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L — B AP SCBLC - CBE U RN 5 75 FURFEAE T, SR/ NIRAE Dy AR i Ae 741
YR NN $

AL K% B BN AN SN B SOV 2 s, TF I/ INERFEE AR 7],

PR S WU U 2R R sl AT A2, Fin iR AN BN S 90 Ja, B - AN TANEAR , ik /MK
16 H :His-Pro.Pro-Lys.Pro-Lys-Arg.Pro-His-Arg.Pro-Lys-Pro,

PN DA F

ARR2, ATV 5

B3, N AR, AT A TR Ry B R B N R R S

2 ARPERN EOR AR (1 )5 i, FURF AT, Birad /NI B — (i P sl &

3 MRACR ZOR IR IR 5 7k VR IEAE T, B/ NI ER— G ]

4 ARIEACRIEDR TR 1 7 1 R T, BTk C- CEETE 1 SN JMBHI R

AR, Firad Sk HL P ot g 2 R A AH R R < TR H R P 4 - AR OR TR L2, 4-
AR PR T sl o PR R e R O PR AR FH R S FH SO PR O FREE R R, ik
AR SV IR, PR /NI - Pro-His-Arg, JL 1 J90.5-10. Omg/mL;

AR, ik SOV AR T34 T , ki #UE g 150rpm-350rpm, Vil B 15°C-60°C, SN
[f]°50.5h-20h,

5 AR ER LR 17 i, BAFIEAE T, BRI, IINZE i T O I TR M 2% P s
W, HO /80~ 150mM, pH>A6.0-10. 0,
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— B B RIR SCENC - CER L BRI L B3 77 5%

B Gl
[0001]  ACAHAIL e — iR F A=W AL SIS 7 DRt SEELC - CRETE BUSON. BT 5 75, IR T
L A S T 7 R U

BEEEA

[0002]  C-CHHE M N @ AN At 2 Hh i B S 2 SN 2 — , H ] 30 5k
2ot RS2 DA S ORSR T )5 5 C- CHEE U N IR 2, 1 Aldo L [ W \Michael M
MannichZ W \Henry s b JMBHJX [ 25,

[0003]  B- AL S IREE o A 22 P A=W I ) 25 TRIAC, 4 s 5% B R BRI A
M 25 o B- AR — M il Henry SN R il 28, HA s BEbT 18 S & & AR (I
[ R7, JE R C-C  Henry SN A i DL TR AT B LA I A A0 71, Qs 6 i< J Se A
B SR AL E R o W AN, 46 1 B AEeh S - F S B 2 A% s H Tt Henry
ST ARLE i AT B A0 7 e R Pt st A2 B W T B LA KON PRI R 15 3 o A= b
1) ikt AT DL T Henry 52 R, 401 s AR SRR DL N Pl e RIS 25 Al K fe il apt P it
AL Henry S 7, SRR T KA AT B H R D - Sl el 1 e (s8R e £, Henry OB
7290 % 5 TR I BEHPLAIMI LAEDMSOZA V5 F , BB e A4 - i 2R AN 2 LT SR, R
765 % MIT5 % 5 FEl 24 (HNLs) g Aiaid vl e A MrHenry KOS HE, I RTDAZR
PIASFIAD TR - A5 RS o H AT 10 22 U o (6 S ( Henr y [SN&FE A HLIA I PR kAT
(43, T LSO e e v PO P AR K PRI TR

[0004]  B-fdE b At —Fh A A LS B TRA, & ] DL Ne £ 52 W7 A1 AS 3
HOIR S — 2D Al o - S TR NS 1% o B~ i S i — R Pl i Aza -Henry SOV R il 8%, Hor
MR 9 e 2 1AL A A Sz I SR, TE ik C - CBE o i Az a - Henry SN RAHEAL 7 DR 42
JB 2 E P ILA S NUE A, BBk, iR % AP I7EAza -Henry [N HN FHY
AHSARGE -

