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0)-0-C( = 0)R*, -C( = 0)SR*, -C( = O)N(RY,. C( = SR\ C( = S)NRY,. C( = S)
SR .-C(=NRHR'.-C( = NRY)OR. -C( = NR) SR*. FI1 -C( = NRYN(RY),, H: R* HI& 1500
ST A S TR B Cp HETE

R (5 15 00 A7 b Ry A 5 S B O SR (VR D I 6 11, 3w B IR B s I 6 1 C s ¢
2

R® B’J%fﬁ DUIRATHE Ay —R* —OR"\-N(R") , B —SR®, Hort R ()& 15 DU 7. & C o RIS
TERFE A Cyyo AN HEFE I Copg J5 3 Cyy AR5 55 B B AT FEESE :C(= 0)R'-C(=0)
OR*,- c(—o) -0-C(=0)R"~C(=0)SR".-C(=0NRY ,.C(= )R ~C(=S)NRY ,.—C(=
S)S(RY . —C( = NRHR*.-C( = NR)OR*,-C( = NR) SR*. Fl -C( = NRYNRY), ; B> R® HE 4]
—HJE 5 JUE] 6 JUAIA A T B

R 85 A BT A A 5C, g, HHEEBE%@ 5C1ao AXNBMTRIE A 5Cy00 778 5Cape A4 ITHE
HEHW TR .C(=0)R\-C(=0)0R'.-C(= 0)-0-C(= 0)R". -C(= 0)SR*.C (= 0)
N@RY,» C(=S)R'" -C(=S)NRY,.C(=S)SRYH . -C( = NRHR*, -C( = NRY) OR*, C( =
NRY) SR, Fl =C (= NRYNRY , 5 BT i Hh 28 7 B2 14 7% B2 (9 b add, SLrh BT iR B R ik A

H o
f‘\m/\/o\/\o/\/N\[(\/U\e_é ﬂ] é‘S\N/\)j\éf PR Frid ik A
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y F 7z (&SRS A T 2 B 6 2 R EE HAL S 2 il 6,

J BN DM HOA /T 1 31 10 2 [R) (R

p B DU A AT 0 21 10 2 [T EEEL 5s Tt & 1E Sl A A F 0 5 100
Z IR EEAY I HL

::::::::::Xﬁ@?ﬁ%ﬂ%@z:%
MRERRE K 1 rid i 2 Ik, Horp R 2
W%Wﬂﬁﬁlﬁﬁmzﬁéﬁmvéﬁgo
MRIEBRNEL K 1-4 AT BORER TR I 2 Ik, o L R L, W35 488 CH,CH,CH,
TRIEBCR)EE K 1-4 P AE—BOR K ik i) 2 ik, Horp L R L, 35 %R A CH,CH,CH,CH, .
MBEBRAERIAPE B ERFTERE 2 MK L PL ML WHEE AN
CH,CH,CH,CH,CH, »
8. MR AUA K 1-4 P A —BUM EKR iR 2 Ik, H AL FL, & &R
CH,CH,CH,CH,CH,CH,
9. MRIEACHE K 1-4 PAE—BCRER TR Z K, Hdhy 237 H 2z 8 2.3.5 8 6.
10. MRABEBREK 1-4 FAE— BRI E SRR Z 0k, Kby B3 FFH 2z 8 2.3.5 8L 6.
L1, ARPEACRZL K 1-4 PAE—BCRE R PR Z ik, Ky 5 37 H 2z h 2.3 8L 6.,
12. ARPEAFEK 1-4 PAE—BCRE KRR 2 ik, Ky b6 3F H 2z k2.3 8L 5,
13, ARFEACHE SR | Irak i) 2 0K, Bridk 2 kit B B LR R a4 :SEQ 1D No :10
SEQ ID No :15. SEQ ID No :25.F1 SEQ ID No :126 F| SEQ ID No :128 M H: 242 FR[4E52 1)
ho
14, — Pl 2 BRI SR 1-13 WP AT—BOR SR PTIR () o WEBER 22 BKIK 771, Prid J7 A,
TLAT PR -
(i) #2t (A) AR eIk .

> oA w1

-

(ii) 24t B) WL L .

({ii) 3R © MR .
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R
_N R®
Rf o~
M R®
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(iv) et /b—fH e a AR

(V) TR () B) H1 (C) MRS 2 /D—FoPIR (iv) BRI ;L&

(vi) MMM DR (v) P20k s b ik T 52 T il s R EE K 1-13 HhfE
— R ESR TR K Z 0K

Ho L, L, K, M, RS R, RS, RY, Xoo ¥s 25 js s 85 t A
AR BRI ESR TR s DU x 845 DR 0,

15, ARPEACHESK 14 Frik iy )7 i2:, Hod Brik A2 PR 2 4 i AL 51 o

16. MRIEBREK 16 Frlk 1) 7732, Horb a4 52 5740

17, MRABEBRESK 14 Frik 7712, A F AR 2 IR 25247 F Rl 82 (1) 3 2 Lk i
ik a7/

18 AR B3R 1-13

Rf—{XAA}_‘N —R¢
S
i
;E;Eij :Ll’ L2’ K’ M’ Ra, Rb’ Re, Rf, XAA’ y, Zs jy p, S, t %H __________ E‘Jﬁ}(ﬁu*ﬂ%ugﬂi 1_13

AR BRI SR TR o

18. —FhE= 24 E), HA SR BCRE R 1-13 i E—BURIZER TR K o« BRIk 2 I
B2y BRI A

19. —FARIEBCHER 1-13 sPE—BUMESRATR ) o BRIk 2 PRedt 255 Enls2
Fy 2 (8 A, JFCH R (AT A AR AR50 e B0 R R 2540
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EEZHK

[0001] jjjfﬁig FE, E

[0002]  ACHITEZAKHE 350.S. C. § 119 (e) F5K 2007 5 3 H 28 H HiE 3L EHIlfk I & F) H
5% U.S. S.N. 60/908, 566 FILIEAL, ATid TR HE 2 104 N 22 LA 7 0F AAC
X,

B G

EEREA

[0003] PR 2 K7 243 2 BEFN I A MR A 36 3 FI AR e AR ) B AR 2 E A B
SEUK BRI = 2540 2 P ARG IR 2 A IR E i A S L A S5 T
- (40 a 12 (alpha helices) . B #7%& (beta sheets) #MAA / 8IN) EE, KK
SLARVE 2 AR Bl I EE M AR, AT 52 M 40 10, — 240 S8 TRORT /sl sl 9 G AR S %2 B
AR E R RE (5% (Babine) 8 A, 4% 1Fi8 (Chem. Rev. ), (1997)97 :1359) .
a BRBERK R B WA AR, o BREERIKEA PRI I S it i g,
TERZ GO0 HABARAEYDIE B 2 o0 300 M, IF Bkl T8 B KB fid

[0004]  VFZ TR LI & H vt 36 VR A a7 791 B R T JIR 1) Sl o 28491 oKk U, —
Fh R O 1) PRRE T IF AN SEAGE B Re 31, R B0 OR e IR R MR A 2 A — 2R 554 (ol an 25
k5 (Gante) , 7 [E N AL 2 8 B E Frhi (9€3C) (J. Angew. Chem. Int. Ed. Engl.), (1994)33 :
16991720 ;R. M. J. B (R. M. J. Liskamp) , ff 22 TR A8 HIC 4% (Recl. Trav. Chim.
Pays—Bas) 1994, 113, 1 ; 5 JE #f (Giannis), T. BHF#E) (T. Kolter) , 8 E W H 4k 2% [ Br ik
( ¥ 3 ) (Angew. Chem. Int. Ed. Engl. ), 1993,32,1244 ;P.D. D1 H] (P.D.Bailey), fik 1k %
(Peptide Chemistry), @iz sl (Wiley) , 2120 (New York), 1990, 5 182 T1 s flHAh 5| H
(112756 3CHR) o Moy iE cl i e SR IS 2 (HIan2F 916 (Phelan) 5§ A, 1997,
FHEMESE (J. An Chem. Soc. ), 119 :455 ;5555 (Leuc) %5 A, 2003, 3 H H Z R} A 5T Bt
24 (Proc.Nat' 1. Acad. Sci.USA), 100 :11273 ;#ifz 5 (Bracken) %5 A, 1994, 35 [E {1k 2%
2> (J. Am. Chem. Soc. ), 116 :6432 ;2 (Yan) 2% A, 2004, =W H L2515 Bioorg. Med.
Chem. ), 14 :1403) « SR, Fr4Rk 3 T7 75 R 2 50 S AT R PERT / BAAR 8 I AS BRI [

ZEAAE

[0005]  “JIRET A A2 2 IREE A7 75 1 P A 2 M B A FH PR EA B2 50 i (RCM) | R JE AL
PR AL & (B, “4ATAE—&”) E R ET G R ARE (SEF LR
& (J. Org. Chem. ), (2001), 2f 66 %5, &% 16 MIHIRHEE 1 (cover art), #id o BRFERIKE
T H A RIACH AT 2Bk Blackwell) 55N, F81E N H AL = H Rl (AngewChem. Int.
Ed.), (1994)37 :3281) o AT, WA ST BT H, RTE “IRET-& 7 155 2 IRBE F ] BRAFAE KR
AN B OSBRSS BE L — A BB A AR 22 SO A
/ BRAR I 0 S N R AR AL T AT R4, DRI — “4T 57 Z k. J9k, WiARSCh BT i, R

5
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W OREES T Rt R Z BT 2 ARG (tandem) “AT &7 FAFLGR M 4257 (2 E
15D ZIk.

[ooo6]  fif At T BRI IRET & CLBna B TAERF RN BN / sl g 454, AR
HAEAH KT (BB RIKEE (Schafmiester) %5 A, 2 EALY: 2 & (J. Am. Chem.
Soc.), (2000) 122 :5891-5892 ; FLAE #r Pl (Walensky) %% A, Bl %% (Science), (2004) 305 :
1466-1470) o Z&Bkud, WMl T BA o BIER SRR BRE] & 2 Ik 2
JRFR A FHRIR o« BRFERID G o 52 BRI A5 R ) anml 34 PR i /K A SR At iR b ok
A] AR B K P, AT ST IR S A2 A B B AR AN M e (45 Gnad i A o e AR AR F 1) e
WHPESIEALE ), F1 /BT R EUR B A HEARN TAHN AR AT (B RE&4 78 RET
A7) KSR . TR PR &) 28 T 40 i 7215 S 1 BID-BH3 a W2iE, 5K 4% 5 £ kA b/
BRI T = A6 I M A S A EE ] s 25 LR TFl (Walensky) 28N, Bl
(Science), (2004) 305 :1466-1470 ;38 [ LR HHiE 2 JF 55 2005/02506890 5 3 Fl15E [H LA
HAE A TR 58 2006/0008848 5, 25 H LG I 7 X FFAA S,

[0007]  SErBUNEES 2 IR “ REES” AT 2 A IR AE i AR B R AL B B 42 5 F
“REEE 72K, LSS FE T . AR AR 25459, B A RNE G £
JRAEE 252 BT i 2 R FE R DR EE 25054 .. AR LS b, A< &k B R 0B
a WEHEREES Z K. ERLesSTf b, AR B o BREER 2 IRTEAEEAM T (Flande 1k
R (i, e B i sAE Iy ) R o IREEREEM .

[0008]  [AIuth, 7E A2 St 5], A IR — R A T A “REE S R E b o i8R
ZIK

[0009]

R
Rf-{XAAL—

@
[oo10] ..
[0011]  K\L, L, FIM &5 OO ok B s BRR B SCREBOE S RE e B ER 2 AR
(R E s s R B BR SR Bl 3 RE 2 IR BIOR 2 BRI G 5 s R BOR 3R L S B Bk
TESCEE A BUAREBOR 2 BUR I B s HR BRGNS RE SO S8 2 B EOR 8 U R T
At s PR B ER  SCRE B S BE 22 iU BIOR 28 AR IR 280 225 s FVIR B ER  SCBE )
TESCBE A R BOR 2 B I W AR bk s 28 AR BOR &2 AR R 05 2 5 2 IR BIOR 22 AR
(R0 7% 77 2 5 B U BIOR 28 AR ) I R 2

6
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[0012]  R* (&1 07 o R & s BRR BUTE IR L S s e 0B 48 BUA R BRAR 22 BUA R I IR i ik
L s HOIRBO IR S 38k BT S i S U BUR 2 BRI 24 IR I G 25 1T s U BCR 28 HUAR
(1755 s HURBIR BRI 2207 25 S FRREIOEH 2 BURECR 2 BUR LSS s8R R* 2508
(P2 R

[0013]  R” (14515 00 Ak T b g 65 38 IR 2 FE R I 5 & s R B3R S B sl 0 30 B 2 AR
SR A LR BUAR (1) R W T T 5 BRR SR TEBR L S B T8 SO L 28 B B 8 AR 1140 4% g s e
s B ECR BRI 772 s BURBCR BRI 255 55 s FOIRBCE IR R AR 3R 28 Y
BT s S ERECR BRI RE 2R BER AR IMEAIE (thiol) sERUREERE
BRI ;7 s F il w2 skt ;

[0014]  R® ({8 07 b R &0 s RR BUTE IR L SO B e S0 L 48 BUA R Bl AR 28 BUA R I IR i i
S s HORBTC IR L S8 B OTE 3 B S BUR BUR 2 BRI 24 IR i i 25 1] s @ EURECR B
(105 5 s EHURBURE B A% 057 2 SRR S EURBUR 2 BUR MBS s £ BURECR
SRR s S RECR S BRI AL s 2R BRI 200E 758 s st s
B B

[0015]  R° &M ST R —RE . —OR"\ -N (R®) , B —SR®, H:rp R® (&% 15 Sl ST o & s 3R
B  SCRE BTG S R BICR U i 07 e 25 ] s BRARBROC IR L SCBE BRGSOt 2L
RRECAR L BUR A28 BB 7 55 B s B ECR 2B 773 s S BURER B4 5 3%
AR ECR LB CHIBESL SR &38R @ L B A R R 3 ol RE P — e
A B ER BRI 5 03 6 JTCIRIR B L I7 B

[0016] R {145 1% Gt A 7 o4 S0 s BOIR BTG IR L S8k 8O 308 2 B BUR 2 BRI IR
WRFEF s AR BT  SCREBIOE SCBE S 2 U BICR S BRI 2% I 107 1 55 A1 s AR B 22 1Y
R I55E s HURBR 2 BRI 28 07 55 s 2 IR BCR 2 B B sl s G i s 26 IR
B AR 2 R R R B AR, B PR ME BRI B BOR BROGHE  SCREBUE SCRE L 22 iU
BUR 2 R B RE 2, SRR BRI SR BlE SCRE 28 UAREICR 22 U A 2 s FR B0
IR S Bl SCRE R BURBICR 2 B 9 MR 3L 5 FOR 5030 SR s G S BE L 2 B Bk
ZEHUAR I A BEdk s R BTE IR L SR BT S8 L 8 AR BOR 48 A 1 Y 280 22 s IR B
IR SR BTG S A U ECR B T A4 b s S BURBICR S BRI 5 5 s B EK
RAHARHIE A5 3 s S BURBER S EUR IE I ;3 R 5 R — B & B R R 4 HL
R 5 JCEI 6 TEAIBLA T F I

[0017] X, 4515 DO oA RAR SR AE R AR IR

[0018]  x HIAME UL A AT 0 B 3 2 [A] T

[0019] vy I z M7 HE T 2 1| 6 22 [ R 2RESR

[0020] A7 A/ T 1 21 10 2[RI 3EEL

[0021]1  p AT 0 2 10 2[R fRIEEZL

[0022] s Fl t S IH RS HO AT 0 5 100 2 (W 340 3¢ H

[0023]  Hft—— XTI XU Bl —

[0024] KA FEIR P HIT] B85 C A0 BTG MR R A b 2R R

[0025]  {EARLLEsifs] , AR BHER ML — R AN W “4867 ’RE b o BHERZ K
[0026]
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- _
R® R R® O
Rf-[xAA]—'1|V><‘L[»X A“tlll | X AA-}-Z-IL%—(XAJT—W
RY I RP
]/ _/
i _

[0027] i .

[0028] K. L,vLys MRS RV RGR' syt yazs jop M Xy, WA AT E X

[0020]  R™. R™ Al R™ (1) #5185 S M7 M R &0 s PR BOIE IR S 8 sl OO0 S B L 2 B R BOR 2 L
AR R L SRR BTEER S Bl TG S B R BB R 2 B ) 2% g 1 ek ] 5 8 B
R BRI 5 5 s A BURBIUR & BRI 2205 58 s e B BUR 8 iU R 2E s 2 iR iR
Z AR BRI A s 2B RBR A R 2 & s S 8% 7% 7
T 5 A

[0030]  BRPRMAHAR RY 5 FER Y A B BOR 2 BT 5 703 8 JTCARFR RIS s U
BUREHARH) 5 T3 8 AR RIS s A BURBCR S B EI D7 3 s s B EICR 2 B
B 5N SN AEAR I RY FEENE B A B BUR U 5 JCH 8 JTUIRI IR s B EL
REHA 5 70H 8 JCZR IR I s S HURBUR £ BRI D5 38 Bl B BUR 2 B 2%
DR BN AR AR R SR ENE R A B BCR U 5 JCH 8 JTOIRIA I s B EL
R 5 70H 8 JEAR IR I s & B BR 2 BRI 5 36 s sl B BOR 22 B 2%
LR

[0031]  u.v Fl q ST T A T 0 B 4 2 18] (350 5 9F L

[0032]  ========== X I T~ L OBk Bl =

[0033]  FERLLES] b, AR IR LA R AR B o BEEIRZ K -
[0034]

- 4 Ul i
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AA

5/94 1T

Rf—[xAA]s—- | >J—fx~d:

[0035]

R
RI—x \ ><"—fo]-;1|~1
|/
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17

| |
Rf—{xAA]s—-llxI><“—foAt | Re
RY K L 1

[0037] A& BHHERGF—Fh & KR b a WBEEIRZ IR 52, ik i & LU N B
[oo38] (i) $&HE (A) IR IEEER -

[0039]
o7
Rf’N o~ o
L3 <Lz
(R (R
700N
[0040]  H:AP L, L, R RV R'\R'\ x Fll———=AEA S E X ;
[0041]  (ii) $&fit (B) MR IERR -
[0042]
g
Rf/N><1kO/R°
R® Z(
LR,
[0043]  H:HP KRR\ R°\R"\ R\ x Hl————AEA P 5E X ;
[0044]  (iii) $2fit (C) WIRFERR -
[0045]
P
R N
M RP
R,
[0046] A M. R*. R, R°\REL RO, x Fll————FEA T H 2 X ;

[0047]  (iv) $&fft & /b—F e = IR
[0048]  (v) fHipTAE (A) . B) F1 (O) MEFERE 2 /D—F PR (Giv) RIS N LAY

10
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(1D K2 k.

[0040]  FERLESEG], Lk UAE PRSI (vi) RMEAGIAEED IR (v) 12 3ok
Hil% A (D 2 (VID FRR L o BRFERZ K. FERLE Sl o, AL I3RS 73 it i
G

[0050] AR B FRAL— Bl HAT T ALK -

[0051]

I; L,

R, (R
[0052] AL, L, R*\ R\ R'\ R\ x Fl—7EA S 5E X
[0053] b4, A BRI — R0 5 A R IR R AR b o SRR 22 AR BE 252 b ] 52 11
WER =245
[0054]  FEH-desziEf] A, B 24 AW T D IRk AR RS se il 4, B 2520 A0 TR KN
5,
[0055]  AS BHAR AR X —Fiod i 1n A 7 Z MR 57 A sE R (D 2 (VID KR
& b o WEFER 2 MRG0 E BRI 77
[0056] AHIEEZSHZACHEBETH AT LR FER T SCEM LS HRY), Ha
LA 77 AL
[0057] A B R —Ffralc—Ff LA b St 1) 1 40 7 ) 0 T AR S0 o AR AR S g 2K B X S
FRUCREL SR, A% B SL SR AE B BRI SO AR 15 51 2 Do
[0058] & X
[0059] T 3CEH V4N LR IR R i B RE A AL 2 AR TE I 8 o AR Bk UL, fL 2 T RR
Yoo 75 WAL 2= P F I (Handbook of Chemistry and Physics) PN 3PHE ) CAS it G
JA#I#E (Periodic Table of the Elements) %%, 3 H4F 2 B BeF — 4 S BTik
TS o Ty Ak A AL — R ) L AR 58 B e 2 AR N ME R IR T A LA (Organic
Chemistry), & & #f & ¥# /K (Thomas Sorrell), K 2% B} 2% 45 £& 14 i #+ (University
Science Books), & F| 6 (Sausalito), 1999 ; 52 25 #f (Smith) Fl & &y (March), & &y
EEEA ALY March’ sAdvanced Organic Chemistry), &5 5 i, 24055 557 E B 1A
7] (John Wiley & Sons, Inc.),ZH%) (New York), 2001 ;f73% ve (Larock) , 455 A WL
(Comprehensive OrganicTransformations), VCH HiiR2v# (VCH Publishers, Inc. ), ZH%)
(New York), 1989 ;78 (Carruthers) , —ESILAHTHL -G A 7E (Some Modern Methods
of OrganicSynthesis), 3 3 i, @M K22 H ittt (Cambridge University Press), SI#fr
(Cambridge) , 1987 H1,
[0060] AU EHIIMLGY (W, 2R, LR RSE G T r 8 S s G Ik 2 1k ) nl &g
DU 8 J AT BT AR S R T AP AE o AR I BH R 5 A0 AE AR i BTG TR Y 1) BT A 3k 64k 54, i
I S A AR S X S A AR L R Ko W S A AR R S— o e S A L AE ST B Sy L (D) — A 4
(L) = Atk LM iR S I e R EY) .

11
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[0061]  4n BEALLE —Ffr S b 14/ % S Fg 1A, T84 AE — 2852 i 49 o, JEmT e DARAR EANE
AR R W f R BB AR A, JF HAB R RRAE 2 B 327 A serb i L Ol & 4R 7R otk
G 2 R A [ — oo i S A AR 2 e AE BB S G , AN BHAL A4 H 22 /D2 90
% AR XT R S A A L . AR S b A S 2 /02 95 & 96,98 EE % Bk
99 5 %6 ML B R WA AR A R0 D08 0 I e ) A4 AT A I B J AR RN 5 L N AT
78 CRLFEF Ve B (B (HPLC) FIFMEEREITE S 45 d ) MWAMHETRIR G 40 &
3R BR T A TRA Bk & . Bl ERE (Jacques) 55N, XTSRRI SN e AR
4y (Enantiomers, Racemates and Resolutions), ( ZJEyEir /A% (WileyInterscience),
H 25 (New York),1981) ; J&k 46 S.H. (Wilen, S.H.) 2 A, VWY 1] /& (Tetrahedron),33 :
2725(1977) ; #= F| /K B. L. (Eliel, E.L.), Bk 4k & ¥ ¥ 52 14 4k % (Stereochemistry of
CarbonCompounds) , ( Z2¥&% %5 75 /R EEF] McGraw-Hill) , A4 (NY), 1962) ;@i S. H. (Wilen,
S. H.) , If 0 FIFCF 743K (Tables of Resolving Agents and Optical Resolutions),
3268 71 (E. L. AR (E. L. Eliel) %44, &R R2EH et (Univ. of Notre Dame Press), &
BBt (Notre Dame), 1972 4 ),

[0062] MY T A UWIA ST BTk (K A R B AL G W] 2T 2 BUARE B Re 7 BAR. — ek
Ui, AR LR (TR AT A2 S A AR Rk ”) FA K B ) b i & AR AR 2 T
Bk 25 M I A SR A e w BRI SR AT B e . U AT B 2 g5 P A E— ML B R A 1k
—AN ik B TR E A B RIE BRI, 28— A0 B AL R EACIE P BEAH R BUAS R o AR serh B
H RiE LB 4T R AR LA HALE Y T AT RV BIBUREE A ST Bk AT AR
S (404N, JIg 7 e T ek IR AR VI L S R D T T L BRIk O Bk 05 ARV ESE L AR
Wz Ak R ACE VUSRS U VU B U IR R SR 2SR ) M R EUE
FASE # o AR TS (o0, a7 e 2a 55 2% I D7 ik 2 2k e R 2 A AR le AR 2 2k 5 Ak
BEH 07 FR A AL VBEARE DT kO SRR Ak IR U AR L AR IR U R Ak | e SR AU L Sl SR AU
05 FRAEEE A 0 RS IR DT RO E A IR U AR \ e AR AR e B A\ DT R S AT
SERAE IR A IS ) B ARk BRI g AR AT AN T ) BTk 4 DA B AR R EUAREE /0
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Lk 2 BRI 24 07 3%, 3 By 5 R0y F BT

[0108]  WnASCHATH], RIBE“FIL7REIRA (o) M. “@BUCERE" A FOR) 1
L, Hod RY AT = AR AR A AT BRI (B, &0 R RIS AR 3 5 i o I 5 A e
T I I T T T IR A 2 IR L O 3k AN 05 O IR A eI O AR O R AR A, L
% B RESK AT BEATE— D 2R ) .

[0109]  fnA S AT A, RIE“ W2 587 2 FR 2 (= NRY) 2L, Hrp R AN TA S F 2R
SRR 0 43 B A AR ST A Bl AT A B (40, A 08 R U S AR 22 S IR e 2 T Joe 2
I VBRI R D IR B e BRI 5 AR A O AR VRS L 2k R R B I O Ik O SRR R,
H% ARk REAUE— P AR )

[o110]  fnASCH AT A, RiE “RaE L £ (-NCO) WA,

[o111]  WiASCH AT A, RE “AHE” &g (-NOy) HIFEH] .

[o112]  dnA S T, AR “EAREE” 2Fr K (= 0) BIZEH]

[0113]  dnA S B, AT “H IR A2 Fa m] T B AH & B g o T AH A o A J& 4
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G AR s — RS EBTEEDL E. (Atherton, E.), M4 R. C. (Sheppard, R.C.), [FEAHILE
A% :SEFH 7775 (Solid Phase Peptide Synthesis :A Practical Approach), IRL Hi Rt
(IRLPress) , 2 [E 4=y (0Oxford, England), 1989 ; DA A & /R %5 J. M. (Stewart J.M.), #
J.D. (Young, J.D.), [A#HiLE K (Solid Phase Peptide Synthesis), 2 2 fit, /R Bk 2%
/N7 (Pierce Chemical Company), ¥ FatEfE (Rockford), 1984, H& B2 E N A HILLT]
R T ARSI AR AT s TE PR IR 4 (HARRT) -

[o114] (1) KGZEMIE (9040, REM WG S 2R S 4 G WG CasE - BAR O
HE)

[o115]  (2) lEE e IR (B an, BRBEIG R G W4EE & N-(4- FIEEEE NI ) R, (&
ERE) BRLGBREMEGEE R - -a- FEFEK.2- A =R FHE /K Knorr)
B i 2-N-Fmoc— 25 - 2R IR -1, 4- M A& 5 MR 4-[4- (1-Fmoc- 22k &
5 ) —2- MASE -5 RHAEERAUSE | T EEGIE T AL - AR LIAMIR R G ME & 4- WIAEE
WML R EMEE G 4- RIEFTBL  REMEE G (BUT 8005 ) millk — Ik L J
I - BRI R EWEE A Pmoc—3- &JE -3- (2- THZE AL ) TNIR WN- FIILZIE b R 2K
LI PAL BHIE VEHMAZK (Sieber) BERGH IR R GM4EE & N-(2- 3Tk 40k ) 2 LT EEAUT Bl
REWaE G = RIA P -4- PWEZ) ;

[o116]  (3) R HIZLfi% (BHA) W fig (flin, BEWE G 2- A - XPRAREVE S
HMPB- X R R EWMEi & 4- ME T REPE BeWa & KR ER BEMEi6 =
RPN )

[0117] (D) Br BEHeAM IR (140, BEWE G 4- (CFEEEE) FER - RER M.
R4k PPOA B IR ¥R AL £ KM IR (Wang resin) I G WS G IR LAl IR T K L0 i %
%t Ji (HypoGel) ® 200Br | T JIk & F 9 58 25 265 A-Br 38 & W0 &5 & IR AL T L o 15 3t
(TentaGel) HL-Br. TentaGel MB-Br. TentaGel S-Br.TentaGel S-Br) ;

[o118]  (5) A FIEEMNAR (B, BAEWMEE S 5-[4- (A TR KE 1 I ] Kb RHEY
i 4- (CREEAEE ) FREARAVE S 4- PREZFKPER) ;

[o119]  (6) CHO B ReALMIE (folan, (4- s -3- HEERAETRE) BRLH. (4-F
MRk —3— AEUERAEIE AL ) B LI R EWE G 3- FEAERTE BEWE6 4-F
TR -2,6- AR OR R L R SE JE 25 0 HypoGel® 200CHO. W WA i . 2R 25 £ 4
A-CH (OEt) -+ TentaGel HL—CH(OEt),) ;

[0120]  (7)Cl B HReALMIR (N, REWE G AR TR (AT EE) B O BT 2 AR
15 Merrifield’ s resin)) ;

[0121]  (8)COH B fe AL g (9] 4, JR 3k £ K B8 4 £ 4% . HypoGel® 200C00H. 5§ % 2. 1%
AM—COOH, TentaGel HL-COOH. TentaGel MB—COOH. TentaGel S—COOM) ;

[0122]  (9) ¥ I% %t IX (Hypo—Gel) # IF (51 40, HypoGel® 200FMP HypoGel® 200PHB.
HypoGel® 200Trt—0H. HypoGel® 200HMB) ;

[0123]  (10)T B Re AL IR (B, AW & 4- BBy LR 28 206 ) 5 ) 18 Bt i
(Janda—Jels) ™( JandaJel® —Rink Wifi%. JandaJel-NH,. JandaJel-Cl. JandaJel—-4- 357
). JandaJel-OH. JandaJel-1-(3— — HIIEEIENIL ) -3— ZIERRAL W . JandaJel-1,3,

20
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4,6,7,8- N —2H-WEBE I [1, 2-a] BENE | JandaJel- "Wk, JandaJel-Z8ALIE L JandaJel - =
HEEWE JandaJel— FIOHAR) ;
[0124]  (11)MBHA # Jlig (3[4 -(JRZE ML) R4 ] IR —4- B Z K P I LR
55 MBHA iR S8 G5 61 4- (CREE L ) KA O BG4 & IMBA-4- 2L K/
R RBawasans (&) K4 PR ZRPER KRS (4-Methylbenzhydrylamine
hydrochloridepolymer bound Capacity (amine))) ;
[0125]  (12)NH, Btk iR ((EIEFIE) BRI, (AFEFR) I LM% HypoGel®
200NH, 58 K L4 AM-NH, 2- 2 Jk L3640 B OR SR TIRAR 22— IR S HEAL B8 28 SRR A
20- B E LR B K LB TR AR TentaGel HL-NH,. Tentagel M Br. Tentagel M NH,.
Tentagel M OH. TentaGel MB-NH,.TentaGel S—NH,.TentaGel S-NH,) ;
[o126]  (13)OH B ReALMIE (fltn, EWE& 4- FRIE PRI PR R P IR G O &
REAL EICRE )
[o127]  (14) it )le (Wlan, BEWE:i & 4- R KTl ReWa: & KT Z 50
i A- PERIEE KPR )
[0128]  (15)PEG M5 (Biltn, BEME &L 1) ;
[0129]  (16)Boc—/Blz k& Rt s (#11, Boc—Lys (Boc) —Lys[Boc—Lys (Boc) ]-Cys (Acm) —
b—A1la—0-PAM # Ji5 . Boc—Lys (Fmoc) —Lys[Boc—Lys (Fmoc) ]-b—Ala—0—Pam # Jl§ . Boc—Lys (Boc
)—Lys[Boc—Lys (Boc) ]-Lys {Boc—Lys (Boc) ~Lys[Boc—Lys (Boc) ]} —b—A1la—0-PAM # Ji§ . Boc—L
ys (Fmoc) —Lys [Boc—Lys (Fmoc) ]-Lys {Boc—Lys (Fmoc) —Lys [Boc—Lys (Fmoc) 1} -b—Ala—0-PAM
PG« Boc—Lys (Boc) —Lys[Boc—Lys (Boc) ]-Lys (Boc—Lys (Boc) —Lys[Boc—Lys (Boc) ]} —Cys (A
cm) ~b—Ala-0-PAM B Jlig . P2 PAM B4 /IR )
[0130]  (17)Fmoc—/t-Bu k& Bt Ag (#1401, Fmoc—Lys (Fmoc) —Lys [Fmoc—Lys (Fmoc) ]—b—A
la—0- F KW Fmoc—Lys (Fmoc) —Lys [Fmoc—Lys (Fmoc) ]-Lys {Fmoc—Lys (Fmoc) ~Lys [Fmoc—
Lys (Fmoc) ]} -b-Ala—0- £ [CH fiF . Tl #X TentaGel® S — 2K T EEM I« T3 TentaGel @ /IR « 711
B — 2K IR IR T E FOM IR S T 2 R R ) =R R TG ) 5
[0131]  (19) BEIEE AEALM IR (4141, HypoGel® 200S-Trt B 2K £ AM-S— = 2K I 3E
TentaGel HL-S— = RKHIZE, TentaGel MB-S— = RKHIZL, TentaGel S-S— =ZRF%L) ;LIK
[0132]  (20) £ K # A5 (4] &1, Fmoc—Ala— ¥ [ # g Fmoc—Arg (Pbf) - £ K B .
Fmoc—Arg (Pmc)— £ K #F Ji§. Fmoc—Asn (Trt)— £ K # JE. Fmoc—Asp (OtBu)— F K
HE~ Fmoc—Cys (Acm)— F [ # J§. Fmoc—Cys (StBu) - E K # . Fmoc—Cys (Trt) £ K #f
g, Fmoc—Gln (Trt)— F K # JI§. Fmoc—Glu (0tBu)— F K #F I§. Fmoc—Gly— F K # JIg.
Fmoc—His (Trt) — £ KA AR Fmoc—11e— [ iE« Fmoc—Leu— & [GH g Fmoc—Lys (Boc) — £
FCA I« Fmoc—Met— F [CH IR\ Fmoc—D-Met— F FGA¥ /g Fmoc—Phe— F [CH IR\ Fmoc—Pro— F
FCH AR WFmoc—Ser (tBu) — F A AR Fmoc—Ser (Trt) — F K AE .Fmoc—Thr (tBu) — F FCHT AR
Fmoc=Trp (Boc) LKA AR Fmoc—Trp— £ KM E Fmoc—Tyr (tBu) — £ KA IE Fmoc—Val- E
BT ) -
[0133]  dnA S i, RE“AR0E &5 7 Phik e i A & LS Vi il i As e 1 F BAE 2%
NS PN 4 3o EL 58 B DU T A SCh PR R 19 B 3843 o
[0134]  GASCHR T A, “ Bl Rz BE TR AR 7R BT )8 BOR S b AR BT L 0T HA RS A ALE
21
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IR EE (Protecting Groups in Organic Synthesis), T.W. #&#k (T.W. Greene) FM
P.G.M. Af2% (P.G. M. Wuts) , 55 3 hit, 20 WAL B fr iRy 7] (John Wiley & Sons), 1999
FREGERIA B 2 R OR AP 2E, BT IR SCHR TS WA LA T 7 XA AR Sid iz A5 IR
PILAFE I PR T 2 PR LR 2 TR 9- A EE (Fmoce) 24 2% IR 9- (2- T
) DI EEER R IR 9- (2, 7- IR HiFEMER S TR 2, 7- AT 5 -[9- (10, 10- —
AR -10,10, 10, 10— PUSMEREE )] FIEE (DBD-Tmoc) « 28 7k A R 4— FP 40 25 2K AP Ik R
(4-methoxyphenacyl carbamate, Phenoc) @ 3 2,2,2- =S L (Troc) & F& 7 R
2- = FEREREIE O (Teoe) VEIETIR 2- KIELHE (h7) EEFR 1- (1-&Nl%eEE) -1- F
FOHE (Adpoe) VRAEFR L, 1I- —HE 2-KELME ZEFR L, 1-—FHE-2,2- ZIRLBE
(DB-t-BOC) V& IE /R 1, 1- —F3 -2,2,2- =5 L5 (TCBOC) &L R 1- FI3E —1- (4- BX
KA ) LBE (Bpoe) VEEEFIR 1-(3,5- U T A EE ) -1- FE LB (t-Bumeoc) &2 F
2-(2" —MERERL ) LMEFIEETFIR 2-(47 - i3k ) &fE (Pyoe) VR IEFEE 2-(N, N- —
ICOFEFWEZIE ) OB VZFEF AT N5 (BOC) (A F IR 1- & WIEERE (Adoc) \EAFEFIR L
Jilis (Voo) VR ZEF RGNS (Alloc) EIETF IR 1- R NIEMENES (Ipaocce) 22 R A EE
Mg (Coc) VI MR A- i FE N EERE (Noc) 2% TR 8— MR AR | 2 2k /Y R N—- R AL R E /5 |
Fidk IR IE T IRAE (alkyldithio carbamate) (& 2% BRFHE (Chz) & 2% F R 4
FEREE (Moz) 2 5 R NTAF 25 R IR 20 28 AR R OW VR R R U A SR IR V=L IR 2,
4= ZFUFER R PIR 4- I WRAELIE REE Msz) (2L IR 9- EIEF AR 2 2 PR — &
FEFES E I TR 2- ML LBE (2-methylthioethyl carbamate) 22 R 2— A BE Mk
FOBE TR 2- (O RS ) OFR 2R IR [2-(1,3- —mEkidt )] FEE (Dmoc)
FAIE IR 4- IR NS (4—methylthiophenyl carbamate, Mtpe) @ FEFIE 2,4- — XL
L2k BE (Bmpe) 2 3 AR 2- 8535 & WE (2—phosphonioethyl carbamate, Peoc) . 2d JE A
g 2- = RELWHAEE R AR (Ppoc) VEZEFIR 1, 1- — 5 —2- FE LR AT IR A - X
WEAR I RRE 2R PR ( ZREMZE) Tl 2R TR 5- K mrEm i Fls 2 AT R
2-( =R ) -6- AEIEEFEE (Teroc) &2 TR MM IS A0S 2 IR 3,5 — &Y
M 2 2% AR R AR AR 25 R G 2 S IR 3, 4- — FFAR R -6 N2 NI R R IR AR I (ABAHZE AR
Fe ) PR Wy EREEL - (10) - SREEATAEY N - X R AL A R EE AT ARV N - K5
RAEM AT Y HE T RBULEE A E T IR S— Fle 22 PR S E T lE 2 & F
FRIN T IE 225 RN OIS U0 A BRI GG L U2 AR R A TN 28 AR IS L 28 R R A R A R R
Mg 25 IR 2, 2- — AR EEAL LA IR U T IRAT (N, N- L A ELIIL ) FlE. &2
FIR 1, 1- 3 -3-(N, N- IR BRI ) Nl = TR 1, 1- RN 2 EF
B — (2—- mEREZL ) AR IR 2— MR 2 G L 20 IR 2- ML 22 TR IRG S UK A B
(isoborynl carbamate) &2 & FER T T . 2 5L A8 S 4AEE (isonicotinyl carbamate) .
AT (A FEEAEMERE) TR 2ETR - PEXR T REFR - PRI
Ol 2 PR 1- 2L -1- RN ER 2 PR - P -1-3,5- ZHEERKE) &
Mg 20 PR 1- A3 -1- (M FREAB SR ) LB R LTI 1- P4 -1- FE MR R
TR 1- AL -1-(4- MErE s ) QMR 22 RS 2 58 IR (R EE ) Rl &
EHR2,4,6- BT HEARER AEFRA-( =FEE) Y. 2EFKE 2,4,6- —FHEF
g ML . OERE R O s = R LW =3 QeI 2R3 Ok 3— RS TR eI « ik e
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M 3— Npk e ik A G « N— 25 A IR 2R A6 PR 2l R SE AT AR ) 4 PP I g 0 2 i 2 AR I i 208
THEE AR I CWENG AR FE R A L S W NZ . B OBl . (N' - il FIRAE IR =) &
W 3— O R 2k 2Rk ) A WENZ 3 (AR AH L 2k ) T BENZ 2 AR —2- (&R 26 R 4 0L )
BN 2— Ak —2— (AR R TR UL R AU AE ) Mg v 4— &UT e\ 3— A2k —3— i3k T Ik
e AR 55 R RE IR I« N— I3 PR 2 R A 2640 A 256 28 FR M L 41 (2R AR B R AR 2
B ) RPBENE 4, 5- T OREE -3- BEMEN —2- ], N- SROK T BEERE . N- TR T BRI
(N-dithiasuccinimide, Dts) \N-2,3— " ZRIENN T 4% e W i N-2, 5— — FRJELNER&  N-1, 1,
4, 4= VY PRI B IE B R I E N-E 4 (STABASE) \5- HUAX 1, 3—- %L -1, 3, 5- =A%
C—2- W5 AR 1, 3- ORAE -1, 3,5 AR -2 WL 1- B 3, 5- AEEE —4- ik
Bl N— PP N= S A N-[2- ( = FRERE RS ) S5 | A (SEM) W N-3- ZBESE AR IL
N=- (1= P2k —4- g2k —2— A58 -3 mbms ik —3—- 5 ) e R4 dh  N- Flig . N- = (4-
AILEEL ) %R, N-5— K I B (N-5-dibenzosuberylamine)  N- = FKIEF % (Tr) «
N-[ (4= R AREL ) 2R H I ] f2 (WMTr) N-9- ZKEED5 % (PhF) N-2,7- — & —9- Zj 3k
M N- RIS AR (Fem)  N-2- ki 2L &8 N7 — 8408 N-1, 1- M
P P N= P SE % N= St AR TP R R i N- 2R3 0 PR i N=-[ (2 b ) 39 —
] WH L (N-[ (2-pyridyl)mesityl]methyleneamine) . N-(N' , N/ — —HIFLE FE P
5) M N, N = W S N= RSS2 % N- WK 55 i « N-5— K 55 1
N- (5= G —2- FRIEAAL ) 2RI i N- W I N- (5, 5— 3L —3- (A2 -1- 3T
Jiids ) B N=IERT A N- R IEMNERATAEY) (N-diphenylborinic acid derivative) .
N-[ 285 (ToBRIhes ) Bl ] sl N-[ 2858 (Topdbdsy) Bedt ] g N- 859 N- &F
AW N- gL . N- AR I i g N- S840 — R R IE G (Dpp) « — AR ZEm AR It i
(dimethylthiophosphinamide, Mpt) « — 2R FE 4 S B ik 1% (diphenylthiophosphinamide,
Ppt) 2 FEE R %t e (dialkylphosphoramidate) 2 EEBEIR — NG 2 ZE MR — IR IR %
Wi e H% (benzenesul fenamide) « 41 A 5 2K WP 5k e (Nps) 2, 4— ZfiF 22 2K 0 s 19t iz« o
SURE T 2— A2 —4— FRARSE A P Tt M — 2 5 P 25 NIV Tl I e  3— i 22 bk g T ik 1k
& (Npys) X AR 2RI IZ (Ts) VARREIEREZ (2, 3,6, — = 3L —4- AR R ORI IENE (Mtr) .2,
4,6- = AR R EEZ (Mth) (2,6— — F1 5 —4- AL Rt Bt ik (Pme) £ 2, 3,5,6- U
B —4- PEIERTEBEZ Mte) 4- PARIERMEEZ Mbs) (2,4, 6- = FELRREIEZ (Mts) |
2,6— AL 4 R RN (iMds) +2,2,5,7,8- T 3L @3 —6- T NEZ (Pmc) . FF
BRI (Ms) o B - = IR e pe Ik Z e Wi (SES) \9- BB Mg 4-(4" ,8' - —H
FAEBE PR ) ATAEL I (DNMBS) | 1 JE T Wk g . — 60 P 255 Tl G i R R P I P 5 Tl 0 e
(phenacylsulfonamide) .

[0135]  4IASCHRETH, “ A Ia R IR IR P B SRR IR 75 P Jg@ BRI H Ax i &1 4
H HAFERAA (Greene) (1999) T 4HREIA IR LL , 2208 MRy R IR I L gk — D s (=
ABRT ) SBREHEEE BEIE L D7 IS BB IR AP R R . B (IR e SE I S A4S =
AR RE . = SRR B8 VBT 36 SRR e 0 U T A R IR R e L = S N R R
o BIEREERE I SRS I CRAE X AR R IE 3, 4 AR R SRR LT
F VUL —2- 55 AIE MG IR i Se R N 55 A I ) 7 25 10 S 48] A0, 456 A 12 Hh 28 B
AR RIS IR A SE B R A o 518 1R O bt 2k 1) SE 0 B G AT e s 2 R R 2k (0 2am, 6 P AR
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FEREE (MPM) (3, 4- LRI, O AFZE I WIS RS A K JE R R 2, 6- EUR AL
XPEGETREE ), DL 2— ke AR 2R 4- nipmg & .

