RRE 5 6359

WEMZHCLIREEFRERRERREE

1 —rFHE

it %% E O % . N 0o
(TUPAC #34, Z51C & 5) AIT7EAVBY 7l R
Jll 4 |1, 3-Benzenedicarbonyl dichloride
c 0
ARV G = N W
(FEERHE—CTRER
WA X FEDOMER) cl
o}
R B oIt 3 3 , H OBt T 3 .
wxwrEome % [CEME D Lot No. |2 JAOER
KA 0% B E T |
ahaFE (RE)
C A S #x B |99-63-8 Pa3 2 £ 4. 0Pa/25C
5 + & [203.02 N W 5 |~
E—ﬁ;\ Ilf_i 45°C (I_Zkﬁy/“ll//*ﬁj\ﬁa'ﬁf‘:iﬁ)
i} S5 [142°C/2kPa HRIWZB T DM #7*‘; SRk~
7 E I
2o —
-S| ) w fif B w0 e M
7K - —
7Y NS B R RN A e
DMSO - —
AT Fo| BE100mg/ml L ETx | —

*AERNAFT vEAFEEF—DRRIZK B,




2 RRIZHW-HEER

HEAFEE 6359

I A =5 v AFHE A A
TA100 WRKZER FU LI £ W A 7e 19854 6 A 21 H
TA1535 [A] i 19884 5 H 16 A
TA98 | S 1988 4F 5 A 16 H
TA1537 | + 1988 4F 5 A 16 H
WP2 uvrd/ pKM101 | s 1983 4E 6 A 29 H

3 S9 mix
(1) S9 DAFFHIESE
1. B #®

H ® - B A o 5l

(2 W A (W5 %y m—v g A 7 7 R AR)

W % 4 A H 2014 4F 3 A 20 A #¥s
BEADEEDLot No. RAA-20140320
£3 17 R )53 —80°C (fRTFHEZ4 —IEEHMA A4 MDF-392AT)
(2) S9 DR FIIE
R B ® #Fooo8 W B
. 7o b
fE - R Sprague—Dawley T = ) SALEH—L(PB) KO
(S1c:SD) A #r N
5,6-X2 Y 7 Z KR (BF)
T 1k
b i 7 pi B 5 5k e B N & &5
1 BE @565 H) © PB 0.03
A & 179~229 EGHMEROEGR | H~4 Ezﬁa i :
& g (g/ kg ﬁgi) : PB 0.06
3HH : BF 0.08
(3) S9 mix DAL
|54 4y S9 mix 1 ml FO&E | Bk 4 S9 mix 1 ml FOE
S9 0.1 ml NADPH 4 pmol
MgCl1, 8 pumol NADH 4 pmol
KC1 33 pmol Na—V > BRAREIR 100 pmol
Tha—z-6-U L 5 umol Z ot ( — ) —




4 PR E IR O PR

RERE S 6359

(C I N

4 Br| B % 5T | LotNo. | 7 v — F | (%)
K 7 & K

J T CE TN
ek L | HRER | KPS < k5T | T

7=t D)

W ®ER o BB

PR E IR DMS0 L IST A ENEBEZOND I &, WY
BHOWMEEL, BiATE FIZ 100 mg/ml (R ERKES 7L
— F¥MY 50 plIZ LA 5000 g OHBRYEEICHY T 3]
PUETHY ., BERWE AT & F 2z -Bic, A, i,
RBEDEMITIR OGN oTZ N LEEICHAT & by 28
WL,

T
BB W B YR O R @_ﬁ’%/> V| Z D ( )
il R
DA BIT S —
% W % o F ik
WIROFE NS E T FAERERR 4045 . 25C
DR TFERMEERE VNN 3045, 25°C

MO R oA

#

o

5 HIREOSKMNE

(1) &4
4 R ®o¥E T Lot No.
Z—a—hJx=r F7TEZR
Oxoid =a-}Jx/}7 nA No. 2 0X0ID LTD. 941971
B ¥ & K M 10 FRFfH] 00 43
BEAw B A& B R:=fA752a 7 B :62.5 ml
b= = " = 15 ml BEREEE 30 ul