[0005] Iy PN AL RS R S BRI s R A, A DAE— 30 5 il — 261 25 S DA
KRBT T AR o M5 PR R B T 1 MBH S N R T 8%, Hoda, B- AR L &
W ST T 5 B BT A SO, T RR.C - C o MBS R I it AR 750 A A A 351, o DL
ATDABCO . DMAP Bk ST AT LRSS A AL 751 o SR T, A AR — M A DA N it (1) RO &%
PEHRTZ; () SRR 515 (3) V5L EREE s (4) WML pR e B 22 5 5B) By Al 9. 5 T4
P EAEMBH S [ AR PR D, A I 88 A2 S — R ) R A MBH SR [ 1 J5T , %
% 135 % , WA AR A 19 % o PR B CAZL 45 11t T F - FMBHS N Hh S5 N AL R4
B2 % 165 % , AR AR K BN Rse BEPE 5 M4 2F AT TR 25 1 BN MBH S Nt A G
AV ZR2T % o KU T KT RIB1 o MR F T AU MBHEC R, FEE 3721 % - 46 % 2 [R] 720
1 L BT IR AR O MBH SN, MBHEL AL R R 16 % |, IR 2R 36 % o

[0006]  JREERAEC-CHIE AR N SR T T IZ N H , (H.C- CEETEZ Al SN H A e B L
RIRSCR I, By DA AEAEANBE 2RI A N\l B A B8 o SR Henry )R S MBHSCRY.
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IIEVAKRE LA TARKIBERE  (HSR RIRATAEVE 25 (IR, 40 ORI TRV, IOBLVATH A
LR, B 3R RO Rk B RIS , AR 210 F HL s g Henry SN MMBHSE R AR S
PR 258 S TR S B [P

LZRARE

[0007] Oy T AR A EORFEAEN) Pk AL, AL BT T 80R T, de AN R 2R R
FERR e/ INIRAE A7), il it Henry W Aza -Henry [N MMBHJS R 53 71l il 25 B - A 2L B -
B AN N ISR S, SN AR SO SO S5 AR T AL

[0008] A& H10h C- CHETE B SR B 17— Ty BpL DRk 1) 2B A A SR, FA R 25 At
A, A A B0, SN sy, ar AR B VR4, IONINF TR) R, SO 1ok 7 R S bR R B
SR G5 3 TS BRARSEBORAE S, I e pk T AL I .

[00091 AL H i 2 — 18 THth— P AWt SKIHC - CBETE BSOS 1R 5 1, FURFIEAE
T, RN AR/ NIKTE A7

[0010]  ARIEAL I, Ak S W AR S R sl AZ DBk SR, DR A OB 2R sl e 2R 51
Dttt , 22 B R 2R AL S I OB A FBHenry S S AIMBH N, A il R b & S B A (T
EFE ) ARIDE A B - AR, sl o, B- AN RTIAER 55 sl ST A 1 I PR 35 5 A i e 26
AP SN Ut Aza-Henry RN, PLe i BE bt 550 % A A= SR AZ DN SR, A= BB - i 25
Jtz.

(00111 AL B, AT iR S8R 1k F AR ERIL SRR , WL -Pro.L-Phe L-Ala.L-Trp, A7
HLAT R PERIE 2R , 41L-Gly \L-Thr.L-Asn.L-GIn.L-Ser, 7 1E L IR ELZASLIR , 4L-
His.L-Lys.L-Arg, LARs 00 FUARREE 2 LR , UL -AspL-Glu; Firak/ NI B T o b S AR
HAERmE &%, th:Ala-Lys Ala-Arg His-Lys.His-Pro.His-Cys.Pro-Lys.Cys-
Lys-His.Cys-Lys-Tyr.His-Lys-Arg.His-Ser-Lys.Pro-Lys-Arg.Pro-His-Arg.Pro-Lys-
Pro.Cys-His-Arg-Pro.Ala-His-Pro-His% . firiR 2 ZLie sk /NI R —sh ek iR S8, gk
B

[0012]  ARFEA LN, 24C-CHEE BN Henry NI, Diadt R AN S BEIR R Ak b i i
B ) STk A A B A BB - BRI SN, BTk Ty P B Al an PR

[0013]  2PUE1 KA SPGB SO a1 57, Pk,
PR BRI S 2K FE R sl EC AT AR , e 11 2 R L S B oA FHERE | TR A B R L 4 -
AHFER R L2, 4- AR PR W SRR FHRE O R R TR FHRE o FR S B R
X FHEL IR FHE , P AT i BEC - C b, A B R B sl il RE It , e A FHGE
IR S B IRE F - AR M RIE ZIERR , WIL-Pro.L-Phe , ANHT FLA AR MERIL 2 ERR , WIL-Gly .
L-Thr.L-Asn.L-Gln, 7 1F A ORIEZIERL , WIL-His L-Lys.L-Arg,{LiEL-Arg, FHE A
1.0-16.0mg/mL;

[0014]  SPYR2 AT s ot , Firid N AR EA T , k7% % 9 150rpm-350rpm, [ Wi
JEH20°C-50°C , NI [A] 40 5h-5h;

[0015]  2PEE3, SO 45 R, dEAT IR AL, (b G Am A T 20BN/ k0 29, 15 2B - 4
ERER 5.

