB T . 122, KL GIEHIL T VA F
B A FEATIRIEARA R P 38 & 6 H AL R R ATE] . oL
BA 494 e A T L. RIS A K A 69X LS T AR B AR
B ZARFAMAR (3FaeFAAR. dExTaR FAG4K ) e9RSH. BRAFdR
B —4F TR, ERBE ALY R E TR R 8T 48
FAAK, R AR GG BT VAR 4% 5 B s T X oG iz odh 5
5T 4% % 64 T AUBR KA HUBR R BL o ) A 24 F 7T 32 e BRAm i 3h . 3T
T AR AT AR BR Y X 69 240 5 25 5 VT Bl AU HUBRE AL
) 15 5k Am AR, 3

34 1

# &k

KA FAA R A % B -F /KR Millipore 7K4) 4. NaOCl (6% )
PR EA VWR B B 3RAF. 4FRBRZ AN Sigma M E K 4F. NaCl F=
HCI }‘E,Eb #) g&éﬁ o
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N.N-— #8758 (NNDCT) #4945 kAL

FEIZAR T, NNDCT #94]& 218 iddeF a8 4 K3z HOCl/4
FRBRZ P 2 69tk ) iE T HOCL ik (pH=3.5) ¥ mitf749.

H,N-CH,-CH,-SO;H+2HOCI—>C1,N-CH,-CH,-SO;+H +2H,0

AH % 1 £ 0.9%NaCl =&+ pH 4 3.5 Z NNDCT RE
1.6mM #9%%, % 1000ml ZZFHF A 8.6g #9 NaCl, REAIN
500mIMillipore 7K, vAERMEX . &z NaCl BZ&R F A 2ml &
IM 88, FFRLE A 22ml 0.158M 49 NaOCl. R4 iZiEk. RE
EHLF Ae N 0.267g FARBRF-H A0 Millipore /KE R EMAO R E. &
RIEA S 4T

NNDCT £ 300nm &XEH — N KBEAL, BERBARIES
370M'em™. H & FEBIER T I OClE% (pHI.5)0, 44
& N-FAR4#8 (NCT) ( CIHN-CH,-CH,-SO5).

HzN-CHQ-CHz-SO3H+OCl_—)C1HN-CH2-CH2—SO3-+HQO

NNDCT #= NCT i@ it 4 K02 %% %], NCT & 252nm &£
A % KB NNDCT = £ 2 AT £ 300nm &k 69 & KR MG Hm k.
KR XA H & F ik, NNDCT &~ % H 91%. #EELE T
IL,/NNDCT Z_ bt 3 2, X 3L NNDCT #&3F % # A~ 4k % 249 HOCI,
NNDCT ¥ # &A™ RE B AR fe45de I BALAR . NNDCT £i87% F 4
MR, (ERCAKRTEMRT. BREAN 4C. TR 40°C ZARE
FAFR T NNDCT %% (pH 3.5) #9358 M. BRAE HE 23R
F, EZANRET NNDCT #9382 MRS 4T 4°C>F2>40°C,
T4 ZHAW, G £ A BAR(4°C)F G NNDCT . T 5.4%( [NNDCT]
»e=1.47mM ),
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NN-—RF#BA pH A 1 £ 10 B ZM G IEF K. NN-Z&
F BT VAR AT RN R E LA AT ENE . NN-ZZ F AR A
300nm &L B A & K BBk, BREB N EEH 370M em™,

NNDCT & R4EL 4. e pH # 3.5. 0.9%*EKP ¢ 1.47mM
R TAAWBAY. —MNRAEZRTEEME, AN E
£, £ERTFT 4 /2 HEMmAF NNDCT REKLA £5+.

4~ B B 4 KoK 69 NNDCT AR AT AR T £482
49 NNDCT . %4, vAAF X A e NNDCT 49 B4R L /A4 80 F
NNDCT #9482 0. XAFAFLE 7 98 Ak T X4/, FleA
BT 625 B P AR R AL R B A F R (T ARETH &, AL ).