[0136]  GnASCHR AT A, “ Al R AR IR AR AR BT )8 BOR S b AR BT L A 0T HA RS A ALE
R HIRPEE (Protecting Groups in Organic Synthesis), T.W. #&#k (T.W. Greene) FN
P.G.M. ffizZ (P.G. M. Wuts) , 58 3 i, AV AL E BR iR A 7] (John Wiley & Sons), 1999 H1
TG RIR R TR, TR ORI EEA WA CLS T 7 AR SO . AId R SRy
SRR R AR IR (MOM) AR ZEAR 2L AR S (MTM) BT 282 R (R AR
gk ) FEFEFEL (SMOM) FRIEAEIE AL (BOM) (X IS RIS AL (PVBM) « (4- FR4EE
AL ) B (p-AOM) «REAIAN 2 (guaiacolmethyl, GUM) BUT 4808 24— G ZE4A
TR (POM) JEELEAEIE A EE (siloxymethyl) (2 AL QA FEE (MEM) (2,2,2- =5 4
AERE N C-RACHEE) TR 2-( ZHERERE ) CHEIEFE (SEMOR) | DY Znt I 2
(THP) 3— YR PU SN g 255 L DU SRR A QI IR 3 | 1 - AR AR PR 3 L 4- B SR DU &L g 25 (MTHP) |
4- AR DY A AL e 25 4- AR R DU A ACIE & S, - 5. 1-[ - 4 F
) 2RI ]-4- PAIEIREE —4- 3L (CIMP) . 1,4- 422 Ofr —2- . P A e g 25 I &
WRACERE 3. 2,3,34,4,5,6,7,7Ta— J\&A —7,8,8- = P 3L -4, 7— TV B 35 28 JF ey —2— 5
I- CREECHEN-QQ- R AR ) o5 -FRE-1- PRI - FH-1-FREELL
F1- 2R -1 FRASE 2- B2, 2,2- SR OHE . 2- S PER R AR 2- (R HE
%) &% (2-(phenylselenyl) ethyl) < BUT % M P 26 0T UL 0 AR A FE 80k . 2,4 —
AL R IE OO AR N2 3, 4 AR Ik L ABAH S R E A R Ik R g TR
2,6— AU FE OIS TEIE O IR FRTRRE L2 ntbie B L4 AEmE AR L 3- R -2 kg AR
N-FMREE (oxido) \ ZARIEMIL . p, p' - ZAHFE R FIEE 5 ZRIFRRBEEE = ORFE AL
a - ZRILTIRFEFIL XTI IE ORI L T (X AR ) I = (X
AIRIL) FEA-( - R PRAERE AR ) SRR 4,4 47 - = (4,5
SANKE PR AR ) W 4,47 47 - = (ZERABRE A ) FE 4,47,
4" —tris(levulinoyloxyphenyl)methyl). 4,4 ,4" - = (ZEPFEIEEILERKIEL) P,
3-(mkMe—1-J%) X (4" ,4" - ZHRSEERE) FEL -0 - FEERE) -1 - R
AL 9- 29— (9- 2R 3L ) Je& L (9-(9-—phenyl) xanthenyl) \9—(9— 2k —10- 5 AUSE )
B 3- R T A b -2 FE R IR R ML S, S— AR S AELEEE (TS) |
= CHEAEREEE (TES) \ = R ANZERELEEE (TIPS) \ —HFER AN (IPDMS) . —LERN
gL (DEIPS) \ —FI3E 2, 3- L -2 T At dE (dimethylthexylsilyl) BT 2
ISR 5L (TBDMS) \UT 28 — 2R FEREGEIE (TBDPS) - = "REEMEREIE . = — X = I A FE 4t
S RS ORI ARG (DPMS) BUT IR AR AR AR (TBMPS) AT RS
2R L RIS  CIRIE LR E A LSRR — R LRI — T LRI T 52 LRI
—RHE PR SRR R I SRS N R RIS SR 3 2R IE PRI\ 4— AL IR i
( CERNTRRE ) 4, 4- (W LHEZRiIE ) Rels ( SBEBEAE —midils ) e IR B & NIlbE
PRGN A- AR TR R < IR R X RN JE oK IR IR 2, 4, 6— — ALK IR B
(KRS (mesitoate)) HRERGEHEE TG IRIZ 9- D1 lE (Fmoc) IR KE2E LI IRIR fi 3
2,2,2- =R LME (Troc) IRIR 2-( = FIEAELEHE ) LlE (TMSEC) VBRI 2- ( ZRFERa I 2L )
LR (Psec) IR 2- ( = RIEBESGHE ) LlE (Peoc) IRIRITIE R T Be Ik BRI £ IR IR Tk
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R E AL I AT IS Bk PR e S T AR ik 2R I8 B PR e 2k T B L Bk R e SE T AR AU BE R R VIR R B 22 3,
4= ZFPAEEE R ER VIR PR AE QR AR AL R IR IR PR IGEAE X AL R R BRACRR B B Tk S— W E VBRI
4= CEHE -1 2800 i ACRIR G 2— MIOR FIRER  A- SR T RER  4- A3k —4- PRI
PRI AT ( iR ) SR IRES. 2- BRI NG 2- ( FEMAE FHEE) & 4-(FE
It AL ) TIRME . 2- ( FEEM I AL AL ) KRR 2,6- — 5 —4- FERE A LR
ME.2,6- —&-4-(1,1,3,3- PUAIL T3 ) REFEOMRNR.2,4- X (1, 1- “HIEENEE ) 4%
FLOWRlE AR ORI ORES T T R lE T ERIE . (B) —2- FIE —2- TUEIREE AR ( AR
AL ) KRG, o - ZXEREE AHRREE N, N, N, N/ — DY I R B R e s (alky LN,
N, N’ , N' —tetramethylphosphorodiamidate) . N— Z&IEE IE AR Ll A BR A . — LA
% (dimethylphosphinothioyl) \2,4— —AHFEZRFE VAR B be G R R S . R e R g (7P
TR IR 1 ) R IR T IR R R AR R IR R (Ts) o« AR 1,2- —REER 1, 3- R, (RIPEBHE
LG I I CFR AR 11— BUT 250 SR 4a 01— R LR 4a . (4- FAEEARE ) W4
AN 2,2, 2- S CEE4AIE AL G (acetonide) VIR SCIELa B V3R CIE a1 |
NP B MR R IR N AR R R IR A L2, 4- AR R A L3, 4- AR
SRR IEGATE  2- AHFE R IR GRS . AR W PR 4T . L4 R 0 R4 TE . — S
FEJREENE - IR CFE IR R NE - SRR CEEIRIRRE 1, 2- A L R IR R |
a - A REIR RS 1- (N, N- Z SRS ) WOEMmAED . « -(N, N - ZHREE)
WARZERTAD)  2- SR R IR R e LT BRI RE Rk (DTBS) \1,3-(1, 1, 3,3- 4R
AR REAE ) ATAEA) (TIPDS) PUAUT 48k ik 4t -1, 3- ZFEATAEY) (TBDS) JERIR
BRERIE IR BN FR I L B ER £ G A R 255

[0137]  GnASCH AT, “ Al B S R ORI Ik 78 P e B AR s Ak i O B L
G RP R IE (Protecting Groups in Organic Synthesis),T.W. ¥4k (T. W. Greene) FH
P.G.M. fizZ (P.G.M. Wuts) , 2 3 i, AL E FR iR A 7] (John Wiley & Sons), 1999 H1
TEGHHE IR B B ORISR SCHR I B AN P 5 LA T B 7 IR SO o 208 4 IR
AN S — RS (EAFRT) Bl B R 5 T R I8 I P 0t Tk Bt T ek ot RS T i
FE SERL A« 07 SE e SO BRI S R IS e A i k. 55 03 I R JE 1 SE )AL 45 TR ER R . LR BS VTN
RIS PRI« B 57 PR IR AT A AR BRI o 138 1 TR 255 1100 AR o S 097 B0, 56 PP IR S % P I 25 PP PR G
LIRS =T LIREE TR IE LTRIE = R FE T AR SRR N RUR S SRR 3— 5L N
PRI A- A IR AR 4, 4- (O LR Wi ) IRIREE R REE ( =FRELKREE) O HR
B 4- AL - O RER 2 PIREE N NIRRT IRAR 2,4, 6- IR FREE. SRk
PR G ) S (0 FE R R 9— 27 2 B IG VB IR LR IR TR 2,2, 2- — R LMEIRIR 2 ( = S5t d
) CPEIRER 2- (REETAMERS ) LME VBRI LI TR A FR A% TN G Rk B N 2E R R . A1
(PVRE e S I S o) 4 — AR SR B I = IR RERESE VBT 2 — AR e 0 L BU T 2 ORI RE
Yo N SN B E oA TR ey o B R e L S S e ) e SIS TR R Al B A S AT
FIERIE 3, 4- SRR SR PR BUT A N FE B, BT AR A IS I T R b
Y SE AU FEREFE X AR AR FE (MPM) 3, 4— — AR 3L . 0— A FE 53 R 3675 2 L&t
FEREE 2,6 HUREE R IEAEIE 2 ntbme B IR AR 4 npbme AR EERE

[0138] WA T I, REE“OiZE 7 s mE " 24X (-SH) M. “aiUUnsst” 2
FR20 (SR BYEER], Horr RT W] 4 S EUE sehc g & 70 AT EUREE (4, &5 i S 2k Ok

25
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PrIE s TR I R BE A e 25 A R L AR IR U T 2 A mﬂﬁ% T 5 R TR | TP T
PR TR | U A2 e B D5 IR D7 R LA, HLAS BT REBR T BE AN P AR .

[0130]  fA S AT AL, RTE “BifUAE” 2R (= 9) B‘J;_-%Bjo

[0140]  fnASCr T A, “ILER 22 BTS2 (M 7 AR AT SCRA S B e X AR & B
A WATAT B 252 BRI REs2 I 38 VT 2y B2 S A 0k e ARl / B2 i 2.

[0141]  WIARSCH AT, KRG “B 2% b2 2k R¥e e A B AW e B N iE H
55N BRI S5 3 W) 19 20 2R B f i TEAS 2 85 2 ) i O B SE O S A R s Ak /R
B CEAHFR 1 ko 76 BT B SRR b A BT S 22 B B2 1 . 280k Ui, SO M. A
%= (S.M.Berge) % AFELLGI B 7 X IFFAKR A 1B 25822 24 & (J. Pharmaceutical
Sciences),1977,66, 1-19 AR 2% ERJ 2. AR HASWIIE 255 ]
sz 10 B A8 A E M S WA HLBR AR T RIS 0 3h . BR 2% Bl B2 TR IR I e 2k
() S48 Sy ER A T 2R B SRR BRI T PR R s SR 1 T LI B FR A9 2 R R O T s —
B A R TR R T R BRI A A LR B o FH T e e AR b B i e o vk

(Planes A2 ) Pl astsh. HEEA Y L2 Sl o RS e BRR S

IR R B R A R IR 2 R b R 2 PR i At PR A A IR B+ ) R A I R B A% i

R IR TR IR £ A e N IR B A IR 2L+ i IR . Zbe iR A L IR

Tﬁxﬁ*@&ib H PR IR EE H/Hﬂﬁﬁ@zzﬁl HAREIR 2h PR IR L PO #h  CIRER LR
2- FR - LLehR AR IUREIR Bh  FLER Hh L IR A TR AR IR B LS SRR A It

N IR ek ig £ 2- %SE%E&%E JH R 6 AR 5 T PR 2
MR Eh RIS Eh I B £ 3- R I N R £ T RIR ER VR
TR ER R AR AR B B R B N R R ER L e R B IR R A . IS R
R LB FEI 4 B 3 i S AR VRN (C, b3t ), Bhe AR MERE B B - & 8 £
BLRRRN AR VB AR VR R VA Eh VER B E . e EW?LT%XE’J”@%ﬁ@%%%@ N
A5 FHAB) 20 i 1 SRR S R B T PR B RS A PR AR AP 20 o o itk R R O S5 T PR AR
()~ 1 155 BT T R i B 1

[0142] LA AT A, ARTECHTZY” 248 T 10 R N e # OB TBCRRL S 0 B S T A
Yo TERLCTEOUT, AT BAN T RMLAE W R EER / Bk e . arZy s &t
DLE 55 5 BEAL S P AH QI IS T 2524 00/ BREWal 2 L. JT 25 D s nT A8 T Ho A3
PRI, 9 4n7E A2 22 pH AE N AL -5 N 5 B0 G AH b 3G o i K 1, B 5 AT AL TE
IR A, B T B s K g AF 1 292 e M . Ik, O R A TR SRR A= vl 1 PEATT
U T RT 2. B HoR A D 2R B VE A & A R R B R B B B & 41
A2, g an " 5Bt M2 A BAEH IR HLAL S (The OrganicChemistry of Drug
Design and Drug Interaction)” ,#E&EPE/RIEEZ (Richard Silverman), 2= A H Rt
(Academic Press) HifRR, (1992) HATIR,

[0143] WA T A, RIS B AR A 4R ” (46 th 2 b — PSR 7 IR 0T 2 b —Fidh
AUCE 1l Sa R0 RURE = BERIDOUEE, B 2 ) BT AR B R A LD AT AH B AL
WEY . B2 REE T TR R =, AR R pHAE . BAZ ik
(B, 40 AR SR R X B S N ) AT PR BRI A o 7R3 P B AR S A B HE ) — AR 5 Tt
Wiz — BRIV I 5 BRI — PR I sl — YERG s FGli — CANTRD ) Il 522 A4k o
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[0144]  tnASC A AT, ARG “ i ik QST AT B LA S A AR IS AR e i A . 28
AR, S AL A AR AR AS S BT R P R A AR e X A 4L B— SR AR 2 i)
P R R WA AR S— X IR S A R VAEXS MR e A 4 (D) — S Ad iRy (L) — S Al 4 FLA1 i i
REWAILILETRED . 281K UL, 75— Le ST b, —Fp A 44 / % il S5 A 78 0] g LK
A AN R T B S A AR FR T AR 0L, I HA AT RRAE “O 2 s 4R 7. WA ST T L, <62
BT KRN L BOR LU ) — ROt i e A AR 2 il AR FELE St b, AR R AL A
Y 22 /025 90 H & % AL IE X i R A AR . 7R S, A A 2 b2 95
%698 H i % B 99 H 5 % IR D X e e A A AL . DA 3 T B S A A T T e T i 4
RN i 2R AR T 73 CEURE T 1t = VA i (HPLC) Rt 3h (W T i 5 45 it
M e VR A ) 4y B 45 B S0E ARG R §l45 . S EF T (Jacques) &N,
Fof e SRR A L AR VY BEAR AR 4 (Enantiomers, Racemates and Resolutions), ( 2§ JEoSr
/N7] (Wiley Interscience), 404 (New York),1981) ;e S.H. (Wilen, S.H.) 25 A, I'f
[ & (Tetrahedron), 33 :2725(1977) ;3 FI/K E. L. (Eliel, E.L.), B4k &4 (57 1A 4L 2%
(Stereochemistry of Carbon Compounds), ( Z#& 57 4y /R B McGraw—-Hill) , 414 (NY),
1962) ; @i4e S.H. (Wilen, S.H.), #5735 Fl 6 24 5 7> & (Tables of Resolving Agents
andOptical Resolutions), %5 268 T (E. L. 3 FJ /K (E. L. Eliel) %, 3 BF K 2% H Ji 4t
(Univ. ofNotre Dame Press), &FEBE (Notre Dame), 1972 4F )

[0145] AL ATHL, “2 GBI ZARUAIE—FrEE e/ S F R 45 s S A K
LAY . YT R AR 2 R iAAAE 2 IR GT, S FREERU I 2 R % . 76/
GG P2 RIS W] R — 7 TAAEARM G A (conformer) M4,
R 2 A IR, ANIA] b A 2R AL /KA B ML I 45 2R

[0146]  Rifk “ZHEEMR” IR EA AT GRIEN /> 7o A RO o -2 HRY B -2k
MR, AR T T o RIS, 2R 2 « 2R

[0147]

R, R R',,’ R

j<“/0|-| H;N % OH

H,NT ¢ 3
o} 5 R0

[0148] o - G B - HIHMR
[0149]  AIAMEERERE (ART) R a - IR, G an Ik R IR 20 Fei WoORAA A
6 a-Z3Em (H, AARVNLC.DVQE.G H.I.L.K.M.F.P. S T W. Y.V, I F SR il 6

LAETROE) sARRMR a - &R (W 30K 2 MR 3 HATIR ) s KRR B - AR (i,
B-TNRR) sAHERIR B - IR D- AT L- K

[0150] A< A B KR 603 Hh BT A I 22 0 1 ml T I A L& Rl 4%, Bl il e i 4R 3R A5, 1
1, IR IR AR B B0 B o AEARZ B IR Bl b, 3 - (X ] = X B R SRR
A/ BAFRIR B -

[0151]
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[0152]  Hirp RFN R’ XS R SCRIASC R By s SRR 1 =R IR 8%, I H. R® 4R ST
AT E Lo
[0153]
z1 EENEEBRNE
AEHERR o-HER R R'
L-WER (A) -CH, -H
L-BEEm (R) -CH,CH,CH,-NHC(=NH)NH, -H
L-RABRE (ND -CH,C(=0)NH, -H
L-REZHB (D) -CH,CO,H -H
L&, (C) -CH,SH -H
L-BE® (E) -CH,CH,CO,H -H
L-AEB&R (Q) -CH,CH,C(=0)NH, -H
HE®E (G) -H H
L-AER (H) -CH,-2-(1H-Bk 1) -H
L-#=&8%8 (D T -H
L-=&ER (L) -RTE -H
LER (X) -CH,CH,CH,CH,NH, -H
L-FRmaEm, (M) -CH,CH,SCH; -H
L-ARNER (F) -CH,Ph -H
L-fEEER (P) -2-(NERE 45%) -H
L-#2% 8 (S) -CH,0H -H
L-AER (T) -CH,CH(OH)(CH.) -H
L-BE 8 (W) -CH,-3-(1H-5|%%) -H
L-BRERR (Y) -CH-(Ri R B R EL) -H
L-SER (V) -RRE -H
r2 SRR ERNE
AEIERR o-BER R R'
D-H&ER -H -CH;
D-BER -H -CH,CH,CH,-NHC(=NH)NH,
D-R&XBifiz -H -CH,C(=0)NH,
D-RA AR -H -CH,CO,H

[0154]
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D-£E R -H -CH,SH
D-B & -H -CH,CH,CO,H
D-A R B -H -CH,CH,C(=0)NH,
D-HE R -H -CH,-2-(1H-BK M)
D-RREER -H (T HE
D-Z &R -H -7 T
D-#i =R -H -CH,CH,CH,CH,NH,
D-HmE B -H -CH,CH,SCH;
D-ERRR -H -CH,Ph
D-fR &R -H 2-(MH k)
D-Z E -H -CH,0H
D- 7 &R -H -CH,CH(OH)(CH3)
D-A5R -H -CH,-3-(1H-13[%%)
D-FR &R -H -CH-CI R E)
D-BE R -H -FAZE
—-EE -CH=CH, [-CH=CH,
[0155]
x2 (&) |
TREERR o BER RARFT:
a-FE-WER (Aib) -CH; -CHj3
o- PE-FER -CH, -CH,CH,CH,-NHC(=NH)NH,
o- FE-RABZ -CH; -CH,C(=0)NH,
o- A E-RELER -CH, -CH,CO,H
o- FE-RER -CH; -CH,SH
o- FE-BA R -CH, -CH,CH,CO,H
o- B E-BF WL -CH, -CH,CH,C(=0)NH,
o- FE-HARR -CH;, -CH,-2-(1H-BE M)
o-HE-RRAR -CH, AR E
o- FE-ZER -CH; -7 T E
o- FE-HBER -CH;, -CH,CH,CH,CH,NH,
o- FE-FHR AR -CH; -CH,CH,SCH;
a- FE-KR AR -CH, -CH,Ph
o- P E-HER -CH; -2-(HE PR BE)
o-FE- TR -CH; -CH,0H
o- FE-7E R -CH; -CH,CH(OH)(CHs)
o-FE-AER -CH, -CH,-3-(1H-F3| %)
o- FE-BER -CH; -CH-(W F2 ZE R A
o- A E-GE R -CHj -FAE
—-LaE -CH=CH, |-CH=CH,
IEERR -H -CH,CH,CH,CH;
[0156]
%3 38 R

AEPEAERR o - HER

RAFNIR" 25T A B ~CHy, 7 H -
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Ko AR « - FEMAN o - HER (Fl, |- (CH),~S-(CH,) CH = CH,.

LM AR 2 BB E R 2B - (CH,) ,~0-(CH,) ,CH = CH,«

BRR LB MLAR . LB TE . ~ (CH,) ,~NH- (CH,) ,CH = CH,.
ZEMHER . 2B HHER 2 BN ~(CH,) .~ (C = 0)~S—(CH,) ,CH = CH,.\
ARE) . ~(CH,) ,~ (C = 0)-0-(CH,) ,CH = CH,+

~(CH,) ,~ (€ = 0)-NH-(CH,) ,CH = CH,.
~CH,CH,CH,CH,~NH- (CH,) ,CH = CH,+
~(CgHy) —p~0- (CH,) ,CH = CH,.
~CH(CH,) -0~ (CH,) ,CH = CH,+
~CH,CH(-0-CH = CH,) (CH,)

- &M -N((CH,) ,CH = CH,) |

~ (% N ((CH,) ,CH = CH,) A
~(CH,) ., (CH = CHy),

/ﬁ\:':':' H

g I E BTl 0 ) 10,

[0157]

£3 (&) rHHERR o-TRER

'/\/ r\/\/\

H‘J\N%(‘l‘; ;\N%(‘H’-

"o Rs | " o Rg
S

A
0 Ss " o B
[0158]  fEAEVF £ CANRIAE RN IR, HorpfE— P mT AR AE A R BRIk . ol in 2
F S. PUFF (S.Hunt) , 2 B AL 2= T AE WAk 22 P ) AE SR B & 25 R (The Non—Protein
AminoAcids :In Chemistry and Biochemistry of the Amino Acids), f G.C. =55 4%
(G. C. Barrett) , &3 2 (Chapman) FIZE /K (Hall) Zw%H, 1985, JERIRGFERR 1) — LesLf] A
4- BRI IR HHE R (desmosine) . Y- ZET K. B- HENAR. EHM=IR.4-E) - T
Mkt —4 (R) - A AR -N- L —L- 95X R N- A -L- SR 1- &8 - M AP IR 1- &
52— RXE -HNEFR - 2% - T RPR4- 25 - G PR.3- 2% - ok
PR A- WRIEFE LR \4- 247 —1- FIEmEns —2- IR . 2,4- — %0 T 2.2, 3- 2 JEINIR
2,4- ZH TR 2- A EPFF R A-(REFE) FRKR.4- 2R TR BHA RN
PR 1) AR T 2 R A A AR TN 2 R (9, 28 —C (= 0) GH, 5—CF, 5—CN 53— = 2& 5-NO, ;5
CH, AR ) « B 2 R 2 AR 2 e (9, 13— 248 —C (= 0) CH, 5—CF, 5—CN ;-
55 5-NO, sCHy B , FNIAYT (statine) o 734b, & T AR B R 2 B8 ] 2o fin A= LA S
B 22 2 JEAL IR IR AL R PR AL, I AL RTORE Ak i e R R TR 2
[0159]  RIE“ZIEMRMIBE” iR 52 IEMA o« — kBl B — MIERIEH]. “EGEM2A IR

=

e"\N >
H

T
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5”7 AR (EART ) W bsepre OOt Hank 1 313 3 A s gt i Tl A& 1 2 S iR
G

[0160] 2845k U, A 1) S FE R I B A0 4 AR 26 (PEA N R 1Y) o — 2 S5 IR I 1) 2 P
) AR P (TEARS 2RI o — 2 BRI REIR & 4- PR BE L) b P2t (fF
N PR R I o — ZFERRINEE R A AL ) 5. “ A AN AN S 2 B 00 B 2 i i A7 R o A
PR 23 B 2 R BRI BE , 19 U 28 B AR 2R BAR P 0L (o, o ) sl — B (g, B ) 5 B
2 5 5 2 i b How R um ARG 2 A ISR, o £ 8 St fgi] v, “ A ity AN i 2 S5 R )
B BRI A SRR N B o A SRt r, ¢ A g AN VL R B R R B 7 A R i o B S PR
o FEREEESTHEG) R v AN AN IR R BE” 1R wi il oy R — PR R Al
AR MRS (EART) Wik 3 F Tl i 4E .

[o161]  “JRk7sk“Z KBS E Ik (B ) SEEE—RNAERZENR Y. AL
T RTE “IR” 8“2 IR Rt BATA /b (G B h R A i, 2 IRk . 1875, Ik
B KA A 20 = AN R . IRERZ IR Ml E A s O G . AR
A PLIE RS A KRR, (B n T B ARG O R R = &R (R,
HAR P AFLE A LI Z IR R &4 ) A/ SRE SRR . sk, TRE 2 ik
[ — A~ B — AN DL S 2 R ] 8 8 sk S A 2= SR (oK Ak A 5 D R 2 L IR I
T VEWRIE VAN IR R IL ] THA B R S L B I S B RSE ) AT B4
JRELZ IR ] DU B F BT LR 2 00 525, Bl i B 5. KB IR DU KRR AT
TEH EURBUIR R B o IRE 2 IKAT LR RARAFAE L A BA U, AT G . dnAs e
BT, “ K7 24 AN L R M s R -

[o162] DA 5 SR HE AN AR g b T R ) o — FEORTE

[0163]  dnASCH T, RGBSR R IGAEATEN Y o 7EFELES i vh, AR I . 1F
S SA , WASCR BT REE “AME” iR AR (T, B L ABULE )

[0164] LA ST AT A, RVE “ 857 RFEREN WO BRI 33 5 B N AR BH ) 22 ik Bk
=x//B

[0165]  4nASCH T, RIE“VRTT” SR i 7 B e A e ) s A/ B R R P A
395993 B tR o

[0166]  UIASCH AT, RIE“HRE" RT3 ME" 2R 58 AR G 3 220
ATV TT AR I AR IR B 55 A SO 32 5K Ok B AR U BH 22 IR G () AR v T R R B
B R B 2 IR S Bk .

[0167]  GIASCH AT A, PR AN SEORDS G “ 867 i, OBl ok BB s B L Bl AR SR A A
ARG . EREEe s h, 4RI A G . R e S, A R AR 4 G . JE
IO A BEAE AR B JE B A EAEA] (van der Waals interactions)  Bi/KMEAH BAE
FH A B R rAE EAE 56 o PR S A e e W e i A U I e I e TR e 3
WAHEAER .

[o168]  GnASCH AT A, “AMIE TR B YR IE R SR TR AR LAY T TR L EIR
Ber AR B LA 3 25 o DR B RE (AT AT 0, I ELR e nT v CRUFE TR ARy MR vR T )
(R T o A A i e 750t A 5 48] o 3 58 ) — P A S ) B AR B B PR A O — ML S A R
VEF R i o — P S A E - B3O AL &0
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[0160]  7F L8 S5 o, A0S MR A U R B AR B B EE R B HIV R P ey A2
S 05 TR BRI 551 T 0 ) Tl o ) S [ I ) A [t e i A 2AS ] I v AR ) B A
I G I BRI )BTRS 5 B oA A 78 I 24 L BELR SR FA) 5] S bR AR P | i
Z#5) (birth control agent) J¥Z AIFIIRE E42F (progestationalagent) \HiE JGHR
1) BE 24 S B0 BRE  50) LIR30 PO AR ) RS AR 3R] A 20 B 2R R AR 24 L B E R BT
25 WLAFA St ) BT S AR 25 (anti-Parkinson agent) \Husz 287 WL A4 711 L 336 FH
W3 i i R S oo wa ) B 0 P ) BT RE SR . B — B b BR R BE TR A PR L
JiIREREE | I = o 1IN =10 LA N | = 2 S| 1 A1 P e i R
FHRAEFR) (A1) an 48 M A= SRR PTRS AE 4 ) » BCDNAVRNA LB i — SR A BAE A 2R
5 — 52 ARAH AR ST/ NGRS

[0170]  JRYEHEAEVE R B (EART ) MEI T, Sl g 549 Ik S A i
KA EY) BB 2R ZER R ERVRER AR EREE AR, 5 & A RS
P33 BB R IE B RZ R« DNAL RNAVBZ IR L 1 B B IR I SUSEZ R IR o
PR ARG, FE B Se) rh, AR iE AR AR M. R Te PR MR e RS A
(A0 2, N K40 e 6K 40 J L 2% 40 B o e 4 B R S DR 40 G g b R A Y 8 IR e R 4
M) \GEar 2R A (490G, I e ST 40 O | 1 40 S AR 4 T L ST 44 40 B 1 v 4 )
AR B, WG4 M e R T4 B ) 40 L e SO 4 T R T 4 L A L R A L e
R B L T4 B JULEH B BR 40 e L I EE 48 i (Schwann cell) (BAAS T4 g (Langerhans
cell) LAR I Bk DU ) (Islets of Langerhans) H) (1) 4121,

[0171] 7RSO STyt b, VIS PERE NN 7o EIREESLE S, N AL 72
AR 7o AEFELESES] T, NEHL T RIAEFERY 1o AERELSE S, N AL
TR EAEE T RN W e 2SI it (B, F4588 ) SRR
WEW. RAEHERIR W AAFE R B F 53R (penicillin) (AT R FR . FHR.E
e, 28 A2 B (paclitaxel ;Taxol) « M HE, ] 45 [Al. ¥ Hh 35 (digitalis)« 2% J* (quinine) .
T & 5 B, (tubocurarine) « HH g 2 5 B, (muscarine). &5 15 & (artemisinin) . 3k ffi
% (cephalosporin) . P4 ¥ 28 (tetracycline) . & & B 7. Fl 48 & 2 (rifamycin) .
S 2 2 (chloramphenicol) . Hl #& B % (asperlicin) . 3& 1% fh YT (lovastatin) . ¥f 84
# 2 (ciclosporin) . JIE $ 3 Alcuracin A) . 3L #d 28 7% 3 (eleutherobin) \ #if ¢ ¥g 47
% (discodermolide) . & #£ 4] ] & (bryostatin) . #F g £ % (dolostatin) . 3k #% i &
(cephalostatin) kPR 7% (epibatidine) . a — {1t EEZE (a —bungarotoxin) «
W K 5 2 (tetrodotoxin) . B I %' ik (teprotide) F1 3k H W & #8 B (Clostridium
botulinum) KPR EF F . 7F L8 S 5] 0, /N A L5+ 52 26 B B RV L (Code of
Federal Regulations;CFR) ATt MALEEHE M5 H & H 5 (Food and Drugs
Administration) #tH#ERIZ59).

[0172] AR SCH AT A, “hRid” te BA IR AP 2 —Rhoo & R R BCE BEHT
g3 BTl & 3 AT A3 RS A I b P B A K W 2 ik i n] ERaER: (R gE ) sin]
Wb EEAR (B, MR BOEER SR S R A R BUR S U R 2 s FRRECEEE |
SCRE B S RE 2 B EOR S U R A 5 s PR BOE R SO B SCRE 2 U R ER 2 Y
AR RIE s PR BTG IR SCRE B SCBE 2 B ECR 28 B I 0 2t 25 s MOIRBOR B 32
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G SCEE 2 B EBOR S BUR I 0 58 s BRR BRSO B SCRE 2 B REUR 2 Y
AR 2 e 5 28 AR BIOR 22 A IR 0 0 2 5 8 BAR B AR 28 A IR S 2% 07 2 5 B e AR B
KA LSS , SHAR AL G, T A etk ) 8. N T8, brid v fEA TP
DA BH 22 IR B A A0 Pk R Pk A ArT 6 B Ak 5 A U BH 22 TR 42

[0178]  — MR Ul brid il @ T LU R BT —Fp (B—FLL B :a) & R 1
Fric, BTl [ 22358 2 v] I P B R 25, A (HAFR T) *HOH PCUCL NP PPy
PS.76a""Tc (Te=99m) "' In #T 2T "Yb Fl " Re sb) &4 G2 8B 50 IARIC , Tk Sy 73
AN BUARBEUR, AT S5 (B BRI SN ) 2iG o) 1B B ROGVBLE T
o Bbsid (FanFhrid FITC) d) BA —AE—ALL ECEME 2 bsid sfe) A
WA AU E S SR B E AR Arid (Bl s - PrAEEO R E .
FK506—FKBP 45 ) o 41 _E Jridk (93X 282 TR0 AT — it rTRR VR AR S i s SO “ 2 W
7.

[0174]  FEFELCSI ] T, 451 40 75 %500 A4 B BRI, B 3 00N T R 2=, i & St ml s
Wk (fln B ki+ ) MIFEALER. AEFLLESTd] B, Frid s — el —A DL L E R 9
RS 5r F RAH EAE I BDESEFIE 4r . PIAEH 2 0 A & 648 (photophore) ,
REHHH T ERZNEGY . BN G ANE (diazirine) W %M (nitrene) oK
Jfi (carbene) EHAL (2 WA H. Bayley, H. ), W5 AP0 27 B AZEGH)
(Photogenerated Reagents in Biochemistry and Molecular Biology), (1983),3%/K3E
/R M (Elsevier) , FIA e FT (Amsterdam) , H B R LA 07 AR ) .
TEAS I B ) B B8 STt ) A, By DGR FIbR il 2 48— BA B i =300 UK 48 B AU
2% I IEAE | TR) B U2k 28 A A MO B A6 R L, B0 4% ((EAPR T ) 4- B A -2, 3,5,
6— YR IR .

[0175]  FERELESIf] , brid B & — A B — AL ESOGHI S o EFELL S, bR id a2 5
JEhRIE FITC, 7R 2e S o), Fric B3 BAA — e AN BL B Cn S5 & 7y B AR 55 o
FERELESRE G, brid B S RO AR R

[0176] G A ST B L, 2 W R 2 dR OB R e e g R B R (AR T ) IE
LT % 5 W R 4 5% (positron emissions tomography ;PET) | i & HL 4l B Wr )= £ 5
(computerassisted tomography ;CAT) . B 7 &% &5 1 & ML Wr 2 4 5% (single photon
emissioncomputerized tomography). X & £k, %% J¢ £ & F ®E It 38 A% 14 (magnetic
resonance imaging ;MRT) HHFTH I RAG5R) sHUR R 2y s AXS ELFfl. Ryt e e ds (H
AT ) 26H 7 KOG By 5L AW (Bldn, B DTPA, DTPA-BMA. DOTA #1
HP-DO3A WIALZE AW ) VEREE W) BB B ) VHEE S ) VI B S ) VR BB ) AT R T CAT M
X SR S 6 LUK F (M kL, RO PERZ R . B IERBU EZ R AR (EART) 1.
1251 \1301\1311\1331\1351\4780\72AS\72se\90Y\88Y\97Ru\100Pd\101mRh\1lgsb\128Ba\197Hg\211At\212Bi\
22Ph  19Pd L M T FGa B6a s T Cus B B PmTe  UCL NG PO PP LR R, B e R RO EE 4
4G (EARRT ) EHEBRRAE “ ol “brid” 80 Fanmi” 1 2 M A RRA HLECEHL N 73
Fo SEHIEEE (EART ) ®AHEEFHH (rhodamine) Y g el Ty o i Ge k)l (Alexa
dye) LT HRLE . SROGHURIGHER 73 P ALHE 2 P R ARAF AL 8L B SO AT A2 40) , f ansgi A T
AR iAo 28k, 2O B ARG ER (02Ot ER E (GFP) H 9 IR GFP L 2100 i {5 B 1
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T EMKE ASO6E IO E A%, ZOtEAUERICEM . KEER (aequorin)
MEATAEY . Frle R A T A2 2O RO RRH & B i (a0 226 56 [H L4
ANFFEE 2004/0087503 5 4 & /K B. (Valeur,B.), " 275k JRMAMN A Molecular
Fluorescence :Principles and Applications), " Zy5E 7= bR /AR] (John Wiley
and Sons), 2002 ; DL X 9 Y6 EREH A9 ) F ) (Handbook of Fluorescent Probes and
Research Products), 7> F#4%F/A#] (Molecular Probes), 5 9 hfit, 2002) .

R ] 152 AR

[0177] B 1. @ik iR B PG B BT 425 o BRIERIKEE . (A) o $BFeR VL%
RRI 7R Bk S5 ), 2 vt BAEE 7 B B RO AT REAFAE = AP IX IR MY (regioisomeric) £
B ROM 2842 (atb.c+d Fil e+f) sIXLLERARRE S0 AT 214 2.3 Fl 4. (B) ME—~)5E 5K
AN TR G R WRER (20 A ) N Siig i (19 37 AR A 2% R R0 00 ok s A 2 5 C o s RO ST 444k
SR AR B, (AT R e e (C) i+4+4 TR R N PR SE A K 8 IR B ESE . 12
Bk (2R G S AR 2 A R AR 2 » (D) 7RIV 5T b B A FH i 4 ) 2 2R B
(A-D) TEIX2E ] i (20 1 ) AT s 20 A Th ) s

[0178]  [&] 2A-2C. (A)5 H1 (B) 4 AL R (O 17 — (ke eii o 48 AN B - FARE A it 2600 T,0
(©)4 5 b R A B H AL R I EL A

[0179] & 3A-3C. (A) k997 uM) . (B)6 (98 M) (C)8(94 1 M) HIVEL R MOk [7 — (bt
W,

[o180]  [&| 4. FAfEBEINZHN T, 0

[0181] & 5. Z4ifkfik 9 i HPLC (i8], 10-64% B ¢4k 0-12 43%8h, 64-10% B #:4E 1215
38, 10% B FF4k 15-18 738h, M2 HE1e (Agilent) Cyg JAHFE (3.5X150mm) ;A H,0 7
(%) 0. 1% TFA, B : ZJIF 303 2 0. 5mL/min,

[0182] & 6. Z4lifbfik 4 ) HPLC (5318l . 50-85% B £F4: 0-14 73 %8h, 85-50 % 7 4L 14-18
350, M Agilent Cig AHAE (3.5X 150mm) ;A : T H,0 FP ) 0. 1% TFA,B : L) sPiahiE Z
0. 5mL/min,

[0183] & 7. £ 44k ik 6 [ HPLC {4 3 K. 10-100 % B £F 4 0-20 43 49, 100 % B #F 4
20-25 73%h, 100-10% B #74E 25-30 704h, 10% B H#74E 30-35 7049, FIF Agilent Co JRAHAE:
(3.5X150mm) ;A : T H,0 [ 0. 1% TFA, B : ZJF ;I shi#E % 0. 5mL/min.

[o184] & 8. £ 4lifk ik 5 [ HPLC 5% K. 10-100 % B £F 42 0-20 43 %1, 100 % B #F 4:
20-25 73%h, 100-10% B 745 25-30 704h, 10% B #74E 30-35 7049, FIF Agilent C JRAHFE
(3.5X150mm) ;A : T H,0 [ 0. 1% TFA, B : ZJF ;350 % 0. 5mL/min.

[0185] & 9. &4lifkjik 8 ¥ HPLC (A1, 50-85% B FF4: 0-14 43h, 85-50 % F4: 14-18
38, FIH Agilent Cg JRAHAE (3.5X 150mm) ;A : T H,0 11 0. 1% TFA, B : LJiF sIishifi K .
0. 5mL/min,

[o186] K] 10. Jik 3.4.8 F1 16 745 H

[o187] & 11. s fAsm /MK 4 (A 1 B) FUIK 3(CHI D) WEITER R Numbr TR o Fo
B FID F3 il 2 A R C 1925 90° JigHe . S5ET6W) (staple) RN a — BRHGZ AIKIE,
it PPN G
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[o188]  [&] 12. A /MIK 8 (A F1B) FIK 16 (C HD) 485 ARIIEITER R o N i fr T K
i bo BB AMID 23l iz A B C 2T 90° e . HET GG o — B2z N ERIE, 14
R AR

[0189] 13. T RARABRAIIL (S5-Ala—Ala-Ala—B5-Ala—Ala—Ala—B5-Ala—Ala—A
la—S5) 7EM g E R e AR R A0 AR 3T — 4% 5 .

[0190] 14. FET RN IR AT 30 % APz Anf4L 51 (Grubbs catalyst) HIFIME 4>
B 7E 0.5.10.20.30.60.90.120.165 47K HPLC (4% K,

[o191] & 15. 7E i Al i+4 45 B, MIBEAUIR (K 25) A=A G EY) 27, 1 A fe ik
ETG77) 260 540, 18 1 AL E & A R I HAE i+4A 0 E5A S; MBIARUIK (JIK 28) AL RO,
X TR IR ST ) 45 R I I 13 OBk 24 R =AW R e Gk . 1X 45 R 7R P A4
AL BRI A ARt A AT g o S T s I AR R G .

[0192] [ 16. WIFLAR YL (Walensky) 28 A, B4 (Science), (2004) 305 :1466 Tl 5
(¥ BID BH3 254445 (SAHBa) 1 a WEJRE I ik an AL 0 b firdie T 14T & i Asue 4k, 3 &z an L
TR TR 2R CRBEU T, — P ER I ROV =k 34 ( FL L SAHBa 4 8 AMok2E ) W]
REI L2 41 M08 T BAX/BAK B A2 M 7E 40 M (3% C B UE R B R lee. k34 B
Pram M T8 3 BCL-XL HIBURES G om MU, 7R X Ak mT e 5 B SAHBa i (16 BAX 2
(R e 1

[0193] K& 17. WiZE [E LR HE A FFZE 2005/0250680 5 Frd i a — FIZE —a - K A
2 TR A AR o

[0194] || 18. 1n3E [ &R HIiE 2 F 558 2006/0008848 ‘5 ATk (#] a — AL —a - Rym AN
R LR 1A I o

[0195] 19. fHET (REHAT ) AL AR 70 (ROM) SN R 7 Y s SV ATLBE
[0196] 20. fEE RmAIETIC TP ARFEEA M (Jurkat cell) XEE& KNI, 424
(“ZELE”) KEREHH ETE” RRUAE AR 40 fuyz & 1 .

[0197] & 21A-21D. JikXtFEhMRANAIA e M. 4840k 4 Bonxt FAMRIR s PRz i,
AT Ay HL RIS ZE AR ok B TIOR8 AR 58 A IR E R

[o198]  [&] 22A-22B. fikxt TERAMAFEME. 2250k 4 BortbE] &k 5 mxt TRE A
(A) FEEEFLE O B) MIALE K

[0199]  [&] 23A-23F. HA &M M4E G IR — il ., —FE4E5K 1d BoRmKr
g M

[0200] & 24A-24C. JBiL FACS ££ 37°C FAMHT ) FITC hyid k4 iz vE

[0201]  [&] 25A-25C. JRIFREAEAKHIEA MEIE . 425 0K Tle S4T-G K 11d AHEC S AR

SN .

BiExiA N

[0202] AR IR BUR AL Ik, A - (1) =PRSS A& 20— R im A A 55 1R
MBERI 2L s F1 (11) 20— P& 2D WA R MRS R N BE R A AR . Prid £ K
PR AT N R LU A R A E AL “ 8867 Z IR AERLLe st b, A Al 00 “ 4%
7 HIXLEZ B ET A7 SRR E 2 IR AT (B, o BRHE) .
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[0203] AP A & A K 4E & Z IR 2551 MAk, A K W At il 2 F 4 H
KR NGEE Z IR TT

[0204] G ACSC A BT I () A i B 4 5 22 AT FH 1 A8 Tl A8 € A0 2 4 R 55 oA A I )
FEATTAR B0, 49040, V5 697 0 AR A A EREE BUPE A i At s il AR BRI IK AT 78 2 82
T — E B T - IO EER B - SR A A AR BRI R 7RI LE S v, X L
AR A48 G 2 0] TR 7 B AR ME AP M L G e M L P 0 VAP O I L YRR/ B 5%
i P E AT/ BORIR, LA A DL BAS 77 2 I 40 B AL T R REAE R AR

[0205] £ KANER MR IEE R EE A T HE (EART ) a BBJE. a -1.3,, 18, =
R GEAN TT AURRTE (M40, ZEF-080E ) o 7EFELE ST, AR B 2 IR = 5 g g5 i3 o
a BEJE,

[0206]  7E—J5 M, AR IR (D) 1) “REEE” ZIK

[0207]

Rf-[XAAL—-

¢y
[0208]  HiH .
[0209]  K.L,L, M &0 U7 ok B s FRRBOGIRN  SCREBUOE S BE 42 U ER 22 U
(R e 3 5 BOPR BTG B 3B Bl e 3 B - 2 AR BICR S B B AR 5 5 PR BUTE BA L S B B
TESCBE A BUARBOR 2 BUR I B s HR BOG I  SCRE O S8t 2 I BUR 8 U R
Feleds s MR BOE BRSO BT S R U B R 2 U 1 2% 22 5 PR R B IR L S 5k
TESCRE A B BUR 8 IR I WP A bt s 28 AR BOR &8 AR IR 5 2 5 22 AR BIOR 22 AR
(R0 2% 5 25 5 BR A B BUAR B 1) S I 22
[0210] R (& 1R SRS O &L s FRIRBROTE IR L SCBE BROG S8k 2 B BICR 2 BRI i 177 e
S s HORBC IR S 38k B B S U BUR 2 BRI 24 IR i e 25 ] s @B ECR £ BUAR
(155 s R HAREUR 2 BRI A 057 2 sHOREUEER R BURECR 2 BRI 80 R A&
(R 2 FEORYIE
[0211]  R* {45 A5 Bl T b 538 FOZ R BR MR 5 &0 s BRIRBRTE IR S ol 8 30 i 2 AR
B A BRI I e 55 1 5 BROR BTG IR SO BTG SCBE 2 B BICR 22 BUAR 1) 4% T o T 255
H s EARB AR BRI I 2 s S BURBCR BRI 2% 05 35 s BB IR S BV B AR 2 Y
IR s 2 BRBCR BRI R 2R ECR SR E 3 s £ HURECR & BT
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Ak HUE UL 2 BN

[0212] R (&1 R R & s FRIRBROE IR L SCBE BROG S8k 42 U BICR 2 AR i 17 e
L s TORBOC IR S 38k B S i U BUR 2 BRI 24 IR I T 2 T s 2 U BCR 28 AR
(1 0558 s BURECR 2 BRI 2907 25 s FRREIUCEI S BURECR 22 BURIP IS s 2 HURECR
SRR S IARECR Z BRI 25 s 2R BOR BRI & 25 s 55 s s s
5 A

[0213]  R® 445 e ST ok —R° . -OR"\-N (R") , B —SR”, Horp R® (&4 il s o & S BR0R
BCHR  SCHE BTG S B U R BCR S U i 07 e 25 [ s BRI B OE R S B8 sl G S 2L
REAR LB % BR 7 e 5E B s S BB R B 573 s L BURER S BRI 24 55 36
ZEUAC R LB CHIBESL S iR A3 IS @I i A R P ol R® B — e
A B EUR B 5 63 6 TCIRMR B 2L 5 B

[0214] R (94515 Ge ST A & s B BUOE IR S 8E 8O 3088 - 2 B BR 2 BRI R
WRFEH s R BUTE A SCRE BTG SCBE - 2 U BCR BRI 2% 6 107 22 ] s U BR 2 1Y
B 72 s BURECR BRI 28 07 2k s @ HURBUR 2 BRI B IR s 608 Iz 25 R
55 AR 2R T R B AR, e PR A AR I B MR BROGHE  SCRE B S BE L 2 B
RS BUARIIEGEE s AR ECCER  SCRE B S BE 2 U ECR & BRI A 26 s FRR e
SRR SR A BURBUR & B B P 2 s BRR BOG 3R S8 B S8k 2 U BIER
ZEHUAR I A BEdE s R BOE IR S 8O0 3088 AR BUAR BR 48 BUAR 1 E 24445 225 3R sl
RSO SCRE 2 R BUR 2 BRI P Ze bt s 22 B EOR &2 AR T 05 26 s 22 BBk
RATARHINE A5 2 s A B BER S ERIEEEEE ;3 R 5 R — B A& HUR B R 2 HL
)5 JeE] 6 TTAIBATTFHI 5

[0215] X, HIA5 5 GO AT A RAR S AE RAR LR

[0216]  x I MH SIS H AT 0 B 3 2 [A) [ L

[0217] v Fil 7z (S IE I MAT H AT 2 31 6 2 TR FEEL

[0218]  j HIAAE LIRS M A AT 1 3 10 22 7] PR3

[0219]  p MIEIH SIS H AT 0 B 10 2 [A) (I3

[0220] s Fll t ARSI A AT 0 5 100 2 8] R HE5L

[0221]  u.v fl q BRSO B 4 2 [R) 4y

[0222]  JFf HHrp .