[0016]  FriR BRI, MIADESTA I, HAu & S IR S Sl Bk, gtk 5 Hl. &

5
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TR ER  FrARDESIE A T DATRAT K, K AR I L-50%

[0017]  HUHEA KR W], 24 C- CHEE B R MBH RN, (15226 5% FH/INUCOR A A o, B - ANTHLARTER
WA S ST T 5 PSS, A i PR, R g i e an AP B

[0018]  ZDERL, K UM AR S I I SRS 25 rh, RN/ IR R A 771, E 834,
FIT iR S W S 28 FR i AT AR , 1102k ade AR R L S LR PR | [ A B8 PR 4 - i
FLOR T 2, 4- A B0 PR N UK FHE O SR FHRE R YRR FHE O FH A B RS %
HHEEZR R , iR AN S 1%k Dy, B- AN TRFNERER , SR IR U , Fr ik /NI %6
H:Ala-Lys.Ala-Arg.His-Lys.His-Pro.His-Cys.Pro-Lys.Cys-Lys-His.Cys-Lys-Tyr.

His-Lys-Arg.His-Ser-Lys.Pro-Lys-Arg.Pro-His-Arg.Pro-Lys-Pro.Cys-His-Arg-Pro.
Ala-His-Pro-His%, {tk Pro-His-Arg, H HH 40.5-10.0mg/mL;

[00191  PER2, 4TSN ; et , Firik SN IR % 1E1 T, k1% 34U 28 1501 pm- 3501 pm, )Vt
JEM15°C-60°C, NI [1] 240 5h-20h;

[0020] PR3, W G5 N , dEAT AR TR =i 2 AR RGN R G

[0021] PR P BRI IINER MR, P e RN EE MR, Lk 280 - 150mM, pHoA 6. 0-
10.0,

[0022]  ARYEAAHH , MERFTIAC-CRIE S N S Aza-Henry SN, LK T FRAS S LI Sk
TR ARG S e A BB - AR P SO, ik 7 T B s P8R

[0023]  PER1 K0 AR IR LTI N SN 2525 vh , I DI S B A A 571, DIcadetts, ikl
N EAT A A I S T B 2R AL S W 4 & A5 DUUEN - 2R3 FH 3 - 4 - PR R BE %, vk
HEESTIE BRI IR A2, A3 e sl 3 e, FLBEZREE M 1:6-1: 20, BTk 2 A
FRt H : AR PEREE SR , QL -Pro , AT LA AR HERIL S EIG , 40L-GLly \L-Thr , 5 1E FEL A
IRELZAILIR , WIL-His L-Lys.L-Arg, 77 1 HLATRIL SRR , L -Asp.L-Glu, JLiEL - ArgHIL-
Lys, H & /5.0-16.0mg/mL;

[0024]  SPER2, AT, N 15°C-60°C , SN IR A A 15min- 10h; 22 BE3 , [ i 45
Jo, AT IR AR ER, 1A S SR A Y BN 5251/ K MR ISR, e R R, 22 B3 -4
R AR - AR RSP

[0025] A ) — HIAE TR A EU IRl MK E b A= Wi e A i , T A=tk -
CHIEBU N, ATk N fu 4% Henry [V Aza-Henry W AIMBH VY o

35558
[00261 &1y S e A1 P R
(00271 &2y S e AU P L
[0028] =13 hy SISt B

BRsit s
[0029] "M ifE N AK BHZE TR I, AR B HRs ) ANE R B 1X BB B 1 A 3
T AE W .
[0030]  ARFRAA I, St — Rl B bR s SINC - CRTE MU R IR 5 12 , R AR e e 5
BRIk SR o
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[0031] & WIrp, ik C-CEIE BUR N & H8 RN it A b 22 /D A TE ORI C - CE , Pk i
R AT DRI, 0 T DU SEAZ NSO, Bl HC 220 S R, M T A= B 28 Bk 2 1) «
[0032]  HUHEA R W, A= sl R4 S P SO B i Henry S AIMBHSC R , BIARTE S A2
AR LTI 57 3 PRI e S A S ¥ (D el <5) AEIDE A plep - A AR, 5k, B-
AN AT G S S T TR 55 55 LA o SOy A B ds P R 5 A e A S W) s B4
Aza-Henry [N, BIANBH IS IG 553 e 2 TA] & AR SEAZ MBS, A2 1B - AR -