E 345 2

R EFM
B EM:

AT MEZHZER, RAEA T XWAFHE (ATCC 11229). 4@
32 5 A B IR S RIE A R SN MRS £ 1.0
x 10° £ 2.0 x 10° # &M R E42L (CFU) /ml A28 8 69 FARE +,
SFif it AR A IRIRRAS, RBAE 37CTFII 1 R 24h. H T AT
WAR & A AR P ST VA = A 6 S (G Rl e AR A ), &
— A RBI P FaRldn H — A RAeF Fa R (A SR ) e9F LT £
T RENRZE, PR KT HATmE FARAEFT . XAF,
21t 1 K 24h BEHEEHSE 0.1ml, FHATRRER. BHRDME
37°C T34, BT AT B T4 kT mE it 4, wErh CFU/ml
B AEmE. H 0.9%M T 5k R IE A KT B, FTA RXAE
L)X, 3 K, R k&7, vART HOCL. OCI'. NNDCT #= 0.9%
#HARIEIB A EZA pH KT @I M2 aeio B egxt . pH 4 3.5
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B, NNDCT 2 /& 60min B A 2 A9 A E MR ETEE 4 0.0149 £
1.49mM, /£ 24h 698 ALK A K B TE B 24 £9 0.000149 £ 1.49mM,
71 HOCI 4£ 60min #97 3Lk & ) iR E AL 44 IR E 4 0.016mM, £& 24h
BT 4 0.0016mM. pH 4 3.5 i NNDCT 231 X 4T 8 tb HOCl .4
A5 HOCl —H-A 2L,

XM HTRF, B AFFR XA bdR, KM B ARETT (F47
W) N-RIRe XA Fe e Madie, =B X R A4S pH FF
0.9%£ 2R 69 NaCl i T A T N-RARAF58 (NCT) A= N,N-
R A (NNDCT ). AT A ZEEZAT, MR 25k b
WA R . NCT F= NNDCT #ia ik 2 L & e A 569, 5 LRI &
FAEREGINE F M, XLERAF AR TE pH R, NCT
1M pH T4 KR, 7 NNDCT 8 pH T 4 A&.

1¢ JF) A& BA pH 24 5.0 F= 3.5 #9 NNDCT %% F= pH 4 9.5 9 NCT
SR AT RILEA AT, HRE T, £ 37C 60min FHRFEAE] A,
pH 4 3.5 49 NNDCT i&#& eyt ( KMAFHE ) & R2FE Lk pH 4 5.0
#9 NNDCT &% & 300 4%, FBL pH 4 9.5 49 NCT %% 5 1000
1% (F&-1).

i—l }iﬂﬁ'lu /\:r:
Zdu | BRéE | pH KA WERE | MBC (pug/ml)
NCT | &% | 95 | 40 il 142.5
NNDCT | &% | 5.0 | F&a R 38.0
NNDCT | &#& | 3.5 | 5 R 0.136 |

MBC # & ) FFRAE

FAR A A 78 T Fa F R AT 18] AR IR ARSI GG, ™ BLRA pH 49
R mEBEERG. A TAAR KA, NCT LEF HIKF NNDCT 1000
1,
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5 #6145 3

om B M AT

BT B oM B ik m e A, & @ Scudiero FAHiE,
1A 3- (RAFRA-BE) 3,4-m0- = (4-F A A-6-FH3L ) KRR
KA~4p (XTT), ProCheck™ e /7% % 447 (& Scudiero DA,
Shoemaker RAH, Paul KD, Monks A, Tierney S, Nofziger TH, Currens
MJ, Seniff D, Boyd MR #% i£ 43 Evaluation of a soluble
tetrazolium/formazan assay for cell growth and drug sensitivity in
culture using human and other tumor cell lines, Cancer Res. 1988 Sep
1:48(17):4827-33 ). FALAFFLA R AL AN 84 F7 % ME 0 e A7 &
. AEA T A mib, R LA @i (L929), RARASKE H
Fm e e B ARA A AL A, HIEHR T AT 48R 69 & KB T A4t
4 4 #4 DMEM(Dulbecco Modified Eagle’s Medium)3& =& = f /i 14
s b3 7 2k (Keratinocyte defined medium ) ¥ . @J@IRE & BE4L,
4o B AAR T M, AR 96 FUAR T AE L 1000 £ 2000 A 4@ fE
EA . i 3TCFiRA K, KB, RELALEBHRNR, @A
Fetag 1X A RE%, REST S0uL LA FRAF F . XA o=
) AR 2 4B BRI, 640 4-FUAR e A 200 F L EARAR=250uL ).
AT R EFaRAES T 60min, £ 7R ENEE L BPAA
3L E XA R, SRR A0 250ul $9FTEEA R, P E 37C T
3& % 18 £ 20h, KB FRHBENA, F3L#EA 100pL & 10/100pL
XTT XA 693 8$A T . A KREMHT (5% CO,, 37CTF, BRGNS
FAnd) B A, AZRE., AANRATHEZEOILAE
B2, 4% &l Molecular DeviceThermoMax Plate 44 5 ¥4 750nm % 2228
K AE 450nm AR BRSO, FAEZ XTT XA 69 R4 22 40 0 )
A PR 2w 3G FA T FE