[0223]  ——————Xf /W T W Bk e =&t

[0224]  WfT @ AUTIHARN AT T 8, R XS T BRBE R N o B R X FIRBERY C ity
[0225]  FEAIER NS T, X (D W AER D %5 20K -

[0226]
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Ilza R® O
Rf —[XAA]—-N><\L}XAA}—I|~I Xaa-N >J—{XAA]T—R’3
s y z
R K L R®
R,
L -

an
[o227]  Hi .
[0228]  K.L,.L, M) & M 07 R 8 s FRR B  SCREBOE S BE e B ER 22 U
(R EdE s R B BR L SRR Bl S RE 2 IR BIOR 2 BRI G 5 s R BOR BR L S BBk
JESCBE A BUAREOR 2 BUR I B s HR BRGNS RE O S8t 2 I EUR 8 U R
At It s AR B R SCRE B S BE 22 iU BIOR 28 A IR T 20 225 s FVIR B3R L SCBE B
TESCRE A B EUR &8 BUAR I W A bt s 28 AR BOR £ AR IR 5 2 5 42 AR BIOR 22 AR
(R0 77 2 5 B B EICR 2 AR 1) I L2
[0220]  R* )& 1 BT R &L s FRIRBROE IR L SCBE BRGSOk 2 B BICR 2 BRI Mg 77 e
SEP s HOIRBOC IR S 38k BOIE S B S U BUR 2 BRI 24 IR i i 2R 1] s @B ECR 2 BUAR
(11555 s A BURBUR 2 BRI 2% 057 2 s HREUEEE 2 BUREOR 2 BRI 8 R A&
[z SRR
[0230]  R” [ 4515 0 N7 L A 25 38 1A 2 S TR N B 5 & s PROIR BOTE 3R S B B IE S L 2 IR
SR 28 A I 7 2 T s BRI BRI  SORE B SC8E L 20 AR BIOR 28 B 2% T U Je 2k
Al s HUARBICR IR 7 2 s @ HURBICR R IN 2% 05 5 s FRIREOE I & IR BUR 22 X
IR s 2 BURBCR 2 BRI R 2R ECR 2 BRI A 3 s & IR ECR 2 BRI
M UL U I S EUNE
[0231] R (& IR USRS R & s PR BR TE IR L SCBE Bl OGS4k L 48 B R 2 BRI i 17 e
SR s HORETC IR 3 8E B OTE S B S BUR BUR 2 BRI 24 HE i i 25 1] s @B B R 2 BUAR
(1) 7575 s 2 BURBOR BRI 207 2 s HOIREIOEH & IR BUR 2 U BESE s 2 IUACECR
SRR ERBR AR EE ;2R BCR AR & 5 & s aE i s w
g ol
[0232]  R® 445 0T ok —RP-OR®\-N (R"), B —SR®, Horp R® i 8445 il s o &0 FRR
B  SCRE B S R AR BICR S B IR D7 15255 B s PRIRECIE PR L SCREBUE SC5E 48 L
RO LB 2% B 7 i3 A1 5 4 BURBR 2 BRI 95 3 s S BUR B R S BRI 24 05 2%
AR ECR LB CHIBESE g &3 g B LB A AR 3 ol RE P — e
A B ER BRI 5 03 6 JTCIRIR B L I7 B
[0233]  RY ()45 15 Ge 7 oA & s BOPR BUOE IR S8k 8O 3C8E - 2 B BUR 2 BUR I R
WRFEF] s AR BUIE A SCREBROE SCBE - 2 U BCR BRI 2% 6 107 125 ] s U BR 2 1Y
REI 72 s A BURECR BRI 28 07 2k s @ HURBOR 2 BRI BRES 1R s &8 iz 25 IR
5 AR R IE B ARl , Horp il R AR 1k 1 B BOG I  SORE B SCRE 2 BUAR
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BUR 2 BRI e 2 s R BUCER SR BG4 R BICR 28 BUR I 22 s HOR B
ISR BT SCRE IR SR 2 AR e 56 5 FOIR sl TR B SR O S RE L R B BR
SR 2B g s FRR BT IR SCBE BT 3B 40 B BUR 28 B (1 30 A4 M 256 s R B2
I SCREBUG SCRE A BUREUR 22 U IR e bR 2 s S AR BIOR 8 AR IR I D5 26 5 48 AR B
KRR A4 5 3 s U BR 2 BRI E BRI s 8 AR s R 8 B I BESE 8l RT 5
R* — B & AR B AR AR K 5 J0 ] 6 JUINIRE AL S &I 5

[0234]  R™. R™ Al R™ (1) #4175 S0 7 M R &0 s PR BOIE IR | S sl 8 S B L 2 HUFR sloR 8 Y
AR ERE A s BROIR SRR S B T S B 2 B A 22 BUAC [ 2 IR W T R ] S 0 BUAR
AR LRI I 5 s BB BUR BRI 2% 75 5 s S IR B R 28 U IM BRI s & IR Bk
SRR S RECR S BRI AR s 2 BER AR 2t s S EE 7 s 7
I s I S AHIE

[0235]  sRPRASAHAR I R ZE FE B A BUR SR BRI 5 703 8 JTUARFR RIS s U
R B 5 J0E 8 JTTAR R I s S BURBCR BRI 7 3 s BRE B BIR £ BRI
ZeT5 R s AHAR I R L B R U BR BRI 5 U0 R 8 Ju e IR s ARk
REIAR 5 J0H] 8 JLAMEH IS s R BURBUR SR I J7 R s s BUR B AR S BRI 4%
F5IR B A AR R L B R U BR S BRI 5 U0 R 8 Ju e IR s B Rk
REIAR 5 J0H] 8 JLHMEH IR s R BURBUR SR I 7 R s s BUR B R S B I 4%
i

[0236] X, F4% 15 DL AT A RARBAE RAR B FEIR

[0237]  x MK DA A A1 0 21 3 2 [A) Y 44 5

[0238] v Al z (S AE AT AT 2 31 6 2 8] %

[0239]  j MU A DO AT 1 31 10 2 [7) 44T

[0240]  p A AT HON AT 0 21 10 2 7] 44T

[0241] s Al t (SR SIHUA AT 0 5 100 2 18] I H%

[0242]  u.v fl g BRSSO B 4 2 [R] 384

[0243]  Jf HHrp .

[0244] ————X M T XUeEEk =4k JF H.

0245] TR R R
[o246] 1T b ALK AR ST T, AL FTEH S (1) 1028 B e 5 46 7 54
(L1D) 31 (VID) §0#% “HE 0" 2K -

[0247]
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£ 7
RIFXAHN X N R®
] ><”‘f ml; i
RY K L
(R¥D),
| i
Ia 0 R
Rf—X, N X N —R°®
b, A
RY K L
|/
=
R,
L ]
T )
RfF9X At X N —R®
_[ AAL_ ><u_f AAt
R® K ]
L(R")x J|
- i
a 0
_Re

Rf-{xAAL--IL><M

[0248]
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=13

Rf—[xAA]:-

[o249]  Hirp .
[0250] KL, L, F1M 2515 DL A B s RARBUOICER  SCBEBUOE 38 - S BURBICR 2 BUAR
(R e 5 5 BOPR B B8 SR O 3B 2 B EICR S B I A 55 s BRR BUE B L S BB
To S G BARBCR S BRI AR s FORBOE I SCRE BTG S8 SR BUR & BRI T
FeBe i s MR BOC R SR B O SC R HURECR U 1 2% 22 5 B R B IR L S .
oS G BURBUR & BUR I e 5 s B BUR 2 BRI )7 2 s 2 BUREICR & B
(R0 2% 5 25 5 B B BUAR B 1) I 22
[0251]  R* (&1 07 1 R &0 s BRR BUTE IR L S s e 308 L 48 BUA R BRAR 28 BUA R I IR i ik
SEP s HORBOC IR S 38k B S B S U BUR 2 BRI 24 IR i i 25 ] s @B ECR 2 BUAR
(1755 s G HURBIR BRI 2207 25 S PRREIOEH 2 BURECR 2 BUR LSS s8R R* A 60
[z R
[0252]  R” [ 4515 0 N7 A 45 38 1A 2 S5 TR N % 5 & s PROIR BOIE IR S BE B e S L 2 IR
B 2 UG 7 e 55 A1 5 BRR BRGSO BUOG SR 48 U BICR 28 BIUAR 1) 2 T 10 e 25
A s S EARBCR BRI 05 2 s A EURBCR SBR[ 2% 05 3 s FOR B E IR B B R 2 Y
RIS s 2B ECR 2 BRI R SRR e R SRR A I s SRR E R £ BT
R EE A s EUHE
[0253] R ({441 B0 7 b Ry &0 s R BUTE IR L SR BT 0B L 48 BUA R Bl AR 28 BUA R I IR i e
L s HOREC IR S S8 B OTE B S BUR BUR 2 BRI 24 H i i 25 1] s @B ECR 2 BUAR
[ 558 s EBURBCR BRI 2207 2 s HRECEI S EURECR 2B B s &BURECR
SRR 2R ECR A BRI AR s 2R BRI 20t 758 s st s
5 BN
[0254]  R° (I8 A S b > R -OR" . -N (R"), B —SR", H:Ar R® (K &4 vl 7 b A & HRIR
B SCRE BTG S R BICR U T 07 e 25 ] s BRREROE I L SCBE BROG SC8E 2L
RO R LB 2% B 7 i3 ] 5 4 BURBR 2 BRI 957 3 s S BUR B R S BRI 24 05 2%
R ECR LB C IR g &3 R I B L A R 3, ol R® P — e
A B ER BRI 5 TCH 6 JTCIRIR B L I7 B
[0255]  RY {1945 1% (i A 7 oA & s BOPR BOE IR L S8k 8O 3C8E 2 B BUCR 2 BUR IR
WRFE s AR BT  SCREBROE SCBE - 2 U BCR S BRI 2% 6 107 55 ] s SR BR 2 1Y
R I55E s HARBR 2 B 2% 07 55 s 2 IR BICR 2 B I BEE sHIE s & 0 I s 28 IR
B AR 22 R R R B AR, B B R AR I B MOIRBROCHE  SCRE B SCBE L 22 UK
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SRS BRI GEE s R EBCEER S RE s S 2 B BUR 2 U A% 2 s HOREOR
R SR B 3CRE 2 URBCR 2R WP B2 5 IR BRGNS BOE 38k 2 U ECR
SRR A b2 s R BRIE IR SCBE sk e 30 B8 2 BUAR SR S B IO WE 240 28 s R ek e
SR SR 2 I EUR 2 B A 5 s 2 B BOR 2 U T 05 2 2 BBk
KRR 4 5 I sk B RBUR BRI BRI 5k R* 5 R — R TE A B BIR 4
) 5 TR 6 TTAIBATT I 5

[0256]  R™. R™ Il R™ (1) #4175 S0 7 M R &0 s PR BOIE 3R | S sl 8 S B L 2 HUFR sloR 2 Y
AR ERE A s BROIR SRR S B T S B 2 B A 22 BUAC [ 2 IR W T R ] S 0 BUAR
AR R 5 5 s A BURBUR A BUR 14205 & s SRR BUCR & B RS s 2Bk
SRR AR BRI AR ;2B ER AR EA R ;B AL 7 L7
B s A

[0257]  sRPRASAHAR R 5 FE B A BUR SR BRI 5 703 8 JTUARFR RIS s U
R B 5 J0E 8 JTTAR R I s S BURBCR BRI 7 3 s BRE B BIR £ BRI
ZeT5 R s AHAR I R L B R U BR BRI 5 U0 R 8 Ju e IR s ARk
KA 5 70 F 8 JTLAIEM I s EHUARBUR Z AR 5 3 s BUE B BUR £ HUR ) 4%
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(Berlin), 1984 ;i 5l (Atherton) Fl&EMALE (Sheppard) , [ AHIK A B 55 H /7% (Solid
Phase PeptideSynthesis :A Practical Approach), 4= K 2% H i #+ TRL H e #+ (IRL
Press at OxfordUniversity Press), :[H 4 (Oxford, England), 1989 ; L A #h & /R 45
(Stewart) it (Young), [ AHIKG K (Solid phase Peptide Synthesis), 28 2 W, 2 /R 8k
23 7] (PierceChemical Company), & o4 (Rockford) , 1984, Frid Ck & B HIAE AN
FHULG BT IR FEBAHE AR SFEAHE AR, 205 [E IR FE IR £, DL SCH E
R R B BB AR k£ . O¢ TV A EAH R NV IR & AR TR ek, 8 LA
ML kA& E )i (Bioorganic chemistry :Peptides and Proteins), #fisaf; (Hecht),
gt K2 A (Oxford University Press), %) (New York) :1998, H A & LIS
()77 IFAASCH

[0368]  7EIELLSLIH ] 1, BT id 755 AN R B 2 ARIBAE G o FTR VAR & 1o H T
2 KB AT A AR . e ARG 5 LU PR - (1) $R4OE7E N i85 18 i 24 0%
R B IER 5 (2) 1RHELE C e 5 1E KR IR R R R I 2 5 IR 5 (3) A% N g Ok
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PR Cumtl R R AT s (4) RN~ R S F (5) EEDIE (3) 2
(4) BEIERMFIT TR Z 0K Hrh e EdP IR RN 2 bW R BRSO E 20— K
o AEA BRI EE, I HE b —A o, o - ZHUREEERR & WA R A A 2 25 5
o fF LRGBS FE T, v R 2 M SEL ARG (EARRT ) A AR A A s 1) 2 5518
(AT B A IR 1) ST A 2 AR g AN VLR 1) B R B BB E 5 LS TR ) 2 IR e 2 o
[0369]  7EIELLSt ], BT ik Ty iE A5 A R B 2 IR A G o Ik [ AH G o2 T4
2RI AR AR . st EE A A RS UL PR (D) R 2R 5 (2)
KW a4 A @RS 5 (3) —Fha RS IR KW IR & 2 ERIEEL s (4) ERP
B (3) HRERIFIT AR, P AT AP IR RO E R RS A SRR
i AR E R RE, I A2 —A o, a - ZHEUREEE RS A A i AN T R 2 S R ]
o fE LR A SRR, WU 2 M S, AR (EARRT ) BAA AR A A gE 1) 2 55 1R
(AT B 2 R 1 ST AR 27 A sty ANV AN B () K FE R R BB, LU BT R I 2 JE IR TR 2
[0370]  {EAF A& YU E ARG BT T 2 TG , A8 2 1K 5 e A0 R0 42 ik LA 0k 22 IR “ 42
7o 2RISR, WATI TR 45 G 2 IR S AR UE I “ 4857, slon] AL S A IR 2
fife, FEbl o S AL DU I <4857

[0371]  [Rlk, fE— i, Ak A X —Fil 25X (D)« (T-a) < (I-b) B (I-¢) BIZ IR
%, HAS LU PR

[0372] (i) $RftHA TR IETR -

[0373]

Ly
R (R
/4‘/'>l \\\.\\\
(A)
[0374]  (ii) $&EHA AL -
[0375]

[0376]  (iii) 2t EA AWM -
[0377]
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T
R o
M RP
R)
"/X/
(&) ’

[0378]  HiA4R5 K. L, Lyo M R RP GRSV R RE x T FEARSCHE XL

[0379]  (iv) $&fkH/b—RpH 2%
[0380]  (v) MR (A (B) F1 (O) WRHER S PE (iv) MR D—MRERAESIESR
PEREBELIRMER (D . (I-a) . (I-b) BE (I-¢) MIZ k.
[0381]  tnASCH AT, AR “iRft 2 b — M e E ER T 2ttt 2 b — Mg B
(B« B) 8 (O) KA R TRARBAETRAR G TR .  Fd & Rl R AT R A 1
CLANZ IR L A (D) 2 (VID) M E— M 2 IR 8. e st , BikG
JTENR B 2R BR A AR S 8 ORI
[0382]  FEIELLsLytifrh, IR (iv) etk bWk e (BIEMAFER ) 280, Rt
SERE) R, PIR (v) AR D =R R R . ERLESRE ], PR (Dv) $24E 20 PO Ff
HERER. RS, PR (v) #82b Ml emER.
[0383]  FEMELEsHfh, DR (iv) SE— D AR RS AR R Z I k. 25
oS, PR (iv) D ARR IRV & 2D 2 P R R IR 7B Rl S, AP IR
(iv) H— D FE s 20 3 el MR IR . fEFELES ] F, PR (iv) dF— P fhfe
A 2 b 4 R BRI AR . RS, PR (iv) b — PRI 20 5 Fha
TR K
[0384]  FERLLESHEWG]H, PR (iv) W2/ b—FhS R G B R N T2 -
[0385]

R, R

. &
R\N O\Re
|

R2 0 513
[0386]  H:F R’ (R.R*.R°FIR" 7E b 3CHbibE X,
[0387]  AN[EIZIERR BA AR RG-S FEE . 255k 15, Pz O NZAR
W) ez ig (L) HzlR E) Mz € MBEARN &R o BIEERmn. 52ZHK,
Rz R (P) FIHZR (6) /& o IR E . Fk, 7R smg d, PR Gv) e db—
PR FEIR 2 TRE BN E R NG RR R LW R LA R AR B2 R DAL AR
MG o2 TR o2 TR 2 TR AR 22 PR X TN 24 IR« 22 24 TR « 73 24 IR « (A28 TR « T 28 PR 1 41 2
PRIV REA
[0388]  {EFLLESLER] Hr, BRI EE (iv) RNVEE— A AT AR BRT o =78 A IR
FEHE (EART ) SRR ARSI = —1- R4 - = (ZFREEE) - (BOP) /SR
PR 2R I = e — 1= ik — S0 - =L e — B (PyBOP) /S U R IR — —MERE Ke 2L (PyBroP) .
1= &5 -3-(3- ZHREEENE) Bfb — W (EDC) N,N' - FFE KM (CDI) \3- (&5
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LIRS IE ) -1, 2, 3— X FF —FE -4 (3H) - il (DEPBT) | 1- F23E —7- A %2R — 1 (HOAtL) .
1= 323k —7- Z5IF =M (HOBt) « /NTRBEER 2- (T- By —1H- K 9F =m -1- %&£ )-1,1,3,3- 1Y
FRZENR (HATU) /S 3R 2- (6— & —1H- 8 JF =k —1- 2k ) -1, 1, 3, 3- DY ZEfiK (HCTU) /5
IR 2- (1H- 259F =M —1- 55 ) -1,1,3, 3- P FFILAR (HBTU) . PO 4R 0- (7- IR 4IF =
e —1-F5)-N, N, N' , N' = PYFIEERR (TATU) DU SRR 2- (1H- Z80F =Mk —1- 2% ) -1, 1, 3,
3= PUFRELNR (TBTU) DU HMHER N, N, N, N' = PUFIEL —0-(3,4- =& —4- E|MFE -1,2,3- 2K
Jf =& -3- &) fix (TDBTU) F1PURMIER 0— (N- T BENE %k ) -1, 1, 3, 3— DU LMk (TSTU) »
[0389]  FEMELLsziifh, EAIPIR (iv) MR NE— P& AENm. GENmERE (3
AT ) R AL S AR S A T A AR S P AR
WEELL 1,3, 3 PO IR L, 8- R AW [5.4.0] +— —7- 4% (DBU) . N- F AL gk, —
SN e (DIPEA) (U B2 & Ji& (TMEDA) < IIERE (Py) 1, 4- 5 2% XA [2. 2. 2] F 48
(DABCO) N, N- — LS JENMLRE (DMAP) B = Z ik (NEt,) .

[0390]  7EHLLLSf o) b, JBUR (iv) [ RPMGELEGIEMA BUh AT A SR TR
FI B IEFIE S, H 5 A I8 BN 5 E A AR 00 4 A e 3k L TR ) e B R R . A O
AT LA i — Fha—Fh DL B R A 48, B, Al B ) R DR g — R e — R DL B
NS EE ;s — KSF - SHREANAY RN MRS March’ s Advanced
OrganicChemistry :Reactions,Mechanisms,and Structure),M. B. 5225 (M. B. Smith)
J. B (J.March) , 5 5 WL, AL EFRHARA T (John Wiley & Sons),2001 ;AR ZR4E
HNLEE# (Comprehensive Organic Transformations), R.C. $7i% 5t (R. C. Larock), Zf 2
Hi, 2y B bR R A7) (John Wiley & Sons), 1999, FFif SCHR % H A5 Py A2 #RLLS |
LT A Nl S S i b i B i N R D ol 8o | N 4 B | S e A v o | 3 S
G AEILE S, FEHE SE AR O ISR (THF) V5048 (DCW) 5
LJt (DCE) M (ACN) VU7 A28 8 — 2 e fie (DMF)  — 3k S BER% (DMA)  — IR
Bl (DMSO)  N—- FIZEnE g Be i (NIP) s VRS

[0391] R e scitifrh, DI (iv) MR MNJEEGERIRE (B T4 0CEZ 100C
Z[8)) FiHT.

[0392] AR BHMAN X —Fril & (1) (TTD)  (IV)« (V) (VI) 3t (VIT) {92 Re AT
THEM T, HASUT IR

[0393] (i) $RftHA T AXEKIBEIER -

[0394]
o
N R®
RE” o~
15 L,

03951 (i) RfERA TR IS LN -
[0396]
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R
RE ><‘kO/R°
RY Z(
L ®o,
(B) ,
[0397]  (iii) $&EHA FAMEIER -
[0398]
o
Rf’N>3‘\O/Re
(R,
© ,

[0399] P K L, Lo MR R VRV RV R, x FlI
[o400]  (iv) f&fk/b—FL LR ;
[0401]  (v) MR (A B) F1 (O) W ER S5PE (iv) W20 Pll e 2 R HE
DI (D) (T-a) Bk (I-b) W2 JIK s H0

[o402]  (vi) FfREALFIAEIEZER (v) B2 K.

[0403]  fEFELESLEGI, PR (Lv) B RV ALE G 18 R ARIBHA T & 18 . A 18 K 5,
M/ BAEEE R N T

[0404] )@ AU I EEARN S NIRB, 2 R ] H T BRI VER PR (vi) F1. R g
AR IR I B0 Bl 2 P FH SR, 4% AR S R PP AP AE ) B Re T 2038 o 0 L8 s itifg oy, 38
R (vi) BIMEALRR IR o i (RCM) MEALT) o 7E 0S5, ROM AL )2 85 (W) 4H
(Mo) BT (Ru) fEALF o 7EFELE S5, ROV AL TR AT AL o IR Rl VT A I &
TE ) RCM AT ELFE 40 SCHT IR AR, BLR G DL SOk Bk AL T - B b AT
(Grubbs) Z& A, (22090 PR (Ace. Chem. Res. ), 1995, 28, 446-452 ;3 [H L H| % 5, 811, 515
T 5 (Schrock) %8N, &AM A (Organometallics), (1982)1 1645 ; IiA| M
(Gallivan) Z& A, PUH AP (TetrahedronLetters), (2005)46 :2577-2580 ; 3E /R B
20 (Furstner) 2 A, EEAL¥ 4 & (0. Am. Chem. Soc. ), (1999) 121 :9453 ; FIRR P AL 2 24 7%
(Chem. Eur. J. ), (2001) 7 :5299 ; Frik SCaR% H A3 A AEB UL | 7 G AR
[0405]  TEHRELESjEfGh, ROM ML HE R sa L3R (Schrock catalyst) . FER-LESIE

Blrb il 2 SO EALFILE B LA N E— A
[0406]

15 SCRIAL 52 X

I o
2 et

M‘( W

I
(OFalCHCO Moo T apy
{CF3)eCHCO &

[0407] % sufiqlsf)  Fn(t-BuO)W

£h
t-Bu
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[0408]  7FH-seszyffs) o, ROM AEAL R A P AT AL T o 7B SELe S o, A8 Aa AL T

LA N E—F
[0409]
PCy3 H
X,
o Ru=—
x’lu
PCy3

[0410] X =CI ;Br ;I

[0411]  Cy =¥

[0412] PR - ( ZRRCEERE ) - &% X = CD)
[0413]  EAFRSEXL - ( =H CEERE ) - ¥4 (X = Br)
[0414]  WPFRZEEXL - ( RS ) - s X = 1) ;

[0415]

N N
Mes™™ “~Mes
H
XII/’I/

,Ru_
PR3

X

[0416] X =CIl ;Br;I

[0417] R =¥ 0% (Cy) ;&% (Ph) ;773 (Bn)

[o418]  1,3- (X (3= HIZREL ) —2- WmKMpedt ) — & - (REWHFE ) (=% - )
Bl X =Cl ;R =HT%)

[0419]  1,3- (X (3= FFEL ) -2 WIRMEEdE ) R - (CREEW 3L ) ( = 3RC - B§)
£l X=Br;R=¥0C3%#%)

[0420]  1,3- (XL (34 = FREL ) -2 WWIRMEEIE ) i — (B L ) ( = 3R %E - B§)
Bl X=1;R=%C3%#)

[0421]  1,3- (R (¥ =FZIL ) -2 WHRMe R It ) — & - (IR L) ( =2K3ER%) 47
(X = Cl ;R =%F%)

[0422]  1,3-( R (¥ =FZIL ) -2 WHRMeRedE ) — & - (RIEEWFIE) ( =53RS ) 47
(X =Cl;R=7F%) ;

[0423]

62



CN 101730708 B OB B 59,/94 i

PR
Mes/N N\Mes | ’ H \ \
CI”I,I’ Rl Mes—‘N\ _N*-M&S
H ,Ru_ C H
Cla, ” | oGl
iy, Cl | — 4 N\, i ¢
/Ru_ N—Ru=GC
cl PR, . =/~ | y
R Cli N Ph
o R-somepELen L
=% s Az (P x
R=FE %% Br
I o NMe,Cl
c
O S
Y
Cy\rL - e H Ph, Ph
Clay, Cl o, I 7_( u
I[Ru (/4
> 2= QO
! ! \(
N cl,
cl:y e |\CV Py—:"Ru =
@ Cy —\Ph py=Mi;
c® ) Ph-2E
l CiMe,N Py

[0424] 7F K % St ), ROM Ak 57 2 4% B2 AT — A 4E I8 1B 4k 57 (Grubbs-Hoveyda
catalyst) . FEF-LESM] A, AHrAT — far 4k AL TR 5 DL R E—Fh -
[0425]

PCys
Cl ”’I/,,
Cl / ‘ ME‘S"N\CJN“ ies
Gl H
N,
O Ru—G

— )

[0426]  7EHRELLSfEfH, ROV AL TRIE H CLRE—F

Mes"‘CN! \C/ N“Mﬂs
S
1Y —
[0427] Gl/% KB EAL T Blechart Catalyst) ; TCVS
CI”’I/,, .
Ru
r o] Q
PCys Ph
o} N g
Sk
Neolyst™ M1 ;%Hr h N g 4L (FurstnerCatalyst) o

[0428] L T figh, Bk RCMHEAL TR Z A, B m] A ] HE RE 08 e 10kt e B 1 A 01K 28 481
R, APR A LT SO AL A CEANBR T ) A I S I T J52 < e R A 189 A2 SCAR K B
PRR I A G (R 18 ) A S S (R R ) 539 A% IR S R KT NHK (B oy — A2 - 2
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(Nozaki-Hiyama—Kishi) ( FE/RITRE g% A, £ E L2242 & (J. Am. Chem. Soc. ), 1996, 118,
12349) ) fRERSON . BRI, 38 24 ) S B3 53 8 26 T N T 7 I 2 2R R sl AR R AR 2 R T, JF
BB S AR 52 [ N 45 A LA S IR “ 886 T T 75 — e 45 A ) Jm SR8 8 AL o

lo420]  FEIELEsRtif b, 2 (B) AW HA N

[0430]
R?® 0

I
R o
RY K
RC &Rc
RC
(B-1)

[0431]  HiF K. R RS R® 1 R 7 b eIt Ab o2 X
[0432]  FER-LEsf 4, X B) (&M HRA A -
[0433]

(B-2)
[0434] A K. R*. RS R® I R 7 _FSC It b s X

[0435]  fERLLESLf] A, X (O EMHA N
[0436]

7o
Rt e
M R

Rc\%\w
\e
(1)

[0437]  Hid M. R RS R® I R 7 B SC At Abs2 X
[0438]  fEH-seszjf] A, 2L (C) (&5 HA L -

[0439]
b
Rf’N o~ K
M RP
)
(C-2)

[0440] A M. R*. RS R® I R 7 _FScfipbb o X
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[0441] X (B) H1 (C) W7Ryi 2 e (RN T HA — A R um AN AN BRE I 20 2518 ) A0 45
(HASPRT ) a0 F SOk s R me, o RV R A R A6 FScfnthab e o 78 326 s i)
R* 240, JF H R 2 —Boc 8L ~Fmoc. fERLESEE, R 5 R #E A, ERLesfg] h, R
FEH .

[0442]  FERELESf R, X (B) HIZIER R R I B IR . 7EFELe s, X (B) IR
TS FEIRSE D- 2 HEIR . TERLLS i b, 20 (B) M2 R 2 S MR s TR . 7R 4L 5
B, X (B) 1 S MBI IE IR L- Z IR . 7EFELES ], X (B) MR 2SN IE 7.
RS, 2 (B) MR R D- T HERY L- AERNIEEY.

[0443]  FEMELEsTf b, 2 (C) MR AR R R MR IR, AERELesif+, X (O MR
T2 B IR e D- 2B IR . (EFLLL S b, 2 (O) 2RI 2 S MR s TR . 7285
i, X (C) 1 S R ARG 2 L- 2R . 7EFELESL ], X (O MR R 2SN ek
EREEEsTf X (C) MRERAE D- ZHERE L- RERMIEEY.

[0444] =0 (B) F1 (C) MIrniEEFEMR

[0445]
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[0446] 5y — 7 I, AR WA —Fh G A R W] 2 BRI 7, HA & LU P 8K
[0447] (1) $RBLPTEEE WEER, LA E (D) 20N a5 20— DR AR
IR M BRI AR ;A0 (1) DB & AR MR SR MBER o, o - ZHURE
R 5
[0448]  (2) fATIEL H I REE IR (B AE — S = AL 50 — Ik s A
[0440]  (3) MIGIERIMEALTIALFEE — IRIE A2 AR
[0450]  {ERLLES] b, e HEER AT 0 “ 5 AR I A AR ZE R B o« , a - ZHY
REFER” 1 — LI AEE R .
[0451]
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0

o3

[0452]  — ZFFEE IR

[0453]  7EFE ALt 4] 5 25 AR Ui ANV RN 2 SRR N B 1T i A2 P B 0 ik e B o E 28 S i
b, G AL TR PR R 3 R AR o 72 SR LE STl , PR o i AR T ad ik ok
T R /DA AT HRIR . BT Bride 2 S5 R 1) PR SR L E R B Ry e AL, AR B
BE TSR D 2.3.4.5.6 B 7T ANAZEAK, I Bl — el —A DL B / 25 R
 CHVEA MR T8 BA AFRZEBEME (connectivity) HIALEY) . 285k U0, 1L R
TR BT, AE FE e S 5] A, bSO AR TR 2 (T-c) 2RI R “ 48 57 itk
SCHRFRS (TT=d) « (VITD) AT (IX) =R BERIZE A7, P KOG L Ly ROV RD VRSV RS RYS
X RERM R sty jupayazaus g Al v 3o i ag X

[0454]  FE RGeSl b, Lk A oy ks e R S e AR R . AR SR BT
R “ARIE 97 2 de UL R R IRA W 1) BB AP AR — P s S i A . 7 S 5 it 441
o AR A LSRR S I 2 /D 2 50% .55 % .60% .65 % .70% .75 % 80 % .85 %
90%95% 98 % 8K 99 % I 7 AP AEI— Pt e dd . 7EFELE St o, PLade = xt v T
X (I1-d) MHED.

[0455]  FEMLLLsiE G, e (B, X (VITD) SES (Hltn, X (X)) B2 K
), ARSI, i (Flan, X (VITD) sEE (Fn, X (X)) SRR A R
H BT I B S A

[0456] 3\ (I-c) Z KM AR B “48 57

[0457]
U U [
— Rx,] N X N Fud X fxufr
R‘"><K L1><Lz M><R"
[ | \ L\
i (I-d)
L R*) ®™M), -
~ F/88 _
1I1= 0 1|1 0 1|1= o]
(o) EE— Rfxud: N><” o N><| et N>2L_IXM]T_R=
RY K | i jLz M R®
\ | SR, / (VIID)
| i
! = |
Fn/ek -
i .

(IX)

U U v
|, s s At A
\
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[0458]  LFiRG 7Bt — @B a2/ = HeT G5, gl LU 23R
[o450] (1) $#RBEPTEE B M RREEE RN ZAEER, Hhrd B A s (1) 200040541
BB K S AN AN SR R 2 R R, A (11) &b — AN A R i AN R 2
FRABER) o, o - “HUREEER ;

[o460]  (2) fai T H Az FEBR AR IR AL — &2 /™ AR 2 — Ik

[0461]  (3) FHAIE AL FIALHEEE — K.

[0462] Ak, BibEEOTET B DAL 20 = AN TEET A, FORE I LU T P IR
[o463] (1) $RELPTEE H M RARBEAE R AR AR, KPR B (1) 20WH5a
B 2D — AR AN VRN 2 R R B ) 2 AR, TN (11) 22 /D AN A0 A R i AN T A 2
R o, a - ZHUREER ;

[0464]  (2) {1/ IE%N B M SRR B BAAE— & L3 — K s f

[0465]  (3) HAIEMMHEALFIAL IR — K.

[o466] [l X Rl 77 v MG DU 2 VR A9 13 A3t T AN 4T 55 FR a4 i B A [ el 1S
AR B w5 AT R A RS I CA ) BRIk A A /b 2.3.4.5.6 B T DN ATHRET A
Y.

[0467] 34 5 — I P93 A A v AN VR 22 T 00 1) 2 6 PR 48 4 b N 22 iR b DA
I I AR v A A RE . 75 2 BRI ATATT B & R4 e, K 6805 3 P R g A TR R0 4 W R A% Ut
LE[R] P, B AR 2 IRBE IR — o 28538 AL AL B 2 5 5 IX e 4RI o ) B 08 ik
“ET G R SO DA a2 S M R AR E 2 IR AEREAESIiAg] S 3  A v AS PR R 0]
ZHA AT TS “AT 59 A TGS AR Z KA / 1657 s

[0468] i A ifE i

[0469] TRl b PTIRIIA R Z IK“4EE" 5, ik JriEv gk — D& e & s, wdk
TR BB AL T, Bk St s s A B B A1 (9, i 524y
fige S VAL (R OUBRE ) IEATIE SR SRS A% B HL - I AR b B R R 85 5 2 ik, B
BT AR S 2 IKECE BN 586 2 K5 AEE TR AR id BOS Wi fIfE 42 & 2 e
BT T (BIAn{E4E & ZIRE N s 485 2 K10 C o ) (E4E & 2 IR 2 R0 BE I eifE
— NP RSB mECRE B MmN S S (R L) W8S AEn] T W
Y0 B A 2R B B AR IR IR B AEVE R o IX LA AT ARV RE )RR e R A 4l e s 21
[0470]  [AIth, EFELESLM] B, BIRG o iEdE— A - (vil) fEEEAF THEER
NSRBI (vi) B2 AKDAR IS U486 2 1K

[04711  Jr @ AU AR BEAR N G R T A R A FH 20 A S 7 A5 AT 53 S N 1) SR AR I —
e, RN 2 i S N 5 AR SO s — IS S AT e S A AL« S B LR &5
) March’ s Advanced Organic Chemistry :Reactions, Mechanisms, and Structure),
M.B. S (M. B. Smith) A1 J. & (J.March), 55 5 i, 29 %5 B A7 1 b HARCA =) (John
Wiley& Sons),2001 ; BiZEHHAL S B &4 : e N A4 % (Advance Organic Chemistry,
Part B :Reactions and Synthesis),dlA] (Carey) FIZEAA#E (Sundberg), 56 3 i, A4
R4t (Plenum Press), 204 (New York), 1993 ;UL K &6 A N # (Comprehensive
OrganicTransformations), R. C. $73% 73 (R. C. Larock) , &5 2 ki, 285 )8 57 H Fr B R 2 7
(John Wiley& Sons), 1999, Frid SCHR % H K14 N 2848 L5 | 77 O0F AARSCH o stk
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“CEIE RN AT LR T SR () an X sk < B ) RN TR ERRL ST, A
T IR0 B %46 fn i o S A B AL (osmylation)  FREEAL (BRI ER TR IEAL ) B4k
AL ER I (0, BRTR el s BAYIR T R AL RS AL ) S FRARAL A / BB Ak 5 Y. 5 R0 e
BB B LRI B ReAL SR B BB . P TR R AN S Y B AR B, 1K 28 E R
WG INT] S5RE A e A g AT T AR B AE A A B e ] X sem ae B s ((EAPR
T & HARBUEIR SR B SCRE 2 IR BICR U RN I 07 e 2 [T s BRIREOGHR  SCREEK
T S 2 BUAR B 28 AR I 2% i W e 2k ] 5 48 BUAR oA £ BRI 0% 266 5 8 BUAR B R 48 B
R 5 s R BUR 2 BRI B s £ BURBCR B 22 s 2 BURECR 25U
A AR ECR 2B IR S s 28 55 2 s SR s Wt AR .
[0472] 55—y I, fERELE St h, Bk ikt — Ay

[0473]  (vii) HI&E N FIAC BB IR (vi) M2 Bk DIRBE G s in 4% & 2 ik, 1

[0474]  (viii) HHAEIEHFGEBEE (vii) MBS 2 Tk DRt 5 A0 vk )3
GBS 2 K.

[0475]  JbAbh, F5— 7 T, AERELE S b, BIR AL

[0476]  (vii) FHHAEVNEHREIE DR (vi) MEEE KU S YRS R A 82 5 K.
[0477] 53—y I, fERELE St h, Bkt — Ay

[0478]  (vii) HIAERRFAL B IR (vi) M2 Ik URBE G s Mir 42 & 2 Ik, F1

[0479]  (viii) HEWiFIAL BB IR (vii) MBS £ kLRIt S AR AL E
g5 2 k.

[0480]  hAb, Jy— U7 I, AERELE S, FIRTEA S

[0481]  (vii) HZWIFIAEPER (vi) 4G KDL S 2 Wil A it ag & k.

[o482] W] LA Z AN [ 5 Ak SRR (o, A id 2 WiRl AR R ) S AR KRB Z K
[M¥eh o PFTIR R AEET A A R AL BRAE 2 JIRBE I N sm X C o 55 Z Ik B sl i m 4.
S, TR T AEAT A4 A5 AR B7E 22 IRBE I N i 5 C o 5 22 IR L e sl )z A e B 4 1)
BN ARG T— A8 A UL B g et S RS T— A s — LR EE
g, @AM RN 0y / B AL A AT . TR @ R AL BRI
ERRE A

[0483]  fTA] A1 B BRAS ] FH A8 AW MR / BOS IR S AR B 2 Ik A . X 2ot
O FE TR i Bl PR B . B T B O PR TS L DR R IR DRSS . AE— e S, Bk
SRR AR A T ARR (AN, nIBER R, WIAE R B pH (R RAR, IAEFA 6B U
X ST T 24E ) o BRI, fE— LU o), Tk AT 244

[0484]  SEr RS E S5 255

[0485] AT J& AR K B AR N S AB N T, o b BT IR 9 A Rl g VR T N AR R B £ ik
MAE A . REAGERERTEFERPNH, BAGHERE@EEMH TS -ILE
(split-and-pool) i ARLLEAHEEAT. ELALEG GRS, iR L M4, A5 (HAR
T ) HLA R v ANV ) ) 2 2 IR I A B B IR I ST A A 2 L AR i A R A B 1 < A
B R, LA R (M s R Rk A

[0486]  E—J5 i, AR B AL G plean b Br 3 i Ak BH 2 BRI SR i O v, JLAL
(1) AR IR4E A 2 RN RS 5 () KPTAWIRE & AL S B AR s (3) F Wi fR b h
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B4 G BB PTRE S 7)o n 40, o n RARAFRIRB RHEIEEZE R EH ; (D E
n REFER S B SR REEREE: ; G) Bin % BU4LEE—E 1 (6) EELE (2)-(5)
HRIZR1G s 2 I8, HA R Edl PRl ) 2 D WA 2 B IR 5 A 2 b — A KA
MR EE RN EE, I H2 b —A> o, a - ZHURE SR & A R AN 2 2L B Bt . 76
G 2 K2 )5, WAE W 4 & 2 IR 5 1 AR i LU 2 gk “ 485 7, BnT A8 2L 56 BT
-2, IR S S AR A DR “42 A7
[0487] BT AU HIAR N T2 T i, R RS e A — g g M IR & W) 10 SC E mT HE TE 1A 7
OB A JGER B B R BB 2R . 280kl B B R 2 IR R
A2 2R, BE B AN, AEAR EAFAER B B BOBAE R E eI T 2 2R . TERFIRIE S
it ) A 5 ARAE —ANSEAE A, AT 5 | RIS A3 R B AR e A S R SR K T . T T AR
RN RN HRE, Bk B 2 FE AL SO SR 5 | N AT 555 2 Ree Ak 25 M R0 T 7 AR 0 AE ELAE AR
E fe ], I X e ge B HE (EARRT) & s HOREUEI B Bl G 3 i 2R B R 4
EUAR IR W7 28 A s BRR BOTE 3 S sl G S B8 2 B B R & AR [ 2% g D iR 2k 1] 5 28
RECR LB 77 5 s R BUREBUR 2 BRI 205 5 s R BURBUR 2 BRI B IE 28 B AR ek
KA ERE ;2B RBER AN EE ;2B AU A R s x2 s #7E i
BRI e UL SRR .

[o488] A H]J7i%

[0489] AUk BHARHE—Fiva T S50 S AE B IR I 75 v, HoAW S s 8 i i b T als 5
TIE BORIR ML 51697 A 2 A K I 2 Ik B 245 Erl ez e, nlidd#t
AP 2 BRRABST 7B PESI e SO IR 25 38 AR e PR M S e e L N 2 A L I
B IR AR JRE PR 5 I B IR, LA R DL BN 75 2 O 40 BB T A R AE R IR
[0490] AL A, MG AR PR S IR B RE AL S (AEANPR T ) R X2 o ok A3 o ik
B A VRS P B AR PR I AR T 4 W A T P L A M O L

[0491] W] ik b3 75 VA VA 97 IR 1 SE 49 A0 1 i R DRV R il B MR i L FL R L O AR
Jeri~ 45 e e 21 A AR S UL TR R TR 7 TRV RE e TR R i O RV B R R I TR R
PN B2 PRV UK LA AR A LA PN R ARG T R TR) SR JGSC IR (Bwing’ stumor) (-
LA RSOV B e B B R | B0 S AT A e T e SR S
B e B« SRR A0 P 5 T e« LSRR S LSRR e« 2 e AR SRR B
H g 4 e R A8 e L ) R e RS D 4 e IR BRI IO (Wilm' s tumor)
+ B S S AL /NG R /N A I B DR L b R e 2 B R T A e
B R 200 P R PO A 9R  AE RT L R SR AR | i R 4T PR | T o 0 L 2 A T T A R
I S8 R 20 A BR A R AL I B 4 MR 1 I L U LR B VT 9B (Kaposi
sarcoma) o

[0492] W[ IS bk iR ia T B I i e g o i 1) S4B AR P R R R BE A/ e 4
JRLERT (A3 B B VK L L 4 i R Bl T AR gl M g AR ) ) SR o AR L S o,
W A RS B fm () an s 2n i g S (erythroblastic leukemia) FlE
EZA AN (acute megakaryoblastic leukemia)) 5lid. H'E/nyoiE® HeiER
(BT ) 2 B4k 40 M (A 7 (APML) « s B 6 (A ps (AML) b M B 6 1k 1
M5 (OML) (PR T BEHr L. (Vaickus, L.), (1991), MR / ME2FPFR (Crit Rev. in
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Oncol. /Hemotol. ), 11 :267-97) sk LRSS ((HABR T ) S0P itk T 40 i 13 1M
(ALL) ( HAUHE B 3% & ALL FI T 4% 28 ALL) 1% PR 240 i (9 95 (CLL) « 419k B2 40 e (3 11
(PLL) . B4l fw (9 oy (HLL) FiAE G B ER 8 3 IMAE (Waldenstrom’ smacroglobulinemia ;
W) . HEEARERER AR ((EART ) EEw @M ERE (non-Hodgkin lymphoma)
AILAR PR AT 40 Mo bk R e A T 48 i B i/ K E2 08 (ATL) « B2 Bk T 40 i bk 2988
(CTCL) « K %oz o4k (2 40 Mo (3 195 (LGF) \ 2 #F 42 (Hodgkin ' sdisease) F1 HL — 7 i
(Reed-Stemberg disease)

[0493]  WTE I bR Ty VAT B HG AR ML 55 5 R S4B AR b R 3 A R A e R )
S LRI IR, 9 TR) S (90 a0 2T 4 B DRR R AR ) R B Rz e (A K R
EILRRIE ) sILIE, B R (AER 28 ) i (AR RA B & (AR KW
(Paget’ sdisease)) FRA/NME ) FiR 28tk (BRIEME) & (A (HEART) 2280
FEE R ZENE R CERER RRE CRRME) e NER AR B MRS ), DL TR I Y
MMM . B WIERRE (HART ) BHILE R EREMER .