(2) AR TROLEEES

B\OE B B TlL—AT T R
] BR WP2uvrd/ |

TA100 TA1535 PKM101 TA98 TA1537
A H B HER SRR 2.23 3.38 3.98 2.56 2.39
(X10° /ml) | 4 =% B 2.33 3.25 3.95 2.77 2.41

B o2 x & (1) obfEkyoRs 2. BMARE

(WFh»rZ2OTHITrZ &) | 3. ZFoft

( )




REREF 6359

6 I T — REER AR RS

B A0 | LA s (2)8 AGEET A= s B LR

®o& & A H 2014454 A 15 B Hlgs

EADOEA D Lot No. ANT200DD

HHEXDO LB - FHERROLR : FIRFER BA-30A
ML - Lot No. % | 8w AN TEERSH Lot No. : 31122

7 RO
(1) RRIELZORTHSY

@7"1/4' V¥ aN—l gLk 2 FL— Rk

BHLRARGIE N

Z DM DO%H AT
T O EE B H

(2) RBREM (L —1hYY)

T FaX—va ik

WO W 0.1 ml

e R W OH WO 0. 05 ml

L 159 Na—) VERARTER (ELHEIEIZ K 2 558) 0.5 ml

S9 mix (RENEMAIEIC L B5E) 0.5 ml

Ny FTH— ‘ 2 ml

T rda— | i BE 37 C
vay 53 I . 20 5y
A FaN— g - = il ©
53 ] 48 fi i

8 =wu=—stllONE

a1 v=a7aatm (2) BB

wEoHE | 1L % (2) A WEOHE EEROKAE L LIE)




HREAFE T 6359

9 RERHR
(1) RBROFERITHERICEL D,
(2) #ERDHE

1l i Bk RG>

CHIE DB H ]

HAERERROBIRER-1IZ, ARBROEREZER 2K UVE-1~1012R LT,

FERERRE K 55000 u g/7" V-t LV AAOTRETEM L7435, TAIS, TA100,
TA1535, TA1537 KUY WP2uvr4/pKMI01 D EHEHEIZ & 2 56 R ORGETEMALIEIC X 2 5A 1k
P HR (BB FR) IR D25 A EDEIRER o v = —H OB A b e oo, ABREFX
TRTOEKDOEHIE X 256 K OREHEH BT L 258 AH bRk,

EEAEZABHELZRTHESL L. AH20THE TARER 2 550 L7- 43, TA98, TA100.
TA1535, TA1537 2 UY WP2uvrd/pKMI01 DEHHEIZ K 556 K ORETEHALIEIC L 2561k
PEXTRAE D265 L EDOBIRE R o v = —HOBIMNIH b igho Tz,

Bttt B EIX, TN T ORBREKICB W CRESBEO2EU FOBRER o =—
BadR Lic, 7o, BUHS AL OGS RERE, 4B Z—0Obe A M) IAT—F LY
ERR L7 BEDFHBN ThH o7, T b OBRITRRBEENCEmIWiZZ LE2RLTH
D,

UEORRLY, AV T7ZNVBY 7Y NOMEDIIT HERFMEZ, B HEL
7

(3) BHBFER

an=—HOFHE, WEROZELWT L— MI~v == 7 AaHIE EE Lz,




REAZE S 6359

10 %o
% | RRs@EKES IS BRSNS T oA ER L Z—
PR SR M 3 5 g6 g | 72570015 T 0463 (82) 3911

' 23 )| R YR 2445 FAX 0463 (82) 3860
" % % ﬂ
REBREEAE

wwey | I

R B F F | 6359

R OB O# M 20144 6 H 3 H -~ 20144 9H 10 H




RBRES 6359

%1

2R R R £ (AFERKEAR)

