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W PHAR, FHEALSIHX (1)

|

®

RADRE, ERE, hERdRE;

R'DE; FE; Fabk; CoobilimE; C-obbk; C-RAERE;
MPBE, CBEEME, CAENE, CRRERAERRLY Ci
Bk ek C-e LRI E A C-o BERE C- DERIE;

X % -NR'-; -NH-NH-; -N=N-; -0-; -C(=0)-; -C(=S)-; —-0-
C(=0)-; —-C(=0)-0~; -0-C(=0)~-C:-« 3t%k; -C(=0)-0-Ci- %¥; -0-
Ci-e 3% & —C(=0)—; —C(=0)-Ci« 3t % -0-; -0-C(=0)-NR'-; -NR'-
C(=0)-0-; -0-C(=0)-C(=0)-; -~C(=0)-NR'-; -NR'-C(=0)-; -

13



02821900. 7 oo ZE8/60m

C(=S) -NR'-, -NR'-C(=S)—; -NR'-C(=0)-NR'—; =-NR'-C(=S)-NR'~; -
NR'-S (=0) -NR'~; —NR'-S (=0):-NR'~; —Ci-¢ % ~C (=0)-NR'~; —0-Ci-s
oA -C(=0)-NR'-; —Ci-« Bt X-0-C(=0)-NR'; —-Ci-cBt&k-; -0-Ce k%
- —Ci-eBb2k-0—; ~NR'-CiBb2~; —Ci-BEHE-NR'~; —NR'-Ci-s DL -NR'=;
~NR'—Ci-s BE R -Co1 SRBE—; —CocMERE R —; —Co-s - —0-CocdbIb X
—; =Co-s kM X~-0—; -NR'-Co-c SN —; —Co SEMFE-NR'~; -NR'-Ci-c
353 -NR'—; -NR'=Co-s 48 3F % ~Cor SRBEE—; —0-Co-s BB~ —Cos Bt
£-0-; —NR'-Cie Bk~ —Cie Be2-NR'~; —NR'—Ci-¢ BtZ-NR'~; -NR'-
Co-e B2 ~Cor FRBEE—; —0-Ci-e BER-0—; —0-Co-c b M E-0-; —0-Ci-s Bk
& -0-; -CHOH-; -S—; -S(=0)-; -S(=0).-; -S(=0)-NR'-; -
S (=0) .~NR'=; -NR'-S (=0)-; -NR'-S (=0).—; -S~Ci-«Bt—; -Ci-Bb X
—S‘; ~85-C:- *”&‘; =Ca- ‘”i‘S“; e *i"; o *;*S";
~0—Ci-s BEZ—S (=0) .~k H 8 ;

ZhE8M, CooEBE:; Cc M XE; Co ¥, -0-; -0-Ci-
sE-; -S-; —C(=0)-; -C(=0)-0—; -0-C(=0)—; —C(=8)—; -S(=0)-;
-S(=0):—; ~NR'-; -NR'-Ci-¢ 3%t & —; -NR'-C(=0)—; -0-C(=0)-NR'-; -
NR'-C (=0) -0—; -NR'-C (=S) -; -S (=0) -NR'-; -S (=0) :~NR'~; —-NR'-
S (=0) —; -NR'-S (=0) :—; —NR'-C (=0) -NR'=; ~NR'-C (=S) -NR'-; ~NR'-
S (=0) -NR'=; -NR'-S (=0) .—~NR'—;

R°ME, Codbik, Coodbdb, Codr, R, THRHE, AR
AFHELATERR—AKSIANAE B AR THRRERK:
=S; =0; R"; JeXk; &¥%; AH%; #&; R”-0-; SH; R"-S-; F#td;
#E; R'-C(=0)-; R"-0-C(=0)-; R"-C(=0)-0-; R"-0-C(=0)-0-;
~S0:H; R“-S(=0)—; R"-S(=0).—; R’R‘N; R’R‘N-Ci-« Bb%; R°R*N-Cs-s
K A; RRN-Ce SEH E; RRN-C(=0)-; R'R'N-C(=S)-; R°R*N-
C (=0) -NH-; R’R‘N-C (=S)-NH-: R’R‘N-S (=0).—; R’R‘N-S (=0).-NH-;
R"~-C(=S)-; R'"-C(=0)-NH-; R"-0-C(C=0)-NH-; R"-S(=0).~NH-;
R'*-0-8 (=0) .~NH-; R'-C(=S)-NH-; R'*-0~C (=S)-NH-; R'R"N-Yi.-;
RVR"N-Y:-NR'*-Y:—; R"”-Y:-NR"-Yi—; H-Y.—-NR"-Yi-;

RAHE; BE; &X; C-omti; Rk, SBEE-C=0)RRARY
Co-ebdh; Cocdbibdk; M—AKSARARTFKAERRE Co-c b33 ;
Co-e B l; M—ARSAMERFRRAERAH Co bl CoBERE; Ci
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AR, C-olBAEE; CRARAR, BE;, RA;, X, &K
¥-F - (C-mA)RE; BENRCEE; SHRC AR, 2HK
Ci-s s R*; R"'=Cis 32 ; R"'-0-; R"'-S—; R”'-C (=0) —; R*'-S (=0),~;
R'-S (=0) ,—; R'=S (=0) ,~NH-; R*'-S (=0) ,-NH-; R’-C (=0) —; ~NHC (=0) H;
—C (=0) NHNH:; R’-C(=0) -NH-; R"-C(=0)-NH-; -C(=NH)R"; -
C (=NH) R";