75



200680007056. 3 oM 1 ZE60/67m

&) 4w BT H) IR B AR 4L (CClsp) (EBA 50%H) m e 75
& BTN E AR ) B, NNDCT 49 CClso 4 7TmM, % R KL XTT 547
FRARA KBRS S E e m R A E R A T HOCI
(1Cs5o=0.8mM ). Mot BR &2 ( 1C50=0.01mM ) 3X OCI ( IC5¢=0.66mM )
o) Clso 235, s RM L& aafe (L929) #4147 XTT o4, 3K
R T ARG R, P AIRAE A TmM BFILEE] NNDCT #9475
X F 90%, mxt-F OCI A REH 0.6mM B Fo J MLk BRI A 72 IR A
0.02mM B} A& F K FAAKTF 50%.

4 JI0 A vk Fa 06 7 284K

KR £ E AR @iy (R R i, 1929), AKX
BARAZ IR, NNDCT @.2421d 7 SR a2nK. &AM
EI, HHEFHHFRBARAARSL (HOC! R ok iRat ) 48z,
NNDCT st-F @ imfe £ 8 LA RAKeg e et de 4 RARAL 4
Fomf 1L.929 aafie, (LT & ). SR (L miestit 2
BIAR ) RE), NNDCT #XiE3E 2 a0 e, A £ i ey it
.. BHE L, NNDCT 4976 77 38 4% (T1) (B SLA Fr o0 A7 64 gm les (AR
shtm A AP S, ICIS0) e RZ69RE S NNDCT #95& D FHREA
(MBC) Zb) #4 5000 (& 2), #mxt-F HOCI Fe Z M el BR 2 4y
ST FRE AL S 300 F= T,

2 ZAFERE (MBC) Foib 57 35 3B B 45

7= 5 pH | MBC? (pg/ml) | ICIs, ( pg/ml) | T.I". on HF®
NNDCT 3.5 0.29 1442 4972 |

HOCI 3.5 0.16 47 297
T BRAL | 4.2 0.38 2.5 7

L3t K AATE (ATCC11229) 5% ) F H R E (MBC)
PG T 48 H A RARAIR A Y B m it
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B 4 T A BRAEAA IEF REE A B A R K F 81 A 69 Hpe iy
&7, NNDCT £ #2460 B30 H &7, 2020 FIRAA. X6
ARG Fo s Fa A ﬁﬁﬂﬁ“ﬂ%‘&ﬁ:éﬁ%%‘ (3P E O
&K—-—/\ii—éﬁﬂiﬁlﬂ #, NNDCT AEH—FF )2 69 ¥ &5 69 5

ey B AT

3645 4
D-FE 2 R ERER 69 %) &

2-F A 2-F A -1-HB (Aldrich, 5.0g, 56mmol, 1.0 #%) &
F DCM (100ml ), £ 0C T oH-#the N BOC &F (14.6g, 67mmol, 1.2
4 F), AFE THEZESWTR, REERSE, LEBERNELE
1% FHiR AR 4 R A PR KA Am A EtOAc( 50ml ), 2R & Am A 7K( 50ml ).
A A, FFR KA R A—RA B, RIS R ARBRAN TR, R
TR 12g #4874