[0494]  W]ig I Bk 77T (R IG A PRI I SE A ((HANPR T ) SOUVE e LG R b
Yo SRAE S 40 S IV L A Y A Ve R (A A0 SRR e L VR ) TR e A RS 1 i
Jed ) s BT AR , B0 98 T g J B A A E M s BRI R g P g (B IS PR &1
Yrged (MLt Yesed ) UM R B2 98 ) o

[0495]  mIidit bR 77 EIEYT BIIE AR MRS W M S A HE (EANER ) AR08 1t S I iR
KGN E5E0E 4 i B e A6 45 T B A8

[0496]  mIid It R 7707 R IG AL I e B SE AL AR (HANPRT ) 457 18 A2 s Atk
PEMPIE RS IR R PR I S PR ) o

[0497] W@ bk 7 VR VA T (0 1S AR R O S0 1 S L B (MRS FR T ) OF B R, 11
WA i b B IR RV TR R VR Sk e\ B B P TR SR L 7 B AN R Y e B R AT 4
JEATAC 2498 (brenner tumor) . K1 b 52 I8 5 26 B 40 Mo b J8g, 491 4 et C R ) WA
TR BV 2 W R Al R T R G R L TS MR 40 MR L PN R SR 4R TR 5 R TR) T R
(sex cord-stomal tumor),fl4nfijZE — Wi (granulosa—theca) Z4HJLJR \ 5P 0L 62539 4T 4k 988
(thecomafibromas) « 5 M BEGH U8 (androblastoma) « Ay /R4 MR (hill cell tumor) FIPE
IR BRI (gonadoblastoma) ;UL AL VE I, I Wi & 98 (Krukenberg tumor) o
[0498]  ASCHRETIA I 2 IR AT FH TR 9T PR 82 W LTS 3 id BE 1 (overactive) 40 i
DET B A P 3 5 | S I 4 e T S 0 RE AR R iR o DL 5 BlAN 7 22 R 4l OB T B AN TS
S eV R ) 4 G BE A R R R — S s i s ((EANPRR T) R4t / R E Ak,
JCAn M /A RS B A M/ S AR . — S SRR i, B (AR T)
R JEFL 1M (Fanconi anemia)  FFAERERGHETL L P g 3T 1M (thalaessemia) 56 R PERE
PEE 20 k2D E (congenital neutropenia) AREAR B A E (myelodysplasia) . FH T-ZD>
MR T AR Z K0T T 5 A RIERE R4 AR T A S Hmeae . PR, AR Bt
M TR H TRyl e B S ER (B, 5K N skfapis (HIV) A KK
YL ) A K EI A B I T R E o

[0499] 22 Fif bt 22tk 9 () e Ak A T 08 A 2 0 A1 1KY 3 40 2, O Bt 4 i 9 T IR AT
TR T IX S0 o 3 65 5 G5B K UM R (Alzheimer ' s disease) & #%9%

71



CN 101730708 B OB B 68/94 T

(Parkinson’ sdiseas) LA MEMIREELL (ALS) HR 04 5 8 22700 1 G ML 25 4 & Fp
TE /NI AR P o 3 S8 A [ 48 B A0 2 AN 5 i AORE [ MY, FF HLIA TR0 2 40 AR T I L
o Gy4b, VE2 Mo S A8 MR AR DA O o IR BEE AL SIS R O I BT I
P AR G T B I 0 PR I 1 40 BRI R R B MG AR S SR A IE . ILAH L AR E (8
WE R A S R A e A — 2 A R P AR R AS R B I ) R E YR T PR B AE T
Ko IR LG RE ] B8 D PR T2 0k 40 8 T 1 22 ) ) A 225 TR 40 B B3 I A 3 AL 1) i R
iz BRER R A RN AR ERAE R o 5 40 BAET A QI PR i DL R A /O JULAE R v
oo FEIX P R{OPTRE Y, 75 S ML A0 2R 4 rp B = A2 0 Fh Rk sl o DX s P 140 40 R ALLF- PRI IR B
IR IET o AR, 75 A ER ML X 2 4, 40 fdB 4 58 A AE T 3F HAE A B it T
MALT o AR EPU4 BLIA T IKR] H T8 97 BT A X 28 5 A6 75 E 40 20T K I IE
[0500] W] FH A SCH AT IR 16 22 IKVA 97 1O AP 28 PR RE 1) — 2 se 4 F5 ([EANER T ) Bl /R
WRHFE E IREEGE (Down' s Syndrome) - af == B 153 45 11 U M 4 22 P i H L (Dutch
TypeHereditary Cerebral Hemorrhage Amyloidosis) ./ MW IEVERIFEARME K RIETERFE
B AR A B - 45 ZIRERAAE (Muckle-Wells Syndrome) Ry & VEH R ;5 5
BRER A MUAEA O I B B8 989 « 2K TRV R A 22 R P A 20 X MR 1 i M A o T « RS o0
TERTHEEARE (Tsolated Cardiac Amyloid) 4 B VEZFIEMFERME L BN K AE T RE FR 9  JEE
B9 S ORAZ RO 5 JE R AR AR M L AR IR SE A8 - 20 M D A 72 A 2 A P ik ) I £ i K A
A G VER I 2 R PEPREE T W R BT I (Creutzfeldt-Jacob Disease) (7K
g — Wit =] 8 - SR VL4 SE (Gerstmann Straussler—Scheinker Syndrome) . 4= 4R i
W UR RN S HIE  FEWU (Huntington’ s Disease) 7o (Pick’ s Disease) .
i A4 (ALS) VIR AR F1 % 5 15 Wi (Lewy Body Disease) o

[0501] W] FHACSCH BT IR 18 22 IKTE 97 160 PN 23 Y00 R 1) — S8 sl G % ((EANPRT ) o R
R IR ML RESIR  HE AR HLREAR « TR 55 BRATL AR 930 It IRALRE IROR A BRES

[0502] W] FHIASCH BT IR IR 22 IKIA 97 B S S8 oioh (1) — S8 sl s ((HANRR T) 28 B AEHE
SRR R RIEVIBD 5 B B (Crohn' s disease) BN 22 K MEREAL B FK0 B AEDI BT
T T B B R A B S R ST R S o

[0503] W] FH A BH IR 22 IKYA T BRI )00 I 9 E 1) SE G (EANRR ) B ksl AR
A VLR ZE P R LR EE B RTR /o JE 30 B« S L A O 05 /00 2 4 I PR B v 1T R
PR 5 3 bR 20 ik A 5 , 9 /S Sl AR A AL /S TS B e H ol = R IAE |
] P L0 9EE v T IMILSE TR 98 9 W2 Wi d I H  Jl 0 R PRI 5 B0 5 e AT R ) I
B CREPHEMAE SR ), 60 an i 8 s A BN 73 ias U8 SO B R AR U1
By B ESE  WEL e ASEE S MR,

[0504] AR B I4% G 2 Pkn] T ik A R RAR B i — R R B A B - BO AR/ B
JT = S AR BAE A TETT FIREW B . 28Rk, VT 2 A E N R A R
/EEA AR EAER (01 p53/MDM2 1 Be1-X1/Bak) J& il ik — il iR g 0 MG 25 bR g e 52 #5
B ZLBR N I & L BR300 7EITE 3R I E w0 1 L7 Eom ) b 2 %800 B p53
L5 MDM2 [RJAH EAE A p53 ZERIRAE ( ZEF VIR (Shair) , b2 5% (Chem. &Biol. ),
1997, 4, 791, HAEA WA UG H 7 OFAARSCH ) o B I ) itnfE 40 B, AT
pb3 TR T T E AN M S R A DNA G R sRE TP R A MO T e o R #2027 p53 R
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LhBEH] p53 FEERI R AR — 4, AT il ik MDM2 (AR AR 2% p53. s MDM2 851 55 pb3 45 &
S p53 1 e X E &5 3K (transactivation domain) &G MBI RS . 2841
KUk, B14E H pb3 1 S S5 B 11 ANE IR I K sl A MDM2 2B i 2. 5
T PE o B30

[0505] [, 75 e St b, AN B 22 IR B 55 W e 52 1A B8 45 5 TR RAR B
Ji/ EREFUHEAERR o BREER 2 K. B S A AE F i R A e i e g5 ) DL S A fE
[R17INGr F Ko FERELESM rh , A% B 2 IR RE 0% 5 TS (Xenopus) MDM2 SR 4541 o B2
JER p53 Z k. MR MDM2 AH AR KB Bgs i ] TV 2 VA, B G ((HANBR T ) #33K
MR (LA AT pb3 (RO T i B2 FR 15 MDM2) o 3X 88983 m] FH W] iy MDM2 (1))
Gy F AT Ik, AT XS pb3 [l 3 Ak, MDM2-p53 AH EAE I /N3 B IR 501 ] F A
S B 325 CA S B A R 0 MR 257 pB3 M40 B T e S R RE R

[0506]  FEHELLSE G, AR LK S O o SREERAKIFYR . AF 3L szl o, AR B
ZHKE C o BBEERIEE D 80% .85 % .90 % 5] 95 % [l .

[0507]  J34k, A BH 2 Ik m] H TA4 RLRF 2kt o 28450k Ui, 9 Wi fis TR e A9 7
(1353~ 1] 5 A S SRS 43 e e DL b = A= P A S L (R AR A KL

[0508] [ FiA g2 4, A B 22 ikie w] F T A9 e ML A sl AL I 9T, 15 R B A5
N E A YA 68 AR, sl 5 e 1 B ARG A 1 H CLSE IR B 4k 2
RN o

[0509] ERZGHEY)

[0510] AU BHIR LB 254 &), HAL & AR W48 5 2 IR e 252 Enl 32 ()8 UR s
2i% BB G Xl 254 A W AT I H AL S — PR E— P LB e AR R
HR A — Le St ], Bt — P S B 2 AW 5k, AL A TR BRI S AR B
HEW. B LS, AR AEWE G2 NE e AR IR UL, 5155 s " —
BT A S R ) A & B 2 1K

[0511]  REARCPREMATEEAA SRR FEREXE TR ES N BN E LA S
W, (HBEHEARN RN T, XL A5 — ol TRS S g MRishi. 8o 7 E T
B 525 NRWEE 541 5D G LUAER TR 4L 6 W& T8 S 45 5 M, IF B @ A2k 11
FA e AR o] PR @ SE L (U FRAFAERIE ) SR/ BT e . B AR B
B 25 ST HEASE (HARR T ) A/ 8l e RKESh i FLahy), ffs ik
AR FLBN, a4 5 5 35 R/ B3O 5/ BRSS2S, AdE B A G 528, 451 i |
FEFN / BRI

[0512] W] it 24 BE A R A O 0 KBRS SR T R IR A ART 3 32 R il £ AR ST s i B
HAEMIRBC . — AR UL, 1K L8 £ 74 LR AP 3R ATNE R o 5 8GR/ B
R DL F R O S5 G, BB S BN R/ BFR BN K e R/ B
T PR B o B B 2 T A

[0513] AR EW ] UL — BRI EN / B2 A5 — 8K E (in
bulk) il SR/ B . AT BT, “ AT SRR A TIUE S M R I B 25 40
ERIAESL & W PER RS T4 5 45 AR IR PR o3 RN R/ B )
TEE T (i, R EN—FE =0 —) .
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[0514] AU BHIIER 5 AW Pis T oy B 2525 T2 M BGRIAR / BT e B s 1)
FERS B A G IT A B B AR ZUR /B0 RIF R — B S A SRR g . %
Bk, HEWTTEENT 0. 1% 5 100% (w/w) Z [ E R -

[0515] AR B I E= 25 R BC ) mT 3 AL 7 B 25 2% b RT 9 52 RO 3R], A S i 3L
A0 45 T8 T T 75 45 2 500 28 PR AT ArT R P A RO 3R 20 BN JBE s R R R B e VAR A 5 43 B
A VE WA 2 T PR S8 vE  BEAR ECEL AL RS B R R0 ] AOR, S SR W R . E B
(Remington) |25 Rl 2E RS54 (The Science and Practice of Pharmacy), 26 21 fi,
A.R. AR (AR Gennaro) , (HFFRHRF « BAR M « 8R4 87 tH Wic A =) (Lippincott,
Williams& Wilkins), D B2 M ELREIEE (Baltimore, MD) , 2006) 487 TR RCEE 2540 &
V)2 BRI L O AN 2 AR o BRAREFTH R B anidad 7= AR A R AEE A
g A DA E T XS R A A YT T A5 AH BAE A W S 9 s R A A, A5
DA FH 80 5 0 AR B IR B Y

[0516] 7 LEsLjt ], e 2525 B4 2 BRI 2E R A 2220 959,96 %6 .97 % .98 % «
99% 8, 100% . FE—2Lsjifd, MIER S HER T ARAH TS EHE, s g
L, REFZLEE TR SN EMA (United States Food and Drug Administration)
Hent o 7E—2es ), B A2 25 9. 76— LS e b, R 570 2 26 H 25 8L (United
StatesPharmacopoeia ;USP) KXk PH 25 #iL (European Pharmacopoeia ;EP) 3% [E 25 #Lf1 / o [H
B 24 SR AR

[0517]  HH THl&EER A SGWINE 2% Ll 2 R ERIERE (AR T ) BHERER.
GYHORT /BB 2 TS PR FRRL / BCELATR I R RG50S BT R 2 i) i T SRR/
B o IR EEI TR ] A28 M A0S 7R AR B R BCA o R TR BN 51 B¢ A0, 451 dan )R]
JIR IR SR 5 € 70) S AT R BRSSO A R TE R AT A2 2 TS0 .

[0518]  JRYGIEMBE AR (HARRT ) BRERES DR BREN B IR AT B IR — 40 (IR IR S IR
SUE IR ER RN FURE RERE AT YE R R A Y 5 S e H R I L (L AR I UL L A
TFHEH  FOKTEHT FER SR A

[0519]  JRyE PR RCRIFIFN / B BOR B HE ((EAFR T ) S8k FKIEM AR ZTER |
FRIE A FRVER AN ARG R R L TUR K (guar  gum) AR5V L BRIG 20 +- L #F 4 R AR
it RARUEAR S 1 B A IR R ER A Tk R £ DR BR B  ATTHE B8 S AR L s e il ( A8 TR 3 4
fiil (crospovidone))  J& FIERT N (FRIE LBRIEN BN ) R LA 45 AR T I 47 4
W (THRPE4EZR (croscarmellose))  FILLTERR IR EHER (JER 1500) b vE
KA HETER R PR YR8 R (YEI (Veegum)) - HAEZEIR IR Bh . 2524k
EUENHAE,

[0520]  JRyEPREER G PRI/ BRFLAGRIE R (AR T ) RARFLALT) (A dn BTz A e
NG VIR M R TR AN L B RS M S8 (chondrux) - HH [ B 3 B e« SR S BH S B
MR B E  NE [ B 5 R SRR ) TR, 1 (il an iz 1 [ REfREs 1 AAEssay [ AR
B D) KB IERRATED R TR (AR AR SR R = SR H i R A T
MRl (triacetin monostearate) < e Al G & M5\ 5 A8 G R H vr M6 R0 P8 — It S Al I 1R
BE B IR ) R (carbomer) (I W EEZE N AL IR AMG IR WG TR R S INTR L &
WRIEFE AW ) A XCERL (carrageenan) ETYERATAY) (A0 FASET4E 2200 R AR ET 4t
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R RTPEAGR RN ETYE R ENEF R 5 FRELTYE R ) iAKW BB RENG T R
Wi (4 2R 480 S0 Wi K WL AL p e e F PR IS [ i 200 L B84 S ik (L AL pk e [l 601
TR W WK D BLRE R SR b R R [ kiRl 807 It 7K 1L BB B sp AR AR BR s [ =) 4% 407 Wi 7K Ly
ApERE LR IR NG [ W)L 60] A L AL pE R —RENRIR MG [ =) 4% 65] 5y B H s B 7K L
AUPERE SRR [ A4 801) R LMAlE (W AN LM SR IR N [ 25 /K & (Myrj)45] .
TR LI A B PR IH 58 AR S A B BRI L ZR A0 R 2R B IR PR ISE AN R 54T (Solutol)) HERE
NRWT RIS 58 £ MR IR G (W1 w55l (Cremophor) ) VERA LM (44 248 £ 0
HEEmE [ B & Brij)30]) B LmMEMsLe i, — & B8 IR IR — LB B2 195 7
RN YR R B L Y IR £ IR Y IR « HAETR L 1R H R IR 3 B JE 58 (Pluronic)F 68,
WP (Poloxamer) 188, V4 1R 4% (cetrimonium bromide) . PHML &% (cetylpyridinium
chloride) . ZEF . &4% (benzalkonium chloride) - ZEREHN (docusate sodium) ZEF1 / B H:
HeE.

[0521]  IRYGEHERG GRS (AR T ) vk (Aln R K Em el ) s IR 8k (41
LR | AR A BERE RIS R FURE L FUPREE . HER BRI ) S RARAIE R (48 an
AR BRI B 52 /K =8¢ (Irish moss) $RHUY).FHFLIL (panwar gum) ENFZRAR (ghatti
gum) FEHT F-5¢ (isapol husk) Wil R FRAT YR FRAH R QAR R R LAY
B RNEAGE R RN TR R TR A4 5 B IR AT 4 32 58 S0 e ns e i) ik PR B2
B (HEREUR ) FIVR AR BT RAE 2 FLEEME (larch arabogalactan)) ;¥#3EIRER ZRM A LK%
OB TN 3 IR s IR IG R 0% /K BE5E s LA G

[0522] 75§ 4 I3 5510 W] A G BT A AL TR B 0 DU AR 4 7 1 R L B g R R
FE ) B2 B B R A L B R e P AR EE ((EAR T ) o ZEE B PR MR,
PERE R DUOR ML AE T AL 2 BE K A K T A 2 55 A 8 A H ¥ (monothioglycerol)
FE I R B TR IR 3¢ £ 1 R TAT 15~ PO L T M NIV s I S A 5 s R A I PR B o 7
T MBS KR & DY SR (EDTA) B /KA Fr A R A Hb 12 — 40 A0 M R — B L A b 1R
(edetic acid) T M B2 IR IR A HUBR A W A0 BR A A HB IR — 4 . /R e e PLid
PRI (EART ) RAEE . FRAL (benzethonium chloride) \ NEE . IRAH
2 (bronopol) \VREE = %% (cetrimide) S ALIREEFLMLE . & O 5E (chlorhexidine) & T
TSy V5 My (chloroxylenol) . FRMy. LW H il g 7 0E (hexetidine) BRI
(imidurea) .My AR5 I O AL OB AHBR 450K TN BRI ¢ (thimerosal) o 7870
MBI R P E AR (EART) XRERTR T M RERTR P N RERTR L
P X R 2 2R IR A I8 A PR R 5o AR 2 TR IR WL PR R FR IR N R A A L B
Mo RIE MR AR (EART ) OB R R KM By BG4 08y U T BE 72
R PR REE ORE . ety AR (EART ) 4i2E5 A4 CL 4B = B,
B MR ITER. LR A LR UM IR I AL AR . e B R (HANR
T) A BEM . ET® CRRES HUE T (deteroxime) FIREERES . UAR = P4k, T I LR IEZEH
Bf (BHA) < JHeALEREL 2R (BHT) « £ & AREFLAT IR B (SLS) « AL BEGR IR 3 (SLES) |
VA B A A A R A B B L £ AR R AR B R S f e B (Glydant Plus) 3514
JE (Phenonip) A FEHE 78 G FR S A /R 5 (Germall) 115 48 5 A (Germaben) 11, JE B i
(Neolone) HIKA (Kathon) LA ZR (Euxyl) o fERELESLMH, B B2 b il. eI
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"B ST B ) B A

[0523]  JRYGPEGMFIELEE ((HAIRT ) Frig iR Eh sl £ 1R Sh i v B IR 2h 4ty
T B IR AL AT AR TRAS A FLIE IRES (calcium glubionate) \ ] BEBE RS
(calcium gluceptate) i %Kl EREY \D— 20 IR  H VI BEER S  FLIREY . IN IR « SBE A FR A |
TR R SV A TR TR — A5 W B RS L IR L SUALE A A B B R A R
SR SRR AR A SR AN IR TR AN AL R R IR AN L FLIER B L R A
TN R AU BEERANIE A BRI B Y L AL R L SRR I TS L TR T K S
B ER K MK GV (Ringer’ s solution) . LFFEEfIH 45 .

[0524]  JRYEPEIEIEFIEHE (EARRT ) IR EREE i IR IR A IR IR . S8 ALRE A &2
AR B MBS S A R O R R RN SR AN SN R R R
B A ARSI A A

[0525]  IRyEPEMHASRE (HAFRT) #1 (almond) . #¥4% (apricot kernel) yHi#55L3H .
ELEL S (babassu) M B kA iH 2B NSoFF I 3 38 B0 AL AR W B 2 L R BL (canola)
oINS S e v N7 e A = N T 1 N TR B 63 7 N R 7 B v N7 N 1 5
JEH < TS B3 Y00 A2 PR R« ) DU R B < U JRROR VR « 5 P R < A I R AR T AR B R
5 (hyssop) ¥H« RS2 5E IR 5 N R A7 faf B2 (Jojoba) ¥ B FE M I K 5L (lavandin)
Y 3 A B R I L U BRI R R (macademianut) JH1ERZEM T RA L AT
¥ (meadowfoam seed) JHI-FHIH A 5E (nutmeg) YR BECNE I 16 VR VR0 €00 YT S B VR A
A% H  BRAZE T 8 A2 T 22 SRR 9 o Fi JTORT T8 Joh S ¥ O el 282 i i 204 i R i
%% (sasquana) M\ AT (savoury) V0 BRIH 2 BRI FLA S Ao K 3 m) H 2%
T AR T BT LS8 (tsubaki) i1 AR H - AZ BRI AN /N2 IR 2E 3 ZR Y R v AL (EA
PRT) B ER T IR IR = H I AR 2SR = H i R BB R R AU (cyclomethicone) (5%
TR T LW B T RS 360 (dimethicone 360) P LRE B S A BE I E R
Bl B EE AL A

[0526] T & OMAZGH S KR AF AR (EAMRT ) B2y2s BB 3Ll
FLIR ST TV BESRT TN o PR3 PR 3 2 A1 s WA R0 ] A5 P g e AR sl A i
()M PE AR RE ), 49 0 7K B AL S ), BV SRR FLAL T, B0 L SN I TR IR LR TR &
Bis BT 2R GRS VTN TR, 3— Tl R O 2k BARSk U, AR TR TR
A2 YH S TR VR 2 I AORE TH B BRI RN 2 RR T ) i DU SURREE L 3 & A K Ll AR
B AR R S, AILREW . BRYE MR A1, ARG -& i v] A5 ) an vy 5] FLAL R
TR EHUR T VR BRFAVRD 55 B Ve . EA SIS R s i+, AR G0 S
#4078 5 BE M (Cremophor) BEZS IS MR 28 2R R I AU MR 2R RIS R R A
PIRFNILA A G TR A

[0527] 481 40 TG A1 ] 3 S A B el e AR VAR ) T A S R R AR L AR A 1 4
BB R A BT SR BC o T RT3 5 50 AT LR T o B AN 20 i m] 2 52 () B 3 B 77
rH B T B R R S VA TR R T VR LI, 9, 5 1, 3 T R ORI A AR A
(ISR L RE K bR BV (U S. P.) RSB &AL AN W . DI 4b, To B AN & 1
T ARSI BURTEN I BRIt U, AT A8 A AT A IR R0 R AN R 1 3, B4 B R B H i R Bk
AR Ak, A A i R 1) g 7 R R ) A v B R
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[0528] W yEE A BCA R 7] i it 2 40 i B i B s (bacterial-retaining filter) it
P8 I K K B AT AR A 28 CEEAT 20 AT Al 8 B BUAE T B K B
TEw RIS A B ) AR K

[0520] A iEAZGW A L, 38 7 B0 >R B B T BUVLIA ST B 250l . X ] DR
A P A AN R AU MR IR 2 b 5RO 8 TR TR IR A R T VR ST o 240 ) WA S 2 O i ke
TSR R, TS A8 R ke T S AR /NN R 2. B0, T8 25 WD i Bl R T
TE BT Tt SEERAN 22 45 5 1 250 T8 =X ) e SR WS o

[0530] M T&BEWmEEPERS WA GYE T 2R, Xrl@ g AR HNEE S &
T 1 TC R SN (] TR R O R s R ) VA SRS, BT IR T 5 5k
BFITEIA BELRE T 2 B2, (HAE R T 2ES, JF BLPA e B B39 G0 B 4 i B il
T TR o

[0531]  FHT-28 B 5 A [ A5 RO R B HE L 77 AR BSGRIRIAIORE 371) o 3K ] 44751 7Y
o B M RO S DL 2D — B T B 225 BT IR R SEGITR & AT
BIEUBEIR A s/ Bl a) HH R sl B, G0 anvE Ky« FUBE R A ARl L H R PR R AR
b) RG], R PIET4E R i EEIRR EE WS V5R LIt s e A L JRE R AT AR R se) AR
5, 0 H v sd) AR, 4 A BT Tk ER A L AR S B R U R IR R R R
BRAN se) VMR IR, B anAd s ©) WO ), B == A G4 ) IR, 15 o i
I EANE AR AR H I EE sh) W PR 50, ) 0 w0 R B s DL 1) A, 4 AT B R R AT
Tl PR R EE [l AR & I RESEM R BN AN ILVR &) » TEIREE . R FRIRTAFII G O T, 718 m]
(SR AL S

[0532]  SRALLZR Y [y ] A4 41 & 4y ml FH AR ASE FH 490 dm SPLob s 0 0 LA B i 73 B 3R & T 56 TR
T (R SRS 7 PR 7 O S P B RV SR 78 7)o 1) A 245 KL e 3 AL AR R 51) D 7] 4
FRT] 28 ) 4% BA VR E RSN SE, B s A R s 25 e SR mh ax BT il an i g i )2 . T
R AL & BT Bl A W N A X TR TE 1 8 2 8OO SE AR TE 5
g3 HPAT e b LS IR J7 R T VG PR sy o AT A 1R A 28 540 1) S 18 60 SR 6 ) TR
AL TRy [ 4k 20 A A mT AR ASE A9 Gn LR B0l DL K e oy F 1 5 & R SR RO R ) K
TH e I XE 78 B B 5 T R S 78 5]

[0533] V&M AT 2 HA—Fa—A UL B AT IR R E . R A
ZH L RS L AL RO 1) ) ] A 500 7R mT 2 o) £ B VR SR AN 5, 90 i s A S R A il
JEAEE 2R B AR A AP A ERE . AR e[ AR A, 362 il o ml 5 2 b —Ff g
TR FUHE B R BN AR R RNR G o S, 3K 55 Y W] A, B P AR R R 2 SR 1)
e o, 0 A v SRR R R BhA), e TR R B R AT 4R R . FERC R TN
FFNEIE BT, FIBY o] A 2 22 ph 7)o T M, & e 3+ Honl an R &4 R AE
T [R5 v BN S A I 8 1 — 80 0 T i b DS IR 7 =R O VE MR Rl 2y o AT FH
1R A W I S A9 0 HE SR ) TR

[0534]  FH TR &l / B B2 4 55 A B 5 I ) B T L FE 0GR VRN FLE L Pk ek
FREFR) ) S R T e 0 RN R/ s e — FEEOR, AR TR 4 R IE ALy S e 2y
2 BRRERZ AR/ BT T BB AN/ BT RE TR B RNR G . FAk, A K EH
ToR i A5 FH 28 5 Wy 5 L300 AT SR A TS 1t R 1) B3 AR FR) 52 458 AT 3 (R B A M w o R 48] 2 2 ek
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Wi 1 BT RN/ B BRI 2 A0 o SR ) A X AR . el sl s 4, ml il SR A AR
PEHIEAT / BT L v M R 7 70 B B8 S AR O/ st e T ok il 2

[0535]  FH T A% it A ST B ik (1) f2 N B= 25 41 5 1) 1 & 08 e B A S 49 n 36 [E & A
4, 886, 499 ;5, 190, 521 ;5, 328, 483 ;5, 527, 288 ;4, 270, 537 ;5, 015, 235 ;5, 141, 496 ; Fl
5,417,662 T PTIR M EH 5 E . T i BRI AR B2 kN A 8 B K R A R S
WAL, B0 PCT AFFZ WO 99/34850 A1 TR (2% B FI L Dh RE S8 . 18 ik VAR S ALy
ST RN/ BOE I ) o A B S AR B0 TR R S AL R B R v T R A 3 A R TR S AL
WS E R GTEN . S I BRI T a5 E LA 5, 480, 381 55, 599, 302 35, 334, 144 ;
5,993, 412 ;5,649,912 ;5, 569, 189 ;5, 704, 911 ;5, 383, 851 ;5, 893, 397 ;5, 466, 220 ;
5,339, 163 ;5, 312, 335 ;5, 503, 627 ;5, 064, 413 ;5, 520, 639 ;4, 596, 556 ;4, 790, 824 ;
4,941, 880 ;4, 940, 460 ;F1 PCT 22 HZ& WO 97/37705 FIWO 97/13537 H, 1 FI 48 < AR LLAE
R AR A 1 2 i R TR A B R [ BIE Ry R /R AL IE R B R A . B B
A, IRE T T RN R S A 24T 578 (mantoux method) A,

[0536] & TRl 5 A BC RS ((HARR T ) AR/ B AR 55, 451 W) ok
KA FLE A/ SR A KILE (EInFLE VRE R / B ), M/ BT/ BORTE
o PR S HIABC AT B E A 1% 32 10% (w/w) FEPERCSY, BOARIE T B TR
FE ] I8V PR LA AR P VAR AR PR . T R 5 A iy nl gk — 2 — el —
R UL AR ST B () H s o

[0537] A& BHRIEE 25416 Ym] LE T 28 i 10 s A7 Il 35 5 i e 4 7 = 4% 28
/ B . ARG AL TR, A B R T T L EARAEL 0. 5 4K B2 7 4
KERZ) | 9K B2 6 GKIGTaE N . XA EW0E 5 8 T A S e fds (A
BRI S | 5 BTk G S L BN oK ) BB E M/ B A B HEE G50/ R AR i
By (BIINTER B A28 AL B AR/ BURTE TR s HEZE ) b s MR 3 368 ) K
5o IRECHRA S SR S LR R 2D 908 % Bk 1 RA KT 0. 5 4K BRI H
CIECH vF 20 95 % ki v BA /N T 7 9K B . 803, DUE S22 /0 95 % ki1 HA K
T 19K EAAFF H U B 20 90 % (ki v+ BA /N T 6 9K E . THAGY T AR
[T A A A R 55 b ) I HLOE B LSRR R R R A

[0538]  AKyh md HELESR— A B AR AE R T b AR T 65° F R ARHERE . — AR UL, #E
HEFI P A A0 16 50 % 31 99. 9% (w/w) , I HId M B4 T A e L5700 16 0. 1% 31 20 %
(w/w) o HEREF T — 0 A5 B sy, B W AR AR & R/ BT Ak ) ) - 284 3 1 vty PR 57
/B AR (] B 58 i e s ok R E JORLEE ) .

[0530]  ZR i fC A T i A% st i A & B s 25 40 & ) m] $R 40 2 v v A/ BB VT VR TVR T
A ITE TR Ay o 3K BETR ELA) AT AT I8 Hb I TR B 55 3 1 R 2 TR 2 K s v A/ BSRE YR
/ B EE TR ) SR TEROE A ELAER / BB, IF HonT (R A AT e 25 A/ B
SAACER S XY TS el A Ll B sy, B (EAER ) R
) CA ARG A0 A A R ) SR ) SR TS T RR /BT R (R B R R TR )
T X R SR s RO T e A 7EZY 0. 1 992K 312 200 gRKYe W P B A%
[0540] I T+ fd A% 356 (1) AR SC PP BT I K G IS T A B 25 S I B N AR 38 . o —
T S NS B R A2 50 s I A2 0. 2 TR B 500 TIOK P 3506 - IR RDED o
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SRR B A DL S W (R [T 425 1 55 L BRI BB AR 255 28 h Tl S 8 I N ) 1 7 2048
5

[0541] & TR E£SREY A& 2020, 1% (w/w) FIZ 1K 100% (w/w) B
PRI, I HAT A — el A DL EASCR Frd i S o o AR B B 25241 & 1] LLdE
TS KRBT A % AN/ B o IX A B R B 0 A A T VA S
(R 5RR / BOREEE TR, IF BT ands 3 0. 1% %) 20% (w/w) S5 MERSY, A& a4
FI R AL/ BT A i S AT — R sl — M DL A SO ik i e gy . 8, 3
TAIE S WA BCY) AT AL & AR M R ORI R / BRASALAT / B AV /| BOR TR
o XEER AR A/ SUS AT AR 73 UM R] B A (E2Y 0. 1 492K 3125 200 4
KGN IS5k A/ BB Rt I Bl — 08— A all—Fh DL AR S pirads ()
BT

[0542] AR WHIE= 2520 -S4 m] Lol THR AL S i RC A e il 26  EEm / sl g . X
SO LA PT80S A ) A0 P R TP s MR A BRI R 0. 1/1. 0% (w/w) TR
/ BETE I IR AT X o X LR T — S G b ) A/ s — Al —Fh BL B A
Frid () e Ry o 2 FH B T HR AR S TR ) S 5 S0 T R/ 88 g B Ak
FTE 2RISR B R BCAS o 3 BRI/ s IR F5106K 26 78 A% & B RS L Y

[0543]  B< 245 PR BT / sl o i — % RE R n] L 4 B B (Remington) -
ZiRl2E IS4 (The Science and Practice of Pharmacy), 58 21 i, FIPERMRE « BUERDT < B
IReW A A] (Lippincott, Williams & Wilkins), 2005 #1,

[0544] 24

[0545]  E—SLSjida) T, FERAS NN S RRE R / BB IRZ AT RIS AT/ B 53 V697 A 2L
B IAR W B 25 A S B R BEN/ SR L5 2ESES T, FESR RAERT / B
WREPEAR BAEZ AT RN/ 82 b iy 7 R A K 2L S A 2 SR A/ sk AE
—HE ST b, AR S P R LAY R O  ARBR R RAER / BORAR ) —
B L SR ECRAE , SE IR RREAT /BRI — Rl DL B R SRR AR ) A
PRI T RE R/ BRI — b A LS R B fE R, BRA IR/ B
PRI —Fh el —Fh LA _EAER R IE ™ AR A, AL/ s BRI R/ B R A —Ffr sl —
T LA _ERER B AE ) A R 2

(05461 MR A K W I U7 2%, G W) mT AT VG T A RORATAT B AR S 25 A kAT 0 5
JIT e 0 D) R AR A ) A AR T — ORI IS AR T e AL e LR S R
HE MR SR AEA R 2 BB T2k . 5 T3 IR IR B30 — 200, S8 HR A<k B
HAEYIAECRE AT REL o SR, B T, AR I ZH -GS H B B R iR B e & 3 B
FHAIWTEE N E . AT E AR BRI R B IR ARG R B T2 R R, AR
RV WRE MU AT SR R 5 T PR v MR R 23 B TR I S BT RIS 2 AL a0 MR
R AT R BEIR DG PR AT < B I a2 0 1 A B B 25 I ) L B 2 @ AR AR
HIRYT RSN TR) 5 5 i AR 0 T I o0 2 SR IR A B 254 RTBE 2 B AR TR A B i
ISR AR 3R

[0547] AR EIHIEE - SWnl AT @R o 28— SBSEH b, AR R BE 25 H S
YIP S LBNIE L bC Y ks PR (L E AN N 1 N N SE N T N TN = 1IN AN N
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B WG E B N IR Y R (il sk ORI RE VLB R/ SRR ) VR R 42
SN E T B E RSB ERA /BN R/ BBL TR S g
SR/ BORGFTE 2e o  To0 o AR A A0 4 B MR PN 7 S B e iy R/ Bk VR A Y,
HEAT B XIS R/ s RS BRI AT 5. — BRI, BE U 25 B T2 Fh
PRI, A B 25 I 1 ot (A an, HEAE B I B Ao M ) ARG (i, A2 A
Rty 52 O ) %6, HAT M/ B s / 8RS acs T B m i / 8%
WP R AL IBIRTT o SR, AR BH IR o5 18 o 25 18 30 24 W A% it Bl vh 9 m] B J AT il
YR RAL B A R I 25 A

[0548]  FEIELLSTIA , AR B A YT LUE DR B B R A T MAEREEZ) 0. 001mg
2|2y 100mg. £y 0. 0lmg F|Z) 50mg. £y 0. Ilmg F|Z] 40mg. £ 0. 5mg £ 30mg. 2 0. 01mg F| 2y
10mg. £y 0. 1mg 2%y 10mg 8(Z) 1mg |2y 25mg [IF) EI/KPRERE S —xkE—k UL |, L3RS
PRI T ER o« PTRER IR VB RIR VR — IRV R IR B =R IR Bk B
Jal— IR = IR B DY A — IR AR I T 5 ) B AR R St ), T AT 2 ke ()
W, PR Z IR IR S IR ISR B S IR S IUR IR — R 2k =k Pk )
T VYR L B4 24 ) et i B 75 R =

[0549] 7L, AR B 5 10 3 Ak B 2 TR “ YR T IR G 7 o A0 S8 S e
KRN ZIRAE TS Z MRS G R 78— L85 T, ASFERA R I 2 IR
AN (R RV ) 358 53 A0 A, I ELBITA BIAS [R]8E [) 38 0 W0 Mm] SAHIRIBREE S5 5 o A5 — 2850 ife)
AN R RIAS 2 BH 22 JIR A 25 AN TR KT AR [ 58 23 0 M, 3 ELBITA BOAS [RIE 1) 358 43 A A m] 55 AN [m] B A
G o AR B T , X LEAN ] (AR AL A] B AH R USRI A5 o A SBS i f , IX LA
[FIRIFREE ] 5 AR 40 f 2R R 455

[0550] NV T fif, AR Z KRR R 250 5T H TG 5. HTAE TR
TR CIRITRIERET ) R 4164425 18 2 P 167 IR / BOREe S SEIR BT 7548
STVEFI AR o BT M, BT T VR mT A AR TR B R 2P R FE R (0, FH TR i e 1)
ARG 5 R A ) o — Ry RN ), BT R BIARER (i, 45
HHEATASRAER ) o

[0551]  AREHKIE 541 G n] M S ey —Mpel—F Ll B R A a8 s, “4d
A FEAFT B WG 7R P IR 2555 0 20 [F]— I [R) 48 5 R0/ B R e iy — A i, B AR A 3 7 Vs
BAEAR TGN . e Prak—Fh UL E s B a7 5 sk B2 2 R R I R I L 2 JT e
a5 TR G . — R, & 255004 LG T1X— 25501 i o IRl &R0/ Bl TR R 43 5
TN AR aR A A R B s 255 ) S AT HE AR T R BRI/ e AR
FPHI AT/ Bl HAE R 4 A0 2RI L

[0552] A TG EPITE GRITHIEEET ) MR e A 6% % BRI 097 FI / 8%
FEFPRL/ A SEDR I BT T3 va T VE IR B . N T, BT 9 v ml b ok AR TR 999 iE 3 31 i v
YER (Hlan, AR B0 22 BKAT 5 F T3 97 B — e i o — R A s R FII e 5 ), i/ sl
ARBIANEER (B, BT A RAER ) o« FE—2Es2iif F, AR 2 545 E
R 2 i B R L AE R B R E i R R S .

[0553]  RiE—20 T, AR LA BT I AR iE YERI ] LR — 21 A — iR B S s LA A
HEWMTIHES.
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[0554] KU, VAL G rh BT A ) A= 4003 T 00 R LA A e b A 3t ) FH s 1) 22k LA
o AE—2eSife] o 205 R A RS TN R I
[0555]  {E— Gt fe] AR B 1K B 25 415 o] S5 AT AT AR v MR s vR 9T T R4 A e
F BT A3 PRSI T 07 S 0] TR 97 IR S U538 RS e i (1) — Ah sl — b LA ek
BRFAE, AE IR SR (1) — b Bl — P DL EREAR BURFAE 1R AR, 0 e 0 () — Fh sl — i DL _ESEAR
BRCRFAE YRR, PRARCRRE (1) — b Bl — i DL _ERE R BORFAE (6™ B R &, R0/ Bl PR hE (1 —
Fhal—F0 CL ERER SRR IE R R A2 . 28015k U, Ak B2 &0 mT 5 & G siE T 1A A it
F s BTidE G ie r v (EARRT ) TR A7 TR BT 7 VR A
Fe AT v, ANX LS VA AT AT 4L B o
[0556]  {E—4Lsijfufsirh, Ak A AW 5 FARUA G M LB Me . RUOASERE VR TT 1Y
] b8 i 2 TR B8 B RS AR S 1 A e /D BB B O T 54 L B MRE, T A& i i
T FARCGE WP TF B L B3 sk AR . W TR AR 58 4 25 B bR, B4 m] 4 4
BITVE (I 257 5 BT VR BT R B T VR AN R B AT ) .
[0557]  {E—4Lsijtfsirh, Ak A AW 2 5T A G M o e IR (ARTEX
WETT V0 X B ST VA BT ) 2 A0 o B AR S SRR e 4 B A IRg 2544 o TR T VT
97 JUF AR 2 R SR IRe , A0 45 e« LIRSS 7 5 20083 e Jtooies « JoR e « T 41
SN R N e R A A S D € RS T R e e A S IR 7 N el P B G R U
HMBF AR 2697 1% (external beam radiotherapy ;EBRT) 2844 slGH i i BE B 505 7 2
(brachytherapy) £ A Py jili SR 73250 I8, JBUR TR VR 240 T3 R BR T Iriasr it X
Sl TR Y A TR IR A0 B D 35 A A S5 977 L R 0 e A KR 4 T 54 BROBEER IT ¥
J7 D8k (B B AR E AL/ B ) R 4. — R UL, T A B R R
FT B8 2 1R 8 440 1, [0 I PR )Xoy & A FREZH 2R I 5 DRI, HOOE R L2 R B 5, AT
SV BE AL ZRAE & /N 5 2 R4S B
[0558]  {E—4esjffil ., A KA EDRS RBETIEAEGHH. STk ed
FH X5 i 988 19 % 93 AL ), L mT FH 1 % e X 0 o, 9 G LR (B A il < 2R BB BT
(trastuzumab) / #F€7T(Herceptin) ) | (i ({5 41 75 2 Bk B 5 B MK 2 (gemtuzumab
ozogamicin) / # B H5(Mylotarg) ®) FIAEEE A7 &Ik EUR (Bl a0 A2 54T (rituximab) / 3
Kl'E (Rituxan) o) o 1E—SESl0 H, e 07 T2 B0 R Ji e B 40 Mo I R 19 a1 o
RN 77 N Ee = 9 X 1 s S L e b 1 Pt i mhop = oo A i 1 P S St =2
FE Y, S ¥R YT R AT RE A R
[0559]  7E—Lsizjifs) W]t FH % 1 CATIB A0/ B IR T A A o AE— S8 ST,
P2 T I L TR BOE L R T B it TG A/ BUEIR FRE KA . AE— Sl o, e Y
A I 2 B TR R e Ik A I S IR ST YT A/ BB IR e R AE . R 4h IR
[R)—/N S HPY 16 ZFN 18 BYSES 10 v (@ 7R TR X S8 28 70 HPV SR B4 (1) i D %4 100 %, FF
HR I RERE T K 22 20+ 5 i 9 (W58 (Harper) 58 A, 2004, #1n-7J) (Lancet) , 364 :
1757) o
[0560]  {E—LLsjffsrh, Ak A G Y2 5 m iR G T A G . — 2R
PEAN G LS (EAFRT ) M2y ()l 25 A3 ) S5 R RSP R Gk AT
SERINIE ) BT AR DA B 5 A 2 VA DG 1R 2 O ARHIK ek S 428 1) 5 5 A G IR 4 45
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LB T (B« BT SR AR DTS B P sl i 46 . — SooRya B AHy
TS (EART ) R E AN 77 e () an AR A 4 = AR a2 o i H s
KR

[0561] 75— LEsi i 5 v, A % B KT A6 W) o 55 A S T B AR ART A G i i 16 97 415 it
H s PR A& G i 16 97 38 e R A AR IE R/ BUERS IEIER « 2801k U, 18 PR
T H PR E AN B BERR T (RIS e AL 229718 ) P s e sl 2R 4 A i = A=
B B AN, I STV I R R I S e IR I VS AL R TR R IR R A
IR VG WCIAE ML XA 8 (secondary neoplasm) /O &V E R EE B
B, P, 5ASCP TR AR T4 S ht v T A A i Ak B A v S ARG T
FNEIGTT 77 A G, Frik Iy FIBGE T 77 0T H TI6I7 AR OGS R BRI AE TR T
— el — R DL R EIE R, SEIR AR VR ST B — R LB EE A A 0 RE R T
—prEl— A Ol EEE R R, AR AR VR T B — Rl — A DL b @ A P R A, R/
B FRACEIE R B — BB — AP DL BRI ER R R A5, Rh LA S < m] BT A 5rfn / Bk
1R () e R 5B (oxycodone) 1R 2558 ) Y67 R s H 5-HT, JHIF) (il %
P13 (dolasetron) / ZMZE( Anzemet) ® A& H T B (granisetron) / PUEFHH(Kytril) ©.
Fift ) B (ondansetron) / 72 L Zofran) ®.MA¥% % # B (palonsetron) / Bil 2Rk & ( Aloxi) ®
) 1/ B m Pl (BB EAE I (aprepitant) / %21 17 Emend) ®) A7 OANIX
s m] S G 7 s 0 s T PR R (BIanE &2 WU R LR 2 L% 2 2o h
HEE ) VAT BRGLRN / BUNCAE 555

[0562]  7E—SLSLjt 5] T, A B ALG W n] S5 n] FH T2 W e i — el —Rp L Bk ek
REAE (A5 an ks e Jeg (R A AE RN/ B0E LR ) IR YE ST I B0aT 7 RA G, i/ 81
A B2 W 7] 5 R T2 W e i — R e Rh DL R BRI (490 G i 8 1
LFAER ) BOE AL ) IR TT RBEATT 7 R A G 76— L STife) 4, A B Ik %
G SRR L EIE S WA A . Rs A ARSI A
AT R] A FASI ArhR 1 HE ZG RN A R . 28000k Ui, AR B S T S LU AL A
WEH AR G GRS, e e 2L 25 G AT 24003 (45 At 471) Bt i o s it )
BUH B IO, AR AT S5 H TRV Z 32 (CT) JHM / BOMRT A2 4 b4l
It

[0563] X%

[0564] AR BHFRMEZ AL & —Fhol—PFr DL AR B2 BRI & 2800k Ut , AR 148
HE— P A5 A B 22 RIS A Ul BB R . T s 2 AR 2 k. GRE T
FATF BATAT A A I 2 R e A 8GRl S-S IR AT, (A5 45 # A
FEAE AR B )96 R o

[0565] AR A% s BH IR 5 28 szt 1), 1R 50 & ml o) an A0 < (1) AL il — el — P DL B R
R Z O — el — DL EREE AYE ) s (LD 1 T IA R ERDN R S ES Y U
B4

[0566] 5 i A v BH A5, HomT 9 dn A0 2 A R BH 2 IR ) 25 77 = A/ B iR AR Uk B
2 IR BT 28 4 A AR i B 2 IR el A A B AR I S BT R B 2 Ik st 25 . & —
HCR ARG — A — A DL 25 ML AR, DA AR A 4 73 R0 A ) — 28 sl 4 30 m] Aoz i
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Yo IR G AR AL RN ) AR T PR AT B 2 i 29 T AT R 8 B A 1, 461 an 28
BlE, T U A WRIE B 2K 2% (styrofoam) LM RIS S AL T, & T8
figh SRR (ID) FRAESEARIRAT A A7 A5 T & sasln & b saalsn & b pra s i —4
BN UL EERMLBA S T o AR VAT AT 90 i — b RO R0 &, DA B R & e i) A7 5%
il BB TAES 2 [R50 % H 1.