BRYPEDRH AV IELBEDHI)DOYF

HEBREESEM 201445 68 17EMD 20145F 67 20H
RBERLE R E HEREEHK (an=_—%/TL—+H)
20 FE o B B £ & ¥ B # B TL—LTT R
(i g/7" -1 TA100 TA1535 WP2 uvrA/pKM101 TA98 TA1537
Bt B | 107 136 1317 121 106 20 2 12 13
(EEXER) 122105 ( 118 )| 13 9 ( 13 )| 104 12 ( M3 )| 27 22 ( 2 ) 7 13 ( 11 )
108 12 102 20 10
1.22 112 (110 )| 1 ( 12 ) 13 (108 )| 2 21 )| 17 ( 14 )
112 10 130 17 11
488 102 107 ) 13 ( 12 ) 118 (124 )| 19 ( 18 )] 18 (14 )
S9 mix 100 10 115 24 15
195 99 (100 ) 9 (10 )| 102 (109 )| 9 (17 )| 18 ( 16 )
=) 119 10 115 27 13
78.1 107 (13 ) 1 ( 6 ) 105 (110 )| 25 ( 26 ) 13 ( 13 )
N o o i o " a4
313 0% ¢ 0 ) 0= (0 )] 75% ( 73%)| 0% ( 0%) 0% ( 0%)
0% 0* 0% (E3 0%
1250 T 0% (0 ) o= ¢ 0 ) o= ( 0*) 0 ( 0=) 0% ( 0x)
0% 0* 0% 0% 0%
5000 t 0% (0 ) o= ¢ 0 ) o=* ( 0%) 0% ( 0*) 0x ( 0%)
B 119 W 713 134 151 277 2 15 18
(EE*R) 07 9 (105 ) 8 9 ( 9 )| 129 127 ( 135 )| 25 27 ( 25 ) 20 18 ( 18 )
110 1 133 2 9 -
1.22 105 (108 )| 18 (¢ 15 )| 160 ( 147 )| 28 (29 ) 2 (15 )
106 1 142 27 20
488 104 (105 )| 18 ( 15 )| 158 (15 )| 39 (33 ) 24 ( 2)
89 mix 116 4 143 25 16 '
195 105 11 ) 8 C 6 ) 135 (139 )| 28 (27 ) 18 17 )
+) 127 I T 130 2% 19
78.1 120 (124 )| 6 ¢ 10 )| 147 (139 ) 28 (27 )| 27 ( 23 )
138 % 8 * 145 % 18 % 10*
313 121 % ( 130%) 10% ( 9%)| 133% ( 139%)| 19% ( 19%)] 19% ( 15%)
0* 0%* 98 * 0% 0%
1250 0* ( 0=*) 0% ( 0%*)] 104% ( 101%) 0= ( 0%)] 0% ( 0=*)
0% 0% 0% 0% 0%
5000 T 0* ( 0=*) 0= ( 0=%)] 0= ( 0=*) o0 C 0=%) 0* ( 0=)
BZ| S9 mix%E % R AF—2 NaNg AF—2 AF—2 9—AA
% E & |RAE(ue/ 70-h) 0.01 0.5 0.005 0.1 80
Ml L& W [ao=—%/ 568 345 1104 551 642
£ o FL—+| 543 ( 556 )| 400 ( 373 )| 871 (988 )| 465 ( 508 )| 494 ( 568 )
3| S9 mix#E ] 7 2—-AA 2—AA 2—AA 2—AA 2—AA
o E & |FAE(ue/ 701 1 2 2 0.5 2
Bl 4 3 |ao=—%/ [1076 278 1062 468 188
T o JL—+|1133 (1105 )| 297 (288 )| 921 (992 )| 479 ( 474 )| 193 (191 )
[&&]
1. HOEHEESBHONSHAE. RLUTSREOEIC*HEH LIz,
2. () RIZEREIL— OO —BOFHEETAL .
3. HRZENZ. ERMERAEOEVECEIERVTHEERALL,
4. FL— bLHISEBAHTH LI-BAE. ZOBSICTAERLE,
5. BURBHEOEHF AF-2:2-Q-TYL)-3-G-=rA-2-TYL)FIULZIFE NN : F YDA TR -AA:0-FE/TFHUD .,

