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AEiEEAMtNRhaRERBHNERARAGEESY

B GE
[0001] Ak WIS B HAU I PR IR B AT IR A R 5 ) S LA B, J& T 205 1
BRI

BEEAR

[0002]  20124F, A DAMALRH , EEC & AN EEF A, B i SEA
EERZFET002 T3 NI A A, Flvh A RO E S0 T AN B0 4842 T, 320304 AT §EA 8 1t
131075 o 3 4 [ g 30 rp 0 R AT (K9 € 201 270 [ Jiog B0 AR 3R S, 3 [ R4 3 R M2 97
WL 031275 %1, 1 14K 8550 N , 4 [ B 43 B 6 A S W A dmiE - L K it , 20204, BRI
T NHCKG 81400 77

[0003] REFEATHUBZMIC H AR (Bioalkylating Agengts)  RIRF=MZW) 4
JEFARL A A2 AL, L RICN1569862AH 2 HH 7 — Pl R A A B IRPL (T D IRFR A T
TR VR IT AR SRR PSS 2 RE 1 L 2 R I A BE 2 S )T SR e B PR L FE AR
N B MR O RIIPUE BT Z X OO A 2 A A d Rl Rk 2 R 2 v e i E K
PRI P R —

[0004]  EAf GRS VR [ W A At o v 1 — PP LA MR AR i MR AR B A R R,
HA WP 2 B RARTEE Al AKE M EM AU 5, 2 B e F R IR 2%
J .

LZAAE

[0005] A EHE B BI7E T 32— P B buse s M B A 28 A KIS LA MA SR &
FRTIE, IR AT 258 22 0 #r , LRAE AL S B ys PR A .

[0006] A 7SI IR B/, AR EATT ZUF .

[0007]  HELJrife il ME i B AT R A Rl b 2 M &0 A 7325, HARAL RS -

[0008] (1) AT &L 46 TR B Ay I A5 1«

[0009]  #40mmol(2.88g) A% I 10mLIC 7K £ B M B , 2% 1% 155 i B4 it A 40mmo 1 (7. 56g ) B2
A1 2 R 1) 40mL L B VAT o N 58 B e iR FE 2R 18 7+ 2 70°C , 4k 82 i B4/ 28 KIS R
TZ15mL, IAVK . BE20mL , K EVIE A o AL IE , 39 UK G B LRI 5 21k,
TR, BAEENTY . ZE T EART IR T A T I & A SR, s T
B LB AEK VB I R 1T

[0010]  (2) AUEATEPRYA £ WAy T A -

[0011]  KF40mmol(2.32g) 2, % H 10mLIG 7K 20 BE A B , G212 1 i 21 ¥4 if 43 8 Ommo 1
(15.12g) BATZARR K 40mL L BEE W o 58 Be eI R 22 12 1+ 2 70°C , 4k 42 e N4 /N o 2%
RIBTREAR T 2100, JIANTK L BE20mL , A R EUTIE A K AG BRI, 7 VK B 2 Tk
Ve 2R, B2 AR 6 B AR =4 . =i N B A=W IRARE , VS T DY &AL S0 A
ORI T B G AE 7K R B AR R 4T
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[0012]  (3) RATEERAES , 5~ KM A5 T Ak -

[0013] 4% (1) FronJiiEA 1 K7 B I I FH 3, 5- —IRK A , SRAF HUH ™ W o
[0014] =R T B b= RAa e , MEE T DU SRR &0 AR, oA T R OB , 75K 7
i R

[0015]  (4) RATEERYG 25— | - ZEWE A RARI £k -

[0016] (1) Fron 5126 il o 7 VAP TR IS FH 2P -1 -5 AR, SRS T
[0017] =R T EHArr=WRFa e , VA TV &b &AL FOR , BE T HEE OB, 5 T
Ko

[0018]  (5) R ATEMRAE 2L e B I A5 F Bl Ak -

[0019] (1) Br/n 5 V26 Bl T 7 v R I TR I FH 2-TEe e AR A5, SRAS U= )