[0567]  Jiufsl

[0568] A/ BN H DA SEf >k B H b ] B o AR, B T, 3K 6 54 AN DA 7 X
il A B o

[os569]  SEf 1. i AR B AME AT o BRIk S

[0570] O THEfHR4%A IR 2 M XU R IR, FRATEREXUMEZE H IR B;) (K 1D) .
KT HRET W O 92 SHWAIE S N S, BRIEH G0, 78 1, i+4 5T 59 C
s AR 53 B 2 R IS C i S BREEAL AT, 76 1, i+7 £T G000 N i AR iy, By 19 Lk
FRK AL, (I RFKIEE (Schafmeister) 58 A, £ E L2224 & (J. Am. Chem. Soc. ),
(2000) 122 :5891-5892) » &7 N 3 S, (i) « by B, (i+4) 1 C 3 S, (1 +4+7) WISk 4 PIA &
Uity FAE W7 SR [A], (AL X 3k 2 A B T I 5 M B2 e B i AT X 4

[0571] W Z B4y 1IN OV 4%, B BER RCM 1] 7748 =R X B A 74 2.3 F1 4 ( & 1A) .
S RVERT A2 By TP ANEAE ROM( Y. @) TR AT RE2 D0 SEA8 B0 S N I ] BB, BRI A 4
9 JLIRHE /Tl b R IE (/] ROV T 7= AR AT — IR

[0572] A 53 B A AT RE I S N % 4, FRATT A 1) A0 FH A% B A2 IR B A 19 C— IR 7 1) 2%
B UE AT RS ) B AR A 5T (ol 2% BT S A (Bierzynski, A.) sELAE P.S. (Kim, P.S.) ;fif]
iy R L. (Baldwin, R.L.), 3£ H Bl 2% #F 53¢ Bt %% R (Proc. Acad. Sci. U.S.A.),1982,79,
2470-2474) o ML IFN B, W IR a BTV AR R AN R I ROMJEY) (K 5, 4%
H 1D, X e i il iE AP ARkl (ring strain) , S8R TERET=Y) A SRS R K
Rer= AT OA T4 25 7= AT AT T ROM SEA9] . Fmoc S ZER B, 1) L BE0 K BETER AL 4%
IR RIS 5 1A T A R E— ) B 2R AR 18 ST A (iR 2) o

[05738] 3K 5. FKIRAIHIF ARG o3 il SR 3640 1 3 L

[0574]
BV ¢ %"
SEQID gt KA (Rxn) oh 28
1 |Ac-EWAETAAAKFLAAHA, 9| SEQID 1 - -
II | Ac-cEWAETAAB:KFLAAHA | SEQID?2 a <2? <2
II | Ac-EWASSsTAAAKFLAAHS; | SEQID 3 b <2 <2?
IV | Ac-cEWASsTAARSKFLAAHA | SEQID 4 c < <
V | Ac-EWAETAASsKFLAAHS; | SEQID 5 d 48 -
VI | Ac-EWASsTAASsKFLAAHA | SEQID 6 e >98 -
VII | Ac-EWAETAARsKFLAAHS; | SEQ ID 7 7 >08 -
VIII| Ac-EWASsTAASsKFLAAH*® | SEQID 8 (=¥ 6) 98 | -
IX | AccEWA*TAAR:KFLAAHS,® | SEQID 9 (=81 5) >98 | -
X | Ac-EWASsTAAB:KFLAAHS;s [ SEQ ID 10 (=4 4') >98| -
XI | Ac-EWASsTAABsKFLRsAHA [SEQ ID 11 (=4 8) >98| -
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[0575]  * L AMERAT T S 28 1 20mol %6 ¥ A fE Ak 1) ™ LL o 254 (1 Ik 75 [ 44
Bk FBE T, " AR G 2R S B i SOk HPLC Bl 2 EEAL E 2 b [ 728 / (7P + il
GEIIT) 1o © AT PR AL TRUIEAT 55 IR 2 /NI B2 43 AR SN S TR =4 7 o AR I 3] ROM
. RS RIN a-RER TR (Aib), HAFFANUBHL o, a - ZHRZEEERR S; 1 Sy 1
WA E M ER . T XU RO =4

[0576] SRS MY b i f4 & ARt R Be = AR BB = (4 H 111,%K 5) . iXeegif
PRI R BHAN R A ath HRIBCSK ROM B4, PRI AR M AR A2 2 otd B e+f o FEACAYSIK, &
Noc SRMOF H d RARRIF =2 (524 H IVAIV) o 55— J7 1, WA SEarirse (&M
R IK M C.E. (Schafmeister, C.E.) ;3 J. (Po, J.) ;47 G. L. (Verdine, G. L. ), ZE[FEH4k
2228 (J. Am. Chem. Soc. ), 2000, 122,5891-5892) FrilH, W e 5 £ &G %HAT (452
ZHVLFIVID) o« WAH VI 5 1V [ A B A B s 703X 28Ik b ROM [ AR B e 8 ek, Hrh B —
SEAR A ) SO ATAT LT B IR SO ST

[0577]  FE/SFi e ROM e AT, 384 R W Rl A RO A2 e B Fo iSRS G INGES
W E T 7 L2 I T VU B BE (tether) BIMRIRIFIZFALIG RV, T4 e+f BE4E V] HE L
ARRMN &R =Wy 40 A X AT IR, BATTE 8 T Ik 1 IF HAE 5 45 e Nrb Bt A
A 45 T AT 2252 ROM, B # BRI O 9 FF 18 LOMS 044 B— =i =i &
YT 90% , HARBAR RN FRIEW . 1X— W) A o e = 2 8 50 40 B U 4 43 5 Jo
& (A 1RE 2 BE/RUERN O ) . RIEZ M (Ednan degradation) #E7<{E RCM [ pY A
HA KNSR R AL .. WM g & 1 2558 50 RO, FRATRER AL ™ WAk
HIBMBIRT 98% o i RCM [ MV &5 R U7 4 72 HR KX ROM W) i B vl Be 44, 7 HiX
—¥RE I IR BRI RS ) 3 R 4 T T AR BINESE s 70 TR ) 4 1R
RE 2 OB e A AR ) RE B LG 3 IR Al i S A ARMIR Y 16keal /molo IXTE— @ fE bR T
W 3 IR =R bt (syn—pentane) AHEAER o THEHTEE—PRY 1, i+4 HH LA
2. bkeal/mol flf I T B AG AL 51, 1+7 K AN FAT TP Bt v 14, - LS4 5707 2
S5 3 I R T A 2 T B o A

[0578]  HEATIR €k (CD) W& LI 2 4% A XK A G mbr R g e M s . 485
k4 Bn a SRFERIREA CD RRAE, (E T S B X 42 A K 4 152 ma LL 54T 5 Kk 5 A 6 231
Somi/N ([ 2028 1 3B) o SEFR b, 5 E 57°C NI W R AR EE AR, i 4 BIATEAE 95°C Ry
PRFFH 50% LA By o W8t (ST HEMudidE, 281 4. k4t 5 RIRERs et
Bl 25 0T g 2 [ IV AL R G s il M 5 BT AR /A AR AR OR R /R i B e e Y BB A L T 5 4%
EIK A EIR L 3 A/ EIEAE (172 238, 18 20) .

[0579] WS s HA i+4+4 #43& 160 4% & K 00 n] ge M, BATT 5 Uk R 21 A A 30 )
(half-siterule) SRk 7(FK 1,46 H XI) o« XPEY L DI R ROM, 7 A5 XUAE B
Yo tHEHTRNEES ) 8 (K 10) F RPN He 0 20 2 M Aa) B DATE iAe 8 1 o BRJIE
SR 8 IR R ELAT Ak 5 K IF HLEL i+4+7 225 0K 4 /NRIBe R 1L, 18 8 B 2 5 R I filt e
AT NWiks T REHRET T, J5E .

[0580]  — MR SEEG R AE I3 AU B, A5 Wl i IR B A4S AT AS v R R . AR TR
RUONE R PEAAAAE S < 208 YRR (THF) o 78 TER 0T WSS T 2513
H SR GE (CHCL,) o 30 B BB P R 1R s N AE T3 R U T P U Nl AT o P 3
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RS MLLEAS H T A2 T4, I BT BV AR 6 30  AF FH TR A RN AT o P 1 NMR
St R L 27 B B (Varian Mercury) 400 BG83 . "H A °C NMR St fli4k 2%
%% (6) 23 B RAHX T AR Bk LA ppm A BAT T o =20 #F28 EST il 2 fd
LCT B4 (36 L i ZE M VL3R AT 22 53 4 w) (Micromass Inc. , Beverly, MA)) 3R
3o M ZHEE (Agilent) 1100 F 41 HPLC ML fd FH 9. 4 X 250mm 2 A C,g SAHKE ) S AH
HPLC Zhifb ik AT HEA 3.5X 150mm 254 Cp AHAE 22448 1100 5 %)) LC/MSD Hi W 55 [
BT AR 28T

[0581]  JiiFE 1. £ Fmoc fR47HIX NS H 2R B, M6 K

[0582]
Ph Ph
KHMDS, THF "HaN CO,Et
PhTPh N CO,Et 6N HCI \/\3)(/2\/
| Et,O/H,0, Eif,1 h

N._-CO;Et NN W 1,0/H,0, Z i, A Z

10 -78°C, THF 1
Fmoc-Osu FmocHN CO,Et AlBrs, Me;S FmocHN CO,H
NayCO3! TR i -H,0 W CH,Clp, 36, 24 h W
12 Bs

68% (GkH10) 78%

[0583] 2-( — ZRFEWF I ) 2-(UR 4- G ) BF 6- MG LM D FBE WA
AR R T N-( ZREWFE) HARLEE 10 0 —mEATRNET (ZF P
S.E. (Denmark, S.E.) ; #73& 77 #% R. A. (Stavenger, R.A.) ;74 A. -M. (Faucher, A. -M.) ;
5% fia 46 2% J.P. (Edwards, J.P.), H MLk %% 2% & (J. Org. Chem. ), 1997,62, 3375-3389) :
fE-T8°C N4 15 /Al B8 M AP A N-( 2R3 L ) H & B L8 10 (13. 63g,
51mmol) F THF (250mL) H (35 i A\ KHMDS (11. 2g, 56. Immol, 1. 1 245 ) F THF (56mL)
(RIS E —T8°C R iHE L /i, 5t —1- ldd (12g,61. 2mmol, 1. 2 43 ) KbIE Fr{S4E
B R NIRG YR BV S IDFE 2 /N K TS BIF A E1 3] -40°C I HE 15 53
BhiEEEE AT — 4 KHMDS (15. 3g, 76. 5mmol, 1. 5 24 & ) T THF (77mL) " (K% HE 1
/NI o Bl JE R 5— Tl —1- k% (16g, 81, 6mmol, 1. 6 & ) IMHMARELLCIREY T, 3 HAT
RN FHEBE WA (16 /M) o B NH,CL AT KW (100mL) ik s i . BE LA
H 4R &l (2X150mL) ZEEL, fK ik H Na,S,0, BN Eh /K BEV « KA Bl =2 MgS0, T4, id u&
FHAEPRE T4 ¥ ISR LT PRSI EA RS — B Al T — ROV
"H-NMR (400MHz , CDC1,) & 7.83-7. 12 (m, 10H), 5. 80 (m, 2H) , 5. 02(dd, J = 17. 2, 1. 6Hz, 2H),
4.96(dd, J = 10.4,1.6Hz,2H),3.74(q, J = 6.8Hz,2H),2.05(dd, J = 14.0,7. 2Hz,4H),
1.92(m,4H) , 1. 45 (m, 4H) , 1. 13 (t, J = 6. 8Hz, 3H) ;"°C-NMR (100MHz, CDC1,) 6 174. 8, 166. 0,
141.3,138.9,128.5,128. 2,127.9,115.0,69. 2,60. 5,37. 5,34. 4,23. 3, 14. 2 ;C,,H,)NO, K]
HRMS (EST)m/z, [M+H]" +15{H 404. 2589, SLEGAH 404. 2577,

[0584]  2—(((OH—7Zj —9- %) HI4UJE ) Bt adh ) —2- (R —4- 1k ) BE 6 IR LIE (12)
1E 0°C N4 45 7Bl m e ik IR 2- ( 2R FE gkad 5k ) —2- ([l -4- @2k ) Pi-6- iR &
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M 11 (18. 2g,45. Immol) T~ Tk (200mL) H KISV H1 I0 N 6N ERER S (45mL) I HF44 P i
TREWIERE 16 20 Bh . B HUAAES] 28k (2X100mL) 1, IR A I CBEE . Kok A
VIR B TR (75mL) H, [ A SN N-(9- 25 5 AR R AL AR 3 ) T kA% (16g,
47. 5mmol, 1. 05 4 & ) TR (76mL) RIS ARIREN (19. 1g, 180. 4mmol,4. 0 & ) T
K (150mL) P G TR G IAE = T BiRE 16 /Mo FH SR Sl (2X 150mL) AEHL
eI BB A I A HLUE S MgS0, T, i JEFFEMUE N ks . Wi ATt (T
ECHEFI 7% LR LBRPEIE ) 2iAk iR ik a4, 15 3 2 A @ AR K 12 :'H-NMR (400MHz,
CDCl,) 67.77(d,J=17.2Hz,2H) ,7.62(d, ] = 8. OHz, 2H) , 7. 40 (t, ] = 7. 2Hz, 2H) , 7. 32 (dt,
J =7.2,0.8Hz,2H),5.90 (br s,1H),5.75(m,2H),4.99(d, J = 17.6Hz,2H),4.95(d, | =
11. 2Hz, 2H) ,4. 39(d, J = 6. 8Hz, 2H) , 4. 25 (m, 3H) , 2. 35 (dt, ] = 12. 8,4. OHz, 2H) , 2. 02 (m,
4H),1.76(dt, J = 12.8,4.0Hz,2H) 1. 39 (m, 2H) , 1. 30 (t, J = 7.2Hz,3H), 1. 06 (m, 2H) ;
PC-NMR (100MHz, CDC1,) & 174.2,154. 0, 144. 2,141. 6,138.5,127.9,127. 3, 125. 3,120. 2,
115.1,66. 3,64. 2,62. 1,47.6,35. 3, 33.6,23. 6, 14. 5 ;C,4H,NO, [£] HRMS (EST)m/z, [M+H]" it
HAE 462, 2644, SZIG{H 462. 2637,

[0585]  2-(((9H-%j -9- %L ) A IL ) WIL W IL)-2- (A~ 4G ) B 6- &% (B)
FEAE G A F e BT % TR I 2840 TR AR )T ( B S (Node) 25 N, AL A&
(J. Org. Chem. ), 1981,46,1991) :7F 0°C N4 15 /pBh & i bk HIRALED (22. 4g, 84. Ommol ,
3.0 &) T HRIBE (90mL) HIVEH MmN 2- (((OH- %5 -9- %% ) 4L Fediad
52— (4R ) PE—6- MR &l 12 (12. 7g, 27. bmmol) T =5 A%t (90mL) 1 I »
TR S V) THE 2N 28 I 24 /N 4 RONVIRG DRI AOK IR SRR AL .
AL (2X100mL) ZEHG=, HAH 24 3 A VLUE H HKER, 4 MgSo, T e T
Wb o BAARERAE I (T SRR 7% PEEENG ) 2tk ik 4% Bt (o 44, 153 52
9 {8 [ AR ) B, < 'H-NMR (400MHz , CDC1,) 8 9. 94 (bs, 1H), 7. 78(d, ] = 7. 6Hz, 2H) ,7.61(d, J
=7.6Hz,2H),7. 41 (t, ] = 7. 6Hz, 2H) , 7. 33 (dt, ] = 7. 6,0. 8Hz, 2H) , 5. 75 (m, 2H) , 5. 00 (d, J
= 18. 8Hz, 2H) , 4. 96 (d, ] = 11. 6Hz, 2H) ,4. 42(d, ] = 6. 8Hz, 2H) , 4. 23 (t, ] = 6. 8Hz, 1H) ,
2.34(dt, ] = 12.8,3.6Hz,2H),2. 04 (m,4H) , 1. 82(dt, J = 12.8,3. 6Hz, 2H) 1. 40 (m, 2H) ,
1. 17 (m, 2H) ;"°C-NMR (100MHz, CDC1,) 8 179. 2,154. 2,144.1,141. 6, 138. 3,128. 0, 127. 3,
125.2,120. 3,115. 2,66. 5,64. 1,47. 5,35. 2,33. 6, 23. 5 ;C,,H,,NO, [1J HRMS (ESD)m/z, [M+H]®
THEAE 434. 2331, S2I6{H 434. 2334,

[0586]  ViLFE 2. £ Fmoc fRHF BN 2E H 2R 18 12 B8R i

[0587]

CO,Et

Fn-lot:HNj i

13
FmockiN o COt B AR AL 20 mol%) FinocHN COEt
N = DCE (0.005M) EtO,C’ NHFmoc
12 =i, MW
15
72%
FmocHN COgEL FmocHN COyEL

M

14
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[0588]  Z% Pmoc {447 f XN i 3k H 20 R LB 12 (1 I B o R AE =53 FAESE 1 AR Bz
A fE AL T (41mg, 0. 05mmol, 20mol % ) 47 1E T i+ 28 Fmoc £ 47 B I I 2 H 2 R & B
12 (116mg, 0. 25mmo1) F 1,2- & &Kt (L, 50mL, 0. 005M) HHFIEE . 19 NI, 2k
H & MR AP LC/MS 508 BoR K R 5% 2K W 6 i I B i 2 /b TRt AR
TR 15 [ R A ARSI R AR 13 AT AR ARSI B R A4 14,
KB B (4 FW RO 7] B IR HEAT . 7EWRJE N R H)G, @il ik Bk
i (HFIECKFM 12.5% SR LBSVERL ) F =4 ety A (i 3K 7k < 'H-NMR (400MHz
CDC1,) 6 7.78-7.75(m,4H) ,7.65-7. 61 (m,4H) ,7. 42-7. 37 (m, 4H) , 7. 34-7. 29 (m, 4H) ,
6.01 (br s,0.6H),5.95(br s,0.3H),5.92(br s,1.1H),5.19-5.11 (m,4H),4.39(d, J] =
7. 2Hz, 4H) , 2. 47-2. 41 (m, 2H) , 2. 26-2. 20 (m, 4H) , 2. 06—1. 66 (m, 10H) , 1. 54-1. 31 (m, 10H) ,
1. 04-0. 76 (m, 4H) ;C4,HoeN;0 [ HRMS (EST) m/z, [M+NH, ] 1145 884. 4850, 52L& {E 884. 4857,
[0589] K& mifd FH Fmoc 4k 2% F 1 21 BE ) 4 0. 66mmol/g 1 HL 58 (Rink) B fi% MBHA #4 JI§
(i FLAEDLA= A7) (NovaBiochem)) il IK. FEAFHATA 1- FIZE —2- mLR&Lell (NMP) A
TR ARSI 15 20 Bh. BT NMP 1) 25 % WRBE AL TR (3X5 20%h ) K22 Fmoc {447
SEo AFHSTEIR 2- (6- 5 —1-H- 2K = mk —1- 55 ) -1, 1, 3, 3- Py R ZE4 (HCTU) 1ERiEfL
7110 MFEZ Fmoc fRP I ZEIRFN 20 ME — RN L (DIPEA) + NMP HHff RAR R
EIE 30 7380 A FHERAR WA M2 MR B, 76 4 MR Z LA 8 45 DIPEA 1%
O AT R 2 /NI B SIS TR) o 5 25 AR IR BB PR SN 22 Ji5 » B NMP (3 X3 4381 ) LCH,C1,(5X 3
I38h) FINMP (3X 3 23%8h ) VeI . 7EHZX Fmoc AR 2 5, B A 30 24 8 Z BRI F1
60 245 (1) DIPEA T NMP A AT 2 /Nik B K N 3 LBk AL

[0590] BB M RANAiAY 75 SV FAEA S 1, 2—- — & &%t (DCE) i A 20mo 1 %6 ¥ 7 Afi i
A FANFEAT W IR 5B N— A i o i SR R PRI SR 23 A0S 2 /NINF o SR RN 52 AN, 4 s NS iR
Hi I HLFF B AR TG AR 2R 2 /N I DCE (55X 3 438 ) \CH,CL, (5 X 3 438 ) I
BE (3X 3438 ) Ve IR FEb G AE L tp A B =R AR / — RN EERERE /K
(95/2.5/2.5) WHRAYIAEEE 2 /)N KBS i b 2R I 30 1ok in AN VA BRI TE o ik B0
AR UTVE D FF A SRR IR o ARV AAAE R h, i 8 25 BRI, JF a8 i S AH HPLC
alitk, 13 BN A=)

[0591] AW ZE HE B e (EST-MS)

[0592]  Jik 9. C..H,; NyoOy [R1 ESIMS, [M+H]™ {145(H 1627. 8, SLH{H 1627. 6.,

[0593]  Jik 4. Cy,H 5 Noo0,0 1T ESIMS, [M+H]™ $145(H 1814. 0, 523 {H 1814. 0,

[0594]  JIk 6. CooH,psNogO,o 1T ESIMS, [M+H]™ $1-45{H 1691. 9, S23{H 1691. 6.,

[0595]  Jik 5. CysH,poNo00,0 I ESIMS, [M+H]™ 14548 1734. 0, SEEE 1734. 0,

[0596]  Jik 8. CagHyaNogOyo [T ESIMS, [M+H]™ $145(H 1772. 0, 523 {H 1772. 0,

[0597]  [A[— A MK IRV A AR /K, I8 B BT ad ik B2, 9 Hal i OB B (A2 iR IOt
BRI €45 = 5690cm ) MBI . AL A EEEHIZ SR (Jasco) J-710 43 Yt 1w
PRV A8 DL AR S A0 R IR — 61 (0. Snm Bk HE4, 20nm/sec T, 10 Ik
ERL 1P RN, Inm 445 58, 0. Lem B R . FTA SCIEAE TS 50405 o R A hle 55 0 Fr B 1)
PEIRWEIRI R, EANFENRE ACHM 10°CH 90°CHE 10°C ) F M 260nm 3| 185nm i 55 % fik
(94-100 u M) FOIRFE RO [ — (il . £ 20°C NUEAT K 4 AEANRIREE (18 u M 48 1 M.
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TORMA 118 u M) FIE AN E. KB4, /£ 3°C /min KEERIZET
M A CE] 95 CHE LCHIME K (94-100 1 M) 7E 222nm FHIMEE . A 3RIT T,, FeA14d
WSE AT P IR B PR A AE 95 % BAR XA N o frfvip g thde ( S/ E4EM G, (Favrin, G.) ;
Ly A (Irbdck, A.) ;EE28R# B. (Samuelsson,B.) ;FLAKS. (Wallin,S.), A4y ssdy
& (Biophysic. J.),2003,85,1457-1465) » 4%Er /K 4 Al 8 LEIXANRLE G [H N A AT Wy (A A
AR 55, IF HLEIE L T, ANAT DOl b s Ao vk e . R0, K 4 BEAEAE 95°C R AT 3R R+
H50% LB a BREENE.

[0598]  ARJE A/ #H 0. 8mL Vi ALZZ MR (0. IM NHHCO, 23, pH 8. 0) Pk 0. 4mL [iE] 5&
I IeRE ( f2 R AF (Pierce), H3E 5 20230) & AR . 768 RyESEE T EL
MM 3 B IR . PG IR AE 1. 6mL AL ZZ P . 4 350 1 L FiHAb LR
MRS (240 M) 5 150 v L BRI IR A HAE =W SR EIRS T h3iRE
YEEE 10.30.90.135.180 4r8h. @i yE Bk bk, 9 HaE a3 1 HPLC [y lée A il 78
280nm & EJER T IR RIEY) . WAL Bon— 43 )15, WRAE In[S] XTIHA] (min) (¥
ek (t,, = 1n2/ #F, FEE 4. 041+0. 16 X 10 min "' (4) ;7. 11+0.66 X 10 °min "' (5)) {1 H
REIE (Kaleida) & (PGZAZE (Synergy) B ) gk Se k(o] 40 il -2 1 t, 00
[0599] b PSR HAT 325 £ % (Monte Carlo) %I ZR LLE MBS b & IERk
KT AR ER R A ENC R R R, i MacroModel 3 {4 [f] Maestro
GUI (MacroModel, 9. 1 fft, Jili ) T #% it A B 2~ =] (Schrodinger, LLC) , £ £ M 41 £ 17
(NewYork, NY), 2005) #&)i& HA 45 FURHERM R 1) 16 FRIEER W2 R IR T TRk sg b
&, 3 BAE A AR B AR IR T IR BRI RN 58 2 g /b o KT & A, AT IR AS [ (1)
10, 000 B SR DG IE R . X T IA THE, Wi MacroModel (MacroModel, 9. 1 iz, i #) T %
B A BRA H) , LM ALY TT, 2005) H BT SE A8 OPLS2005 7372k PR B & o XT T i
I AT P B v — B R FLHERG E (Polak—Ribiere Conjugate Gradient ;PRCG) ¥2:, 3 H.
Kb R /ME (minimization of gradient norm) HIBCECAIYE % E A <<0. 05k]/mol—A,
BAMEH GB/SA HEFMALEE (B /R W. C. (Still, W.C.) sHrdE#y o8 A (Tempezyk, A.) ;
2 HM R C. (Hawlely,R. C.) ;= H 55 Ak T. A. (Hendrickson, T. A.) , 43 T J15 P ) —
AL EE (A General Treatment of Solvation for MolecularMechanics.),ZEFHibFEeE
(J. Am. Chem. Soc. ) ,1990,112,6127-6129) , 7E 1, 2— — 5 LFe AT ¥ &40 75 R s 550 19 P
A5 R R VA o A8 FH BB AR EE (bond dipolecutoff) SRMJHHfFEAT GB I, JE5H 25 K
PEUNR 8 AL U] :99999. 0 A HUAT — A4 (FTRERRK) :20°° & (89.4 &), LA — 1
W 3120 ALMEAR — B8 . KRB AW (100k]/mol) ‘& T2 L4 1 M b DAAE RN 8 R
YEFFIBHER R « 7RSI R P RIS S, BEALE £ 2-5 SR i f, IF HoR A
PR 0-180° o H&MAHRL ] C i C-C BEAE &0 BRI ()7 I T 22, DL AR Vi A KA 1 — 1)
M), I BB S 7E A 0O e f ks . 5P RIEHET 218 500 215/ ME (iR
DI ANBERR RIS ) , I HARAE 50k 2R/ MEN IS AR R )G, ¥ A TR 451
seam /ML, I HARE 16k] 2 R MEWN KT A S, BN ZBRITARE5 M (RMSD < 0. 25 A
) o M ZIRBRAEFTF IR R 5 N — IR ERVE AR A I8 S5 BT 3R A KB 45 74 125 B
AR, RIS R CAEB 5 2R

[0600] i, i+4, i+4+7 FG (JKk4 Xf 3) §or PRI /> THR B =) 4 1 5 KRE =
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XU S R PR R RE B L 3 1 S A AR 16keal /mol (3R 6) o IXAE—EFEHE B2l T~
Wy 3 LA =AW S e A B PR AL TIREARAL , T — B AL 5T S M) N Ak
(B 11, CHID) o £E7~2) 4, BATHE 2 1, 1+4 AT G MAXAT L 2. Skeal /mol 4
UFtE . RYE 1, 47 AT G BT XU E R A ANAE AER LS 22 w4, (RO BE BT
TR, DRUOR 3 A e A8 1 BAT SEARRERS (31 X 18,3 6) o

[0601] % 6.
[0602]
%ﬁ(hﬂmﬁ”. Fg%
i,i+4,i+4+7 ik 4 K3 Jik 4 fik 3

Vi 0.1 (-466.4) 15.3 (-451.2) 31 25
Wi < 0.0 (-466.5) 15.8 (-450.7) 18 61
&/ 2.5 (-464.0) 14.9 (-451.6) 16 32
KIR 2.4 (-464.1) 15.0 (-451.5) 9 45

[0603]  * REE &4 A/ IMEA X T KRB SR 2 R B MEMBER ;1755 ik 5 4
SRR, " S FHRE 15k]/mol (3. 59kcal) 4 rifp/IME W BT IS EH .

[0604]  i,i+4,i+4+4 RS (JIK 8 X 16) [0 FAIIREF /> FAHIR =4 8 R (K A=
TR AR BE B EL 16 [ E FRAIRZ) 14keal /mol (£ 7). XAE—EFEE LB T
P 16 HAFAE DU X S e AH BAE PRI TR B AL, 1 — PP AL T A2 A 5 R R R
F AR ERAL (B 12, CHID) o FAVERIY 8 IR / Wil ik R Bl = b A A —Ffr
P61, i+4 BRI S ROV 5 4 2keal , 1 FH W XUEEEUAS, i+4, i+4+4 5T &0 K
A BFETR L) 6keal . A BRITAE, F=4) 16 FIBARBEE TR / SRR 300 N i 5
AEFETRL 0. Bkeal , MILE C I BEEE_FUHATIXPEURERZ) 1. Bkeal s

[0605] % 7.
[0606]
%E(RWMD“ ¥i%®
ii+d4,i+4+4 fik 8 fk 16 #k 8 Jik 16
[0607] |
M Wi 0.0 (-462.0) 156 (-446.3) 4 16
V04 6.1 (-455.9) 14.1 (-447.9) 12 8
LI 2.3 (-459.7) 15.0 (-446.9) 8 17
RIR 8.0 (-453.9) 13.5 (-448.5) 19 8

[0608]  ° RE & &4 R /IMEAHNT T RALRE & R AN 2 R/ MEWEEE 5 Pk T4
SHER. " S FRIRK 15k]/mol (3. 59kcal) 4wt/ IME W B AR EH .

[0609] % EE 4% & S B M FTIM I = YR AT =R DA B AT AR IO IR I PT e 14, BRATTAE [l AR 4%
P BB 17 (B 13) AF3AE | A5 S,y 7F i+4 R i+8 IS G WA B JE HAE i+12 b5
Ss» H HAFH T = A LK 1) 30 Yo i hrAn (AL FME SL 852 IR 70 fift o 7E P di 2 I (1)
(P 14) MBS 25 ML AR B /N 25 IR R 5 I FLAE 45 1 ik LOMS 230 H77= 4. LOMS &5 5B
T TR AT G R TR AR AT & Hh T A, Horh K 2R 24 ke 7= 00 =R
EW 90% , H A = EAZB AT AN 2> 7 (BK24) o 76 1 R i+4 45 B, R
Bk CE 15 Bk 25) AP=AEXET G40 & 27, T RIS A4T & 774 26, FHA4N 16 1 Fi B
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ARy HHAE i+ RCESA S MR (K 28) AN =Bk 29 1) ROM( ] 15) o IX i
IR 25 R B 13 TR T IR IR 24 & = FE AT~V I e vl RE 4 i o XS4 7R DU A
s DAL B A ARt A T Rl o A F BT s I AR R G .

[o610]  s2fi 2. HEr g% &Mk

[o611] 484K 1 ez IREE A 25

[0612]
= 8.
Bk Ia: Ac-RgsWAETAABsKFLRsAHA-NH, (SEQID 12)
[CoH13sN20010 AT ESIMS, [M/2 + H]' 718 907.5, LR 1H 907.6]
Bk Ib: Ac-RgWAETAABsKFLAAHSs-NH, (SEQID 13)
[CosH144N2oO1o A ESIMS, [M/2 + HI'tHE (& 928.5, LK1 928.4]
Bk Ie: Ac-EWARSsTAAB:sKFLSsAHA-NH, (SEQ ID 14)
[CssH;32N20019 B ESIMS, [M/2 + H] 151 886.5, SLI{H 886.4]
Jik 1d: Ac-SsEWABsTAABsKFLSsAHA-NH, (SEQID 15)
[CogH147N2102 I ESIMS, [M/2 + H] #HE{E 969.1, SEK/H 968.8]
Bk Te: Ac-E#: 4k 1-EWASsTAABsKFLAAHSs-NH, (SEQ ID 16)
[C10:H156N22023 H ESIMS, [M/2 + H] ' HHE1E 1022.6, SEEGME 1022.4]
Rk If: Ac-E#1E 1-RgWAETAABsKFLAAHS-NH, (SEQID 17)
[C104H16oN2003 H] ESIMS, [M/2 + H] 8 {8 1043.6, SLH{E 1043.2]
Bk Ig: Ac-iE 1k 1-EWASSsTAABKFLRsAHA-NH, (SEQ ID 18)
[CogH150N2,053 ] ESIMS, [M/2 + H] &8 1001.6, S£H{H 1001.2]
Jik Th: FITC-i%E#4% 1-RgWAETAABsKFLAAHS;-NH, (SEQ ID 19)
[C123H172N23027S i ESIMS, [M/3 + HI"tH & /8 811.7, SEI1H 811.6]
Bk Ti: FITC-#% # 1k 1-EWASsTAABsKFLRsAHA-NH, (SEQ ID 20) ~
[C117H160N23027S H] ESIMS, [M/3 + H] #5818 783.7, SZK1H 783.6]

[0613] B ZEA K 11 :FITC ARiC I HIZ IR ] A R

[0614]

x9.

fkIla: - |FITC-%#4{4 1-EWAETAAAKFLAAHA-NH, (SEQID 21)
[C104H13sN230458 FJ ESIMS, [M/2 + H +H&(H 1102.5, 2K 1102.8]

fik IIb: FITC-¥% #44& 1-EWARsTAARSKFLAAHAib-NH, (SEQID 22)
[C1nH151N23027S 7 ESIMS, [M/2 + H]'#E{H 1135.0, SCKR{E 1134.8]

Jik Tle: FITC-%#4%k 1-EWASsTAASsKFLAAHAb-NH, (SEQ ID 23)
[C11:H151N2:027S ] ESIMS, [M/2 + H] +HE1& 1135.0, SCIRAE 1134.8]

Jik 1Id: FITC-#% /& 1-EWAAIBTAARsKFLAAHSs-NH, (SEQ ID 24)
[C11aH1s7N2;0278 I ESIMS, [M/2 + H]"#H 818 1156.1, SLHAH 1155.6]

Jik Ile: FITC-i% 1k 1-EWASsTAABsKFLAAHSs-NH, (SEQ ID 25)
[C120H165N23027S ) ESIMS, [M/2 + H]" &1 1196.1, SZH{E 1195.6]

[0615]  HrE g Ak T1T /K4 & IR
[0616]
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% 10.

Jik Illa; Ac-EWSAiBTDNAiBKQEADRAIb-NH, (SEQ ID 26)
[C74H117N23044 ] ESIMS, [M/2 + H] 5 {H 887.4, SZIG{H 888.0]

Jik ITIb: Ac-EWSSSsTDNBsKQEADRSs-NH, (SEQ ID 27)
[CssH139N230,5 7 ESIMS, [M/2 + H]'tHE & 989.0, SZIR{H 989.2]

Jik Ilc: Ac-EWSSsTDNBsKQERsDRA-NH, (SEQ ID 28) '
[CseH133N2304 ) ESIMS, [M/2 + H]'#HE1E 968.0, SZI{H 968.4]

[0617] e 4EA K IV 4\ HIV-RRE {3 T Rev KISk

[0618]

£ 11.

Jik IVa: Ac-TRQS;RRNBsRRRWRES;QR-NH; (SEQ ID 29)
[C111H193N4sO024 BT ESIMS, [M/3 + H]"tH &8 851.5, LM 1H 852.0]

ik IVb: Ac-TRQSsRRNBsWRRRsRERQR-NH, (SEQ ID 30)
[C108H187N4024 1 ESIMS, [M/3 + H] ++8(H 837.5, SEH{H 837.9]

Jik IVe: FITC-i% # 1% 2-TRQSsRRNBsRRRWRES;QR-NH, (SEQ ID 31)
[C133Ha07N4gO009 ] ESIMS, [M/3 + H]'#H514 990.9, SEI{EH 991.2]

Bk 1vd: FITC-#%# 4% 2-TRQSsRRNBsWRRRsRERQR-NH, (SEQID 32)
[C130H201N4g009 B ESIMS, [M/3 + H]'t+ 514 976.8, sLH{E 977.2]

[0619]  HEZEAK V HEF HIF-1a 35T ARNT [k

[0620]
£ 12.
Bk Va: Ac-ILSsMAVBsHMKSLRSsT-NH, (SEQ ID 33)

[CooH15sN22015S, ] ESIMS, [M/2 + H] #H &1 949.6, SZE&{H 950.0]
ik Vb: Ac-ILRMAVSsHMKBsLRGRs-NH, (SEQ ID 34)

[CssHissN2sO16S, HJ ESIMS, [M/2 + HJ #5848 941.1, SLH1H 941.6]
Bk Ve: FITC-i% # 1% 2-ILSsMAVBsHMKSLRS;T-NH, (SEQ ID 35)
Jik vd: FITC-#% #/% 2-ILRMAVSsHMKBsLRGR-NH, (SEQ ID 36)

[0621] & ZE4 K VI :#E A hDM-2 F hDMx 13T p53 HIfik

[0622]
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*13.
Jik VIa: Ac-LSSsETFBsDLWKLLSsEN-NH, (SEQ ID 37)
[C104H162N20026 HI ESIMS, [M/2 + H] "+ 818 1053.6, LH{H 1054.0]
Bk VIb: Ac-LSSsETABsDLWKLLSsEN-NH, (SEQ ID 38)
[CogHissNagOas ] ESIMS, [M/2 + H]' #8148 1015.6, S£H{H 1016.0]
K VIe: FITC-i£E #4& 2-LSSsETFBsDLWKLLS;EN-NH, (SEQ ID 39)
[C126H17¢N2203;S i ESIMS, [M/2 + H]'THEH 1262.6, SLIE 1262.8]
B VId: FITC-i% 4k 2-LSSsETABsDLWKLLSsEN-NH, (SEQ ID 40)
[Ci22H 172N 0318 #) ESIMS, [M/2 + H]?Jf‘ﬁﬁ 1224.6, SEIG{E 1224.8]
K Vle: H W& 1-LSSsETFBsDLWKLLS;EN-NH, (SEQ ID 41)
[Ci22H192N2403:S 1 ESIMS, [M/2 + H] V2 {H 1260.7, SLH{E 1261.2]
Bk VIf: W E - 1-LSSsETABsDLWKLLSSEN-NH, (SEQ ID 42)
[Ci16H15sN2403:S B ESIMS, [M/2 + H'#HE(E 1222.7, SLH{E 1222.8]
ik Vig: FITC-i% 4% 2-SsDFSBsYWKRsL-NH, (SEQ ID 43)
[CosH11oN15020S B ESIMS, [M/2 + H] i+ 514 916.9, SLI61{E 917.2]
Bk VIh: FITC-i% 3 4% 2-RsDFSBsYWKSsL-NH, (SEQ ID 44)
[CosH110N150208 ] ESIMS, [M/2 + H] &8 916.9, L {H 917.6]
[0623]  HrgZ&4fik VIT (#E17 BCL-X, (K3 T BID-BH3 Ik
[0624]
* 14.
BK VIIa: Ac-EDIIRNIASsHLABsVGDWN; DS3SI-NH, (SEQ ID 45)
[Ci117H18sN2903; ] ESIMS, [M/2 + H]' 818 1324.7, SEH1E 1325.2]
BK VIIb: Ac-NIASsHLABsVGDWN; DSSI-NH, (SEQ ID 46)
[CooH139N21 023 B ESIMS, [M/2 + HI" THEE 1011.58, SEL{E 1012.0]
BK VIIe: Ac-NIASsHLABsVGDWN; DSs-NH, (SEQID 47)
[Cs1Hi21N19020 f7 ESIMS, [M/2 + H]'THEE 911.5, SLH1{E 912.0]
BK VIId: FITC-i% #4& 2-EDIIRNIASsHLABsVGDWN; DS3SI-NH, (SEQ ID 48)
[C135H190N31037S ) ESIMS, [M/2 + HI &8 1533.8, SLH{H 1534.4]
Bk Vile: FITC-i%E 24K 2-NIASsHLABsVGDWN; DSsSI-NH, (SEQ ID 49)
[C112H153N23026S () ESIMS, [M/2 + H]' 848 1220.6, LHA{H 1221.2]
Bk VIIf: FITC-i£#4K 2-NIASsHLABsVGDWN, DS3-NH, (SEQ ID 50)
[C103H137N21025S K ESIMS, [M/2 + H] tHEAE 1120.6, SEXAE 1120.8]
[0625] N, = F 25 %
[0626]  HEZEAAK VIIT 485 1d B AR T hE4AT KK
[0627]
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% 15.

ik VIIIa: Ac-LSSILQBsAVQRSILGLEQQVRER-NH, (SEQ ID 51)
[C116H1900N31059 7 ESIMS, [M/3 + H]' 15 (H 854.9, SCIG/H 855.2)

Jik VIIIb: Ac-LSSILQBsAVQVILS3sLEQQVRER-NH; (SEQ ID 52)
[C122H211N3; 009 ] ESIMS, [M/3 + HI' 11518 882.9, LI 1H 883.2]

Ek Vile: Ac-LLILQQAVS;sVILBsLEQRsVRER-NH, (SEQ ID 53)
[C120H21:N3002¢ ) ESIMS, [M/3 + H]"H 18 863.9, SZK1H 864.0]

ik VIIId: Ac-LLILQQAVS;sVILBsLEQQVRSsR-NH, (SEQ ID 54)
[C123H215N31027 B ESIMS, [M/3 + HI i+ E(H 877.6, SER1E 877.6]

Bk VIIle: Ac-LLILSsQAVBsVILR:LEQQVRER-NH, (SEQ ID 55)
[C120H21:N30025 B ESIMS, [M/3 + H]" & 1E 863.9, SZI1E 864.4]

ik VIIIf: Ac-LLILSsQAVBsVILGLESsQVRER-NH, (SEQ ID 56)
[C120H211N29027 ] ESIMS, [M/3 + H] 15 {H 854.2, SER1H 854.4]

Rk VIIIg: Ac-LLILS5sQAVBsVILBsLEQSsVRER-NH, (SEQ ID 57)
[C125H215N29057 1 ESIMS, [M/3 + H] "5 {% 876.2, SL%{E 876.4]

X VIIIh: FITC-3£ 4% 2-LSsILQBsAVQRSILGLEQQVRER-NH, (SEQ ID 58)
[C138H216N33034S [ ESIMS, [M/3 + H]' 818 994.2, SZH{H 994.5]

Bk VIIIi: FITC-#% 3% 2-LSsILQBsAVQVILS;LEQQVRER-NH, (SEQ ID 59)
[C14sH2sN3303.S ] ESIMS, [M/3 + H]' 7T A 10222, SEIR/E 1022.4]

Rk VIIIj: FITC-3%# 4% 2-LLILQQAVS;sVILBsLEQRsVRER-NH, (SEQ ID 60)
[C142H25N3,055S £ ESIMS, [M/3 + H]™HHE4H 1003.2, SZX{E 1003.6]

BK VIIIk: FITC-#%#: /& 2-LLILQQAVSsVILBSLEQQVRSsR-NH, (SEQ ID 61)
[C145H232N3303,S HJ ESIMS, [M/3 + H] 3HE1H 1016.9, SZI6/H 1017.2]

Jik VIIIi: FITC-3% # 4% 2-LLILSsQAVBsVILRsLEQQVRER-NH, (SEQ ID 62)
[C142H225N 120338 I ESIMS, [M/3 + H] "+ 548 1003.2, SZEE 1003.6]

ik VIIIm: FITC-¥% # 1% 2-LLILSsQAVBsVILGLES3sQVRER-NH, (SEQ ID 63)
[C1a2H226N3103,8 FJ ESIMS, [M/3 + HI THH(8 993.6, SEHAE 994.0]

X VIIIn: FITC-3% #24% 2-LLILS;QAVBsVILBsLEQSsVRER-NH; (SEQ ID 64)
[C147H232N3:03,S I ESIMS, [M/3 + H] V845 1024.9, SZK1E 1015.6]

[0628]  H B 2% 4K IX #E W GLP-1 ZAKHIFE T GLP-1 Kk

[0629]
% 16.
fik 1Xa: HAEGTFTSDVSSYS;EGQBsAKEBSIAWSsVKGR-NH, (SEQ ID 65)
[Cis0H245NgO4s 1 ESIMS, [M/3 + H'THE{H 1144.94, SCZIe1H 1145.1]
Jik IXb: HAEGTFTSDVSSYSsEGQBsAKEFIASSLVKGR-NH; (SEQ ID 66)
[C156H246N30045 B ESIMS, [M/3 + H] #8048 1128.6, SZ{H 1128.8]
Bk IXc: HAEGTFTSDVSSYLEGQSsAKEBSsIAWLVKSsR-NH, (SEQ ID 67)
[C162Ha55N4904s Y] ESIMS, [M/3 + H]'3HHE{E 1160.3, SEK{H 1160.8]
[0630]
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Bk IXd:

HAEGTFTSDVSSYLEGSsAAKBSFIABSsLVKSsR-NH, (SEQ ID 68)
[CieoHa253N3304; B ESIMS, [M/3 + HI 1848 1126.3, SLH1E 1126.4]

Bk IXe:

HAEGTFTSDVSSYLEGQAAKSSFIABsLVKRsR-NH, (SEQ ID 69)
[C1ssHa46N39043 B ESIMS, [M/3 + H]' i+ 848 1113.9, SZI{H 1114.4]

BK IXf:

HAEGTFTSDRsSSYLEGBsAAKEFISsWLVKGR-NH, (SEQ ID 70)
[C1e6H256N39044 F1 ESIMS, [M/3 + H]*vHE1H 1166.6, SEIRMH 1166.4]

Jiy x IXg:

HAEGTFTSDVSSYLESsQAABSEFIAWLSsKGR-NH, (SEQ ID 71)
[C163H245N39045 ] ESIMS, [M/3 + H]'tHE4H 1157.2, SEI1E 1156.8]

Bk IXh:

HAEGTFTSDVSSR3LEGQAABSEFIAWLSsKGR-NH, (SEQ ID 72)
[C150H248N39044 i) ESIMS, [M/3 + H]??(‘ﬁ'fﬁ 1135.9, ;%'{E 1135.6]

Bk IXi:

HAEGTFTSDVSSsYLEBsQAAKEFSsAWLVKGR-NH, (SEQ ID 73)
[Ci6sH253N40044 T ESIMS, [M/3 + H] #HE(H 1166.3, SE%{H 1166.0]

iy y IXj:

HAEGTFTSDSsSSYBsEGQAAKSSsFIAWLVKGR-NH, (SEQ ID 74)
[C1e0H245sN40O43 B ESIMS, [M/3 + H]'#H&4H 1138.3, SEEGH 1138.0]

Bk IXk:

HAEGTFTSsDVSBsYLEGQASsKEFIAWLVKGR-NH, (SEQ ID 75)
[C167H257N40043 B ESIMS, [M/3 + H]' 548 1170.3, SLIO{E 1170.0]

Bk IX1:

HAEGTFTSsDVSBsYLERsQAAKEFIAWLVKGR-NH, (SEQ ID 76)
[C1esH253N4gO043 B ESIMS, [M/3 + H]'#H81H 1161.0, SERAH 1160.8]

FK IXm:

HAEGTFTSsDVSBsYLEBsQAASSsEFIAWLVKGR-NH, (SEQID 77)
[C160H256N30043 B ESIMS, [M/3 + H'iHE 48 1173.3, SEKAH 1173.2]

Bk IXn:

HAEGTFTSDVSSsYLEBsQAARsEFIAWLVKGR-NH; (SEQ ID 78)
[C162H246N39044 ] ESIMS, [M/3 + H]' & 4H 1147.3, SEIG1H 1146.8]