[0033]  ARFEALI , KAV SR SN, A=Wt A A A AL S b =i 2x e
(VA=A T2, B SRS 5 AR S 4 B 1T B R B G O3 v S A o S A C -
CRTE R R AFE] 1 T2 IR BT A A I C - CRTE MU B 1T 5, A B (L 1
RIRFNE A, VAR AT ASRERILH A AT It PR

[0034]  ZR &I A At & B0, R P 2 SRR sl NI AR i A1, T A S8u A C - CEIE
JSSON R st Henry S MBHJS B LA S Aza-Henry R o

[0035]  ARFEA AT, ATk 2 BEIG T D@ FEMR R EL 258 , 4L -ProL-Phe L-Ala.L-Trp
A, AT AT IR PERIE SR , 4L -Gly \L-ThrL-Asn.L-GIn.L-Ser®s , AT DU AT IE LA
(PRILSAEIR , WIL-His L-Lys.L-Arg® , DU 61 FUATREESUELR , AIL-Asp.L-Glu,

[0036] M F , I LA SR 2 [ LUK BHEAEIZE , T Bk ) el S PR e ke el 192 S g M £t
IR, R AH R S B 1 280 2 /D T DURE ECRR g 2R SR sl Ny, Rl /IR
(00371 ARG WIHR, BT /NERAIG 16 D FR AN B 224, 01 = A sl PUAS SR BRI 1, 2 -
Ala-Lys.Ala-Arg.His-Lys.His-Pro.His-Cys.Pro-Lys.Cys-Lys-His.Cys-Lys-Tyr.His-
Lys-Arg.His-Ser-Lys.Pro-Lys-Arg.Pro-His-Arg.Pro-Lys-Pro.Cys-His-Arg-Pro.Ala-
His-Pro-His%:,

[0038] X 48/ NIRRT DA H o BT 105, 1 Al 2T sk AN B AR Ao s b5 B, 753
Wk Pl , T B AT Rk, AT [ S e B, AR R WS R s A= M R R
PR HIR) /NI i o

[00391 7 Wrh, Fr ik S SR wl /NI AT DA R — (8 b T DA &6, e st — (6, Y,
R EAA 2 FERR Bl NI RN A 2 W C- CEETE I S LA 51«

[0040]  ARHE—MPCLEIM S0t )T 2, AR Z A C - CEIE U N JyHenry SN, 076 K FHERAS
LR AAHILLTI 55 I sl 25 B S 10 S PRI 2B BB - AR R SN, B4 An B AP K
(00411 SPERL KIS AL LTI I B SO 25 a2 SR AR 11 711 o

[0042]  ZR &R, Fri B EEAE S SR R sl i 25 (e &4, e S &, rT DA
JRITI R R DA o A , a2t oK FHRE 2R AL 1, AR FR R B AT A2, A9 Ao M/ 4 31
AR ER Z BRI HEE , o1k 19 2K PR | R A JE 0 B | R] A 3R FHE 4 - R 2K RS
2,4 AHFE IR W R HH S O SRR FH R O P R 0 FH S R R HH R o) FH LR
3

[0043] A&, Fri i RS 18 i B AR B B e IR sl S, e B C I , A
IHEEHURIPIRER TR , ANAHEEC, -C e, Atk PG sloR EE S e , U ade o i EE A

[0044]  ARFEA LI, Fridk B LA S S A AT IR I BE R EE DMy 1 1-1:30, 88 1:5-1: 20,
e y1:10-1: 18, 1 : 15,

[0045]  ZR &R, i S SRR T DL SRR IE 2 LR , WL -Pro . L-Phe , ANHT HLAT AR 14

7
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RELGAELER , W1L-Gly L-Thr.L-Asn L-Gln, 7] P25 IE e R EL S0 A /R , 0L -His . L-
Lys.L-Arg, 5}y 1F BT IO REE SO BE R , R It L - Arg , FONDN T B0k I 1. 0-
16.0mg/mL, {1 M 15. Omg/mL o

[0046]  ACK UL B L, k1) FaR IR AP INDESTA 7, A0 2 S IER (ChCl) 54
B, Bk U AT DU H & TRE kR 2R HEEREE AT DA 1 :1-1:20, flde M1
1.5-1:10, A5 M1 :2-1: 5, Fr DESIA I AT LATRAG 7K, FITA3DES / ZKa I H K B e i R A )
F0.1-100% , 56 1-50% , BEAL1E10-30 % o Lt , DESTAFI b Sl IHAR 5 H I PAL - 211
FEBITE RIS 1, DES /AR A 7K Sy SR O LB 4510 20 % 5830 % .