W= he (TEA,1lml, 7.5mmol, 1.5 %8 ) A% BOC &I
¢ 7£ DCM (100ml) + 698 LBF (10.0g, 52.5mmol, 1.0 HF) &
B . B RLIRAMA E 0C, FRB AL DCM (40ml) F 44
FigBe A, (4.4ml, 568mmol, 1.1 $8) 5k, AFREWHEE
Bt Ht3E 30min. £8 TLC VLA REB|ALHE FRATE, A AsKIF4H
DCM. AHERA K. tafoi B AMBER. Kk, RE TR
(MgSO04) R4 133 12.6g #0730, JF Peik EATAE46104F 5] 6.35¢
TS,

¥ kiR 1% 564 BOC-R A& BLEE (6.35g, 23.7mmol, 1.0 & &)
A —A RB EHARLF , FFAe A 30ml 49 HCl JRE A 4N 69 85K
#% (30ml, 118.5mmol, 5.0 &) ¥. EAFEEBTHIHIK, TLC &
M RB| AL 5 5h, REERLRFIEN, A 10mIDCM, ARJEHA .
Ké & EARETATTF 30min, RA#—FLk, AHEATT—F.
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¥ T ABL4H (4.25g, 33.7mmol, 1.5 3= ) &ETF 33ml KT (1M
Bk, FAEEIRT B AT S 64 A B 3 9] 4p (4.6g, 22.5mmol,
1.0 3F) F. AHHIERS, KEREFTR FEE LI, 153
42g G BN, KWiZMRETKEY, ANTEBEFETRTRE 6
B, I EIIR, REER, #2228 EEMK, AK (2x5ml) %
BAZEAR, EATTHAE, 1335 1.2g BTSN =5, EHE 7~
T B LR TR IE,

AL N-2 5K R A BRIE ST VAR A T R AT 3R 69 7 ok 4 &
X. L. Armesto, M. Canle L., M. V. Garcia and J. A. Santaballa Chemical Society
Reviews, 1998, volume 27, 453; Juan M. Antelo , Florencio Arce , Paula Calvo, Juan Crugeiras
and Ana Rios J. Chem. Soc., Perkin Trans. 2, 2000, (10), 2109-2114; J. M. Antelo; F. Arce, J.
Crugeiras, M. Parajé Journal of Physical Organic Chemistry ,Volume 10, Issue 8, Pages 631 —

636.

SE3649) 5:

YA —A b, FE& NN-ZR-1,1-=F R Oaey T2 A2
4o T PTiE

B 1. 1,1-— ¥ 3 AR B 494 A ( Braghiroli, D.; Bella, M. D.
Tetrahedron Letters, 1996, 37, 7319-7322 ).

1L,1-=F R ek B h TH ks &e: F 2-BAF THR(A
FR-E.52 ) iR B A% 1-8E-2-FA-2-%FEF, 455 8 (Boc),O #HATHRY,
B P E AR ERRY IR, TR R E 5 AR 40 RO AT
32 1,1-—F I TR,

HEE 2. 1,1-=F A LEEBR 69 Rk

AT 4% 1L ¢ pH A 3.5 % 1.6mM NN-—&.-1,1- = F KX TAx
. (NNDC-DMESA ) 4 0.9% NaCl /&%, % 1000-ml 2~ #8F Ao
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A 8.6g NaCl, #RJE&#LP m 500miMillipore KVAEFEZE., &
NaCl /&#% P Ha A 2ml 1M & HCI, K8 Z Ao AL 22ml 0.158M 49 NaOCl.
MR, RE®MF A 0355g 1,1-—F R TR, FFmA
Millipore 7KEB| A AL E. BHER, AERFETE (Fle, A
#9hRK NMR 457 ). &RAN#E& T NN-FRILLEM, NN-—RH54
FEER e NON-— SR £BR . PTA X sk = S AL-&-4 AR EL AT ARABNAL 64 5 91
Hit (Ama=—300nm ) Fo B RB K F EL.