[0631] B g&A K X HE m] A T 28 3 55 19 9% T NSHA ik

[0632]
x17.
Jik Xa: SGSWLRDSsWDWBsCTVLIDSsKTWLQSKL-NH, (SEQ ID 79)
[C16:H245N33040S H] ESIMS, [M/3 + H]"HHE1H 1127.6, SLIAE 1127.6]
Jik Xb: SGSWLRDVWDWLSsTVLBsDFKBsWLQSsKL-NH, (SEQ ID 80)
[C174HasoN3s037 i ESIMS, [M/3 + HI" &8 1157.7, LRAE 1157.6]
Jik Xe: SGSWLSsDVWBsWICTVLS;DFKTWLQSKL-NH, (SEQ ID 81)
[C167H250N35037S K ESIMS, [M/3 + H]"tH 818 1123.3, SEIRA{E 1123.6]
Jik Xd: SGSWLSsDVWBsWICRsVLTDFKTWLQSKL-NH, (SEQ ID 82)
[C16:H244N35037S B ESIMS, [M/3 + H iH 548 1109.3, SZH/E 1109.2]
Jik Xe: SGSWLSsDVWBsWICBsVLTSsFKTWLQSKL-NH, (SEQ ID 83)
[C170H254N35035S B ESIMS, [M/3 + HI' 818 1126.0, SZI{E 1126.0]
Bk Xf: SGSWLRDVWSsWICBsVLTDFKSsWLQSKL-NH, (SEQ ID 84)
[C169H2ssN33036S HJ ESIMS, [M/3 +H] #HE /8 1141.7, SLHAE 1141.6]
fik Xg: SGSWLRDVWSsWICBsVLTRsSFKTWLQSKL-NH, (SEQ ID 85)
[C166H24sN33035S F ESIMS, [M/3 + H] 7H &8 1123.0, SEA{E 1122.8]
Jik Xh: SGSWLRR3VWDWICBsVLTDFKSsWLQSKL-NH, (SEQ ID 86)
[C172Ha61N3s036S 87 ESIMS, [M/3 + H] " #5448 1155.7, SEIRAE 1155.6]
Jik Xi: Ac-SGSWLRDSsWDWBsCTVLTDSsKTWLQSKL-NH, (SEQ ID 87)
[0633]
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[C163H247N35041S ) ESIMS, [M/3 + H] #H8E1H 1141.6, SCKAE 1141.6]

ik Xj: Ac-SGSWLRDVWDWISsTVLBsDFKBsWLQSsKL-NH, (SEQ ID 88)
[C176H261N3303g K] ESIMS, [M/3 + H] 3H&4H 1171.7, SEIR{E 1171.6]

ik Xk: Ac-SGSWLSsDVWBsWICTVLSsDFKTWLQSKL-NH, (SEQ ID 89)
[C1e9H252N35038S HJ ESIMS, [M/3 + H] #8148 1137.3, SEIAE 1137.2)

fik X1: Ac-SGSWLSsDVWBsWICRsVLTDFKTWLQSKL-NH, (SEQ ID 90)
[Cre6H246N3503S [ ESIMS, [M/3 +H] HHE4H 1123.3, SERE 1123.2]

Bk Xm: Ac-SGSWLSsDVWBsWICBsVLTSsFKTWLQSKL-NH, (SEQ ID 91)
[C172H256N35034S ] ESIMS, [M/3 + H] 1518 1140.0, SEIR{E 1140.0]

ik Xn: Ac-SGSWLRDVWSsWICBsVLTDFKSsWLQSKL-NH, (SEQID 92)
[C171H257N33037S HJ ESIMS, [M/3 +H]"tH&EAH 1155.7, SEIGMH 1155.6]

fik Xo: AC-SGSWLRDVWSsWICBsVLTRsFKTWLQSKL-NH, (SEQ ID 93)
[C16sH253N35034S F ESIMS, [M/3 + H]"#H &1 1137.0, SEIR{E 1136.8]

ik Xp: Ac-SGSWLRRgVWDWICBsVLTDFKSsWLQSKL-NH, (SEQ ID 94)
[C174H263N33037S HJ ESIMS, [M/3 + H" $H5E4H 1169.7, SLIAE 1169.6]

ik Xq: Ac-EZ1E 1-SGSWLRDSsWDWBsCTVLTD SsKTWLQSKL-NH; (SEQ ID 95)
[C173H26sN4pO4sS B ESIMS, [M/3 + HI'#HE 1 1218.7, SEK1H 1218.6]

FK Xr: Ac-E# 1k 1-SGSWLRDVWDWISsTVLBsDFKBsWLQSsKL-NH, (SEQ ID 96)
[C15¢H270N4O42 B ESIMS, [M/3 + H]* 1 1248.7, SEIG1H 1248.9]

FK Xs: Ac-E #:AA 1-SGSWLSsDVWBsWICTVLSsDFKTWLQSKL-NH, (SEQID 97)
[C176H270N37042S K ESIMS, [M/3 + HI' 1518 1214.4, SEKE 1214.4]

Bk Xt: Ac-3E#:4% 1-SGSWLS;sDVWBsWICR;VLTDFKTWLQSKL-NH, (SEQ ID 98)
[C176H264N37042S ] ESIMS, [M/3 + HI* & (& 1200.3, SZKE 1200.3]

BK Xu: Ac-E 1K 1-SGSWLSsDVWBsWICBsVLTSsFKTWLQSKL-NH, (SEQ ID 99)

Jik Xv: Ac-i% %1k 1-SGSWLRDVW SsWICBsVLTDFKSsWLQSKL-NH;( SEQ ID 100)

‘ [C15:H275N49041S B ESIMS, [M/3 + HI'#H58 1 1232.7, SKIRME 1232.7]

Jik Xw: Ac-¥E# 1k 1-SGSWLRDVWSsWICBsVLTRsFKTWLQSKL-NH, (SEQ ID 101)
[C178H271N404S I ESIMS, [M/3 + HI' 3H& 14 1214.0, SLH1H 1214.1]

Bk Xx: Ac-E K 1-SGSWLRR;VWDWICBsVLTDFK.SsWLQSKL-NH,(SEQ ID 102)
[C184H281N4004S {1 ESIMS, [M/3 + H]'#H& 18 1246.7, SZX{H 1246.5]

Bk Xy: FITC-i£#4£& 1-SGSWLRDSsWDWBsCTVLTDSsKTWLQSKL-NH; (SEQ ID
103) .
[C192H274N41 0498, ] ESIMS, [M/3 + HI'tH 84 1334.4, SLE{H 1334.1]

ik Xz: FITC-#%#/& 1-SGSWLRDVWDWISsTVLB:DFKBsWLQSsKL-NH, (SEQ ID
104
[Ca0sH28N41046S K ESIMS, [M/3 + H' W& 1{E 1364.4, LK 1364.4]

fk Xaa: FITC-#E #1E 1-SGSWLSsDVWBsWICTVLSsDFKTWLQSKL-NH, (SEQ ID
105)

: [C198H279N33046S; B ESIMS, [M/3 + H]'1H 4 1330.0, SEH1H 1330.2]

fk Xab: FITC-i% #1& 1-SGSWLSsDVWBsWICRsVLTDFKTWLQSKL-NH, (SEQ ID
106) ,
[C19sH273N33046S, ] ESIMS, [M/3 + H] HHE1H 1316.0, £H1{H 1316.1]

K Xac: FITC-#%# & 1-SGSWLSsDVWBsWICBsVLTSsFKTWLQSKL-NH, (SEQ ID
107)

Bk Xad: FITC-i% 1% 1-SGSWLRDVWSsWICBsVLTDFKSsWLQSKL-NH, (SEQ ID

[0634]
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108)
[Ca00H251N41045S; #] ESIMS, [M/3 + H] 35 1H 1348.4, SLIR1E 1348.2]

Bk Xae:

FITC-#% /& 1-SGSWLRDVWSsWICBsVLTRsFKTWLQSKL-NH, (SEQ ID
109)
[C197H280N41044S; HJ ESIMS, [M/3 +H]"#+54H 1329.7, LI1E 1330.0]

fik Xaf:

FITC-#E# 4k 1-SGSWLRRsVWDWICB;sVLTDFK.S;WLQSKL-NH, (SEQ ID
110)
[Ca03H200N41045S, H7 ESIMS, [M/3 + HI I 81H 1362.4, SLIE 1362.4]

ik Xag:

Y E-EEE 1-SGSWLRDSsWDWBsCTVLTDSsK TWLQSKL-NH, (SEQ ID
111)
[C181H277N42046S; BT ESIMS, [M/3 + H] THEAE 1279.7, SEXK1E 1280.1]

Bk Xah:

Y R-EEE 1-SGSWLRDVWDWISsTVLBsDFKBsWLQSsKL-NH,(SEQ ID
112) .
[C104H276N42043S Y ESIMS, [M/3 + HI'37H&E1HE 1309.7, SLI{H 1310.1]

Bk Xai:

R EZEE 1-SGSWLSsDVWBsWICTVLS;DFKTWLQSKL-NH, (SEQ ID
113)
[C1g7H282N30043S, ] ESIMS, [M/3 + H'HHE(H 1275.4, SLIAH 1275.6]

Bk Xaj:

- 1-SGSWLSsDVWBsWICRs VLTDFKTWLQSKL-NH, (SEQ ID
114)
[C184H276N39043S, f) ESIMS, [M/3 + H]' {1 81H 1261.4, SCEG{H 1261.8]

Bk Xak:

Y R-EEE 1-SGSWLSsDVWBsWICBsVLTSsFKTWLQSKL-NH, (SEQ ID
115)

Bk Xal:

E M &-E K 1-SGSWLRDVWSsWICBsVLTDFKS;WLQSKL-NH, (SEQ ID
116)
[C1soHag7N204S, 1 ESIMS, [M/3 + HI' & {H 1293.7, 52#{E 1294.2]

Bk Xam:

W R-EEE 1-SGSWLRDVWSsWICBsVLTRsFKTWLQSKL-NH, (SEQ ID
117)
[C1a6H283N1204. S, 7 ESIMS, [M/3 + H] 1518 1275.1, SEH{E 1275.3]

Bk Xan:

EYR-EEE 1-SGSWLRRsVWDWICBsVLTDFICSsWLQSKL-NH, (SEQ ID
118)
[C192H203N4204,S, 7 ESIMS, [M/3 + H] 't 8H 1307.7, SZKH 1308.3]

[0635] 4% &Ik XT AL ] Myc HYEET Max ik

[0636]
% 18. _
X Xla: Ac-KATEYIQYNLSsRKNBsTHQQDISsDL-NH, (SEQ ID 119)
[C133H215N35035 £ ESIMS, [M/3 + HI 7H&1{H 992.6, SER1{H 992.6]
X XIb: Ac-KATEYIRs YN RRKNBsTHQQDISs;DL-NH, (SEQ ID 120)
[C137H22oN37037 B ESIMS, [M/3 + HI' 71818 1015.9, SEK1H 1016.3]

[0637] 4% 5Bk XTT (41 ruﬁ MITF F3ET MITF FIBK

[0638]

fw.

K XIIa: IAc-TILKASVDYSsRKLBsREQQRASsEL-NHz (SEQID 121)

[0639]
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[C12sH220N35033 f] ESIMS, [M/3 + H'HHE1H 972.6, SLI61H 972.8]

ik XIIb:

Ac-TILKASRsDYIRKLBsREQQRASSEL-NH, (SEQ ID 122)
[C130H22sN35033 B ESIMS, [M/3 + H]* & 18 991.3, SEI0{H 991.4]

[0640]  ZF'E %K

[0641]
% 20.*
FITC OH
o) O CO,H
AL
o} ”J\g‘
EYR Q
HN/lLNH
S ""I/\/\[,(-’-
0
EEA1 ~ H Q
;\N/\/o\/\o/\/N\[(\)j\é,r
H
0
pr3 2 o
il \‘;\N/\)J\e;
Ac
Rs
Rg
Ss
Sg
[0642]
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TR
Atb A BYH

[0643] s JLrh=3 245 C-C XUEEIK 1/2, H 55— C-C AR5 — A 1/2 & <%/\Ei:

[ “(TE07) o

[o644] I SEjifs)

[0645]  FITIA 2 A% K B Iy St 2 = R ) Pk A0 3B S 49 R et o T JB AU R AR N S R T i
AT LE AN i 125 B PR RSCR E SR ~ F F  8%) AR B PR RS o B30 L ) AR 0 X6 AR i BH A HE %
Fh s R A
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[0001]
[0002]
[0003]
[0004]
[0005]
[0006]
[0007]
[0008]
[0009]
[0010]
[0011]
[0012]
[0013]
[0014]
[0015]
[0016]
[0017]
[0018]
[0019]
[0020]
[0021]
[0022]
[0023]
[0024]
[0025]
[0026]
[0027]
[0028]
[0029]
[0030]
[0031]
[0032]
[0033]
[0034]
[0035]
[0036]
[0037]
[0038]

RIES

<L10> P& K2R S 9T i P2
<120> 255 % ik

<130>H0824. 70040W000
<140>PCT/US 08/058575
<141>2008-03-28

<150>US 60/908, 566
<151>2007-03-28

<160>128

{170>PatentIn version 3.5
<210>1

<211>15

<212>PRT

213> NTJF4

<220>

<223> L F T Fmoc IR [ AH K& R iMT 45 ) & ek

<400>1

Glu Trp Ala Glu Thr Ala Ala Ala Lys Phe Leu Ala Ala His Ala

| 5
21052

Q11515

<212>PRT
213> N TJF4)

220>

<223> JHILHE T Fmoc IR 8] AHKA R im0 45 13 1 45 ik

£220>
<221>MISC_FEATURE
<222>(8).. (8)

<223>Xan F% 2- AHE —2- (IR ~4- KHE ) P -6 SBREET AT

<400>2

Glu Trp Ala Glu Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Ala

1 5
<210>3

<211>15

<212>PRT

213> N L5

<220>

<223> Wik Fmoc [ [ AHIK A RS A A6 BUIR
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[0039]  <220>

[0040] <221>misc_feature

[0041]  <222>(4).. (4)

[0042]  <223>Xaa K7~ (S)-2- Zdk —2- FAELPE —6- MR BT ST 4D

[0043]  <220>

[0044] <221>misc feature

[0045]  <222>(15).. (15)

[0046]  <223>Xaa K7~ (S)—2- &Ik —2- FIAELSS -9- IR EET T4

[0047]  <400>3

[0048] Glu Trp Ala Xaa Thr Ala Ala Ala Lys Phe Leu Ala Ala His Xaa
[0049] 1 5) 10 15
[0050] <210>4

[0051] <211>15

[0052]  <212>PRT

[0053]  <213> A LJ¥4

[0054]  <220>

[0055]  <223> i ik FE T Fmoc f1E AH K& BT A B A Ik

[0056]  <220>

[0057] <221>misc_feature

[0058]  <222>(4).. (4)

[0059]  <223>Xaa 7 (S)-2- &Ik —2—- PP -6- MR EET SAT4EY)

[0060]  <220>

[0061] <221>misc_feature

[0062]  <222>(8).. (8)

[0063]  <223>Xaa K7~ (R)—2- ZFk —2- FAELPE —6- MR EET T4

[0064]  <400>4

[0065] Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Ala
[0066] 1 5 10 15
[0067] <210>5

[0068] <211>1hH

[0069]  <212>PRT

[0070]  <213> AT ¥4

[0071] <220>

[0072] <223 i i FE T Fmoc [ AH KRG B & B & ik

[0073] <220>

[0074] <221>misc_feature

[0075]  <222>(8).. (8)

[0076]  <223>Xaa 7 (S)-2- &Ik —2- FIPE -6- M EET ST

[0077] <220>
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[0078]
[0079]
[0080]
[0081]
[0082]
[0083]
[0084]
[0085]
[0086]
[0087]
[0088]
[0089]
[0090]
[0091]
[0092]
[0093]
[0094]
[0095]
[0096]
[0097]
[0098]
[0099]
[0100]
[0101]
[0102]
[0103]
[0104]
[0105]
[0106]
[0107]
[0108]
[0109]
[0110]
[0111]
[0112]
[0113]
[0114]
[0115]
[0116]

<221>misc_feature

<222>(15).. (15)

<223>Xaa K7 (S)-2- A HE —2- P -9- IHIREET ST
<400>5

Glu Trp Ala Glu Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
1 5 10 15
<210>6

211>156

<212>PRT

213> N3

<220>

<223> M LT Fmoc Y[ AH KA G & )& BTk

<220>

<221>misc_feature

<222>(4).. (4)

<223>Xaa F7R (S)-2- AFE —2- PP -6- MIRSET SHTED

220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa F7r (S)-2- A EE —2- PP -6- MIRSET SHTED
<400>6

Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Ala
1 5 10 15
<210>7

211>15

<212>PRT

213> N7

<220>

<223> ML LT Fmoc [ AH KA R 5 R -E BTk

<220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa F7~ (R)—2- A FE —2- FILPE -6- MIREET SHT4ED

220>

<221>misc_feature

<222>(15).. (15)

<223>Xaa F7i (S)—2- &It —2- FILZE —9- IR BT S HTAEY
<400>7

Glu Trp Ala Glu Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
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[0117] 1 5 10 15
[0118]  <210>8

[0119]  <211>15

[0120]  <212>PRT

[0121]  <213> ALJF4

[0122]  <220>

[0123] <223 ILEET Fmoc WA AHIKA B & B & ik

[0124] <220>

[0125] <221>misc_feature

[0126] <222>(4).. (4)

[0127]  <223>Xaa IR (S)-2- Zdk -2- PILPE -6- MR ST ST4Y)
[0128]  <220>

[0129] <221>misc_feature

[0130] <222>(8).. (8)

[0131]  <223>Xaa I (S)-2- zdk -2- PILPE -6- MR SUAT ST4Y)
[0132]  <220>

[0133] <221>misc_feature

[0134]  <222>(15).. (15)

[0135]  <223>Xaa IR o — FISE - HZ(R

[0136]  <400>8

[0137]  Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
[0138] 1 5 10 15
[0139] <210>9

[0140] <211>15

[0141]  <212>PRT

[0142]  <213> N T /%%

[0143]  <220>

[0144]  <223> T FET Fmoc [FI[E AH KA BT & R ik

[0145]  <220>

[0146] <221>misc_feature

[0147]  <222>(4).. (4)

[0148]  <223>Xaa F7Rn o - P - N

[0149]  <220>

[0150] <221>misc_feature

[0151]  <222>(8).. (8)

[0152]  <223>Xaa KIx (R)-2- 2 & —2—- FEEPE —6- IR BUET S ATAEY)
[0153]  <220>

[0154] <221>misc_feature

[0155]  <222>(15).. (15)
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[0156]
[0157]
[0158]
[0159]
[0160]
[0161]
[0162]
[0163]
[0164]
[0165]
[0166]
[0167]
[0168]
[0169]
[0170]
[0171]
[0172]
[0173]
[0174]
[0175]
[0176]
[0177]
[0178]
[0179]
[0180]
[0181]
[0182]
[0183]
[0184]
[0185]
[0186]
[0187]
[0188]
[0189]
[0190]
[0191]
[0192]
[0193]
[0194]

<223>Xaa F7i (S) —2- &Ik —2- FILZE —9- IR BT S HT ALY
<400>9

Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
1 5 10 15
<210>10

211>15

{212>PRT

213> NLJF3

<220>

<223> MIF LT Fmoc [ AH KA R & R & BTk

<220>

<221>misc_feature

<222>(4).. (4)

<223>Xaa £ (S)-2- AFE —2- PP -6- MIRSET SHTED

<220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa F7R 2- AAE —2- (N —4-idk ) P —6- MIRSUET SAT4EY
220>

<221>misc_feature

<222>(15).. (15)

<223>Xaa KR (S)-2- & HE —2- FILZE -9- IHIREET S AT
<400>10

Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
1 5 10 15
<210>11

211>156

<212>PRT

213> NI

<220>

<223> ML LT Fmoc I AH IR G & G -E TR

220>

<221>misc_feature

<222>(4).. (4)

<223>Xaa F7R (S)-2- AEE —2- PP -6- MIRSET SHTED

<220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa K7R 2- BHE —2- (4 —4- itk ) P —6- MIREET &A1Y
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[0195]
[0196]
[0197]
[0198]
[0199]
[0200]
[0201]
[0202]
[0203]
[0204]
[0205]
[0206]
[0207]
[0208]
[0209]
[0210]
[0211]
[0212]
[0213]
[0214]
[0215]
[0216]
[0217]
[0218]
[0219]
[0220]
[0221]
[0222]
[0223]
[0224]
[0225]
[0226]
[0227]
[0228]
[0229]
[0230]
[0231]
[0232]
[0233]

220>

<221>misc_feature

€222>(12).. (12)

<223>Xaa K7~ (R) -2- 2dJk —2- FILER —6- MR BT G AT AEY
<400>11

Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Xaa Ala His Ala
1 5 10 15
<210>12

211>156

<212>PRT

213> AL

220>

<223> ML LT Fmoc [ AH KA G & R -E BTk

220>

<221>misc_feature

<222>(1).. (1)

<223>Xaa F7~ (R)—2- A FE —2- FILIE -9- IGIREET S T4

220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa KR 2- AHE —2- (4 —4- 2k ) P —6- MIREET SHT4ED
<220>

<221>misc_feature

<222>(12).. (12)

<223>Xaa £~ (R)-2- ZFE —2- PILPE -6- IMIREET ST
<400>12

Xaa Trp Ala Glu Thr Ala Ala Xaa Lys Phe Leu Xaa Ala His Ala
1 5 10 15
<210>13

<211>15

<212>PRT

213> N3

220>

<223> ML LT Fmoc FY [ AH IR R & G -E TR

220>

<221>misc_feature

<222>(1).. (1)

<223>Xaa F7~ (R)-2- & FE —2- FILZE -0- IGIREET ST

<220>
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[0234]
[0235]
[0236]
[0237]
[0238]
[0239]
[0240]
[0241]
[0242]
[0243]
[0244]
[0245]
[0246]
[0247]
[0248]
[0249]
[0250]
[0251]
[0252]
[0253]
[0254]
[0255]
[0256]
[0257]
[0258]
[0259]
[0260]
[0261]
[0262]
[0263]
[0264]
[0265]
[0266]
[0267]
[0268]
[0269]
[0270]
[0271]
[0272]

<221>misc_feature

<222>(8).. (8)

<223>Xaa K7R 2- AHE —2- (4 —4- 2k ) P —6- MIREET SHT4EYD
<220>

<221>misc_feature

<222>(15).. (15)

<223>Xaa FIR (S)-2- ZFE —2- PILIE -9- MIREAT ST
<400>13

Xaa Trp Ala Glu Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
1 5 10 15
<210>14

211>15

<212>PRT

213> N3

220>

<223> ML T Fmoc FY [ AH KGR & )& IR

220>

<221>misc_feature

<222>(4).. (4)

<223>Xaa F7~ (R)-2- A EE —2- PP -6- IHIREET SHT4ED
220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa KR 2- @Ik —2- ([ —4- ) PR -6- IR IREAT ST
220>

<221>misc_feature

<222>(12).. (12)

<223>Xaa FIR (S)-2- AFE —2- PILPE -6- MIREET SHTED
<400>14

Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Xaa Ala His Ala
1 5 10 15
<210>15

211>16

<212>PRT

213> NTLF%)

220>

<223> ML T Fmoc FY [ AH KGR & RCF)E R IR

220>

<221>misc_feature
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[0273]  <222>(1).. (1)

[0274]  <223>Xaa F7n (S)-2- &It —2- FHELPE -6- MHIREE] GHT4EW

[0275]  <220>

[0276] <221>misc_feature

[0277]  <222>(5).. (5)

[0278]  <223>Xaa TN 2- 2k —2- ([ —4- Mdk ) BT —6- MIREAT STAEY)
[0279] <220>

[0280] <221>misc_feature

[0281]  <222>(9).. (9)

[0282]  <223>Xaa IR 2- 24k —2- ([ —4- Mtk ) BT —6- MR EUT ST4Y)
[0283]  <220>

[0284] <221>misc_feature

[0285]  <222>(13).. (13)

[0286]  <223>Xaa 7K (S)-2- Zdk -2- PILPE -6- MR EAT SWTAY)

[0287] <400>1hH

[0288] Xaa Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Xaa Ala His Ala
[0289] 1 5 10 15
[0290] <210>16

[0291] <211>1H

[0292] <212>PRT

[0203]  <213> A LJ¢%

[0294]  <220>

[0205] <223 i@ it IE T Fmoc W[ AH KA B G U & Uk — 8 1
[0296] <220>

[0297] <221>misc_feature

[0298] <222>(4).. (4)

[0299]  <223>Xaa IR (S)-2- Zdk —2- PILPE —6- MEREAT ST

[0300]  <220>

[0301] <221>misc_feature

[0302] <222>(8).. (8)

[0303]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR EUT STAY)
[0304]  <220>

[0305] <221>misc_feature

[0306]  <222>(15).. (15)

[0307]  <223>Xaa IR (S)-2- Zdk —2- FILZE -9- MR ST ST4EY)

[0308] <400>16

[0309] Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
[0310] 1 5 10 15
[0311] <210>17
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[0312]
[0313]
[0314]
[0315]
[0316]
[0317]
[0318]
[0319]
[0320]
[0321]
[0322]
[0323]
[0324]
[0325]
[0326]
[0327]
[0328]
[0329]
[0330]
[0331]
[0332]
[0333]
[0334]
[0335]
[0336]
[0337]
[0338]
[0339]
[0340]
[0341]
[0342]
[0343]
[0344]
[0345]
[0346]
[0347]
[0348]
[0349]
[0350]

211>15

<212>PRT

213> NITJF4

<220>

223> W EET Fmoc F I AHJIA & BRI A BT BUIK — ZEHAK 1
<220>

<221>misc_feature

<222>(1).. (1)

<223>Xaa £~ (R)-2- A FE —2- FILIE -9- MIREET ST
220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa KR 2- AAE —2- (0 —4-MRFk) P -6- MIRESET ST
220>

<221>misc_feature

<222>(15).. (15)

<223>Xaa F7R (S)-2— AFE —2- P -9- MR EET ST
<400>17

Xaa Trp Ala Glu Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
1 5 10 15
<210>18

C211>15

<212>PRT

213> NTF%)

220>

223> WL FEE T Fmoc F [ FH KA BT & i) & Bk - ZERAA 1
220>

<221>misc_feature

<222>(4).. (4)

<223>Xaa F7R (S)-2- AFE —2- PP -6- MIRSET SHTED
220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa KR 2- AAE —2- (N —4-1idk ) P -6- MIREET ST
220>

<221>misc_feature

<222>(12).. (12)

<223>Xaa F7~ (R)-2- &&= —2- PP -6- MIREET SHT4ED
<400>18
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[0351] Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Xaa Ala His Ala
[0352] 1 5 10 15
[0353] <210>19

[0354] <211>15

[0355]  <212>PRT

[0356]  <213> ALJF4

[0357]  <220>

[0358]  <223> idFE T Pmoc FIE AR KA B 4 Rl & Rk

[0359]  <220>

[0360] <221>misc_feature

[0361]  <222>(1).. (1)

[0362]  <223>Xaa IR (R)-2- z 2k -2- FILZE -9- MR ST STA4Y)

[0363]  <220>

[0364] <221>misc_feature

[0365]  <222>(8).. (8)

[0366]  <223>Xaa IR 2- @k —2- ([ —4- Mtk ) BT -6- MR EUT ST4Y)
[0367]  <220>

[0368] <221>misc_feature

[0369]  <222>(15).. (15)

[0370]  <223>Xaa 7 (S)-2- &Ik —2—- FIHIE —9- MR ST ST

[0371] <400>19

[0372] Xaa Trp Ala Glu Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
[0373] 1 5 10 15
[0374] <210>20

[0375] <211>1H

[0376]  <212>PRT

[0377]  <213> N T4

[0378]  <220>

[0379] <223 EILEE T Fmoc WY AHIKA B & B & Btk

[0380]  <220>

[0381] <221>misc_feature

[0382] <222>(4).. (4)

[0383]  <223>Xaa 7R (S)-2- z Ik -2- PILPE -6- MR SAT ST4EY)

[0384]  <220>

[0385] <221>misc_feature

[0386] <222>(8).. (8)

[0387]  <223>Xaa IR 2- ZAE —2- ([ —4- Mtk ) BT -6- MR EUET STAEY)
[0388]  <220>

[0389] <221>misc_feature
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[0390]
[0391]
[0392]
[0393]
[0394]
[0395]
[0396]
[0397]
[0398]
[0399]
[0400]
[0401]
[0402]
[0403]
[0404]
[0405]
[0406]
[0407]
[0408]
[0409]
[0410]
[0411]
[0412]
[0413]
[0414]
[0415]
[0416]
[0417]
[0418]
[0419]
[0420]
[0421]
[0422]
[0423]
[0424]
[0425]
[0426]
[0427]
[0428]

<222>(12).. (12)

<223>Xaa F7~ (R)-2- A F: —2- FILPE -6- MIREET ST
<400>20

Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Xaa Ala His Ala
1 5 10 15
<210>21

211>156

<212>PRT

213> N7

<220>

<223> ML LT Fmoc [ AH KA R & R -E TR

<400>21

Glu Trp Ala Glu Thr Ala Ala Ala Lys Phe Leu Ala Ala His Ala
1 5 10 15
<210>22

211>15

<212>PRT

213> NLF#4

220>

223> WIEEET Fmoc [ AH K & BRI A B IR

220>

<221>misc_feature

<222>(4).. (4)

<223>Xaa %7n (R) -2- & Fk —2- FILER —6- MG alsT & H1 4B

220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa F7x (R)-2- A FE —2- PILPE -6- MIREET SHT4ED

220>

<221>misc_feature

<222>(15).. (15)

<223>Xaa K7~ o - FH - AR

<400>22

Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
1 5 10 15
<210>23

211>15

<212>PRT

213> NTJF4
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[0429] <220>

[0430] <223 WILHEE T Fmoc MBI AH KA i & B & ik

[0431]  <220>

[0432] <221>misc_feature

[0433]  <222>(4).. (4)

[0434]  <223>Xaa Ko~ (S)-2- & IE -2- FELPE -6- MHIRET ST EY

[0435]  <220>

[0436] <221>misc_feature

[0437] <222>(8).. (8)

[0438]  <223>Xaa IR (S)-2- 22k —2- I —6- MHIREAET ST

[0439]  <220>

[0440] <221>misc_feature

[0441]  <222>(15).. (15)

[0442] <223>Xaa £/~ a - I - AR

[0443]  <400>23

[0444] Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
[0445] 1 5 10 15
[0446] <210>24

[0447] <211>15

[0448]  <212>PRT

[0449]  <213> N LJ¥%

[0450]  <220>

[0451]  <223> il it FE T Fmoc F[E AH KA BRI A R & ik

[0452]  <220>

[0453] <221>misc_feature

[0454]  <222>(4).. (4)

[0455]  <223>Xaa F7 a - P - NE

[0456]  <220>

[0457] <221>misc_feature

[0458] <222>(8).. (8)

[0459]  <223>Xaa F/x (R)-2- 22k —2- FILPE —6- MIREAT ST ED

[0460]  <220>

[0461] <221>misc_feature

[0462]  <222>(15).. (15)

[0463]  <223>Xaa FIRx (S)-2- 2k —2- FILZS —9- MIREAT ST EY

[0464]  <400>24

[0465] Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
[0466] 1 5 10 15
[0467] <210>25
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[0468]
[0469]
[0470]
[0471]
[0472]
[0473]
[0474]
[0475]
[0476]
[0477]
[0478]
[0479]
[0480]
[0481]
[0482]
[0483]
[0484]
[0485]
[0486]
[0487]
[0488]
[0489]
[0490]
[0491]
[0492]
[0493]
[0494]
[0495]
[0496]
[0497]
[0498]
[0499]
[0500]
[0501]
[0502]
[0503]
[0504]
[0505]
[0506]

211>15

<212>PRT

213> NITJF4

<220>

223> (L FE T Fmoc [ [EIAH KA BT & 16 & Ik

220>

<221>misc_feature

<222>(4).. (4)

<223>Xaa F7R (S)-2- A FE —2- PILPE -6- MIREET SHTED
<220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa KR 2- AAE —2- (0 —4-MRFk) P -6- MIRESET ST
<220>

<221>misc_feature

<222>(15).. (15)

<223>Xaa F7R (S)-2— AFE —2- P -9- MR EET ST
<400>25

Glu Trp Ala Xaa Thr Ala Ala Xaa Lys Phe Leu Ala Ala His Xaa
1 5 10 15
<210>26

C211>15

<212>PRT

213> NTF%)

220>

<223> LT Fmoc Y [EIAH K- BT B & Bk

220>

<221>misc_feature

<222>(4).. (4)

<223>Xaa £/~ o - P - WK

<220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa K7~ o - FH - WA

220>

<221>misc_feature

<222>(15).. (15)

<223>Xaa #7n a - FHk - HEK

<400>26

i)
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[0507] Glu Trp Ser Xaa Thr Asp Asn Xaa Lys Gln Glu Ala Asp Arg Xaa
[0508] 1 5 10 15
[0509] <210>27

[0510] <211>15

[0511]  <212>PRT

[0512]  <213> N LJF4)

[0513]  <220>

[0514] <223 it FE T Fmoc FRIE AH KA BT & BT & ik

[0515]  <220>

[0516] <221>misc_feature

[0517]  <222>(4).. (4)

[0518]  <223>Xaa IR (S)-2- zdk -2- PILPE -6- MR EAT ST4Y)

[0519]  <220>

[0520] <221>misc_feature

[0521]  <222>(8).. (8)

[0522]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR ST ST4Y)
[0523]  <220>

[0524] <221>misc_feature

[0525]  <222>(15).. (15)

[0526]  <223>Xaa 7 (S)-2- & FE —2- FIHLIE —9- M ST ST

[0527]  <400>27

[0528] Glu Trp Ser Xaa Thr Asp Asn Xaa Lys Gln Glu Ala Asp Arg Xaa
[0529] 1 5 10 15
[0530] <210>28

[0531]  <211>15

[0532]  <212>PRT

[0533]  <213> A LJF4)

[0534]  <220>

[0535]  <223> Wi T Fmoc (I8 AH KA et & i & ik

[0536] <220>

[0537] <221>misc_feature

[0538]  <222>(4).. (4)

[0539]  <223>Xaa 7K (S)-2- Zdk —2- PILPE -6- MR EAT ST4Y)

[0540]  <220>

[0541] <221>misc_feature

[0542]  <222>(8).. (8)

[0543]  <223>Xaa 7K 2- ZAE —2- ([ —4- Mtk ) BT -6- MR EUET STAEY)
[0544]  <220>

[0545] <221>misc_feature

112



CN 101730708 B F % =* 15/75 1

[0546]  <222>(12).. (12)

[0547]  <223>Xaa KIr (R)-2- 24% —2—- FHELPE —6- MR BUET SAT4EY)

[0548]  <400>28

[0549] Glu Trp Ser Xaa Thr Asp Asn Xaa Lys Gln Glu Xaa Asp Arg Ala
[0550] 1 5 10 15
[0551] <210>29

[0552] <211>17

[0553]  <212>PRT

[0554]  <213> N LJ¥%

[0555]  <220>

[0556]  <223> MidFE T Pmoc FIE AR KA B 4 Rl & Rl ik

[0557] <220>

[0558] <221>misc_feature

[0559]  <222>(4).. (4)

[0560]  <223>Xaa K7~ (S)-2- & —2- FEPE —6- GIRBUET GAT4EY)

[0561]  <220>

[0562] <221>misc_feature

[0563]  <222>(8).. (8)

[0564]  <223>Xaa KIx 2- 2K —2- (R —4- M2k ) Pi —6- MIREET S ATED
[0565]  <220>

[0566] <221>misc_feature

[0567]  <222>(15).. (15)

[0568]  <223>Xaa N (S)-2- 2 Jik —2— FILZE —9- MR AT ST AEY)

[0569]  <400>29

[0570] Thr Arg Gln Xaa Arg Arg Asn Xaa Arg Arg Arg Trp Arg Glu Xaa Gln
[0571] 1 5 10 15
[0572] Arg

[0573]  <210>30

[0574] <211>17

[0575]  <212>PRT

[0576]  <213> N TJ#4

[0577] <220>

[0578] <223 L EE T Fmoc WIEAHIKA B & B & ik

[0579] <220>

[0580] <221>misc_feature

[0581]  <222>(4).. (4)

[0582]  <223>Xaa FKIx (S)-2- 2 —2- FEPE —6- MR BUET SATAEY)

[0583]  <220>

[0584] <221>misc_feature
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[0585]
[0586]
[0587]
[0588]
[0589]
[0590]
[0591]
[0592]
[0593]
[0594]
[0595]
[0596]
[0597]
[0598]
[0599]
[0600]
[0601]
[0602]
[0603]
[0604]
[0605]
[0606]
[0607]
[0608]
[0609]
[0610]
[0611]
[0612]
[0613]
[0614]
[0615]
[0616]
[0617]
[0618]
[0619]
[0620]
[0621]
[0622]
[0623]

<222>(8).. (8)

<223>Xaa KR 2- @Ak 2- (S -4-J&HE ) PR -6- MIREET S RTEY
<220>

<221>misc_feature

€222>(12).. (12)

<223>Xaa FoR (S)-2- & Ak —2- FILPR —6- MR BT S AT 4ED

<400>30

Thr Arg Gln Xaa Arg Arg Asn Xaa Trp Arg Arg Xaa Arg Glu Arg Gln
1 5 10 15
Arg

<210>31

211>17

<212>PRT

213> N3

<220>

<223> ML T Fmoc FY [ AH KGR & )& IR

220>

<221>misc_feature

<222>(4).. (4)

<223>Xaa F7r (S)-2- A EE —2- PP -6- MIRSET SHTED

220>

<221>misc_feature

<222>(8).. (8)

<223>Xaa KR 2- @Ik —2- ([ —4- ) PR -6- IR IREAT ST
220>

<221>misc_feature

<222>(15).. (15)

<223>Xaa FIR (S)-2- A FE —2- PILIE -9- MIREET SHTED

<400>31

Thr Arg Gln Xaa Arg Arg Asn Xaa Arg Arg Arg Trp Arg Glu Xaa Gln
1 5 10 15
Arg

<210>32

211>17

<212>PRT

213> N L4

220>

<223> W T Fmoc [ AHJIK & BRI A B IR

<220>
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[0624] <221>misc_feature

[0625]  <222>(4).. (4)

[0626] <223 >Xaa 7~ (S)-2- &It —2- FFELPE -6- MMREE] & HT4EW
[0627]  <220>

[0628] <221>misc_feature

[0629]  <222>(8).. (8)

[0630]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT —6- MIREUT ST
[0631] <220>

[0632] <221>misc_feature

[0633]  <222>(12).. (12)

[0634]  <223>Xaa i (R)-2- Z 2k -2- FILPE -6- MR ST ST4Y)
[0635]  <400>32

[0636] Thr Arg Gln Xaa Arg Arg Asn Xaa Trp Arg Arg Xaa Arg Glu Arg Gln
[0637] 1 5 10 15
[0638] Arg

[0639] <210>33

[0640] <211>15

[0641]  <212>PRT

[0642]  <213> A T %%

[0643]  <220>

[0644] <223 Wit FE T Fmoc [ AH KA B £ Rl A Bk

[0645]  <220>

[0646] <221>misc_feature

[0647]  <222>(3).. (3)

[0648]  <223>Xaa IR~ (S)-2- 2 dk —2— PILPE —6- MEREAT ST
[0649] <220>

[0650] <221>misc_feature

[0651]  <222>(7).. (7)

[0652]  <223>Xaa K~ 2- &L —2- (K —4- M2t ) Pi —6- MMIREET G ATED
[0653]  <220>

[0654] <221>misc_feature

[0655]  <222>(14).. (14)

[0656]  <223>Xaa K7~ (S)-2- & & —2—- FEEZE -9- GIRBUET &A1Y
[0657]  <400>33

[0658] Ile Leu Xaa Met Ala Val Xaa His Met Lys Ser Leu Arg Xaa Thr
[0659] 1 5 10 15
[0660] <210>34

[0661] <211>15

[0662] <212>PRT
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[0663]
[0664]
[0665]
[0666]
[0667]
[0668]
[0669]
[0670]
[0671]
[0672]
[0673]
[0674]
[0675]
[0676]
[0677]
[0678]
[0679]
[0680]
[0681]
[0682]
[0683]
[0684]
[0685]
[0686]
[0687]
[0688]
[0689]
[0690]
[0691]
[0692]
[0693]
[0694]
[0695]
[0696]
[0697]
[0698]
[0699]
[0700]
[0701]

213> N L4

220>

<223> ML FE T Fmoc FIFEIFH K BT A B A Ik

220>

<221>misc_feature

<222>(7).. (7)

<223>Xaa FIR (S)-2- ZFE —2- PILPE -6- IMIREAT ST

220>

<221>misc_feature

<222>(11).. (11)

<223>Xaa KR 2- AAE —2- (% —4-JRdk) P —6- MIREET ST
220>

<221>misc_feature

<222>(15).. (15)

<223>Xaa £~ (R)—2— A FE —2- FILPE -6- MIREET SHT4ED
<400>34

Ile Leu Arg Met Ala Val Xaa His Met Lys Xaa Leu Arg Gly Xaa
1 5 10 15
<210>35

211>15

<212>PRT

213> NTF%)

<220>

<223> ML FE T Fmoc I FEIFH K& BT A ) A Uk

220>

<221>misc_feature

<222>(3).. (3)

<223>Xaa FIR (S)-2- AFE —2- PILPE -6- MIREET SHTED

220>

<221>misc_feature

<222>(7). . (7)

<223>Xaa KR 2- AAE —2- (N —4-iFk) P -6- MIRESET SAT4EY
<220>

<221>misc_feature

<222>(14).. (14)

<223>Xaa F7R (S) —2- &Ik —2- FHLZE -9 IGIR BT S HT ALY
<400>35

Ile Leu Xaa Met Ala Val Xaa His Met Lys Ser Leu Arg Xaa Thr
1 5 10 15
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[0702] <210>36

[0703] <211>15

[0704] <212>PRT

[0705]  <213> A T4

[0706] <220>

[0707]  <223> AT FET Fmoc [fI[E AR KA BT A BRI ik

[0708] <220>

[0709] <221>misc_feature

[0710]  <222>(7).. (7)

[0711]  <223>Xaa IR (S)-2- Zdk -2- PILPE -6- MEREAT ST4EY)

[0712]  <220>

[0713] <221>misc_feature

[0714]  <222>(11).. (11)

[0715]  <223>Xaa KIx 2- &K —2- (K —4- M2t ) PE —6- MMIREET ST ED
[0716]  <400>36

[0717] Ile Leu Arg Met Ala Val Xaa His Met Lys Xaa Leu Arg Gly Arg
[0718] 1 5 10 15
[0719] <210>37

[0720] <211>16

[0721] <212>PRT

[0722]  <213> AN LJ¢%)

[0723] <220>

[0724]  <223> it T Fmoc I AH KA BT A R & ik

[0725]  <220>

[0726] <221>misc_feature

[0727]  <222>(3).. (3)

[0728]  <223>Xaa IR (S)-2- Zdk —2- PILPE -6- MR EAT ST

[0729]  <220>

[0730] <221>misc_feature

[0731]  <222>(7).. (7)

[0732]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR ST ST4Y)
[0733]  <220>

[0734] <221>misc_feature

[0735]  <222>(14).. (14)

[0736]  <223>Xaa 7 (S)-2- ZFE —2— FILZE -9- MR ST ST4EY)

[0737]  <400>37

[0738] Leu Ser Xaa Glu Thr Phe Xaa Asp Leu Trp Lys Leu Leu Xaa Glu Asn
[0739] 1 5 10 15
[0740] <210>38
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[0741] <211>16

[0742]  <212>PRT

[0743]  <213> N TJ¥%

[0744]  <220>

[0745]  <223> Wik FET Fmoc [ [ AH K& B A A ik

[0746] <220>

[0747] <221>misc_feature

[0748] <222>(3).. (3)

[0749]  <223>Xaa IR (S)-2- Zdk —2- PILPE -6- MIREAT ST
[0750]  <220>

[0751] <221>misc_feature

[0752]  <222>(7).. (7)

[0753]  <223>Xaa KIx 2- &K —2- (K —4- M2k ) Pi —6- MMIREET ST ED
[0754]  <220>

[0755] <221>misc_feature

[0756]  <222>(14).. (14)

[0757]  <223>Xaa K7~ (S)—2- 2 —2- FEZE -9- MIRBUET &A1Y
[0758]  <400>38

[0759] Leu Ser Xaa Glu Thr Ala Xaa Asp Leu Trp Lys Leu Leu Xaa Glu Asn
[0760] 1 5 10 15
[0761] <210>39

[0762] <211>16

[0763]  <212>PRT

[0764]  <213> N TJ%%

[0765]  <220>

[0766] <223 HILEET Fmoc M AHIKA B & B & ik

[0767]  <220>

[0768] <221>misc_feature

[0769]  <222>(3).. (3)

[0770]  <223>Xaa IR (S)-2- zdk -2- PILPE -6- MR EAT ST4Y)
[0771]  <220>

[0772] <221>misc_feature

[0773]  <222>(7).. (7)

[0774]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR EUT STAY)
[0775]  <220>

[0776] <221>misc_feature

[0777]  <222>(14).. (14)

[0778]  <223>Xaa 7R (S)-2- &Ik —2— FIHLSE —9- MR ST STAEY)
[0779] <400>39
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[0780]
[0781]
[0782]
[0783]
[0784]
[0785]
[0786]
[0787]
[0788]
[0789]
[0790]
[0791]
[0792]
[0793]
[0794]
[0795]
[0796]
[0797]
[0798]
[0799]
[0800]
[0801]
[0802]
[0803]
[0804]
[0805]
[0806]
[0807]
[0808]
[0809]
[0810]
[0811]
[0812]
[0813]
[0814]
[0815]
[0816]
[0817]
[0818]

Leu Ser Xaa Glu Thr Phe Xaa Asp Leu Trp Lys Leu Leu Xaa Glu Asn
1 5 10 15
<210>40

211>16

{212>PRT

213> NTF%

220>

<223> LT Fmoc FRY[EIAH K- BT B & Bk

<220>

<221>misc_feature

<222>(3).. (3)

<223>Xaa F7R (S)-2- AFE —2- PP -6- MIRSET SHTED

<220>

<221>misc_feature

<222>(7). . (7)

<223>Xaa KR 2- AAE —2- (N —4-Midk ) P -6 MIREET ST
220>

<221>misc_feature

<222>(14).. (14)

<223>Xaa F7R (S)-2- A FE —2- P -9- IHIREET SHTAED

<400>40

Leu Ser Xaa Glu Thr Ala Xaa Asp Leu Trp Lys Leu Leu Xaa Glu Asn
1 5 10 15
<210>41

<211>16

<212>PRT

213> N7

<220>

<223> ML LT Fmoc [ AH KA R 5 R -E BTk

<220>

<221>misc_feature

<222>(3).. (3)

<223>Xaa F7R (S)-2- AFE —2- PP -6- MIRSET SHTED

220>

<221>misc_feature

<222>(7). . (7)

<223>Xaa KR 2- AHE —2- (N —4-idk ) P —6- MIREUET SAT4EY
220>

<221>misc_feature
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[0819]  <222>(14).. (14)

[0820]  <223>Xaa 7 (S)-2- &It —2- FIFEZS —9- IFMREA] & HT4EW

[0821]  <400>41

[0822] Leu Ser Xaa Glu Thr Phe Xaa Asp Leu Trp Lys Leu Leu Xaa Glu Asn
[0823] 1 5 10 15
[0824] <210>42

[0825] <211>16

[0826]  <212>PRT

[0827]  <213> N TJ#4

[0828]  <220>

[08209] <223 M ILEE T Fmoc WIEAHIKA B & B & ik

[0830]  <220>

[0831] <221>misc_feature

[0832]  <222>(3).. (3)

[0833]  <223>Xaa 7K (S)-2- Z Ik -2- PILPE -6- MR ST ST4Y)

[0834]  <220>

[0835] <221>misc_feature

[0836]  <222>(7).. (7)

[0837]  <223>Xaa IR 2- @Ak —2- ([ —4- Mtk ) BT -6- MR EUET STAEY)
[0838]  <220>

[0839] <221>misc_feature

[0840]  <222>(14).. (14)