[0020] =R N EH AR MR AR , MV TV &b & RO BE T HEE OB, 5 T
Ko

[0021]  &tx) IR A PAT 258 22 A i 5T, BARELEE -

[0022]  (1)ILAWSDNARHELA/E FIEIIFE -

[0023] AR B4k &) S5DNAKH B.AE FHRE A7 55, B FH fife £ £ RS DNA (HS—DNA) A Ay B 70 4
% . fife £ 1 K5 DNA (HS-DNA) FINaCl/Tri s—HC1 (pH=7 . 16 ) £ h ¥ e 1 i L O~ MK ¥4, T =2
260nmAI280nmAL IR ' E (A) , A260/A2807E 1. 8~ 1. 9 Ju [ A , Ui BHHS-DNAVE VR AT & SE 56
BR o P EHS-DNATE 26 0nmAb WK Y FE , R 48 B A -6 2R 58 1 v SR DNA R R 52 ( LADNABCES A 1)
BEJRUR ST, €260=6600L * mol ' » cm ™).

[0024]  ERAMROERER 2 AL AP HINaCL/ Tri s—HCTZE M TR B 10 MIKT VAL, SR I i B
B0 MR s BANACL/Tri s—HC1 & A A 2= 19 06 BETRL, W 5 200 ~800nm st 1 115 Fl P [
BN AFUINEE , 43 5 B A5 R AR A e NS5 T A T A HS-DNAVA TR (107°M) , 7843
TRA SR IG L 10min 5 BT IR B A% Bk DL R A S E -

[0025] [DNA]/(ea—es)=[DNA]/(ea—er)+1/Kn(ea—es)

[0026] A [DNAJARRDNARIIR JE 5 €a, e e Fllen 73 HAR R AL 2 DNAMR T 19 L 317 25 19 A1 -5 DNA
S AT AR 1 JBE ZR W ' 220 LALDNA T/ (ea—ee) XF[DNA TAE &, B A HKo y ELZR TR R R
FEFEZ L,

[0027] B s K it i 52 : EB-DNAK A& R #1550l EB(1X107°mol « L) AWM
AE|ImL HS-DNA(L10 M) & B T 10omLEL 5 oy, 3 8 R BG4 A7 2h o SR J5 I ANaCl/
Tris—HC1 2% phya VR B 2 5mL , R A4 51 5 o LAS22nmF) 9 KUK, iE SEEB-DNAK A1k R AE
H8AnmAL K15 e e B I K K B o AR URIARE 5 1) A5 o 0 N, 25 T PR TR A R 9 (107
M), E SN [ R S AR ST EB-DNAR A1k R 10 58 YR K6 35 K R Stern—Volmer 24 X
T -

[0028]  To/T=1+Ksv[Q]

[0029]  H:ef TofNT 43 HIAREAS IIAL & MR INAL & PR EB-DNAKE A4 R0 Y 5 3 i 5 [Q]
FoRPERFNAEDD) IR UL To/ THHLQIVE R, R R B A K i K sv o

[0030]  (2)1LAWSBSARHEAE FIHIHFE -

[0031]  ARKHEY S EAMEAE S IR, NS A & 1 (BSA) /E NI R AT
S8 AR R GRS S < I L (R BSAig 44 Wk (LOOM ) #7 B3 LOuM, PANaCl/Tris—HC1 ZZ Py vk
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YEs A RE I 5 200~ 350nmife + 0 [l P 1) 58 A6 , BROINAE 43 3l 1) 25 13 FHBSARE i
TNNZE ST B A AR (107°W) , FE IR A 4R 5 1 10m i n 5 B AT F138

[0032] €8 SR JE IR R GG 52 « F T 1) 4 ) BSA i £ ¥ (10OWM) A7 B¢ 21 101M , LA 295nm
BRBOR 5 10 BSAVA TR AES84nmAb [ 7% ' R S 8 K S i g o RRIOINAE , A A R N S = T
HILT RIS PRE ST LOTW) 5 0 S A [ A A X BSAVE VRIK 5 Y1 KOG o JE K B
FHStern—Volmer A U E -

[0033]  Io/1=1+Kse[Q]=1+KqT0[Q]