2-M:2-7E/TFU 7k



RRFE S 6359

gil

B R x (XKHAR)

HEPBEOLM AV IZLBIIOYF

HER=Ean 20144 68 23EMD 20144 68 268 -
REEFHE BRDHE HRLEEK (an=—#H/TL—F)
2 0FE o B E B £ 3 B # B TL—LYT MR
(¢t g/7 V-0 TA100 TA1535 WP2uvrA/pKM101 TA98 TA1537
(=R Aol %5 9 79 120 112 20 16 19 2
(BIERER) 100 98 ( 9% ) 10 12 ( 10 )/ 100 129 ( 115 )| 21 18 ( 19 ) 19 18 ( 19 )
96 7 119 19 13
4.88 115 (106 )| 13 ( 10 )| 105 (12 )] 10 ( 15 ) 10 12 )
106 12 135 25 13
9.77 % (100 )| 1 ( 12 )| 118 (127 )| 16 (21 ) 18 ( 16 )
o mix | 107 1 % 12 16
19.5 110 (109 ) 1 C 1)) 12 (110 )| 20 16 ) 2 (19 )
(=) % 9 118 15 15 "
9.1 116 (108 ) 11 ( 10 )| 110 14 )] 9 ( 12 ) 19 ( 17 )
103 11 114 24 19
78.1 95 (9 ) 1 C 1) 134 (124 )| 17 21 )| 186 ¢ 18 )
82% 7% 129 % 13% 12%
156 72% ( 77%) 8% ( 8%)| 127% ( 128%)| 20% ( 17%) 13% ( 13%)
0% 0% 98 * 0* 0%
313 0* ( 0=x) 0 ( 0%)| 89% ( 9=x) 0% ( 0%) 0* ( 0%)
EHENE | % 105 13 15 169 146 29 19 17 17
(RIERTR) % 95 ( 98 ) 9 8 (11 ) 122 124 ( 140 )| 21 29 ( 25 ) 2 2 2 )
90 12 158 2 16
4.88 105 ( 9 ) 10 11 )| 159 (159 )| 26 (2% ) 2 ¢ 19 )
% 15 176 P ‘ 12
9.77 92 ( 9% )| 8 (12 )| 153 (165 )| 15 (19 ) 2 17 )
S9 mix 110 11 173 18 19
195 9% (102 )| 13 (12 )| 1582 (163 )| 27 (23 ) 2 ( 2)
(+) 100 10 186 27 17
391 98 ( 99 )| 16 ( 13 )| 165 (176 )| 21 ( 27 ) 18 ( 18 )
111 13 180 20 20
781 118 (115 )| 10 ( 12 )| 176 (178 )| 2 (21 ) 2 ( 23)
100 13 158 15 18
156 97 (99 )| 10 (12 )| 164 (161 )| 2 ( 20 ) 19 (19 )
95 % 12% 137 % 21 % 24 %
313 96 * ( 9%B=*)| 1% ( 12=%)| 138%* ( 138%)| 22% ( 2%) 2% ( 23%)
BB S9 mix%E £ # AF—2 NaNj AF—2 AF—2 9—AA
»E L BE(ue/ 70 0.01 0.5 0.005 0.1 80
# L& W |oo=—%/ 650 368 1223 556 855
£ (] TL— | 567 ( 609 )| 398 (383 )|1041 (1132 )| 550 ( 553 )| 676 (766 )
| S9 mixZE % # 2—-AA 2—AA 2—-AA 2—AA 2—AA
% E L BE(ueg/ 70-h) 1 2 2 0.5 2
B 7 3 |apn=—%/ 1039 240 1009 467 196
3 0] ZL— 11030 (1035 )| 258 (249 )| 927 (968 )| 473 ( 473 )| 202 (199 )
[w*E]
1. HOEBEEEARHOAIEAR. HNUTIREOAICMER Lz,
2. () REEETL—+OaAO=—BOFHEERALL.
3. GAZRRE. ERPEAROEVECEIERUVTEYEERALE,
4. BUSEBEREORT AF-2:2-2-7YN)-3-G-=bO0-22TYLTFTIUYILFIF NaNg : FRUDL TR, 9-M:9-FS/7HUT .