[0841]  <223>Xaa I~ (S)-2- 2 Jik —2— IS —9- MR AT ST AEY)

[0842]  <400>42

[0843] Leu Ser Xaa Glu Thr Ala Xaa Asp Leu Trp Lys Leu Leu Xaa Glu Asn
[0844] 1 5 10 15
[0845] <210>43

[0846] <211>10

[0847]  <212>PRT

[0848]  <213> A T /%%

[0849]  <220>

[0850] <223 il it T Fmoc [ AH KA BT & R & ik

[0851]  <220>

[0852] <221>misc_feature

[0853]  <222>(1).. (1)

[0854]  <223>Xaa K7~ (S)-2- 2 —2—- FEPE —6- MGIRBUET GATAEY)

[0855]  <220>

[0856] <221>misc feature

[0857]  <222>(5).. (5)
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23/75 1T

[0858]
[0859]
[0860]
[0861]
[0862]
[0863]
[0864]
[0865]
[0866]
[0867]
[0868]
[0869]
[0870]
[0871]
[0872]
[0873]
[0874]
[0875]
[0876]
[0877]
[0878]
[0879]
[0880]
[0881]
[0882]
[0883]
[0884]
[0885]
[0886]
[0887]
[0888]
[0889]
[0890]
[0891]
[0892]
[0893]
[0894]
[0895]
[0896]

<223>Xaa KR 2- AHE —2- (N —4-Jidk ) P —6- MIREET SAT4EYD
220>

<221>misc_feature

<222>(9).. (9)

<223>Xaa K7~ (R)-2- 2dFk —2- FILER —6- IR AT S AT AEY
<400>43

Xaa Asp Phe Ser Xaa Tyr Trp Lys Xaa Leu

1 5 10

<210>44

<211>10

<212>PRT

213> AL

220>

<223> ML LT Fmoc [ AH IR R & G -E BTk

220>

<221>misc_feature

<222>(1).. (1)

<223>Xaa F7i (R) —2- 2 Ft —2- FILER —6- MR BT G HTAEY
220>

<221>misc_feature

<222>(5).. (5)

<223>Xaa R 2- &Ik —2- (J —4- M%) PE —6- IR asT S H14EY
<220>

<221>misc_feature

<222>(9).. (9)

<223>Xaa F7R (S)-2- ZFE —2- PILPE -6- MIREAT ST
<400>44

Xaa Asp Phe Ser Xaa Tyr Trp Lys Xaa Leu

1 5 10

<210>45

211>22

<212>PRT

213> N3

220>

<223> ML T Fmoc FY [ AH KGR & R -E TR

220>

<221>misc_feature

<222>(9).. (9)

<223>Xaa KR (S)-2- & FE —2- PP -6- MIRSET SHT4ED
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[0897]  <220>

[0898] <221>misc_feature

[0899]  <222>(13).. (13)

[0900]  <223>Xaa RN 2- 2k —2- ([ —4- M2k ) BE —6- WIREAT ST AEY)
[0901]  <220>

[0902] <221>misc feature

[0903]  <222>(18).. (18)

[0904]  <223>Xaa F 7~ Nle ( IFZ52 % )

[0905]  <220>

[0906] <221>misc_feature

[0907]  <222>(20).. (20)

[0908]  <223>Xaa 7R (S)-2- Zdk —2- FILLE -9- MR ST SWT4Y)
[0909] <400>45

[0910] Glu Asp Tle Tle Arg Asn Tle Ala Xaa His Leu Ala Xaa Val Gly Asp

[0911] 1 5 10 15
[0912] Trp Xaa Asp Xaa Ser Ile
[0913] 20

[0914]  <210>46

[0915]  <211>17

[0916]  <212>PRT

[0917]  <213> AT &%)

[0918]  <220>

[0919] <223 MILHE T Fmoc M AH KA i & B i & ik

[0920]  <220>

[0921] <221>misc_feature

[0922]  <222>(4).. (4)

[0923]  <223>Xaa i (S)-2- &2k —2- I —6- MHIREAET GATAED
[0924] <220>

[0925] <221>misc_feature

[0926] <222>(8).. (8)

[0927]  <223>Xaa IR 2- 20 —2- (] —4- Mdd ) BR —6- IR AT S RTAY)
[0928] <220

[0929] <221>misc_feature

[0930]  <222>(13).. (13)

[0931]  <223>Xaa F7n Nle (IEZZ R )

[0932] <2207

[0933] <221>misc_feature

[0934]  <222>(15).. (15)

[0935]  <223>Xaa FKIx (S)-2- 2% —2- FAEZE -9- IR BUET &A1Y
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[0936]  <400>46

[0937] Asn Ile Ala Xaa His Leu Ala Xaa Val Gly Asp Trp Xaa Asp Xaa Ser
[0938] 1 5 10 15
[0939] Ile

[0940] <210>47

[0941] <211>15

[0942]  <212>PRT

[0943]  <213> A T /%%

[0944]  <220>

[0945]  <223> Wit FET Fmoc [RI[E AH KA BT & R & ik

[0946]  <220>

[0947] <221>misc_feature

[0948] <222>(4).. (4)

[0949]  <223>Xaa IR (S)-2- Ik -2- PILPE -6- MR SAT ST4AEY)

[0950]  <220>

[0951] <221>misc_feature

[0952]  <222>(8).. (8)

[0953]  <223>Xaa KIRx 2- 2 —2- (R —4- M2k ) PE —6- MMIREET ST ED
[0954]  <220>

[0955] <221>misc_feature

[0956]  <222>(13).. (13)

[0957]  <223>Xaa #7~ Nle ( IEZ R )

[0958]  <220>

[0959] <221>misc feature

[0960]  <222>(15).. (15)

[0961]  <223>Xaa IR (S)-2- Zdk —2— PILZE -9- MR EAT ST 4EY)

[0962]  <400>47

[0963] Asn Tle Ala Xaa His Leu Ala Xaa Val Gly Asp Trp Xaa Asp Xaa
[0964] 1 5 10 15
[0965] <210>48

[0966] <211>22

[0967]  <212>PRT

[0968]  <213> AN TJF4

[0969]  <220>

[0970] <223 JHILHEE T Fmoc WIREAHIKA B & i & ik

[0971]  <220>

[0972] <221>misc_feature

[0973]  <222>(9).. (9)

[0974]  <223>Xaa 7R (S)-2- &Ik —2- FIHPE -6- MR SET ST4EY)
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[0975]  <220>

[0976] <221>misc_feature

[0977]  <222>(13).. (13)

[0978]  <223>Xaa TN 2- ZHE —2- ([ —4- Mdk ) BE —6- IIREAT ST AEY)
[0979] <220>

[0980] <221>misc feature

[0981]  <222>(18).. (18)

[0982]  <223>Xaa #F 7~ Nle ( IFZ2 % )

[0983]  <220>

[0984] <221>misc_feature

[0985]  <222>(20).. (20)

[0986]  <223>Xaa 7K (S)-2- Zdk —2- PILLE -9- MR ST SWT4Y)
[0987] <400>48

[0988] Glu Asp Tle Tle Arg Asn Tle Ala Xaa His Leu Ala Xaa Val Gly Asp

[0989] 1 5 10 15
[0990] Trp Xaa Asp Xaa Ser Ile
[0991] 20

[0992]  <210>49

[0993]  <211>17

[0994]  <212>PRT

[0995]  <213> N T J%#%)

[0996]  <220>

[0997] <223 MILHE T Fmoc MBI AH KA i & B i & ik

[0998]  <220>

[0999] <221>misc_feature

[1000]  <222>(4).. (4)

[1001]  <223>Xaa IR (S)-2- &2k —2- I -6- MHIREAET GAT4ED
[1002] <220>

[1003] <221>misc_feature

[1004] <222>(8).. (8)

[1005]  <223>Xaa KIx 2- 2K —2- (K —4- M2k ) Pi —6- MMIREET G ATED
[1006] <220

[1007] <221>misc_feature

[1008]  <222>(13).. (13)

[1009]  <223>Xaa F7n Nle ( IEZZ 1R )

[1010] <2207

[1011] <221>misc_feature

[1012]  <222>(15).. (15)

[1013]  <223>Xaa iR (S)-2- Z Ak —2- FALES -9 MR EAT ST EY
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[1014]  <400>49

[1015] Asn Ile Ala Xaa His Leu Ala Xaa Val Gly Asp Trp Xaa Asp Xaa Ser
[1016] 1 5 10 15
[1017] Ile

[1018] <210>50

[1019] <211>15

[1020]  <212>PRT

[1021]  <213> A LJF4)

[1022] <220>

[1023]  <223> it FE T Fmoc FRIJE AH K-S BT & BT & ik

[1024]  <220>

[1025] <221>misc_feature

[1026]  <222>(4).. (4)

[1027]  <223>Xaa K7R (S)—2- &Ik —2- FILER —6- MR BT S HIEY

[1028] <220>

[1029] <221>misc_feature

[1030]  <222>(8).. (8)

[1031]  <223>Xaa K7 2- ZAE —2- (N —4- ik ) PE —6- MRS T S HTEY)
[1032] <220>

[1033] <221>misc_feature

[1034]  <222>(13).. (13)

[1035]  <223>Xaa # 7~ Nle ( IEZ R )

[1036] <220>

[1037] <221>misc feature

[1038]  <222>(15).. (15)

[1030]  <223>Xaa IR (S)—2- Z Ik —2- FILZE -9- WML BT S HTAEY

[1040]  <400>50

[1041] Asn Tle Ala Xaa His Leu Ala Xaa Val Gly Asp Trp Xaa Asp Xaa
[1042] 1 ) 10 15
[1043]  <210>51

[1044] <211>21

[1045]  <212>PRT

[1046] <213> AT %%

[1047] <220>

[1048]  <223> i id T Fmoc FIJE AH K-S Rl M -E B & Ik

[1049] <220>

[1050] <221>misc_feature

[1051]  <222>(2).. (2)

[1052]  <223>Xaa 7R (S)-2- &Ik —2—- FIHPE -6- M SET ST
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[1053]  <220>

[1054] <221>misc_feature

[1055]  <222>(6).. (6)

[1056]  <223>Xaa IR 2- 2 dk —2- (& —4- M kE ) PE—6- MREET S ATEY)
[1057]  <220>

[1058] <221>misc feature

[1059] <222 (10).. (10)

[1060]  <223>Xaa K7~ (R)—2- ZFk —2- FILEE —6- MR EET G RTAEY

[1061]  <400>51

[1062] Leu Xaa Ile Leu Gln Xaa Ala Val Gln Xaa Ile Leu Gly Leu Glu Gln

[1063] 1 5 10 15
[1064] Gln Val Arg Glu Arg
[1065] 20

[1066] <210>52

[1067] <211>21

[1068] <212>PRT

[1069]  <213> A T /%%

[1070]  <220>

[1071]  <223> Wit FET Fmoc I AH KA BRI & R & ik

[1072]  <220>

[1073] <221>misc_feature

[1074]  <222>(2).. (2)

[1075]  <223>Xaa K7~ (S)—2- ZFk —2- FAELPE -6- MR EUET ST 4D
[1076] <220>

[1077] <221>misc_feature

[1078] <222>(6).. (6)

[1079]  <223>Xaa IR 2- 24k —2- ([ —4- Mtk ) BT —6- MIREUT ST 4EY)
[1080]  <220>

[1081] <221>misc_feature

[1082]  <222>(13).. (13)

[1083]  <223>Xaa 7K (S)-2- zdk -2- PILLE -9- MR ST ST4Y)
[1084]  <400>52

[1085] Leu Xaa Ile Leu Gln Xaa Ala Val Gln Val Ile Leu Xaa Leu Glu Gln

[1086] 1 5 10 15
[1087] Gln Val Arg Glu Arg
[1088] 20

[1089]  <210>53
[10900] <211>21
[1091]  <212>PRT
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[1092]  <213> ATLJ¢%

[1093] <220>

[1094] <223 WILFEE T Fmoc MBI AH KA i & B & sl ik

[1095]  <220>

[1096] <221>misc_feature

[1097]  <222>(9).. (9)

[1098]  <223>Xaa IR~ (S)-2- 2 dk —2— PILPE —6- MEREAT ST
[1099] <220>

[1100] <221>misc_feature

[1101]  <222>(13).. (13)

[1102]  <223>Xaa IR 2- 244k —2- ([ —4- Mtk ) BT -6- MIREUT ST4Y)
[1103]  <220>

[1104] <221>misc_feature

[1105]  <222>(17).. (17)

[1106]  <223>Xaa i (R)-2- zdk -2- PILPE -6- MR SAT ST4Y)
[1107]  <400>53

[1108] Leu Leu Ile Leu Gln Gln Ala Val Xaa Val Ile Leu Xaa Leu Glu Gln

[1109] 1 5 10 15
[1110] Xaa Val Arg Glu Arg
[1111] 20

[1112]  <210>54

[1113]  <211>21

[1114]  <212>PRT

[1115]  <213> N T4

[1116] <220>

[1117]  <223> Wit T Fmoc WL AH KA B G R A ik

[1118] <220>

[1119] <221>misc_feature

[1120]  <222>(9).. (9)

[1121]  <223>Xaa FI7x (S)-2- & &E —2- FEPE —6- GIRBET GAT4EY)
[1122] <220

[1123] <221>misc_feature

[1124]  <222>(13).. (13)

[1125]  <223>Xaa Kon 2- B —2- (I8 ~4- M2 ) R -6- MR EET A RTAEY)
[1126] <2207

[1127] <221>misc_feature

[1128]  <222>(20).. (20)

[1129]  <223>Xaa KIx (S)-2- 25 —2- FHREZE -9- MR BT S AT4EY)
[1130]  <400>54
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[1131] Leu Leu Ile Leu Gln Gln Ala Val Xaa Val Ile Leu Xaa Leu Glu Gln

[1132] 1 5 10 15
[1133] Gln Val Arg Xaa Arg
[1134] 20

[1135]  <210>55

[1136] <211>21

[1137] <212>PRT

[1138]  <213> ATJ¥4

[1139]  <220>

[1140]  <223> Wit FET Fmoc [FI[E AH KA BT & R Bk

[1141]  <220>

[1142] <221>misc_feature

[1143] <222>(5).. (5)

[1144]  <223>Xaa IR (S)-2- 22k —2- I —6- MIREET ST
[1145]  <220>

[1146] <221>misc_feature

[1147]  <222>(9).. (9)

[1148]  <223>Xaa KR 2- 20k —2- (0 —4- M2k ) BR —6- IR AT S RTAY)
[1149] <2205

[1150] <221>misc_feature

[1151]  <222>(13).. (13)

[1152]  <223>Xaa Fx (R)-2- & JE —2- P -6- IGHIREET GATAED
[1153]  <400>55

[1154] Leu Leu Ile Leu Xaa Gln Ala Val Xaa Val Ile Leu Xaa Leu Glu Gln

[1155] 1 5 10 15
[1156] Gln Val Arg Glu Arg
[1157] 20

[1158]  <210>56

[1159] <211>21

[1160]  <212>PRT

[1161]1  <213> AN TJF4

[1162]  <220>

[1163]  <223> it 3T Fmoc [ [EAHRK G B A Al & R
[1164]  <220>

[1165] <221>misc_feature

[1166] <222>(5).. (5)

[1167]  <223>Xaa IR (S)-2- z ik —2- FILPE -6- MIREAT SHTHEY
[1168]  <220>

[1169] <221>misc_feature
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[1170]  <222>(9).. (9)

[1171]  <223>Xaa £7R 2- &2 —2- (% —4- Mtk ) PE —6- MmIREET S 114
[1172] <220>

[1173]  <221>misc_feature

[1174]1  <222>(16).. (16)

[1175]  <223>Xaa Fr (S)-2- 22k —2- FIEESS -0 IR IREAT ST

[1176]  <400>56

[1177] Leu Leu Tle Leu Xaa Gln Ala Val Xaa Val Tle Leu Gly Leu Glu Xaa

[1178] 1 5 10 15
[1179] Gln Val Arg Glu Arg
[1180] 20

[1181]  <210>57

[1182] <211>21

[1183]  <212>PRT

[1184]  <213> A T /%%

[1185]  <220>

[1186]  <223> MILHEE T Fmoc WIREAHIKA B & i & ik

[1187]  <220>

[1188] <221>misc_feature

[1189] <222>(5).. (5)

[1190]  <223>Xaa 7 (S)-2- &Ik —2- PP -6- M SET ST
[1191]  <220>

[1192] <221>misc_feature

[1193]  <222>(9).. (9)

[1194]  <223>Xaa IR 2- 2k —2- ([ —4- M2k ) BT —6- MIREUT ST 4EY)
[1195]  <220>

[1196] <221>misc_feature

[1197]  <222>(13).. (13)

[1198]  <223>Xaa IR 2- 244 —2- ([ —4- Mtk ) BT -6- MIREUT ST4Y)
[1199]  <220>

[1200] <221>misc_feature

[1201]  <222>(17).. (17)

[1202]  <223>Xaa IR (S)-2- zdk -2- PILPE -6- MR ST STAEY)
[1203] <400>57

[1204] Leu Leu Ile Leu Xaa Gln Ala Val Xaa Val Ile Leu Xaa Leu Glu Gln

[1205] 1 5 10 15
[1206] Xaa Val Arg Glu Arg
[1207] 20

[1208] <210>58
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[1209] <211>21

[1210]  <212>PRT

[1211]  <213> AN Lf¢%)

[1212]  <220>

[1213]  <223> Wik FET Fmoc [ [ AH K& B A A ik

[1214]  <220>

[1215] <221>misc_feature

[1216] <222>(2).. (2)

[1217]  <223>Xaa &I (S)-2- 2 dk -2- PILPE -6- MEREAT ST
[1218]  <220>

[1219] <221>misc_feature

[1220]  <222>(6).. (6)

[1221]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR EUT ST4Y)
[1222]  <220>

[1223] <221>misc_feature

[1224]  <222>(10).. (10)

[1225]  <223>Xaa 7~ (R)—2- 25 —2- FEPE —6- GIRBUET GAT4EY)
[1226] <400>58

[1227] Leu Xaa Ile Leu Gln Xaa Ala Val Gln Xaa Ile Leu Gly Leu Glu Gln

[1228] 1 5 10 15
[1229] Gln Val Arg Glu Arg
[1230] 20

[1231]  <210>59

[1232] <211>21

[1233] <212>PRT

[1234]  <213> AN TJ%%)

[1235]  <220>

[1236]  <223> WILEE T Fmoc WIEAHIKA B & B & ik

[1237]  <220>

[1238] <221>misc_feature

[1239]  <222>(2).. (2)

[1240]  <223>Xaa IR (S)-2- zdk -2- PILPE -6- MR SAT ST4Y)
[1241]  <220>

[1242] <221>misc_feature

[1243]  <222>(6).. (6)

[1244]  <223>Xaa F®In 2- & & —2- (K —4- G55 ) BR -6- JGIERBET G 1T EY)
[1245]  <220>

[1246] <221>misc_feature

[1247]  <222>(13).. (13)
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[1248]  <223>Xaa F77% (S) -2 I ~2- FHLE -9 RRBRAT & HTEY)
[1249]  <400>59
[1250] Leu Xaa Ile Leu Gln Xaa Ala Val Gln Val Ile Leu Xaa Leu Glu Gln

[1251] 1 5 10 15
[1252] Gln Val Arg Glu Arg
[1253] 20

[1254] <210>60

[1255] <211>21

[1256] <212>PRT

[1257]1  <213> AN TJ%%)

[1258]  <220>

[1259]  <223> Wit T Fmoc [FI[E AH KA BT -& R Bk

[1260]  <220>

[1261] <221>misc_feature

[1262]  <222>(9).. (9)

[1263]  <223>Xaa IR (S)-2- 2k —2- I —6- MIREET GTHED
[1264]  <220>

[1265] <221>misc_feature

[1266]  <222>(13).. (13)

[1267]  <223>Xaa 7K 2- ZHE —2- ([ —4- Mtk ) P8 -6- MR EUT ST
[1268] <220>

[1269] <221>misc_feature

[1270]  <222>(17).. (17)

[1271]  <223>Xaa 7R (R) —2- ZFk —2- FAELPE —6- IR EET ST 4D
[1272]  <400>60

[1273] Leu Leu Ile Leu Gln Gln Ala Val Xaa Val Ile Leu Xaa Leu Glu Gln

[1274] 1 5 10 15
[1275] Xaa Val Arg Glu Arg
[1276] 20

[1277] <210>61

[1278] <211>21

[1279]  <212>PRT

[1280] <213> ATJ¥4)

[1281]  <220>

[1282] <223 MILFEET Fmoc FIEAH KA B & B & pdik

[1283]  <220>

[1284] <221>misc_feature

[1285]  <222>(9).. (9)

[1286]  <223>Xaa 7K (S)-2- &Ik —2- PP -6- M SET ST
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[1287]  <220>

[1288] <221>misc_feature

[1289]  <222>(13).. (13)

[1200]  <223>Xaa IR 2- 2 dk —2- (& —4- M kL) PE-6- MREET G ATEY)
[12901]  <220>

[1292] <221>misc_feature

[1203]  <222>(20).. (20)

[1294]  <223>Xaa 7R (S)—2- 2 Fk —2- FILZE -9- MR BT S RTAEY

[1295]  <400>61

[1296] Leu Leu Ile Leu Gln Gln Ala Val Xaa Val Ile Leu Xaa Leu Glu Gln

[1297] 1 5 10 15
[1298] Gln Val Arg Xaa Arg
[1299] 20

[1300] <210>62

[1301] <211>21

[1302]  <212>PRT

[1303]  <213> A T /%%

[1304]  <220>

[1305]  <223> il it FE T Fmoc [ AH KA B IMT & R & ik

[1306] <220>

[1307] <221>misc_feature

[1308]  <222>(5).. (5)

[1309]  <223>Xaa I~ (S)-2- 2 J& —2— FILPE —6- MEREAT ST
[1310] <220>

[1311]  <221>misc_feature

[1312]  <222>(9).. (9)

[1313]  <223>Xaa IR 2- 24k —2- ([ —4- Mtk ) BT —6- MIREUT ST 4EY)
[1314]  <220>

[1315] <221>misc_feature

[1316]  <222>(13).. (13)

[1317]  <223>Xaa 7R (R) -2- 2k -2- PILPE -6- MR EAT ST4Y)
[1318]  <400>62

[1319] Leu Leu Ile Leu Xaa Gln Ala Val Xaa Val Ile Leu Xaa Leu Glu Gln

[1320] 1 5 10 15
[1321] Gln Val Arg Glu Arg
[1322] 20

[1323] <210>63
[1324] <211>21
[1325]  <212>PRT
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[1326] <213> A LJ¢%

[1327]  <220>

[1328] <223 WILHEET Fmoc M AH KA i & B & ik

[1329] <220>

[1330] <221>misc_feature

[1331]  <222>(5).. (5)

[1332]  <223>Xaa IR (S)-2- 2 dk —2- PILPE -6- MEREAT ST
[1333] <220>

[1334] <221>misc_feature

[1335]  <222>(9).. (9)

[1336]  <223>Xaa IR 2- 244 —2- ([ —4- Mtk ) BT -6- MR EUT S1T4Y)
[1337]  <220>

[1338] <221>misc_feature

[1339]  <222>(16).. (16)

[1340]  <223>Xaa IR (S)-2- zdk -2- PILLE -9- MR ST ST4Y)
[1341]  <400>63

[1342] Leu Leu Ile Leu Xaa Gln Ala Val Xaa Val Ile Leu Gly Leu Glu Xaa

[1343] 1 5 10 15
[1344] Gln Val Arg Glu Arg
[1345] 20

[1346] <210>64

[1347] <211>21

[1348]  <212>PRT

[1349]  <213> N TJ%%

[1350]  <220>

[1351]  <223> @idFE T Pmoc FIE AR KA B 4 Rl & Rk

[1352]  <220>

[1353] <221>misc_feature

[1354] <222>(5).. (5)

[1355]  <223>Xaa K7~ (S)-2- & & —2- FEPE —6- GIRBUET &A1Y
[1356]  <220>

[1357] <221>misc_feature

[1358]  <222>(9).. (9)

[1359]  <223>Xaa KIx 2- &K —2- (K —4- M2k ) Pi —6- MMIREET G ATED
[1360]  <220>

[1361] <221>misc_feature

[1362]  <222>(13).. (13)

[1363]  <223>Xaa 7K 2- ZHE —2- ([ —4- Mtk ) P8 —-6- MR EUT T4
[1364]  <220>
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[1365] <221>misc_feature

[1366]  <222>(17).. (17)

[1367]  <223>Xaa 7R (S)-2- &Ik —2- FALPE -6- IR EET ST 44

[1368]  <400>64

[1369] Leu Leu Ile Leu Xaa Gln Ala Val Xaa Val Ile Leu Xaa Leu Glu Gln

[1370] 1 5 10 15
[1371] Xaa Val Arg Glu Arg
[1372] 20

[1373]  <210>65

[1374]  <211>30

[1375]  <212>PRT

[1376] <213> A T4

[1377] <2207

[1378]  <223> WIiLFE T Pmoc FI[EAH KA B 4 Rl i & Rk

[1379] <2207

[1380] <221>misc_feature

[1381]  <222>(14).. (14)

[1382]  <223>Xaa KIx (S)-2- 2K —2- FEPE —6- GIRBUET GATAEY)
[1383] <2207

[1384] <221>misc_feature

[1385]  <222>(18).. (18)

[1386]  <223>Xaa IR~ 2- 20k —2- ([ —4- M2k ) BE —6- IGIREAT ST AEY)
[1387]  <220>

[1388] <221>misc feature

[1389]  <222>(22).. (22)

[1390]  <223>Xaa K~ 2- & & —2- (R —4- M2k ) Pi —6- MGIREET ST ED
[1391] <220>

[1392] <221>misc_feature

[1393]  <222>(26).. (26)

[1394]  <223>Xaa K7~ (S)-2- & & —2- FEPE —6- GIRBET GATEY)
[1395]  <400>65

[1396] His Ala Glu Gly Thr Phe Thr Ser Asp Val Ser Ser Tyr Xaa Glu Gly

[1397] 1 5 10 15
[1398] Gln Xaa Ala Lys Glu Xaa Ile Ala Trp Xaa Val Lys Gly Arg
[1399] 20 25 30

[1400] <210>66

[1401] <211>30

[1402]  <212>PRT

[1403]  <213> N LJ%%
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[1404]  <220>

[1405]  <223> @it I T Fmoc [ AH KA BT & B & ik

[1406] <220>

[1407] <221>misc_feature

[1408]  <222>(14).. (14)

[1400]  <223>Xaa K7~ (S)-2- & Jk —2- FELPE —6- IGIRBUAET ST AEY
[1410]  <220>

[1411]  <221>misc_feature

[1412]  <222>(18).. (18)

[1413]  <223>Xaa F75 2- B -2- (IR ~4- K96 ) B -6~ MRRsUAT AT
[1414]  <220>

[1415] <221>misc_feature

[1416]  <222>(25).. (25)

[1417]  <223>Xaa IR (S)-2- 22k —2- FILZE -9- MIREAT ST
[1418]  <400>66

[1419] His Ala Glu Gly Thr Phe Thr Ser Asp Val Ser Ser Tyr Xaa Glu Gly

[1420] 1 5 10 15
[1421] Gln Xaa Ala Lys Glu Phe Ile Ala Xaa Leu Val Lys Gly Arg
[1422] 20 25 30

[1423] <210>67

[1424]  <211>30

[1425]  <212>PRT

[1426]  <213> AN Lf¢%

[1427]  <220>

[1428] <223 WL FET Fmoc HIE AR A B & & ik

[1429]  <220>

[1430] <221>misc_feature

[1431]  <222>(18).. (18)

[1432]  <223>Xaa IR (S)-2- 2z 2k —2- I -6- MIREET ETED
[1433] <220>

[1434] <221>misc_feature

[1435]  <222>(22).. (22)

[1436]  <223>Xaa KR 2- 20 —2- (] —4- MdL ) R —6- IR EET S RTAY)
[1437]  <220>

[1438] <221>misc_feature

[1439]  <222>(29).. (29)

[1440]  <223>Xaa IR (S)-2- Z ik —2- FILLS —9- MIREAT STEY
[1441]  <400>67

[1442] His Ala Glu Gly Thr Phe Thr Ser Asp Val Ser Ser Tyr Leu Glu Gly
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[1443] 1 5 10 15
[1444] GIn Xaa Ala Lys Glu Xaa Ile Ala Trp Leu Val Lys Xaa Arg
[1445] 20 25 30

[1446] <210>68

[1447]  <211>30

[1448] <212>PRr

[1449]  <213> AN T4

[1450]  <220>

[1451]  <223> It T Fmoc [FI[E AH KA BT & R K& ek

[1452]  <220>

[1453] <221>misc_feature

[1454]  <222>(17).. (17)

[1455]  <223>Xaa I (S)-2- 2tk —2- FILPE —6- MIREAT ST
[1456]  <220>

[1457] <221>misc_feature

[1458]  <222>(21).. (21)

[1450]  <223>Xaa IR 2- 2k —2- (& —4- Mdk ) BR —6- IR AT S RTAY)
[1460]  <220>

[1461] <221>misc_feature

[1462] <222>(25).. (25)

[1463]  <223>Xaa IR 2- 2k —2- (& —4- Mtk ) PR -6- IR AT S RTAY)
[1464]  <220>

[1465] <221>misc_feature

[1466] <222>(29).. (29)

[1467]  <223>Xaa Ko (S)-2- & & —2- I —6- MHIREET GAT4ED
[1468]  <400>68

[1469] His Ala Glu Gly Thr Phe Thr Ser Asp Val Ser Ser Tyr Leu Glu Gly

[1470] 1 5 10 15
[1471] Xaa Ala Ala Lys Xaa Phe Tle Ala Xaa Leu Val Lys Xaa Arg
[1472] 20 25 30

[1473]  <210>69

[1474] <211>30

[1475]  <212>PRT

[1476]  <213> A T %%

[1477]1  <220>

[1478]  <223> Wit FET Fmoc [ AH KA BT & R ik
[1479]  <220>

[1480] <221>misc_feature

[1481]  <222>(21).. (21)
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[1482]  <223>Xaa 7 (S)-2- &Ik -2- PP -6- MR SET ST
[1483]  <220>

[1484] <221>misc_feature

[1485]  <222>(25).. (25)

[1486]  <223>Xaa FK7R 2- 2 HE —2- ([} —4- M@tk ) PE—6- mIREUET SAT4ED
[1487] <220>

[1488] <221>misc_feature

[1489]  <222>(29).. (29)

[1490]  <223>Xaa IR (R)—2- Z 2k -2- FILPE —6- MR EAT ST4EY)
[1491]  <400>69

[1492] His Ala Glu Gly Thr Phe Thr Ser Asp Val Ser Ser Tyr Leu Glu Gly

[1493] 1 5 10 15
[1494] Gln Ala Ala Lys Xaa Phe Tle Ala Xaa Leu Val Lys Xaa Arg
[1495] 20 25 30

[1496] <210>70

[1497] <211>30

[1498]  <212>PRT

[1499]  <213> AT ¥4

[1500]  <220>

[1501] <223 i id T Fmoc [ AH IS Bl M -E B & ik

[1502]  <220>

[1503] <221>misc_feature

[1504]  <222>(10).. (10)

[1505]  <223>Xaa F7R (R)-2- ZJk —2- HIALZE —0- IRl kT ST EY)
[1506]  <220>

[1507] <221>misc_feature

[1508]  <222>(17).. (17)

[1509]  <223>Xaa IR 2- 244k —2- ([ —4- Mtk ) BT -6- MIREUT ST 4EY)
[1510]  <220>

[1511]  <221>misc_feature

[1512]  <222>(24).. (24)

[1513]  <223>Xaa 7K (S)-2- zdk -2- PILLE -9- MR ST ST4Y)
[1514]  <400>70

[1515] His Ala Glu Gly Thr Phe Thr Ser Asp Xaa Ser Ser Tyr Leu Glu Gly

[1516] 1 5 10 15
[1517] Xaa Ala Ala Lys Glu Phe Ile Xaa Trp Leu Val Lys Gly Arg
[1518] 20 25 30

[1519] <210>71
[1520] <211>30
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[1521]  <212>PRT

[1522]  <213> N LJ%%

[1523]  <220>

[1524]  <223> MWIEHE T Fmoc [ AF K -G 1 4 B 16 B

[1525]  <220>

[1526] <221>misc_feature

[1527]  <222>(16).. (16)

[1528]  <223>Xaa IR (S)-2- Zdk —2— PILPE —6- MR EAT ST
[1529]  <220>

[1530] <221>misc_feature

[1531]  <222>(20).. (20)

[1532]  <223>Xaa KIx 2- &K —2- (K —4- M2k ) Pt —6- MGIREET ST ED
[1533]  <220>

[1534] <221>misc_feature

[1535]  <222>(27).. (27)

[1536]  <223>Xaa K7~ (S)-2- & FE —2- FEZE -9- IR BUET &A1Y
[1537]  <400>71

[1538] His Ala Glu Gly Thr Phe Thr Ser Asp Val Ser Ser Tyr Leu Glu Xaa

[1539] 1 5 10 15
[1540] Gln Ala Ala Xaa Glu Phe Ile Ala Trp Leu Xaa Lys Gly Arg
[1541] 20 25 30

[1542]  <210>72

[1543] <211>30

[1544]  <212>PRT

[1545]  <213> N TJ¥%

[1546]  <220>

[1547]  <223> WILEE T Fmoc HIEAHIKA B & B & ik

[1548]  <220>

[1549] <221>misc_feature

[1550]  <222>(13).. (13)

[1551]  <223>Xaa F7x (R)—2- & & —2- FEEZE -9- IR BUET &A1Y
[1552]  <220>

[1553] <221>misc_feature

[1554]  <222>(20).. (20)

[1555]  <223>Xaa KIx 2- 2K —2- (K —4- M2k ) Pi —6- MMIREET S ATED
[1556]  <220>

[1557] <221>misc_feature

[1558]  <222>(27).. (27)

[1559]  <223>Xaa KIx (S)-2- 245 —2- FHAEZE -9- IR BT &A1Y
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[1560]
[1561]
[1562]
[1563]
[1564]
[1565]
[1566]
[1567]
[1568]
[1569]
[1570]
[1571]
[1572]
[1573]
[1574]
[1575]
[1576]
[1577]
[1578]
[1579]
[1580]
[1581]
[1582]
[1583]
[1584]
[1585]
[1586]
[1587]
[1588]
[1589]
[1590]
[1591]
[1592]
[1593]
[1594]
[1595]
[1596]
[1597]
[1598]

<400>72
His Ala Glu Gly Thr Phe Thr Ser Asp Val Ser Ser Xaa Leu Glu Gly
1 5 10 15
Gln Ala Ala Xaa Glu Phe Ile Ala Trp Leu Xaa Lys Gly Arg
20 25 30
<210>73
<211>30
<212>PRT
213> N7
<220>
<223> ML LT Fmoc [ AH KA R & R -E TR
220>

<221>misc_feature
<222>(12).. (12)
<223>Xaa F7R (S)-2- AEE —2- PP -6- MIRSET SHTED
<220>
<221>misc_feature
<222>(16).. (16)
<223>Xaa F7R 2- AHE —2- (N —4-Jidk ) P -6- MIREET SHT4EYD
220>
<221>misc_feature
€222>(23).. (23)
<223>Xaa F£7R (S)-2- 2 Fk —2- MILIE -9 IGIR AT S AT AEY
<400>73
His Ala Glu Gly Thr Phe Thr SerAsp Val Ser Xaa Tyr Leu Glu Xaa
1 5 10 15
Gln Ala Ala Lys Glu Phe Xaa Ala Trp Leu Val Lys Gly Arg
20 25 30
<210>74
<211>30
<212>PRT
213> N3
<220>
<223> ML LT Fmoc FY [ AH IR R & G -E TR
220>
<221>misc_feature
<222>(10).. (10)
<223>Xaa F7R (S)-2- A EE —2- PP -6- MIRSET SHT4ED
<220>

139



CN 101730708 B F % =* 42/75 T

[1599] <221>misc_feature

[1600]  <222>(14).. (14)

[1601]  <223>Xaa 7K 2- ZHE —2- ([ —4- Mtk ) P8 -6- MR sUT T4
[1602]  <220>

[1603] <221>misc_feature

[1604]  <222>(21).. (21)

[1605]  <223>Xaa IR (S)—2- 2z Fk —2- FILZE -9 MR BT S RTAEY

[1606]  <400>74

[1607] His Ala Glu Gly Thr Phe Thr Ser Asp Xaa Ser Ser Tyr Xaa Glu Gly

[1608] 1 5 10 15
[1609] Gln Ala Ala Lys Xaa Phe Tle Ala Trp Leu Val Lys Gly Arg
[1610] 20 25 30

[1611]  <210>75

[1612] <211>30

[1613]  <212>PRT

[1614]  <213> A T %%

[1615]  <220>

[1616]  <223> MILHEE T Fmoc HIREAHIKG B & B & ik

[1617]  <220>

[1618] <221>misc_feature

[1619]  <222>(8).. (8)

[1620]  <223>Xaa K~ (S)-2- &k —2- FEPE -6- IHIREET GATAEY
[1621]  <220>

[1622] <221>misc feature

[1623]  <222>(12).. (12)

[1624]  <223>Xaa IR 2- 24k —2- ([ —4- Mtk ) BT —6- MIREUT ST 4EY)
[1625]  <220>

[1626] <221>misc_feature

[1627]  <222>(19).. (19)

[1628]  <223>Xaa I (S)-2- zdk —2- PILLE -9- MR ST ST4Y)
[1629]  <400>75

[1630] His Ala Glu Gly Thr Phe Thr Xaa Asp Val Ser Xaa Tyr Leu Glu Gly

[1631] 1 5 10 15
[1632] Gln Ala Xaa Lys Glu Phe Tle Ala Trp Leu Val Lys Gly Arg
[1633] 20 25 30

[1634] <210>76

[1635] <211>30

[1636] <212>PRT
[1637]  <213> AN LJ¢%)
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[1638]
[1639]
[1640]
[1641]
[1642]
[1643]
[1644]
[1645]
[1646]
[1647]
[1648]
[1649]
[1650]
[1651]
[1652]
[1653]
[1654]
[1655]
[1656]
[1657]
[1658]
[1659]
[1660]
[1661]
[1662]
[1663]
[1664]
[1665]
[1666]
[1667]
[1668]
[1669]
[1670]
[1671]
[1672]
[1673]
[1674]
[1675]
[1676]

<220>
<223> W EFET Fmoc F [ AH K& BRI A B 5 BIK
<220>
<221>misc_feature
<222>(8).. (8)
<223>Xaa FoR (S)-2- & Ak —2- FILPR —6- MR BT S AT 4ED
220>
<221>misc_feature
<222>(12).. (12)
<223>Xaa FIR 2- AAE —2- (% —4-JRdk) P —6- MIREET &A1Y
<220>
<221>misc_feature
<222>(16).. (16)
<223>Xaa £~ (R)—2- A FE —2- FILPE -6- MR EET S T4
<400>76
His Ala Glu Gly Thr Phe Thr Xaa Asp Val Ser Xaa Tyr Leu Glu Xaa
1 5 10 15
Gln Ala Ala Lys Glu Phe Ile Ala Trp Leu Val Lys Gly Arg
20 25 30
<210>77
<211>30
<212>PRT
213> NTF%)
<220>
<223> WILFEET Fmoc WA AHIKA B & B & ik
220>
<221>misc_feature
<222>(8).. (8)
<223>Xaa F7R (S)-2- AFE —2- PP -6- MIREET SHTED
<220>
<221>misc_feature
<222>(12).. (12)
<223>Xaa KR 2- AAE —2- (0 —4-JiFk) P -6- MIRESET ST
220>
<221>misc_feature
<222>(16).. (16)
<223>Xaa KR 2- AHE —2- (N —4-idk ) P —6- MIREUET SAT4EY
220>
<221>misc_feature
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[1677]
[1678]
[1679]
[1680]
[1681]
[1682]
[1683]
[1684]
[1685]
[1686]
[1687]
[1688]
[1689]
[1690]
[1691]
[1692]
[1693]
[1694]
[1695]
[1696]
[1697]
[1698]
[1699]
[1700]
[1701]
[1702]
[1703]
[1704]
[1705]
[1706]
[1707]
[1708]
[1709]
[1710]
[1711]
[1712]
[1713]
[1714]
[1715]

<222>(20).. (20)
<223>Xaa F7R (S)-2- A FE —2- PP -6- MIRSET SHT4ED
<400>77
His Ala Glu Gly Thr Phe Thr Xaa Asp Val Ser Xaa Tyr Leu Glu Xaa
1 5 10 15
Gln Ala Ala Xaa Glu Phe Ile Ala Trp Leu Val Lys Gly Arg
20 25 30
<210>78
<211>30
<212>PRT
213> AL
220>
<223> ML LT Fmoc [ AH KA G & R -E BTk
<220>
<221>misc_feature
<222>(12).. (12)
<223>Xaa F7R (S)-2- AEE —2- PP -6- MIRSET SHTED
<220>
<221>misc_feature
<222>(16).. (16)
<223>Xaa KR 2- AHE —2- (4 —4- 2k ) P —6- MIREET SHT4ED
<220>
<221>misc_feature
<222>(20).. (20)
<223>Xaa £~ (R)-2- ZFE —2- PILPE -6- IMIREET ST
<400>78
His Ala Glu Gly Thr Phe Thr Ser Asp Val Ser Xaa Ty Leu Glu Xaa
1 5 10 15
Gln Ala Ala Xaa Glu Phe Ile Ala Trp Leu Val Lys Gly Arg
20 25 30
<210>79
211>27
<212>PRT
213> N3
220>
<223> ML T Fmoc FY I AH KGR & R -E B TR
220>
<221>misc_feature
<222>(8).. (8)
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[1716] <223 >Xaa £ (S)-2- &It —2- FHIEEPE -6- IHREE] &HT4EY
[1717]  <220>

[1718] <221>misc_feature

[1719]  <222>(12).. (12)

[1720]  <223>Xaa F7n 2- & —2- (% —4- MdL ) R -6- MR S R4
[1721]  <220>

[1722] <221>misc_feature

[1723]  <222>(19).. (19)

[1724]  <223>Xaa IR (S)-2- 2 dk -2- PILLE -9- MR EAT ST 4EY)
[1725]  <400>79

[1726] Ser Gly Ser Trp Leu Arg Asp Xaa Trp Asp Trp Xaa Cys Thr Val Leu

[1727] 1 5 10 15
[1728] Thr Asp Xaa Lys Thr Trp Leu Gln Ser Lys Leu
[1729] 20 25

[1730] <210>80

[1731]  <211>27

[1732]  <212>PRT

[1733]  <213> N LF¢%)

[1734] <2205

[1735]  <223> @ik ZE T Fmoc I [ AH K& B A B A Btk

[1736] <220>

[1737] <221>misc_feature

[1738]  <222>(13).. (13)

[1739]  <223>Xaa IR~ (S)-2- 2 dk —2— FILPE —6- MEREAT ST
[1740]  <220>

[1741] <221>misc_feature

[1742]  <222>(17).. (17)

[1743]  <223>Xaa KR 2- 2 HE —2- (0 —4- ML) R -6- GIREET S RTAY)
[1744] <220>

[1745] <221>misc_feature

[1746]  <222>(21).. (21)

[1747]  <223>Xaa KR 2- 20 —2- (] —4- M3k ) R -6- IR AT S RTAY)
[1748]  <220>

[1749] <221>misc_feature

[1750]  <222>(25).. (25)

[1751]  <223>Xaa IR (S)-2- 2k —2- I -6- MIREAT SHTEY
[1752]  <400>80

[1753] Ser Gly Ser Trp Leu Arg Asp Val Trp Asp Trp Ile Xaa Thr Val Leu
[1754] 1 5 10 15
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[1755] Xaa Asp Phe Lys Xaa Trp Leu Gln Xaa Lys Leu

[1756] 20 25

[1757]  <210>81

[1758]  <211>27

[1759]  <212>PRT

[1760]  <213> N LJF4)

[1761]  <220>

[1762]  <223> Wit FET Fmoc MR AH KA BT & BT & ik

[1763] <220>

[1764] <221>misc_feature

[1765]  <222>(6).. (6)

[1766]  <223>Xaa K7x (S)—2- &Ik —2- FILEE —6- MIREET G HIAEY
[1767] <220>

[1768] <221>misc_feature

[1769]  <222>(10).. (10)

[1770]  <223>Xaa 7R 2- 2@ Fk —2- (N -4- ke ) PE —6- MR BT ST/ EY)
[1771] <220>

[1772] <221>misc_feature

[1773]  <222>(17).. (17)

[1774]  <223>Xaa K7x (S)-2- & Hk —2- FILE -9- MR BT G RIAEY
[1775]  <400>81

[1776] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Thr Val Leu

[1777] 1 5 10 15
[1778] Xaa Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[1779] 20 25

[1780]  <210>82

[1781]  <211>27

[1782]  <212>PRT

[1783]  <213> AT F¢%)

[1784] <2207

[1785]  <223> WILFE T Pmoc FIEAH KA B 4 Rl & Rk

[1786] <220

[1787] <221>misc_feature

[1788] <222>(6).. (6)

[1789]  <223>Xaa KIx (S)-2- & & —2- FEPE —6- GIRBET GATAEY)
[1790] <2207

[1791] <221>misc_feature

[1792]  <222>(10).. (10)

[1793]  <223>Xaa KIRN 2- 240E —2- (R 4- #dh ) BE —6- IR BUET &A1Y
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[1794]  <220>

[1795] <221>misc_feature

[1796]  <222>(14).. (14)

[1797]  <223>Xaa F£I/x (R)-2- 2 Fk —2- PILPT —6- IR EET G ATAEY

[1798]  <400>82

[1799] Ser Gly Ser Tep Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[1800] 1 5 10 15
[1801] Thr Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[1802] 20 25

[1803] <210>83

[1804] <211>27

[1805]  <212>PRT

[1806]  <213> N TJF4

[1807]  <220>

[1808]  <223> Wit FET Fmoc [ AH KA BRI & R & ik

[1809]  <220>

[1810] <221>misc_feature

[1811]1  <222>(6).. (6)

[1812]  <223>Xaa IR (S)-2- Z 2k —2- FILPE -6- MIREAT SHTHED
[1813]  <220>

[1814] <221>misc_feature

[1815]  <222>(10).. (10)

[1816]  <223>Xaa IR~ 2- 2k —2- ([ —4- Mdk ) BE —6- MIREAT ST
[1817] <220>

[1818] <221>misc_feature

[1819]  <222>(14).. (14)

[1820]  <223>Xaa FKIx 2- 2 HE —2- (I ~4- ML ) R —6- IR EET S RTAY)
[1821]  <220>

[1822] <221>misc_feature

[1823]  <222>(18).. (18)

[1824]  <223>Xaa IR (S)-2- 2tk —2- I —6- MIREAT ST
[1825]  <400>83

[1826] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[1827] 1 5 10 15
[1828] Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
[1829] 20 25