[0034]  JHrp To T 2 BIARRA I A4 (FLA4) UL &9 (BL&9) B B9 2 6t JE 5 [Q)
RAWAEY(TCEWD) BV s Ko ABNAS IR B KB A HE IR 25 B s o A o R KR
W FII T3 754 (107°s7) o BATo/TXFLQIVE R, R 3R BN MKy o 55 25 6 R KT HE M) K
O F IR B TR IE T FLIN2.0X 10", e mol ' » 57! Il Ksw=KqT0, 5R1FKq
[0035]  FEFFAR KL FEH B AEEW R 7+ B W2 =S A AR A ST () 256 Ar
s U5 iR P SR K A2 [ 9% R R R AT

[0036] nQ+B—Qn...B

[0037] M BRIR KR ICIIED R 5T QB KA F 5 Qn. . BRIRAE I TC R E
(K A=W 53F » Ho A B BT Rk N -

[0038] K=[Qun...B]/[Q]n[B]

[0039] G SR AWK 4 F B SR NBo, W[Bo]=[Qn. . .BJ+[B], [BIFRIR KL A M A K
o> TR E , W15 58 B AR &5 & I ARV R 7 F K BERI 28 229 [B1/[Bo]l =F/Fo, FolIF 73
TR TN AR KRR I KGRI AR5 IR ETR A o A 58 Rl HEH A K
[0040]  log[(Fo-F)/F]=1ogK+nlog[Q]

[0041] AR KIS R FNFEY) K 51 4565 B n RS PR KA R 4 I 456 Ar
s B Logl (Fo-F) /F 1 1og[QIVEIE, RE 2 BT A, B #HE R 15 45 & H 4K .

[0042]  (3) AR FHALA VI A4 4 20 g B3 3006 8 A SRBAG I, 2 7 N Bk & g4k &
M), 55 32 HAE5 1 5nmAb I ODEL , B MAE A ODAE , W 21 R A =0T 2 4 JURE o0k A FF 9 4
Ak (SMMC=7721) - i B8 20 i ik (AS49) 41 i« A 2 M - 400 1 1975 (HL—60) 1 IE ] /)N, A
JF 40 B (Pam212) (1) 4T il 2

[0043]  FDHIZE(%) = (l

_ m#A4loDME - Z!SIEENWEOD{E) 100
EWHODE - FEX A ODE

(00441 DLAR WUASE it A ST ST Bl A e P I U, SR e FL 48K P (4 2 3 34 2 (T Cs0) o A
FAFE R PEXT B

[0045] %KM EIA st RORAE T ARRAL T — B EL UG PER) RAT R A R S L 2
WL GG BT, 3T 1B 2 M AR A S R SU s YR AL & S DU
SRR, BB T — M A RO B RS OEL N TURE 2R T
RS IR T — K

B 1352 BA
[0046] [ 12 A A St ] 1 mh BT 5 1S FRD AT 2 R A TR e A R B ) 3
(00471 [ 22 A B St 2 70 BT 5 1S FR) O AT 8 IR 4 £ TR A KA # 3K
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[0048] & 3 & A HH S it 151 3 B & ) B AT R R 4A 3, 5 IR 7K AH I Ay F Tl 1 =0
[0049] P42 A B SE it 451 4 BT & ) B8 AT U IR 4 28 Jk -1 — 288 A5 s i =X
[0050] &5 & A HH S it 451 5 0 BT & ) 2 A1 2 e 4 2-TEL e FP I A SR Bl #4) =Ko

BAREEAR
[0051] "I &5 A Bt Bl A B ) B AR s it 75 AT R A, DAEESE 4 ) B AR AR A

[0052]  siZjifafsill -

[0053] ARG BRAE PAIE A R A A

[0054]  #%40mmol(2.88g) A I 10mLIE 7K £ BE M B , 2% 1% 155 i B34 it A 40mmo 1 (7. 56g ) B2
A0 2 R (1) 40mL B VAT R o N 58 B Je iR FE 2R 18 T+ R 70°C , 4k 8 e B4/ 2 K ISR R
TZ15mL, IAVK Z.BE20mL , 5 K EY0E A B AL I8, 39 UK B LRI 5 2R,
RSO BB AR B AR B S L BT A R R AT R BR A TR A S
[0055] =3 T EAR M IRFE , MEVA T DU Stk S0 AR, A T R B B FE7K i
B TR R 4 o IRWEAT KT KT E A I R LR LRI R 2,