2-AMA:2-TE2/TFU SR



300
250
200
T
oA
~N
N
B 150 |
i1
b
2
nE O O
® 100 cf(f \O\
\ *
—~—0
50
0 ‘ . ‘
0 50 100 150
AE(pe/7Vv-H
X-1 TA100iZ 33V} % B — R iR
HERIL X 256 CRRAR)
(156 g/ 7 V-bETETr Y LK, )
50
10
+ 30|
QA
2
N
®
\ll
b
20 b
B
g
®
10 []fk[]\t]—""'—m\\ *
=]
o . . .
0 50 100 150

ME(pe/7v-H
X-3 TA1535IZ 831 5 i & — Rt dis
EEEIC L2556 RER)
(156 pg/ 7" v-}ETEFay b LT, )

HIREE Ran=—%/ 7V

RIS Ban=—45,/7°V—}

RREH 6359

300
250 |
200

150

100 ~p~/ \.._

*
——8
50 |
0 : . ‘
0 100 200 300
FE(peg/7v—1
X-2 TAI00IZ 1) % & — Rt sk
RETFEHALIEIC L 288 (KRR)
50
10 |
30 |
20 |
I\[ >k
r‘ s &
0T
0 . I .
0 100 200 300

F&(pe/7v-D
X4 TA1535I1Z 81 % A& — Kk
RETEHEAIEIC X HBE FRR)

EFERESBOONDIBAIE., BATIRA L FOELRICxEMLE,




EIRERan=—4% 71—}

=45,/ 7V}

HIREERan

60

50 |

10 |

30

20 )| \
i sk
10
0 " . .
0 50 100 150

AE(ng/7V-H

X-5 TA9SIZ I % A& — Ris i

60

EBEIC L 256 (RRR)
(156 g/ 7" Vv-bETE 7y F LT, )

50 |

10 |

30

20

10

< \c__._-—-@

~

0 50 100

AE(ueg/ 7Vv-h
®-7 TAIS3TIZR W % A& — FUt s
EEHEIC L 55E (AR
(156pg/ 7 V-bETHETR Y F LT, )

150

10

BEIRAE Ran=—4 7V}

=4/ 7"Vt

HIRAE R

HAEBRE S 6359

60
50 |
10
30

\ -—-l)k a
20 N————"—___
10 }
O L I .

0 100 200 300
AE(pe/7v—b
-6 TA9BIZ I3} % F & — Bijts Bl
KRB X B 5E (KRB)

60
50 |
10 }
30 |

*

N ~—""]

10 |

0 100 200 300

AE&(peg/7v—H
X-8 TAIS3TIZR T 5 A& — K
BB X 2856 (KR R)

AEFRESRBOLONOEGIL. RETOIRA  FOERITkEM LT,



IR Ran=—%/ 7V}

100

300 |

200 f

K
x
100 |
0\ L n "
0 50 100 150

RAE(peg/ 7V
®-9 WP2uvrd/pKMI0LIZ 334) 2 Fl B — KRG HI#G
EHEIC L D58 SRR
(156 g/ 7V-bETETB Y M LT, )

11

BIREE Ran=—%/ 7V}

400

300

100 |

AR 6359

0 100 200 300

AE(peg/ 7V
®-10 WP2uvrA/pKMIOLIZ ISV} 5 F & — S difit
REHEHELIEIC L 256 (RRR)

CAEEEESBOONLBAIR, RETIRA  MOE LRIk B LT,