#) & = R AL BRSO 69 $RAF

B B HOCl R F A F i Z R EBRELE (BHR)
(HOCU BRI BR G R L=2:1). REHIFREAERY 15min. FiiF
6 pH AR T AL44 HOCI 2k 49 pH. 83T S0 sh o0 B it 6w &
&y, FHIRIFR R ELAR. A HCl R NaOH &8N %% pH 2A7F
{8, 383 R Amax R OIAR L E RB TR S, BRI AR E T B
M IRRE . BA g iR T LT L4658,

LA 6: 48 1L 0.05M 64 — 5.5 F AR IR

W 1. %)% 1L pH<S5 5 0.1M HOCI /&% .

FIR2: #F IR 1 F 49 HOCL & F hu N 8.06g & 5B 4h ( 3-
BA1-REEEE4N, MW=161.13). $tFEE% % 15min.

FIR 3 BRPIR 2 M F 5k 100 45, AR 5 oh
fffi‘g‘/](f‘i}iﬁh ﬁ‘)\amaxj‘!] 303nm (ﬁu];f‘f/%\)

IR 4: ) NaOH =k HC1 BV 3R 2 F pPTiF ey pH Z2P7E
£ pH.

F s FH B3 g EUNE S SFEBGRE (BR
BAE LA 3290 M lem!, LT E).
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FZ N N-—F-F= NN-—i2- RIS MG FE REBAREK

14 Amax (NM) e (M'ecm™)
N,N-— 54 55 BR 302 332.9%
N N-— &5 F #4848 303 329.0°
N,N-=#-B- A 2B 301 327.6°
N,N,N',N'-v9 &, & £ 8% 300 241%¢
N,N-—;& 45 B4 241 2713%2708°

®Gottardi, W.; Nagl, M. Arch. Pharm. Pharm. Med. Chem. 2002, 9, 411-421.

b Thomas, E.; Bozeman, P.; Jefferson, M.; King, C. J. Bio. Chem. 1995, 7,
2906-2913.

C KRB R, P H R E AR
AT RALRE LR 41 9 E Rk,

Ezet] 7

EANVE I 2 E 2T pH A 3.5 £ 0.9% 2 57% F 69 NNDCT #9471
BEMIAAET L3, ANE XS REEREM 65T E T AR EAR
LT RLEY, HAoRIE IR ERBEENAEARERG. MR, Tr
3|, miodMHAs mM SEE P LT 1000 4256950 H . RANHEAT
NNDCT 4t 32 64 s e B it Z X AT 20 22, B &N XTT 447 F REL
39 44 21 BB el AR PLAR, AL BE4E T AR R 69 e 3G ZAAE 3R

#4) 8

D

%)% pH 4 3.0. 3.5. 4.0 #= 5.0, JRE A 1.49mM &) NNDCT %
., AN Lo R B IR 6 AR SRR,
A pH 4 3.0 £ 5.0 #9758 B A NNDCT &k & i Fo iR IR A AL,

&

%1 1000m] 2 & #LF sm A\ 8.8g NaCl. 2ml 1.0M #9 HCI1 #= 0.278g
H-E5 B4, LS & #RF Ae A2y 800ml & B T 7K. 3% R A %4 NaCl
Fo B K. ARE, EHLTF ArA 22ml 0.15M 49 NaOCl iwik.
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£ B FRANEZ E LK. RAEARPFFRIFER Smin, EEIN-T
T R AT Fe AR A6 N & F pH 3T L AT AF a6 IR A= pH
18, Z B A 1.49mM 69K E A= 3.85 49 pH /4. A #% & & % 250mL
AR F F5EX 100ml L3 NNDCT i5:& (pH=3.85), @iz & P in
A 0.09ml 1.0M HCl :&& A, Ziareim& pHIAEH 3.0, A#
& %) 250mL BeAR P ASIX 100m] L& NNDCT &% ( pH=3.85), ¥
%) A P Ar A 0.003ml 5.0M NaOH 2% F 6t 3. 15k 09 R4 pH
# 4.85,