[0047]  ARHFA K B S5 7T 28, TR DESTA IR A 41 T « S IEAR S 215 Hih 2 —
B ok R Z IR L R G S, I RE , I andE80°C M ikt , LB BEAMA R 2 —i
HHITAIR, T =030, RIS AT Bt — 2P AR B AT B e TR R O SR

[o048]  JPER2, AT .

[0049]  RFEPCLENISHE ST 3, BTk SN AR AT, Lo R BN SO ok R B TR PR b T
&1 , ki 2 150rpm-350rpm. Tl SN A] DL == N 2EA T A] DAEA ThnaA, e 4 il i
RN 15°C-60°C , ik h20°C -50°C , SN I TA] A 15min- 10h, {L1%t0 . 5h-5h, B30,
[0050]  PDUE3, [ W 4h o, dE TR AR ER , 15 2B - AL 2R 5

[0051]  {ft s, ok fe AL E04m AR L T 28R/ 520 5 o T iR A A 1 02 1] 2 VR 25
P a3 BN 25 B 17K S — UG , SO P2 b AT 26 B, Ak b1 773 - 4R, SR RIS
Pt A TR U Ik s 28 2R, SRS B B A AT b A T oy B 13 2 B AR, B
(RES e ey /R

[0052] AL HHHIFFI0B - LR b S 2 Rl i , I DA 6 2 A A AT e
29 25 TR, anas ORI R BRI DA AR RS

[0053] G Tk , i AN 771E THenry K2R 0 Bk U7 T B =ik FE B A Bk BRI
(RTS8 5 B AR AE A 790 - it PT DL T Henry OB , 1HIE 28504 Wi (b #f(k Henry 2
REEAEANWAFI R TR, 10 HL R e B e (A R ]

[0054] A& USR] 2 S5 R 1 f Henry S W UJ3kE e T IR BRI _Fakihe b, S T R 4Fmy
BORZA BRI &, S e 7 AR, AR B B an ML

[0055]  SASERRfEL I N S5 AN, e AR EL R T o 5

[0056] ARl 1 RSN A& A, e s ] B AT SRASAR o R SRS A o

[0057]  DES//KIEFICEEIAR ISR SR, R EIAR I Ek I

[0058] AR A — R LE I 55 13X, AL BT IR A9 C - CBETE B SO MBH SN, fJE 28 R H /)N
KA A o, B~ AN ORI 25 A S W S 1 T 55 LD SO, AR B PN 6 RS, (G 4 1~ 20
.

[0059]  SPER1 K55 TR AR S IN B SN 2 s, FE N NI AL 741 o

[0060] AL, Firik 35 L JBT AT LIERE BRI 2L A1, e R R 5 7 , BEA
R FHE M AT A, BIAEEBEAN /5 22 FR U sl 22 BV R RS, e g e |1 2 FHERE L 4
T HE I TR | DS 2R PR L4 - WL TS L2, 4 - RSO RS A P W o G o TS
XS PR RS o) PP SR RS ) FRRS R FPTRES

[0061] AL, BTk ANHAE S T, B- AR , B A A o

8
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[0062]  FRIEAK A, Frik o5 W 1 S5 A S aEs CAR TR R BE 7R EE 25200 1-1:50, 48
BEh10:1-1:30, B hy1: 20,

[0063] A EHHMR, BTk /NI HE:Ala-Lys Ala-Arg His-Lys.His-Pro.His-Cys.Pro-
Lys.Cys-Lys-His.Cys-Lys-Tyr.His-Lys-Arg.His-Ser-Lys.Pro-Lys-Arg.Pro-His-Arg.
Pro-Lys-Pro.Cys-His-Arg-Pro.Ala-His-Pro-His%¢ . {1t APro-Lys-Pro.Pro-His-Arg,
g HPro-His-Arg, EARN T E0RHA F 4 80.5-10. 0mg/mL, 4 %8 42.0-10. Omg/mL , ¢
% M8 . Omg/mL .