[0056] &1 :SLjfsl1 E brdy IRVE A7

IR | 3334 cm™ v(O-H)
I | 2901-2842 cm™' | v(C-H)
fir | 1669 cm™ v(C=0)
L1625- 1612cm™ | v(C=N)

[0057]

[0058] &2 SLiE K1 Hbs¥Ioc R s i

[0059]

TR MR C% H% N%
THEAE 64.16 11.18 11.51
SEE 64.71 11.25 11.26

[0060]  SEjifh2

[0061] XU E AR G BRAH £, — & Ay R A Bl

[0062]  #40mmol(2.32g) 2 & FH10mLIC /K 2, BE 7% B , 92 1% ¥ N 294 fif 4 8 Ommo 1
(15.12g) BATARRKI40mL L B o N 5e Be e i R 22 12 - 2 70°C , 4k 4 g R4 /N o 2%
RIEREAR T 210m0, JAINTK L EE20mL , A R EVTIE A K AL I8, 7 MK O B 2 Tk
Wik 2 U0, B2 T8 A8 (6 B AR o B 208 A 2 BH S 49102 T 45 B U AT R BR 46
A R R

[0063] iR T B AR WIRAEE , MEvE T DY At s ST AR UE T R OB, fEK
it Tt R U o TRUSE AT ST RIS 3 1 45 R MR 3RS 4.

[0064] K3 .sLjafh|2 B AR IRIE AL
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IR| 3327cm” v(O-H)
i {2900-2872 cm™ | w(C-H)
1006 g1 | 1702-1672 cm™ | v(C=0)
1614- 1597cm’™ | v(C=N)
[0066] 4. SLjafs]2 H Ar¥)oC R &5 b
[0067]
TCRIME DT % H% N%
THEAE 59.97 10.07 13.99
SEZIME 60.07 10.14 13.58

[0068] S fil3:

(00691 EAAWGERAAS, 5— K Ml A KI5 ok
(00701 2 St ) 1 Fir 7 5 ¥ 5 ke R T VPP I R BE I3, 5 UK A AR L 3RS U™
W o Vel 3 4 A Y SR 5103 0 ol B ) R AR IR A3 , 5 IR KA R AR R A4 #3

(00711 =8N HbsMRASE , MEVE T DU S ALt - & A AR, A T H B LB, K P i
RTER 4 R ME A A R KRS,

[0072] 5. sLjE 3 B Ax¥oc 2= 2 i

[0073]
TCR I E DT €% H% N%
THEAE 42.59 5.14 6.21
SEINE 42.44 5.33 6.39
[0074]  SKJitf54 :
[0075] B ATRIRYE 2% -1 —25WE A5 RBIK) 5k -
[0076] &S o1 Bl 7 J7 1A i W8 5 ik K TR P 292 - 1 - 28R, SR1G FUH =

B 4 A S B St 4 b T 5 PP B AT R R A 2Pk — | 25 T A R B4 A 5
=R N B RFEE M T DU SRR AR, ROE T R OB, S T
Ko TRRME D a6,

[0077]

[0078]  %6.5Ljfl4 B A 2 ME DT

[0079]
TCE T E T : C% H% N%
TR 69.96 7.92 8.16
SEINE 69.74 7.68 7.97

[0080]  =ZjiE {15

[0081] AR ERYA 21k e P Ay TS A A -

[0082] &St 1 Bl 7~ 7 15 il A5 T i B TR A 2 -k e FR AR, SRS T =9 - IS
T AR B STt 95 HH BTG ) B AT S B A 2 W R R A SR A =X

[0083] = iE N H AR MRS E , MEVE T WY S il ST AR, s T I OB, BT
K TCRMES TR INRKT

[0084] 7.5 f5 B ARIc R ME S HT
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[0085]
TCE BT : €% H% N%
THEAH 64.72 8.69 15.10
SEIAE 64.55 8.82 15.27