Bt pH ARG F X4 & pHAETECE A 3 £ 5 69%5%. 18
AT RIS, e RIEAMGEAE, PR R RAEIE BT 6948
M,

#)8-3  RBEA AL S o) — R BRAE

@5t OX (X =Cl. Br) =& (pH XF 8) A AR EL%
F b eg OX (X=Cl. Br) & (e pH 4 7.4) ¥, vA OX /&
LB 111 M EARARKEE (R ). REHIHRSE
ZR %Y 15min, BRI T IS RAE T E L F, FHRIZAL
£ Z&. A HCIl & NaOH =&Y a& pH 27 &4, BT RA AL
hmax R B9 AR B E REB K BB, BEIN G U T R SRR
F A e it A2 5L T AT K364,

F A7) 9. H)E 1L 0.05M #4355 475 BRI R

F3 1: 4& 1L pH> 8 4 0.05M NaOCl iZ#&.,

HHE2: & HF 1 P49 NaOCl 5% F An N 8.06g & 4 F5 B4R 4A ( 3-
A HE1-REEEE4N, MW=161.13). #FHEZ % 15min.

FI% 3. BB IE 2 095 R AR 100 42, AR R 695 b
KL T FW, B A A 252nm (JLTF &)
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W Bk 4: A NaOH 2 HCI A F3 2 F FriFisikey pH 27F
69 pH.

F 5 FABE 3 G UANTE LR GFREBRGRE (ER
BN E %A 386 Mlecm!, WTFE).

. BAEREBISWEPERB KA I

1.6-4 Amax (M) e (M'em™)
N -3 R 452 ER 252 415°
N -¥ 55 HF AR BR 252 386°
N -¥ 2-B-A &R 251 385°
® Thomas EL.; Grisham MB, Jefferson MM. Meth. Enzymol, 1986, 132, 669-71.
® Determined in this study.

BB LR SR IFAFLIENBRBAIRF, TAHET @
N-BARRLER: N-2-2,2- = F A 258, N-£-1,1,2,2-v9 F 3 45285
. (ARILFE[0054 B)7) & 649 3E HEfo ik 694X R AL &40 )

EH48) 10 FHE A DA NN-ZR-1,1-—FHE AR 11 1 Re
My 4 W [B) I 9% - OR

B E AR ARG AR IR TR A 5 A (AdS, McEwen B4k ) 5 FT@m7) i
=AM HE—ARA, E37TCTFRF 1, REFBAEL
RN (SR BREN 2% 4 oF e D-MEM S ik

( Dulbecco’s Modified Eagle Medium )) F. RE A L& B A9
F) X s RS AR AR 10 42 2 3\ HAE4h . 0.1ml M) EANFBIRAE
WIEH EA KT 12 LR T 49 AS49 tafe L & (@R, ATTC) ¥,
FAHFBAR 1 D, RREEMY, 123 B RMHER kIt Ae L E g
/DMEM & £4. ¥ZHRE 37TCHE5%CO2 HEZAFIEFE 6 K.
R B EZRE, FEFATrREEitIL.
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sF 3 B &SR
M IR *ﬁﬁ”’ 107" 107 1073 107 10° |10
Ad5 BR 94 252 B8, DESTR [DESTR| DESTR | DESTR | TNTC 37 {7
37.5mM st 3 A 45
1 NNDCDMES |[¢)F& 4| 28 17 3 3 3 9
pH3.5 %% BRI
19mMHOCI
2 pH3.5 % 3% 14 9 3 1 4 4 1
37.5mM
NNDCDMES | £ 4% 4%
3 |5osmMHOCI# 1| %2 0 0 0 I Lo
D1 FHORAY
kTRl 09% L E /K | DESTR DESTR| DESTR | DESTR | TNTC 21 6

#Ew&35:. NNDCDMES: NN-—#-1,1-— % 3 Z#588
DESTR: 3 EdfakIn
TNTC 4282 & % FLikitdk

EHREE, Hae 3 9 REY], HFMHYRIBR (F 2) K
# NN-ZF-1,1-—F R THBR (F36 1) mFRRAL, NN-—
£-1,1-—F A TAEBARRAEY 11 FERAMT IR ELA W
BESELREE-2 & 3

L) 11 A T15 2 & E 6 ER

HOCI (2mM)
N.N-—#-2,2- = F X 4 52 (20mM)
NaCl (0.9% )
7K (100ml)
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