[0064] AL WIBERLR, Lk iml ATk TR 5 W rh DN 2 A i, D00 o R BN 2% s i, L
RN 10-500mM, 1514580 - 150mM, 511 411100mM, pHA5.0-12.0, 151466 0-10..0.

[0065] P42, FATIN

[0066] AR ST 3, Ik SN iR AT, L e RN SN AR 3R BT REIRHh E A T
Wi , iz 9 150rpm-350rpme TR KON AT DA -4 T AT AREA TR, e e il i
NIEE A15°C-60°C, ik }20°C-50°C , ;e N [A] A0 . 5h-20h, {t# 1h-10h, BEft%k4h.
[0067]  PUE3, [N G50 a , A TIEALEE 1S 2 PN A R 2R 5

[0068] skt ATk o AL FRADFE A B . T4 2R AN 20 25 o Tk 22 S 1) [ N TR v
NEREIE A, e R R W SN =i AT 2L, et A 73 - 400, SR e TS R S R 7
VIt AT 208, e e 28 0, SRS TR B Ak ZAT T 0 28 13 B B b=, B P 5t
RSy, oA — 205 = 24 MRS R IR W

[00691 G TRk , MBH I N A% Ze AL 27 fE 41551, ADABCO \ DMAP « bR s 25 A AT LARK 2AS e 1. 751 —
FEE N AT 200 SO AR B B 75 AV PRIRE ORTAR de BEVE B 22, OF HL 50 A il 7 5 1 AE )
TEEPOMBH SR )36 AE 2GR AR o (B AR, B R A BN e B

[0070]  SjHE-EfiEfb JiEAHRL L AR R/ NI AEMBHE B AT 4 M E3

[0071]  /NIRAE AL SR S5 A AT S A b e T B

[0072] eI [RI B[ AT ARAS HA e i AR S B PR LE 22 [OMBH 5

[0073] [ AR S MZE IR, LSRR o

[0074]  FE{LuEM ST T S H, AL W C - CREE B N Aza-Henry SN, 6228 K ERAS
LB RAR AL S e A B - AR SR, B D B PR

[0075]  SPURL KRR ARSI B S R s, DN S R FR AR 571 o

[00761 AW, BT I i sl AT ARl i A S5 W28 S 04 5 45, A R B b
g SR TIN- 2R FH AR - 4 - FHELDRA I e - Fir i i B e S o i B BV e e e &9, el L
HEBCIR , IR IR S 1, A 3EC, - C be i, IRl 3E FRGe iR 3L 2 ke, D e 2
[0077]  ARPEAA W, FrihN- R0 FH L - 4 - PR e I« A e S M R /R EE 1 1-1:30,
PR 1 :5-1:20, B ly1:10-1:18, Bl : 15,

[0078] AL, iR S 3602 AT LU SRR HERIL SRR , WL -Pro , AT HLART AR R RIE 24
B2, 9NL-Gly JL-Thr , AT DU IE LR IE 2R , AL -His \L-Lys.L-Arg, iy §1 HL{AR
FLEAR , AL -AspL-Glu, YL ity iE FLAT AIRIE S BEIR , BEARUEL - Arg ML - Ly s, HAHX T
JEORHK A 0. 1-20 . 0mg/mL , {518 45.0-16.. Omg/mL , fe A1 15 . Omg/mL

[0079]  ALHAEERIA, fRklm ik S0 INNDESTA 71, B2 SV IRGH 5 A Bk
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PR AR AT DS Hh & R sl R 2%, FOBE/REE AT DA 1-1:20 , fk o 1:1.5-1: 10,
AL EN1:2-1: 5. IriRDESIAFI W] AR AT /K, FIT#3DES /7K I Al /K & iy A 7 &= 10 . 05 -
100% , {01562-40 % , BEAC2615-30 % o o0l , DESTA T A SV IRER S H AL : 20 EL I A%
HITE 51, DES/ KA Fh 7K & we i EIAFIR A LB 5150 20 % 530 % o AT DESIA A AL A /5 2
WIRTATA .