[1830] <210>84
[1831]  <211>27
[1832]  <212>PRT
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[1833]  <213> N TJ¥4

[1834]  <220>

[1835] <223 WILHEE T Fmoc MBI AH KA i & B & ik

[1836]  <220>

[1837] <221>misc_feature

[1838]  <222>(10).. (10)

[1839]  <223>Xaa Fix (S)-2- & JE —2- FELPE —6- MHIREAET GATAED
[1840]  <220>

[1841] <221>misc_feature

[1842]  <222>(14).. (14)

[1843]  <223>Xaa F75 2- B -2- (IR ~4- KE9E ) B -6~ MRRsUAT A i
[1844]  <220>

[1845] <221>misc_feature

[1846]  <222>(21).. (21)

[1847]  <223>Xaa IR (S)-2- 22k —2- FILZE -9 MIREAT ST
[1848]  <400>84

[1849] Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[1850] 1 5 10 15
[1851] Thr Asp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
[1852] 20 25

[1853] <210>85

[1854] <211>27

[1855]  <212>PRT

[1856]  <213> N T.J%#%)

[1857]  <220>

[1858]  <223> Wi F T Fmoc My [ AH Bk & B & i & ik

[1859]  <220>

[1860] <221>misc_feature

[1861]  <222>(10).. (10)

[1862]  <223>Xaa K7~ (S)-2- & & —2- FEPE —6- GIRBUET &A1Y
[1863] <220

[1864] <221>misc_feature

[1865]  <222>(14).. (14)

[1866]  <223>Xaa KIx 2- 2K —2- (K —4- M2k ) Pi —6- MIREET G ATED
[1867] <2207

[1868] <221>misc_feature

[1869]  <222>(18).. (18)

[1870]  <223>Xaa FIr (R)-2- 2% —2—- FAELPE —6- IR BUET &A1Y
[1871]  <400>85
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[1872]
[1873]
[1874]
[1875]
[1876]
[1877]
[1878]
[1879]
[1880]
[1881]
[1882]
[1883]
[1884]
[1885]
[1886]
[1887]
[1888]
[1889]
[1890]
[1891]
[1892]
[1893]
[1894]
[1895]
[1896]
[1897]
[1898]
[1899]
[1900]
[1901]
[1902]
[1903]
[1904]
[1905]
[1906]
[1907]
[1908]
[1909]
[1910]

Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp lle Cys Xaa Val Leu
1 5 10 15
Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
20 25
<210>86
<211>27
{212>PRT
213> NLJF3
<220>
<223> MIF LT Fmoc [ AH KA R & R & BTk
<220>
<221>misc_feature
<222>(7). . (7)
<223>Xaa F7~ (R)—2— A FE —2- FILIE -0- MR EET S T4
<220>
<221>misc_feature
<222>(14).. (14)
<223>Xaa F7R 2- AAE —2- (N —4-idk ) P —6- MIRSUET SAT4EY
220>
<221>misc_feature
<222>(21).. (21)
<223>Xaa K7R (S)—2- 2@ Ak —2- FALSS -0 MR EET S5 RTEY
<400>86
Ser Gly Ser Trp Leu Arg Xaa Val Trp Asp Trp Ile Cys Xaa Val Leu
1 5 10 15
Thr Asp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
20 25
<210>87
<211>27
<212>PRT
213> N3
220>
<223> ML LT Fmoc Y[ AH IR R & )& TR
220>
<221>misc_feature
<222>(8).. (8)
<223>Xaa F7i (S)—2- &Ik —2- FILER —6- MR BT S HT ALY
220>
<221>misc_feature
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[1911]  <222>(12).. (12)

[1912]  <223)>Xaa £7R 2- &2 —2- (0 —4- Mtk ) PE —6- MmIREET &A1Y
[1913] <220>

[1914] <221>misc_feature

[1915]  <222>(19).. (19)

[1916]  <223>Xaa KR (S)-2- Zdk —2- FIAESS -0 IR IREAT ST

[1917]  <400>87

[1918] Ser Gly Ser Trp Leu Arg Asp Xaa Trp Asp Trp Xaa Cys Thr Val Leu

[1919] 1 5 10 15
[1920] Thr Asp Xaa Lys Thr Trp Leu Gln Ser Lys Leu
[1921] 20 25

[1922] <210>88

[1923] <211>27

[1924]  <212>PRT

[1925]  <213> A T /%%

[1926] <220>

[1927] <223 ML HEE T Fmoc WIREAHIKA B & i & ik

[1928]  <220>

[1929] <221>misc_feature

[1930]  <222>(13).. (13)

[1931]  <223>Xaa 7R (S)-2- Z Ak —2- LT -6- MIREAT SHTHEY
[1932] <220>

[1933] <221>misc_feature

[1934]  <222>(17).. (17)

[1935]  <223>Xaa FKIx 2- & JE —2- (X —4- M2k ) Pi -6- MR EET G AT B
[1936] <220>

[1937] <221>misc_feature

[1938]  <222>(21).. (21)

[1939]  <223>Xaa IR 2- 24 —2- ([ —4- Mtk ) BT —6- MIREUT ST4Y)
[1940]  <220>

[1941] <221>misc_feature

[1942]  <222>(25).. (25)

[1943]  <223>Xaa IR (S)-2- 22k —2- FILPE —6- MIREET ST ED
[1944]  <400>88

[1945] Ser Gly Ser Trp Leu Arg Asp Val Trp Asp Trp Ile Xaa Thr Val Leu

[1946] 1 5 10 15
[1947] Xaa Asp Phe Lys Xaa Trp Leu Gln Xaa Lys Leu
[1948] 20 25

[1949]  <210>89
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[1950]  <211>27

[1951]  <212>PRT

[1952]  <213> AN Lf¢%)

[1953]  <220>

[1954]  <223> Wik FET Fmoc [ [ AH K& BT A A ik

[1955]  <220>

[1956] <221>misc_feature

[1957] <222>(6).. (6)

[1958]  <223>Xaa K7~ (S)-2- & & —2- FEPE —6- MIRBET GRT4EY)
[1959]  <220>

[1960] <221>misc_feature

[1961]  <222>(10).. (10)

[1962]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR EUT ST4Y)
[1963]  <220>

[1964] <221>misc_feature

[1965]  <222>(17).. (17)

[1966]  <223>Xaa 7 (S)-2- ZdE —2- FILLE -9- MR ST ST4EY)
[1967] <400>89

[1968] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Thr Val Leu

[1969] 1 5 10 15
[1970] Xaa Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[1971] 20 25

[1972] <210>90

[1973] <211>27

[1974]  <212>PRT

[1975]1  <213> AN TJ%%)

[1976]  <220>

[1977]  <223> WL EE T Fmoc HIEAHIKA B & B & ik

[1978]  <220>

[1979] <221>misc_feature

[1980] <222>(6).. (6)

[1981]  <223>Xaa IR (S)-2- 22k —2- I —6- MIREAT ST ED
[1982]  <220>

[1983] <221>misc_feature

[1984]  <222>(10).. (10)

[1985]  <223>Xaa KIx 2- 2K —2- (R —4- M2k ) Pi —6- MIREET S ATED
[1986]  <220>

[1987] <221>misc_feature

[1988]  <222>(14).. (14)
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[1989]  <223>Xaa 7% (R)-2- 2 —2- FIEPE —6- MBRERET 4 iT/EA)
[1990]  <400>90
[1991] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[1992] 1 5 10 15
[1993] Thr Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[1994] 20 25

[1995] <210>91

[1996]  <211>27

[1997]  <212>PRT

[1998] <213> AN TJ#4

[1999]  <220>

[2000] <223 EILEE T Fmoc HIREAHIKA B & & ik

[2001]  <220>

[2002] <221>misc_feature

[2003]  <222>(6).. (6)

[2004]  <223>Xaa IR (S)-2- Zdk -2- PILPE -6- MR ST ST
[2005]  <220>

[2006] <221>misc_feature

[2007]  <222>(10).. (10)

[2008]  <223>Xaa 7K 2- ZAE —2- ([ —4- Mtk ) BT -6- MR EUET STAEY)
[2009]  <220>

[2010] <221>misc_feature

[2011]  <222>(14).. (14)

[2012]  <223>Xaa 7R 2- A HE —2- ([} —4- M@tk ) PE -6 ImIREET SAT4D
[2013] <220>

[2014] <221>misc_feature

[2015]  <222>(18).. (18)

[2016]  <223>Xaa 7R (S)-2- Z 2k —2- PILPE -6- MEREAT ST4Y)
[2017]  <400>91

[2018] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2019] 1 5 10 15
[2020] Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2021] 20 25

[2022] <210>92

[2023] <211>27

[2024]  <212>PRT

[2025]  <213> A T %%

[2026] <220>

[2027] <223 WILFEE T Fmoc MBI AH KA i & B & ik
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[2028] <220>

[2029] <221>misc_feature

[2030]  <222>(10).. (10)

[2031]  <223>Xaa IR (S)-2- 2z dk —2- PILPE —6- MR EET G ATAEY
[2032]  <220>

[2033] <221>misc feature

[2034]  <222>(14).. (14)

[2035]  <223>Xaa IR 2- 2 Fk —2- (N —4- 4k ) PE -6- MR aET ST EY)
[2036] <220>

[2037] <221>misc_feature

[2038]  <222>(21).. (21)

[2030]  <223>Xaa 7R (S)—2- &Ik —2- FILZE -9- WM BT S HTAEY
[2040]  <400>92

[2041] Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2042] 1 5 10 15
[2043] Thr Asp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
[2044] 20 25

[2045]  <210>93

[2046]  <211>27

[2047]  <212>PRT

[2048]  <213> AT J#%

[2049]  <220>

[2050]  <223> @i 5T Fmoc I AR KA B & B ik

[2051]  <220>

[2052] <221>misc_feature

[2053]  <222>(10).. (10)

[2054]  <223>Xaa IR (S)-2- Z 2k -2- PILPE -6- MIREAT ST
[2055]  <220>

[2056] <221>misc_feature

[2057]  <222>(14).. (14)

[2058]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR EUT ST4EY)
[2059]  <220>

[2060] <221>misc_feature

[2061]  <222>(18).. (18)

[2062]  <223>Xaa K7~ (R)—2- & Fk —2- FILER —6- MR BT S HTAEY
[2063]  <400>93

[2064] Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu
[2065] 1 5) 10 15
[2066] Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
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[2067] 20 25

[2068] <210>94

[2069] <211>27

[2070]  <212>PRT

[2071]  <213> ANLJF4

[2072]  <220>

[2073] <223 WILEET Fmoc WU AHIKA B & B & ik

[2074] <220>

[2075] <221>misc_feature

[2076] <222>(7).. (7)

[2077]  <223>Xaa IR (R)-2- Z 2k -2- FILZE -9- MR ST ST4Y)
[2078] <220>

[2079] <221>misc_feature

[2080]  <222>(14).. (14)

[2081]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR ST ST4Y)
[2082]  <220>

[2083] <221>misc_feature

[2084]  <222>(21).. (21)

[2085]  <223>Xaa KIx (S)-2- 2 —2- FAEZE -9- IR BUET SATAEY)
[2086]  <400>94

[2087] Ser Gly Ser Trp Leu Arg Xaa Val Trp Asp Trp Ile Cys Xaa Val Leu

[2088] 1 5 10 15
[2089] Thr Asp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
[2090] 20 25

[2091]  <210>95

[2092]  <211>27

[2093]  <212>PRT

[2004]  <213> N TJ%%)

[2095]  <220>

[2096] <223 EILEET Fmoc WIEAHIKA B & B & Btk — E8 Ak 1
[2097]  <220>

[2098] <221>misc_feature

[2099]  <222>(8).. (8)

[2100]  <223>Xaa IR (S)-2- 2k —2- I —6- MHIREAT ST ED
[2101]  <220>

[2102] <221>misc_feature

[2103]  <222>(12).. (12)

[2104]  <223>Xaa IR 2- ZHE —2- ([ —4- Mtk ) P8 -6- MR EUET S5T4EY)
[2105]  <220>
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[2106] <221>misc_feature

[2107]  <222>(19).. (19)

[2108]  <223>Xaa K7 (S)-2- &Hk —2- FALDE —9- MR BiET S HTZEY)

[2109]  <400>95

[2110] Ser Gly Ser Trp Leu Arg Asp Xaa Trp Asp Trp Xaa Cys Thr Val Leu

21111 1 5 10 15
[2112] Thr Asp Xaa Lys Thr Trp Leu Gln Ser Lys Leu
[2113] 20 25

[2114]  <210>96

[2115]  <211>27

[2116]  <212>PRT

[2117] 213> N T4

[2118]  <220>

[2119]  <223> MILEE T Fmoc WYEAHIKA B & B & Btk — B8k 1
[2120]  <220>

[2121] <221>misc_feature

[2122]  <222>(13).. (13)

[2123]  <223>Xaa 7 (S)-2- &Ik —2- FILPE -6- MR ST ST
[2124]  <220>

[2125] <221>misc_feature

[2126]  <222>(17).. (17)

[2127]  <223>Xaa RN 2- ZHE —2- ([ —4- M2k ) BE —6- WMIREAT ST AEY)
[2128] <220>

[2129] <221>misc feature

[2130]  <222>(21).. (21)

[2131]  <223>Xaa IR 2- 2k —2- ([ —4- Mgk ) BT —6- MIREUT ST 4EY)
[2132]  <220>

[2133] <221>misc_feature

[2134]  <222>(25).. (25)

[2135]  <223>Xaa K7~ (S)-2- & & —2- FEPE —6- GIRBET &A1Y
[2136]  <400>96

[2137] Ser Gly Ser Trp Leu Arg Asp Val Trp Asp Trp Ile Xaa Thr Val Leu

[2138] 1 5 10 15
[2139] Xaa Asp Phe Lys Xaa Trp Leu Gln Xaa Lys Leu
[2140] 20 25

[2141]  <210>97

[2142] <211>27

[2143]  <212>PRT
[2144]  <213> N LJ¥%)
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[2145]  <220>

[2146]  <223> WL T Fmoc K AR K& i & A& BUIK - 33 1
[2147]  <220>

[2148] <221>misc_feature

[2149]  <222>(6).. (6)

[2150]  <223>Xaa KR (S)-2- 2tk —2- HEEPE —6- IAMIREET ST AEY)
[2151] <2205

[2152] <221>misc_feature

[2153]  <222>(10).. (10)

[2154]  <223>Xaa IR 2- 24k —2- ([ —4- Mtk ) BT -6- MR EUT ST 4Y)
[2155]  <220>

[2156] <221>misc_feature

[2157]  <222>(17).. (17)

[2158]  <223>Xaa IR (S)-2- Zzdk —2- PILLE -9- MR EAT ST 4Y)
[2159]  <400>97

[2160] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Thr Val Leu

[2161] 1 5 10 15
[2162] Xaa Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2163] 20 25

[2164]  <210>98

[2165] <211>27

[2166]  <212>PRT

[2167]  <213> ALJF4

[2168] <220>

[2169] <223 Wit FE T Fmoc I AH KA BT & B G uik — 1A 1
[2170] <220>

[2171] <221>misc_feature

[2172]  <222>(6).. (6)

[2178]  <223>Xaa IR (S)-2- 2z 2k —2- I —6- MIREET ETAHED
[2174]  <220>

[2175] <221>misc_feature

[2176]  <222>(10).. (10)

[2177]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR ST ST4Y)
[2178]  <220>

[2179] <221>misc_feature

[2180]  <222>(14).. (14)

[2181]  <223>Xaa F/x (R)-2- 2k —2- FILPE —6- MmIREAT SHTHEY
[2182]  <400>98

[2183] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu
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[2184] 1 5 10 15
[2185] Thr Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2186] 20 25

[2187]  <210>99

[2188]  <211>27

[2189]  <212>PRT

[2190] <213> AN TJ#4)

[2191] <220>

[2192] <223 WILEET Fmoc W AHIKA B & B & Btk — E8Ak 1
[2193]  <220>

[2194] <221>misc_feature

[2195]  <222>(6).. (6)

[2196]  <223>Xaa IR (S)-2- Ik -2- PILPE -6- MR ST ST4EY)
[2197]  <220>

[2198] <221>misc_feature

[2199]  <222>(10).. (10)

[2200]  <223>Xaa 7K 2- 2k —2- ([ —4- Mtk ) BT -6- MR EUT ST4Y)
[2201]  <220>

[2202] <221>misc_feature

[2203]  <222>(14).. (14)

[2204]  <223>Xaa 7R 2- @AE —2- ([ —4- Mtk ) PR -6- MR EUET ST
[2205]  <220>

[2206] <221>misc_feaure

[2207]  <222>(18).. (18)

[2208]  <223>Xaa IR~ (S)-2- 2 dk —2— PILPE —6- MEREAT ST
[2209] <400>99

[2210] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2211] 1 5 10 15
[2212] Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2213] 20 25

[2214] <210>100

[2215] <211>27

[2216]  <212>PRT

[2217]  <213> N L4

[2218]  <220>

[2219]  <223> MILHEET Fmoc WEAHIKA B & B & Btk — ER4k 1
[2220]  <220>

[2221] <221>misc_feature

[2222]  <222>(10).. (10)
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[2223]  <223>Xaa £~ (S)-2- @It —2- FHIEEPE -6- IHREE] GHT4ED
[2224]  <220>

[2225] <221>misc_feature

[2226]  <222>(14).. (14)

[2227]  <223>Xaa F7n 2- &k —2- (I} —4- MdL ) R -6- MR S RTAEY)
[2228]  <220>

[2229] <221>misc_feature

[2230]  <222>(21).. (21)

[2231]  <223>Xaa IR (S)-2- Zdk —2- PILZE -9- MR ST ST
[2232] <400>100

[2233] Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2234] 1 5 10 15
[2235] Thr Asp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
[2236] 20 25

[2237] <210>101

[2238]  <211>27

[2239]  <212>PRT

[2240]  <213> N TLJ¥4

[2241] <220>

[2242]  <223> it T Fmoc I AHIKE BT & B E Uk - Rk 1
[2243]  <220>

[2244] <221>misc_feature

[2245]  <222>(10).. (10)

[2246]  <223>Xaa E7 (S)-2- &Ik —2- WELPE —6- MRS SHTEY
[2247] <220>

[2248] <221>misc_feature

[2249]  <222>(14).. (14)

[2250]  <223>Xaa IR 2- 24k —2- ([ —4- Mtk ) BT -6- MIREUET ST4EY)
[2251]  <220>

[2252] <221>misc_feature

[2253]  <222>(18).. (18)

[2254]  <223>Xaa 7R (R)-2- zdk -2- FILPE -6- MR ST ST4Y)
[2255]  <400>101

[2256] Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2257] 1 5 10 15
[2258] Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2259] 20 25

[2260] <210>102
[2261]  <211>27
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[2262] <212>PRT

[2263] <213> N LJ¥%

[2264] <220>

[2265] <223 @it I T Fmoc W[ AH KA B G B & Uk — 84k 1
[2266] <220>

[2267] <221>misc feature

[2268]  <222>(7).. (7)

[2269]  <223>Xaa IR (R)—2- 2 dk —2— FILZE -9- MR ST ST 4EY)
[2270]  <220>

[2271] <221>misc_feature

[2272]  <222>(14).. (14)

[2273]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR EUT ST4Y)
[2274] <220>

[2275] <221>misc_feature

[2276]  <222>(21).. (21)

[2277]  <223>Xaa IR (S)-2- Zdk -2- PILLE -9- MR ST ST4Y)
[2278] <400>102

[2279] Ser Gly Ser Trp Leu Arg Xaa Val Trp Asp Trp Ile Cys Xaa Val Leu

[2280] 1 5 10 15
[2281] Thr Asp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
[2282] 20 25

[2283]  <210>103

[2284]  <211>27

[2285]  <212>PRT

[2286] <213> AT J¢%)

[2287]  <220>

[2288] <223 Wit FE T Fmoc WL AH KA B G R A Rk

[2289] <220>

[2290] <221>misc_feature

[2201]  <222>(8).. (8)

[2292]  <223>Xaa KIx (S)-2- & —2- FEPE —6- GIRBET &A1Y
[2293] <220

[2294] <221>misc_feature

[2295]  <222>(12).. (12)

[2296]  <223>Xaa KIx 2- 2K —2- (R —4- M2k ) Pi —6- MMIREET S ATED
[2297] <2207

[2298] <221>misc_feature

[2299]  <222>(19).. (19)

[2300]  <223>Xaa KIx (S)-2- 24 —2- FHEZE -9- IR BUAT &A1Y
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[2301]
[2302]
[2303]
[2304]
[2305]
[2306]
[2307]
[2308]
[2309]
[2310]
[2311]
[2312]
[2313]
[2314]
[2315]
[2316]
[2317]
[2318]
[2319]
[2320]
[2321]
[2322]
[2323]
[2324]
[2325]
[2326]
[2327]
[2328]
[2329]
[2330]
[2331]
[2332]
[2333]
[2334]
[2335]
[2336]
[2337]
[2338]
[2339]

<400>103
Ser Gly Ser Trp Leu Arg Asp Xaa Trp Asp Trp Xaa Cys Thr Val Leu
1 5 10 15
Thr Asp Xaa Lys Thr Trp Leu Gln Ser Lys Leu
20 25
<210>104
211527
<212>PRT
213> N7
<220>
<223> ML LT Fmoc [ AH KA R & R -E TR
220>

<221>misc_feature
<222>(13).. (13)
<223>Xaa F7R (S)-2- AEE —2- PP -6- MIRSET SHTED
<220>
<221>misc_feature
<222>(17).. (17)
<223>Xaa F7R 2- AHE —2- (N —4-Jidk ) P -6- MIREET SHT4EYD
220>
<221>misc_feature
€222>(21).. (21)
<223>Xaa FR7R 2- &HE -2- (N ~4-1FE ) PR -6- IMIREET ST 4D
<220>
<221>misc_feature
<222>(25).. (25)
<223>Xaa FIR (S)-2- A FE —2- PILPE -6- MIREAT ST
<400>104
Ser Gly Ser Trp Leu Arg Asp Val Trp Asp Trp Ile Xaa Thr Val Leu
1 5 10 15
Xaa Asp Phe Lys Xaa Trp Leu Gln Xaa Lys Leu
20 25
<210>105
211>27
<212>PRT
213> N L4
220>
<223> W T Fmoc [ AHJIK & BRI A B IR
<220>
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[2340] <221>misc_feature

[2341]  <222>(6).. (6)

[2342]  <223>Xaa 7w (S)-2- 2k —2- FAELPE -6- MR AT B RTAEY
[2343]  <220>

[2344] <221>misc_feature

[2345]  <222>(10).. (10)

[2346]  <223>Xaa FKon 2- 2 HE —2- (0 —4- ML) BR —6- IR EET A RTAY)
[2347] <220>

[2348] <221>misc_feature

[2349]  <222>(17).. (17)

[2350]  <223>Xaa iR (S)-2- 2k —2- FILZS -9- MIREET ST AED
[2351]  <400>105

[2352] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Thr Val Leu

[2353] 1 5 10 15
[2354] Xaa Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2355] 20 25

[2356] <210>106

[2357]  <211>27

[2358]  <212>PRT

[2359]  <213> N LJ%%

[2360]  <220>

[2361]  <223> Wit FET Fmoc F[E AH KA BRI & R & ik

[2362] <220>

[2363] <221>misc feature

[2364] <222>(6).. (6)

[2365]  <223>Xaa I~ (S)-2- Zdk —2— PILPE —6- MR EAT ST
[2366] <220

[2367] <221>misc_feature

[2368]  <222>(10).. (10)

[2369]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR ST ST4Y)
[2370]  <220>

[2371] <221>misc_feature

[2372]  <222>(14).. (14)

[2373]  <223>Xaa 7R (R)-2- zdk -2- PILPE -6- MR ST ST4Y)
[2374]  <400>106

[2375] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2376] 1 5 10 15
[2377]  Thr Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2378] 20 25
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[2379] <210>107

[2380]  <211>27

[2381]  <212>PRT

[2382]  <213> N LJF4

[2383] <220>

[2384]  <223> LI T Fmoc [f[E AR KA BT A R ik

[2385]  <220>

[2386] <221>misc_feature

[2387] <222>(6).. (6)

[2388]  <223>Xaa Fix (S)-2- 2tk —2- I —6- MHIREAET EATAED
[2389]  <220>

[2390] <221>misc_feature

[2391]  <222>(10).. (10)

[2392]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR EUT ST4Y)
[2393]  <220>

[2394] <221>misc_feature

[2395]  <222>(14).. (14)

[2396]  <223>Xaa IR 2- @4k —2- ([ —4- Mdk ) BT -6- MR EUET STAY)
[2397]  <220>

[2398] <221>misc_feature

[2399]  <222>(18).. (18)

[2400]  <223>Xaa Ko~ (S)-2- &k —2- FEPE -6- IHIREET GATAEY
[2401]  <400>107

[2402] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2403] 1 5 10 15
[2404] Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2405] 20 25

[2406] <210>108

[2407] <211>27

[2408] <212>PRT

[2409]  <213> N TJ#4

[2410]  <220>

[2411]  <223> WL EE T Fmoc WIREAHIKG B & i & ik
[2412] <2205

[2413] <221>misc_feature

[2414]  <222>(10).. (10)

[2415]  <223>Xaa IR (S)-2- 2k —2- FILPE —6- MIREAT STHEY
[2416]  <220>

[2417] <221>misc_feature
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[2418]  <222>(14).. (14)

[2419]  <223)>Xaa £7R 2- & HE —2- (% —4- Mtk ) PE —6- MIREET S AT
[2420]  <220>

[2421]  <221>misc_feature

[2422]  <222>(21).. (21)

[2423]  <223>Xaa Ko~ (S)-2- &(IE -2- LS -9 IHIR LT ST EY

[2424]  <400>108

[2425] Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2426] 1 5 10 15
[2427] ThrAsp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
[2428] 20 25

[2429] <210>109

[2430] <211>27

[2431]  <212>PRT

[2432]  <213> N TJ#4

[2433]  <220>

[2434] <223 WILFEET Fmoc FIEAHK A i & B & pik

[2435] <2205

[2436] <221>misc_feature

[2437]  <222>(10).. (10)

[2438]  <223>Xaa 7w (S)-2- 2k —2- FAELPE -6- MR AT B RTAEY
[2439]  <220>

[2440] <221>misc_feature

[2441]  <222>(14).. (14)

[2442]  <223>Xaa 7R 2- 2 FE —2- ([ ~4- Jidk ) PE—6- mIREET SAT4ED
[2443]  <220>

[2444] <221>misc_feature

[2445]  <222>(18).. (18)

[2446]  <223>Xaa F/x (R)-2- 22k —2- I —6- MIREET GAT4ED
[2447]  <400>109

[2448] Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2449] 1 5 10 15
[2450] Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2451] 20 25

[2452] <210>110

[2453] <211>27

[2454]  <212>PRT

[2455]  <213> N LJ¥%
[2456]  <220>
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[2457]
[2458]
[2459]
[2460]
[2461]
[2462]
[2463]
[2464]
[2465]
[2466]
[2467]
[2468]
[2469]
[2470]
[2471]
[2472]
[2473]
[2474]
[2475]
[2476]
[2477]
[2478]
[2479]
[2480]
[2481]
[2482]
[2483]
[2484]
[2485]
[2486]
[2487]
[2488]
[2489]
[2490]
[2491]
[2492]
[2493]
[2494]
[2495]

<223> ML T Fmoc FY [ AH KGR & R -E TR

220>

<221>misc_feature

<222>(7).. (7)

<223>Xaa K7~ (R)-2- 2dFk —2- FILER —6- IR AT S AT AEY
<220>

<221>misc_feature

<222>(14).. (14)

<223>Xaa FIR 2- AHE —2- (4 —4- MRdk) P -6 MIREET ST
220>

<221>misc_feature

<222>(21).. (21)

<223>Xaa F7R (S)-2- AEE —2- FILIE -9- MR EET SHTED
<400>110

Ser Gly Ser Trp Leu Arg Xaa Val Trp Asp Trp Ile Cys Xaa Val Leu

1 5 10
Thr Asp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
20 25
<210>111
211527
<212>PRT
213> NTF%)
<220>
<223> W EET Fmoc F [ AR A& BT A BT A BRI
220>
<221>misc_feature
<222>(8).. (8)
<223>Xaa FIR (S)-2- AFE —2- PILPE -6- MIREET SHTED
220>
<221>misc_feature
<222>(12).. (12)
<223>Xaa KR 2- AAE —2- (N —4-iFk) P -6- MIRESET SAT4EY
<220>
<221>misc_feature
<222>(19).. (19)
<223>Xaa F7R (S) —2- &Ik —2- FHLZE -9 IGIR BT S HT ALY
<400>111

Ser Gly Ser Trp Leu Arg Asp Xaa Trp Asp Trp Xaa Cys Thr Val Leu

1 5 10
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[2496] Thr Asp Xaa Lys Thr Trp Leu Gln Ser Lys Leu

[2497] 20 25

[2498] <210>112

[2499]  <211>27

[2500]  <212>PRT

[2501]  <213> N LJF4)

[2502]  <220>

[2503] <223 it FE T Fmoc FRIE AH KA BT & BT & ik

[2504]  <220>

[2505] <221>misc_feature

[2506]  <222>(13).. (13)

[2507]  <223>Xaa IR (S)-2- Zdk —2- PILPE -6- MR ST ST4Y)
[2508]  <220>

[2509] <221>misc_feature

[2510]  <222>(17).. (17)

[2511]  <223)>Xaa F£7R 2- & ZE —2- (0 —4-Jidk ) PE —6- ImIRaEET ST
[2512] <2205

[2513] <221>misc_feature

[2514]  <222>(21).. (21)

[2515]  <223>Xaa 7K 2- ZAE —2- ([ —4- Mtk ) P8 -6- MR EUET T4
[2516]  <220>

[2517] <221>misc_feature

[2518]  <222>(25).. (25)

[2519]  <223>Xaa E7x (S)-2- &Ik —2- FILE —6- MIREET S HTEW
[2520]  <400>112

[2521] Ser Gly Ser Trp Leu Arg Asp Val Trp Asp Trp Ile Xaa Thr Val Leu

[2522] 1 5 10 15
[2523] Xaa Asp Phe Lys Xaa Trp Leu Gln Xaa Lys Leu
[2524] 20 25

[2525]  <210>113

[2526] <211>27

[2527]  <212>PRT

[2528]  <213> N LJ#4

[2529]  <220>

[2530] <223 ILEE T Fmoc WIREAHIKA B & & ik

[2531]  <220>

[2532] <221>misc_feature

[2533]  <222>(6).. (6)

[2534]  <223>Xaa KIx (S)-2- 245 —2- FHELPE —6- IR BT S ATAEY)
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[2535]  <220>

[2536] <221>misc_feature

[2537]  <222>(10).. (10)

[2538]  <223>Xaa IR 2- 2 dk —2- (& —4- MkE ) PE-6- MREET G ATEY)
[2539]  <220>

[2540] <221>misc feature

[2541]  <222>(17).. (17)

[2542]  <223>Xaa IR (S)—2- 2 Fk —2- FILZE -9- WM BT S HTAEY

[2543]  <400>113

[2544] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Thr Val Leu

[2545] 1 5 10 15
[2546] Xaa Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2547] 20 25

[2548] <210>114

[2549] <211>27

[2550]  <212>PRT

[2551]  <213> AN LJE4

[2552]  <220>

[2553] <223 ML HE T Fmoc W AHIKG B & & ik

[2554]  <220>

[2555] <221>misc_feature

[2556]  <222>(6).. (6)

[2557]  <223>Xaa F7n (S)-2- &Ik —2- FHELPE -6- MR BT AT
[2558]  <220>

[2559] <221>misc_feature

[2560]  <222>(10).. (10)

[2561]  <223>Xaa K~ 2- & & —2- (K —4- M2t ) Pi —6- MGIREET ST B
[2562]  <220>

[2563] <221>misc_feature

[2564]  <222>(14).. (14)

[2565]  <223>Xaa F7~ (R)—2- & & —2- FEEPE —6- GIRBUET &A1Y
[2566]  <400>114

[2567] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2568] 1 h 10 15
[2569] Thr Asp Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2570] 20 25

[2571] <210>115
[2572] <211>27
[2573] {212>PRT
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[2574]  <213> NLJ¥4

[2575]  <220>

[2576]  <223> ik FE T Fmoc F[E AH K -G i A B A Ik

[2577]  <220>

[2578] <221>misc_feature

[2579]  <222>(6).. (6)

[2580]  <223>Xaa IR (S)-2- ZFk —2- FILPE —6- MR EET G RTAEY
[2581]  <220>

[2582] <221>misc_feature

[2583]  <222>(10).. (10)

[2584]  <223>Xaa IR 2- 24k —2- ([ —4- Mtk ) BT -6- MIREUT ST4Y)
[2585]  <220>

[2586] <221>misc_feature

[2587]  <222>(14).. (14)

[2588]  <223>Xaa 7K 2- 2k —2- ([ —4- Mtk ) BT -6- MR ST ST4Y)
[2589]  <220>

[2590] <221>misc_feature

[2591]  <222>(18).. (18)

[2592]  <223>Xaa 7R (S)-2- &Ik —2- PP -6- M ST ST4EY)
[2593]  <400>115

[2594] Ser Gly Ser Trp Leu Xaa Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2595] 1 5 10 15
[2596] Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2597] 20 25

[2598] <210>116

[2599]  <211>27

[2600]  <212>PRT

[2601]  <213> N TJ#4

[2602]  <220>

[2603] <223 ILEE T Fmoc HIREAHIKA B & B & ik

[2604]  <220>

[2605] <221>misc_feature

[2606]  <222>(10).. (10)

[2607]  <223>Xaa IR (S)-2- 22k —2- I —6- MIREAT SHTHED
[2608]  <220>

[2609] <221>misc_feature

[2610]  <222>(14).. (14)

[2611]  <223>Xaa IR 2- ZHE —2- ([ —4- Mtk ) P8 -6- MR sUT ST4EY)
[2612]  <220>
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[2613] <221>misc_feature

[2614]  <222>(21).. (21)

[2615]  <223>Xaa KIx (S)-2- 24 —2- FHAEZE -9- IR BUAT &A1Y

[2616]  <400>116

[2617] Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2618] 1 5 10 15
[2619] Thr Asp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
[2620] 20 25

[2621] <210>117

[2622] <211>27

[2623]  <212>PRT

[2624]  <213> N TJ%%)

[2625]  <220>

[2626]  <223> Wit FET Fmoc [ AH KA BRI & R ik

[2627]  <220>

[2628] <221>misc_feature

[2629]  <222>(10).. (10)

[2630]  <223>Xaa 7 (S)-2- ZdE —2— FILPE -6- MR SAT ST
[2631]  <220>

[2632] <221>misc_feature

[2633]  <222>(14).. (14)

[2634]  <223>Xaa FRIRN 2- 2k —2- ([ —4- M2k ) BE —6- IGIREAT ST AEY)
[2635]  <220>

[2636] <221>misc feature

[2637]  <222>(18).. (18)

[2638]  <223>Xaa IR (R)-2- 2 dk -2— FILPE —6- MR EAT ST
[2639] <400>117

[2640] Ser Gly Ser Trp Leu Arg Asp Val Trp Xaa Trp Ile Cys Xaa Val Leu

[2641] 1 5 10 15
[2642] Thr Xaa Phe Lys Thr Trp Leu Gln Ser Lys Leu
[2643] 20 25

[2644] <210>118

[2645] <211>27

[2646]  <212>PRT

[2647]  <213> N L4

[2648]  <220>

[2649]  <223> Wit T Fmoc [ AH KA BRI & R & ik
[2650]  <220>

[2651] <221>misc_feature
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[2652]  <222>(7).. (7)

[2653]  <223>Xaa F7~ (R)—2- & 5E —2—- FIEESS —0— MR EAT ST 49
[2654]  <220>

[2655] <221>misc_feature

[2656]  <222>(14).. (14)

[2657]  <223>Xaa K~ 2- &IE —2- (K —4- M2k ) PE —6- MGIREET S AT AED
[2658]  <220>

[2659] <221>misc_feature

[2660]  <222>(21).. (21)

[2661]  <223>Xaa I (S)-2- &k —2- FILZS -9- HIREET GT4ED
[2662]  <400>118

[2663] Ser Gly Ser Trp Leu Arg Xaa Val Trp Asp Trp Ile Cys Xaa Val Leu

[2664] 1 5 10 15
[2665] Thr Asp Phe Lys Xaa Trp Leu Gln Ser Lys Leu
[2666] 20 25

[2667] <210>119

[2668] <211>24

[2669]  <212>PRT

[2670]  <213> AN LJ¢%

[2671]  <220>

[2672] <223 WILFEE T Fmoc MBI AH KA i & B & sl ik

[2673] <220>

[2674] <221>misc_feature

[2675] <222>(11).. (11)

[2676]  <223>Xaa I~ (S)-2- 2 dk —2— PILPE —6- MEREAT ST
[2677] <220>

[2678] <221>misc_feature

[2679]  <222>(15).. (15)

[2680]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MIREUT ST4Y)
[2681]  <220>

[2682] <221>misc_feature

[2683]  <222>(22).. (22)

[2684]  <223>Xaa IR (S)-2- Zdk -2- PILLE -9- MR ST ST4Y)
[2685]  <400>119

[2686] Lys Ala Thr Glu Tyr Ile Gln Tyr Asn Leu Xaa Arg Lys Asn Xaa Thr

[2687] 1 5 10 15
[2688] His Gln Gln Asp Ile Xaa Asp Leu
[2689] 20

[2690]  <210>120

167



CN 101730708 B F % =* 70/75 T

[2691] <211>24

[2692]  <212>PRT

[2693]  <213> ALJ¢%

[2694]  <220>

[2695]  <223> Wik FET Fmoc [ [l AH K& BT A A ik

[2696] <220>

[2697] <221>misc_feature

[2698]  <222>(7).. (7)

[2699]  <223>Xaa IR (R)-2- Z 2k —2— FILZE -9- MR EUAT ST AEY)
[2700]  <220>

[2701] <221>misc_feature

[2702]  <222>(15).. (15)

[2703]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT -6- MR EUT STAY)
[2704]  <220>

[2705] <221>misc_feature

[2706]  <222>(22).. (22)

[2707]  <223>Xaa 7R (S)-2- ZFk -2- FILLE -9- MR ST ST4Y)
[2708]  <400>120

[2709] Lys Ala Thr Glu Tyr Ile Xaa Tyr Asn Leu Arg Arg Lys Asn Xaa Thr

[2710] 1 5 10 15
[2711] His Gln Gln Asp Ile Xaa Asp Leu
[2712] 20

[2713]  <210>121

[2714]  <211>23

[2715]  <212>PRT

[2716]  <213> AT ¢4

[2717] <220>

[2718]  <223> Wit FE T Fmoc WL AH KA B & R A ik

[2719] <220>

[2720] <221>misc_feature

[2721]  <222>(10).. (10)

[2722]  <223>Xaa Ko~ (S)-2- & —2- FEPE —6- GIRBET &A1Y
[2723] <220

[2724] <221>misc_feature

[2725]  <222>(14).. (14)

[2726]  <223>Xaa Kk 2- 2K —2- (R —4- M2k ) PE —6- MMIREET S ATED
[2727] <2207

[2728] <221>misc_feature

[2720]  <222>(21).. (21)
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[2730]
[2731]
[2732]
[2733]
[2734]
[2735]
[2736]
[2737]
[2738]
[2739]
[2740]
[2741]
[2742]
[2743]
[2744]
[2745]
[2746]
[2747]
[2748]
[2749]
[2750]
[2751]
[2752]
[2753]
[2754]
[2755]
[2756]
[2757]
[2758]
[2759]
[2760]
[2761]
[2762]
[2763]
[2764]
[2765]
[2766]
[2767]
[2768]

<223>Xaa F7i (S) —2- &Ik —2- FILZE —9- IR BT S HT ALY
<400>121
Thr Ile Leu Lys Ala Ser Val Asp Tyr Xaa Arg Lys Leu Xaa Arg Glu
1 5 10 15
Gln Gln Arg Ala Xaa Glu Leu
20

<210>122
<211>23
<212>PRT
213> N3
<220>
<223> M LT Fmoc Y[ AH KA G & )& BTk
<220>
<221>misc_feature
<222>(7). . (7)
<223>Xaa F7~ (R)—2— A FE —2- FILIE 90— MR EET S T4
220>
<221>misc_feature
<222>(14).. (14)
<223>Xaa KR 2- @Ak —2- (S ~4-J&HE ) PR —6- MIREET S RTEY
220>
<221>misc_feature
€222>(21).. (21)
<223>Xaa KR (S)-2- & Fk —2- HILZE -9- IR aAT &R 4B
<400>122
Thr Ile Leu Lys Ala Ser Xaa Asp Tyr lle Arg Lys Leu Xaa Arg Glu
1 5 10 15
Gln Gln Arg Ala Xaa Glu Leu

20
<210>123
<211>13
<212>PRT
213> N3
220>
<223> ML T Fmoc FY [ AH KGR & R -E TR
<220>
<221>misc_feature
<222>(1).. (1)
<223>Xaa KR (S)-2- & FE —2- PP -6- MIRSET SHT4ED
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[2769] <220>

[2770] <221>misc_feature

[2771]  <222>(5).. (5)

[2772]  <223>Xaa IR 2- 2 dk —2- (& —4- M kE ) PE-6- MREET S ATEY)
[2773]  <220>

[2774] <221>misc_feature

[2775]  <222>(9).. (9)

[2776]  <223>Xaa IR 2- 2 Fk —2- (N —4- #&EE ) PE-6- MR aET ST EY)
[2777] <220>

[2778] <221>misc_feature

[2779]  <222>(13).. (13)

[2780]  <223>Xaa K7R (S)—2- &Ik —2- FILER —6- MR BT G HIAEY
[2781]  <400>123

[2782] Xaa Ala Ala Ala Xaa Ala Ala Ala Xaa Ala Ala Ala Xaa
[2783] 1 h 10

[2784] <210>124

[2785]  <211>23

[2786]  <212>PRT

[2787] <213> A T/F#4)

[2788]  <220>

[2789]  <223> ik FE T Fmoc F[E AH KGR A B it A Ik

[2790]  <220>

[2791] <221>misc_feature

[2792] <222>(13).. (13)

[2793]  <223>Xaa IR (S)-2- 2z Fk —2- FILEE -6- MR EET G RTAEY
[2794] <220>

[2795] <221>misc_feature

[2796]  <222>(18).. (18)

[2797]  <223>Xaa %~ Nle ( IERER )

[2798]  <400>124

[2799] Glu Asp Tle Tle Arg Asn Tle Ala Arg His Leu Ala Xaa Val Gly Asp

[2800] 1 5 10 15
[2801] Ser Xaa Asp Arg Ser Ile Trp
[2802] 20

[2803] <210>125

[2804] <211>18

[2805]  <212>PRT

[2806]  <213> N LJ%%
[2807] <220>
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[2808]  <223> il it FE T Fmoc [IIE AH KA B IMT & R & ik

[2809]  <220>

[2810] <221>misc_feature

[2811]  <222>(8).. (8)

[2812]  <223>Xaa N (S)-2- 2 dik —2— FILPE —6- MEREAT ST

[2813]  <220>

[2814] <221>misc_feature

[2815]  <222>(13).. (13)

[2816]  <223>Xaa 7~ Nle ( IFZ2 % )

[2817] <400>125

[2818] Asn Ile Ala Arg His Leu Ala Xaa Val Gly Asp Ser Xaa Asp Arg Ser
[2819] 1 5 10 15
[2820] Ile Trp

[2821] <210>126

[2822] <211>22

[2823]  <212>PRT

[2824]  <213> N LJF4

[2825]  <220>

[2826]  <223> Wit FET Fmoc [RIIE AH KA BRI & R & ik

[2827]  <220>

[2828] <221>misc_feature

[2829]  <222>(9).. (9)

[2830]  <223>Xaa I~ (S)-2- 2 Jk —2- FILPE —6- MEREAT ST

[2831]  <220>

[2832] <221>misc_feature

[2833]  <222>(13).. (13)

[2834]  <223>Xaa IR 2- 2k —2- ([ —4- Mtk ) BT —6- MIREUT ST 4EY)
[2835]  <220>

[2836] <221>misc_feature

[2837]  <222>(18).. (18)

[2838]  <223>Xaa /) Nle ( IEZ2 2 )

[2839]  <220>

[2840] <221>misc_feature

[2841]  <222>(20).. (20)

[2842]  <223>Xaa 7R (S)-2- Z Ik -2- FILILE -9- MR ST ST4Y)

[2843] <400>126

[2844] Glu Asp Tle Ile Arg Asn Tle Ala Xaa His Leu Ala Xaa Val Gly Asp
[2845] 1 ) 10 15
[2846] Ser Xaa Asp Xaa Ser Ile
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[2847] 20

[2848]  <210>127

[2849] <211>17

[2850]  <212>PRT

[2851]  <213> A L34

[2852]  <220>

[2853]  <223> WidFE T Pmoc FIE ARk A B 4 Rl & Rk

[2854]  <220>

[2855] <221>misc_feature

[2856] <222>(4).. (4)

[2857]  <223>Xaa K7~ (S)-2- & & —2- FEPE —6- MIRBET &A1Y
[2858]  <220>

[2859] <221>misc_feature

[2860]  <222>(8).. (8)

[2861]  <223>Xaa 7K 2- 2k —2- ([ —4- Mtk ) BT -6- MR ST ST4Y)
[2862]  <220>

[2863] <221>misc_feature

[2864]  <222>(13).. (13)

[2865]  <223>Xaa F/x Nle ( IESCZ IR )

[2866]  <220>

[2867] <221>misc_feature

[2868]  <222>(15).. (15)

[2869]  <223>Xaa N (S)-2- 2 Jk —2— IS -9- MR AT ST
[2870] <400>127

[2871] Asn Ile Ala Xaa His Leu Ala Xaa Val Gly Asp Ser Xaa Asp Xaa Ser
[2872] 1 5 10 15
[2873] Tle

[2874] <210>128

[2875] <211>1h

[2876]  <212>PRT

[2877]1  <213> N TJ#4

[2878]  <220>

[2879]  <223> Wit FET Fmoc [ AH KA BT & R ik

[2880]  <220>

[2881] <221>misc_feature

[2882]  <222>(4).. (4)

[2883]  <223>Xaa 7R (S)-2- &Ik —2- PP -6- MR SAT ST4HEY)
[2884]  <220>

[2885] <221>misc_feature
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[2886]  <222>(8).. (8)

[2887]  <223>Xaa K7 2- BAE —2- (N —4- %k ) P& —6- MRS S HTEY)
[2888]  <220>

[2889] <221>misc_feature

[2890]  <222>(13).. (13)

[2891]  <223>Xaa K Nle ( IEFZIR )

[2892] <220>

[2893] <221>misc_feature

[2894]  <222>(15).. (15)

[2895]  <223>Xaa IR (S)-2- Zdk —2— FILZE —9- MR ST ST4Y)

[2896]  <400>128

[2897] Asn Ile Ala Xaa His Leu Ala Xaa Val Gly Asp Ser Xaa Asp Xaa
[2898] 1 5 10 15
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