[0086]  SKJifif56 -

[0087]  {k &%) SDNAKE TLAE FIRO AT -

[0088] A% BHAL A ¥ 5 DNAKH B.AE FRE A3t 9% , B F fifk £ £ RS DNA (HS—DNA) /E A Al 52 %
% fill £ £2 FEDNA (HS-DNA) FINaCl/Tris-HC1(pH=7.16 ) %% AR e Hi 510~ M) 1& 98, &
260nmA1280nmAb KWK 't 2 (A) ,A260/A2807E 1. 8~ 1. 9FIJE[H A , 1 BHHS-DNAJE MR AF & SE 56
LR o W EHS-DNALE 26 0nmAh [ WK ' B2, WA B AR —EL 7R 52 f8 U SR DNARR 94 B2 ( LADNATR S of 1)
JBE IR it , €260 =6600L * mol ' » cm '),

[00891  LEAMIL I HEE 5 Ak &) FINaCL/ Tris—HC1 22 VAR I R 10 MIK) 15 W SR 5 # B%
B 10MIE R BE s LANACL/Tri s—HC1 e 3h A A R 23 1 0] RETRL, 1 52 200 ~800nm s 1 115 Fl A f1
AN ARINEE S 43 10 25 A RIS AR R I NS5 ST A A (R HS-DNAYA TR (L0 M) , 7843
TRAE G B 10min 5 H AT HR# S G HH LT AU E -

[0090] [DNA]/(ea—es)=[DNA]/(ea—es)+1/Kn(eats)

[0091]  H:rf [DNAACRDNARI K FE , €a, e llen 7 HIAC T AE S DNAWK B N [ L 3% 5 4 AT 55 DNA
A5 VRLURT () TBCAZR 1) BB JR W 0 R % LALDNAT/ (ea—e s ) X [DNA 1R P , 5 250 Ko oy B 2R 1) AR 26
AR L o

[0092] A% B FSRAF HIARRA A WIRI 1 FHIES SR 7 T8 .

[0093] 8. Ak B FrSRAFHIARRA AW 28 SRRSO 18 9 2 /E &S

[0094]

WE) KX 1072 (M™)
S it 4] 1 1.22
S it 1512 1.31
S 53 2.45
S 54 6.65
S5 2.38

[0095] R YeHF KOG 52 : EB-DNAR A4k R H - FF5uLEB(1 X 10 mol « L) WU
F1mL HS-DNA(TO™°M) ¥+ B T 1omLEL (85 op , 7 i R AR A7 2h SR 5 IIANaCl/Tris-
HC1 M A R R 22 5mL, TR & 3 51 )5 o LA 22nm Y K UK , IR FKEB-DNASE &4 R 7E584nm4k
(R R B I B B o AR IR , T B o I N 258 T 1 P TR A R A VA (107°W) , 1 53
SRR B LA XTEB-DNAKE A4 R SE IR IETE  HF K BB Stern—Vo lmer 24 U E «
[0096]  To/T=1+Ks[Q]

[0097] oot To T 43 AARRA Ik & PRIk & IRt EB-DNAK A1 R I 2638 % 5 [Q]
FRPERFNAAYD) IR VA Lo/ TRFLQIVERE] , S22 B0 A 256 K8 BK v o

[0098] A PRI IIARR A S AE IS 3 T3k 9 .

[0099] 9. AR BT IRIFHIARRAL B W DI R 1S A 4 3

[0100]
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&Y Kew X 107°
S it 1 5.02

S it 4512 3.78
St 63 3.12

S it 4514 10.12
St 1515 4.61

[0101]  SEjfs7

[0102]  {k&¥)5BSAMHEAE AL «

[0103]  AKEANAY 5 EAMEAEREE R, NS A & A (BSA/E AT RAZ .
S8 AN U YT 5 I TC I AT I BSAGE £ (LOOM) T B2 10uM, ANaCl /Tris—HC1 22 M i
YEs % RE I 52 200~ 350nmie 1 [l P (1) 58 A6 0% , BRIAE 43 3l 1) 25 1 FIBSARE
TMNZE ST HUTF AL AR (107°W) , FE IR AR G i 1L 10mi n 5 B EAT F198