[0080]  2PUE2, AT 6

[0081] AR LENI ST 3, ATk S N IR 24T, PUadeé T SO 4k 3 TR R adE AT
% , P17 H 150rpm-350rpme Tl 5 W AT A== b1 Tt i LAEA T I, A 42 11l e
NELEE 15°C-60°C , ik 20°C-50°C , S N I [ 2A15min- 10h, {1260 . 5h-5h, BE{%63h, i
N BRI TTLCHR I, B 2T e 2 F L .

[0082]  PUE3, [ 4w, BH TR ALER , 15 BB - A AR 5

[0083] )ttt T ik f A FRAD FH 2 I L T4 2 MBI 0 B8 o iR ARG 171 S MR A b 4
BN B 7K MAAEF, Jelig R, AR TR TR, W N =it A T2 B0, sk
T3 -4 SR TSI SOV = A T 2808 , e il e 28 K0 A, SRS Tk B W 448 = AT it
11508 A3 BB bR, BIB- iR e e &4, FOS B A LG Fh TRMA, il DA Ne £ 2
IS AT A gt — 2 At o - S R PR AN AR —fi

[0084]  HAELRH, Aza-Henry SN IV 6 B 2 APt LS AU, oA
RIAEYIEAC A EAza - Henry SON FR R FAR SRS « AL T AL, A B A
FR AR SR S - AN, f AC PR B T B s DES / ZKIA T T2 ERER  TORIESE Sk , SR HE B ER AR
HILR IR s FHE HARIGEE S Bl SO & A, B s TR B AT SR AT AR = ) SN AL

[0085] DL N&E & SbEFIN AR BAVEIE—25 i IH (AL BRI AR YR H AR Tt
[0086]  “JjtEtd]

[0087]  GUILIHARS HhiE ML 210 BE/REETR G, 80 C 54 NN H,: , LR 3R R 21
— BRI, ES A e, AR Rt — P AR B Bl 1]

[o088]  Sijafhl1 :

[0089]  fr5mLI M, IINA - B SE28 FREE AL FBE (BEZREE S 1:15) ,L-Arg (12. Omg/
mL) , 1. OmLSUAERAR: H (1:2) /57K E (20%) 5

[0090] Sz Mk &R T RER R % SO, TLCW N, B 2 Wik 524 Ak, SO 3E473h;
[00911  SRJE 1A SRR 23 BN 25128 17K, e BT 6 SN =)t TAR B3 - 40K 5 A<
U I JC7KNa, SO, T, e e 7 R bk A UA T, RS0 /D 8 OB OB AR, ik 4l
=, B ZAT R TT I CR G Ak (1:6,v/v) JUCEEr=Wn, BRI, TH LR N 23R Hy
58.5% o T3 =i H NMRAZ R A AnIEl LR

[0092]  SjitEf5)2

[0093]  fr5mL I WL, N4 - B 38 FHEE AN 2 BT (BEZREE O 1:15) ,L-Arg (12. Omg/
mL) , 1. OmLECHARGRL: H (1:2) /7K, IR EHANA], 4 N 1FR)

[0094]  71:25°C . 260rpmfWHIRET TR IR 7 7 N RN, HE3EATTLCIE I, 1 2 I e 4 et
SRR SN A T Fer A A3 E RSB L, SN 72840 N R 1R

[0095]  3&1. AR /KEAL-Arg fiE I Henry W 1 52

10
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ChCl: GL(1:2)/7K& L B 18] (h) 7= E(%)
10% 4 77.9
30% 4 97.7
[0096]
50% 4 60.3
70% 4 40.7
100% 4 10.2

[0097] PRI ATA, GU IR : H it/ KIS IR K & AR, i 25 217K iR A R
30 % IR FME ORI, SO 3 A, OB /NI BT P A 1, 47N T e L 4
BEAY, RN PP29T . T% .

[0098]  Sijjfhl3

[00991  FE5mL K RIEHT, DIAN-ZRA HH - 4- LRt e S5 i 26 B (BEZREE O 1:15)
SR (A0 N2 7R) (12.0mg/mL) , 1. OmL AV IEAR: Hh (1:2) /257K (30%) ;

[0100] SRV AR B T RER RS SON, TLCHR N, L %8 JEERE Se )

[0101] [ SN 3 BN B 1K, S CIER iR W RS P i A T A< Y3 - 42K 5 2 B Fy
FANHIC/KNa, S0, T , SRR e 22 KR AW F i va T Btk ai g2 . Ol , HY
20uLHFF , mRORAR i (HPLC) %eE 7%  HPLCAE FHIXDB-C184%:, it ahAH i O i : /K =50 50,
Ji 1. OmL/min, K601 K- 254nm, £ BN TR] 7 . Tmin , W5 ANFRIETAE , SN P23 40 N 2
7INo

[0102]  3R2. 5L Aza-Henry R 450K

IR B B 1] (h) B2E(C) P (%)

L-Lys 24 37 51.1
[0103]

L-Arg 3 25 75 6

L-Pro 24 37 222

[0104] 3R 2 1T 1, 7E S IEBR : HHh (1:2) /457K (30 %) 1A 77 H S 7 280 1 2 o il 2
S A A S Aza -Henry [N, 45 BILEL - Arg AU IO RN, (75 3hgk AT AR 75. 6 % 1Y
R AR H NMRAZ R a2 7 o

[0105]  SjEfhl4

[0106]  /INERAUMBHI N T AP0 4 4

[0107]  4- AFE FEEFIEA AR (BEZREE M 1:20) , /NIE (a0 N 23R, W 1 s A

11
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HAB A F]) (10.0mg/mL) |, BERRENEE A (100mM, pH7.0,0. 5mL) , %53 Ay 280rpm, I &5k

40°C.

[0108] [N &5 RIE , IR IR A B M A I3, B3« 78 FJC/KNa, S0, TR LA K

I Z S 2

(01091 S 37 {1352 FIHPLC (Hy A C184E) MIAE , A IIAS A AR K 254nm, i i N £
. 7K =30:70, 0 A1 . OmL/min . MBHF 4 (- B4 IR ] 4917 . Omin.

(01101 Sz 7 #p i) F-MEAS I s FHHPLC Gy T PEAR0T -H) BRAT 047 , R S A0 < A5

K:230nm, AN IEC KT : 7 PEE =90:10, 353 1. 0mL/min. (R) - H1(S) -MBH# {3 F I

14331433 . Amin 139 Omin. 5 N £5 5L 40 F F23 .

(01111 583 /NIKAHEAUMBHIS W 45 R

NI P2 (%) e.e.,(%) F A
Ala-Lys 23.5 1.9 R
Ala-Arg 26.1 2.1 R
His-Lys 39.6 12.3 R
His-Pro 45.8 38.0 S
His-Cys 33.9 133 R
Pro-Lys 48.1 333 S
[o112] Cys-Lys-Tyr 29.8 8.6 R
Cys-Lys-His 21.8 3.1 R
His-Lys-Arg 36.9 11.7 R
His-Ser-Lys 34.8 10.5 R
Pro-Lys-Arg 39.2 32.1 S
Pro-His-Arg 56.3 52.8 S
Pro-Lys-Pro 48.9 55.3 S
Cys-His-Arg-Pro 42.5 29.6 R
o113  Ala-His-Pro-His 45.7 27.9 R

(01141 HER3 AT AN, fUdhPro-His - Arg £t N I/ NS #B FT LAHAEMBHE R, HLfPro-His -

12
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Arg fEAUMBH SR IR 285, 563 % , HAR LA R (S) - A ZUMBH e e {EHH
B, M52.8% oHis-Pro.Pro-Lys.Pro-Lys-Arg.Pro-His-Arg#IPro-Lys-Profi{¥[JMBH/
R AT DASRAT (S) - A MBH =4, He e fH43 1 438.0% .33.3% .32.1% .52.8% + Fll
55.3%.

[0115] 555

[0116]  Pro-His-ArgfEUMBHN N TR GPAL AN |« 4- i EOR ERIPA MG I (BEZREE
}1:20) ,Pro-His-Arg (8.0mg/mL) , §HRENZE A (100mM, pH7.0,0.5mL) , #4533 A280rpm,
WL 40°C o SN 1o FE S AR AR E ) S 54 «

01171 28RNSR, SV 4N, Pro-His-ArgfE LA pk (S) -MBH #)ie . e {E AT VA
PTFRNT3. 1% , 7RI DR TFRI68. 9% o S it ' H NMRAZ A 4niEI S s o

[0118] DL 56 RS T SMTE I SLN AL BZEAT 1TV F4ibi i, Ak X S i i I f
ASREFR R AT A AR PR ) o ASTBS AR DIERAR , AEA R 2 AL IR AE S o0 b,
FTLAREA G IR T 58 M FL 0075 sCHH A T 2 P o B3 B TR sl st | i e 3457 N AL I
ITE RN o A BH I R 39 [l AT B AR R A

13
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