[0104]  EA SR IE IR KGR 2 I L 1l 47 O BSAfiE £ (1001M) % B 21 101M, LA 295nmit
W KB 5 10 BSAVA TR ATS84nmAb 176 6 A i 1 S i B o B A , Al B R N S5 T
HUF I A DR ST (L07M) 5 10 AN TR BE AL B WK BSAVA VI 5 ek KOG K RN
HStern-VolmerA T

[0105]  To/I1=1+Ksv[Q]=1+KqT0[Q]

[0106] AR To AT 4 HIARERA I A4 (FLA40) AL &4 (L &9 B B 6 5 [Q)
TG (BB KK s Ko NBNATE K & B KA BN A TR IGRZH H s o NP R A2
WO FH T3 754 (107°s™) o LA To/ TXF LQIVE R, R 3R BN WKy o 55 25 R K TN A K
DT B KBTI R B LI N2.0X 10", e mol ™" » 57! iliTKsw =KqT0, 3R 1FKq 0
[0107]  FEFFAFKIERE P, B AL K4+ BT B = AN AR AR Ik 7 (1) 25 5 Ar
s WU)5E SG8 FE S KGR TR () 9% RPTR R A 3

[0108] nQ+B—Qn...B

[0109] AP BRIR KR KIEHI AR F , Qe K 3F Q. . BRIRA B TE %60 &
I o FAE R BT RN N

[0110]  K=[Qn...B]/[Q]In[B]

[0111] s SR A M) K4 F I MR B 9 Bo, T [Bo] =[Qn. . .BI+[B], [BIZF R AL S A K
Ay TR E, W5 608 AR &5 & AR 43 F K BRI 28 22N [B/[Bo] =F/Fo, FoflIF 43
TR A IR AN KGRI A K I 2 G e s ML ESC R AT HEH A 5K
[0112]  log[ (Fo—F)/F]=1ogK+nlog[Q]

[0113]  HLHPKFR IR KFNFIE W) K 411 45 6 5 B0 n RN IR R RN K I 4640
s A logl (Fo-F) /F 1% 1og[QI/EE , R HI A, B P SR 15 45 & 2K

[0114] A TR AR AMIME L P TR109

[0115]  R10: A% B AT 3R A3 AR AL S W R BRI R 61 e A/ 45 1

[0116]

(AAERY Ksv X107 (M) KX 10 (L e mol ™" ¢ s7h) n KX107° (™)
SE 1 2.47 2.47 0.95 1.02
SE i )2 4.61 4.61 1.10 15.4

10
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SEE 53 4.93 4.23 1.07 11.0
SE i 514 16.8 16.8 1.36 786
SEJiE 15 6.39 6.39 1.16 34.2

[0117]  SZjEf8:

[0118] A AL & PR A4 S b A W B il 36 A58 FH SRBAS JNVZ: , I L3k S 491 vh 453 21 (0 4K
IR HEFEIEAES | 5amA 10D, B IUABAIOD AL S 20 24 3K 50 5 DU B A A A
ZH PR (SMMC—7721)  fi e 40 B bk (AB49 ) 4 M . N S itk - 4ksr 1 1L 95 (HL-60 ) AT TE 5 /)N B
1 T L (Pam21 2) [ 311 2 «

[0119] Tmﬁ%ﬂ%(%){l_ﬂ“%ZEOD{E—ZIKEXﬂ‘HﬁéEOD{E)XIOO

IEE4HODIE - KRN AODE
(01201 DA Ag A 5t R FS ot 400 v B A 8 P [ U, o R L A8 pAy g 1 B3 1)< & (1 Cs0) o LA IS
HE A PR RE A B PR AR AR RAL AR TCoo 5 T TR L1 o
[0121]  SR11 AR ARSI ARR AL A I oo
WEY ICso (uM)
SMMC-7721 | A549 | HL-60 | Pam 212
SEHE 1 892 99+2 83 +2 >300
LR 2 94+2 88+2 91+2 >300
L1221 s gl 3 982 8512 | 02%2 =300
SEiAE) 4 812 7242 77+1 >300
SEHEBI 5 631 74+2 87+2 >300
% 4+0.5 7£0.5 3+0.5 114+3
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