R'AMFgEIR, — KA ZHKEK;, oUW ER, — KK =
AR FHREIR, RN KRR, TG, RS LRERK
—AREABHBIE A THRRERNK: =S; =0; RY; £&; &
%; AE; fE; R'-0-; SH; R"-S—; ¥aA; &E; R°-C(=0)-;
R“-0-C (=0) ~; R"-C(=0)-0—; R"“-0-C(=0)-0-; —-SO:H; R"-S(=0)-;
R”-S (=0) .—; R’R’N; RR°N~-Cis & ; RRN-Cir A ; RRN-Cs K
X ; RRN-C(=0)-; R’RN-C(=S)-; R'R°N-C(=0)-NH-; R’R‘N-C(=S)-
NH-; R°R°N-S (=0).~; R'R’N-S (=0) .—NH~; R"’-C (=S) —; R'*-C (=0) -NH-;
R'“-0-C (C=0) -NH-; R'’*-S (=0).-NH-; R"-0-S (=0).-NH-; R"-C(=S)-
NH-; R"-0-C(=S)-NH-; R"R"N-Yi.—; R'R"N-Y:-NR'’-Y.—; R"-Y:~
NR”-Yi—; H-Y:-NR"-Y:—;

R REHEEIHABA, R, -Y,-NR’-Y.-NR'R", -Y.-NR’-Y.-R’,
-Y.-NR'R"’, & &

RF=RTRAEEMAEEG R —RBR 3-8 LYafRRoo
BRE, ABRA4-8AFHRLELER, HEEREATHEREBE AR
A% f RY. RV Ao R HEBRARRERK, XA MREFREHTHEREERR
Me, AP RRERBM—ARIEALEA R, RO F RPHRAER
K

R'A Cotdh; ColmEE, A, £-A-C-RP)REKS H
RCI—sﬁg;

R* Y Coe 3t 2 CosBBIBR; CosdhX; 40t IR, R KA
R, FoteFfet R, —HKKXZKEK;, FEMER, KX =K
H; WA ER, —HKRZKER, FHUPGER, KA =ZHE
W, FHRER., —HRRZREK; ARG EIN, NN ZFEKK
WEFOAHER, — KA ZKERRBTEM L, KX =K
KRAMAF G ER, — AR ZARERIBF BN LR, —KX=
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HEXRREFEEK, —HKR=ZFKEXRARY C-Bbk; X R ATH
F2EATHELAK—AKIANEH R, RP R GRAERK;

R, R"FR"S a8 HEKR, L&

Ry R R FHEERANAT—REFT Cc EREK Cs ZWE,
MBS ENHERYHRRTF—RBR 3-8 AHMAREI NP R LK
KA4-8AMFRERK;, HERKEHTHELM—AKEALH R
R e R" W IR EIRA;

RUGRF RS- AM b E; R, Bk §K; AEk; L& ;R"-0-;
SH; R'"-S-; F#ti; MmE; R°-C(=0)—; R”~0-C(=0)-; R"-C(=0)-
0—; R'*-0-C (=0) ~0—; —S0;H; R'*-8 (=0) —; R'’-8 (=0).:—; R"R'‘N-S (=0) —;
RUR"“N-S (=0).-; RR"N-Y.—; R'R"N-Y.-NR'-Y.~; R"-Y.-NR"-Y\-;
H-Y:-NR"-Y:i—; AR, KA

R, RV R P HEEB/AT—RAT C-« BHRER C- EWE,
MAREEMHERGETF—REB A I -8 Atk Koot X RT X
BHEREBR 4-8 AN FHRENIRREHIK; A&

R, RUFe R & 48 AT —R A F-0-(CH) ~0-, AHlEM
kit BT —RMBMfe. Kot RFHMe 4-8 LERKEKYE
#35;

R Ci-obblh; Cocdbb; Cocdbdk; HMPWRIFR, —HKK=ZK
BRF;, KRR, —HFRZFKAK, FHFHOER, —KK=
RRIK; LR, —HFR=ZFEIR, B ER, —HKK=
&N, FRER, —HKX=FKEK; BAFRHER, —KL=KHK
HKEBMKSMAH R, —HKK=ZFRRERFFROEIR, K
ZHRRAF R EIR, — KRR EFHRRBRSAPG IR, =
REZHFEREMFREIR., — KR RRAN C- Bt k; @& R”
AFHEEATHERM—AKSAL A R, RV F RV HRARERK;
REFRRFRHEHFE fTHLEXFEMS, FEFREFRELN—
AESAKRH R, RP R HIRARERK;

R R, R"FR"SE B IMHEKR", J&

R7EHR", KRB R"T—RBE C-« EREHR C- WK, AF
WK 3-8 At B RSP EEFRRBR 4 -8 LEHFREER;
PrERFE b TELAR—AESA%A R, RF R HRAERR;

16



02821900. 7 oM P FE11/60m

RVAR"B R —RTEAFTCBRERAK G EBHE, AmbEEMA
REGRETFT—RYKR 3-8 A FL Bl E LTI BR 4-8
L FHRERR; TERRREHTHELEE ARSI AELHR.R F R
8 AR R IRAK;

R Gt £, — KR ZHEIK; EHoHalHER, KR =
WK, FEMGER, —KRZFKKK, BANER, —KX=ZK
B3, MoOMFEER, KRR ZKER, RTHALEKR. — KR =K
3K

R Hiefedd 238, — A ZKEK; oo PR, KK =
BN, FHEMEER, R ZFHEK; BPHER, —KHZ3K
BIR; F/MA IR, B ZRER, FHAER, —HKR=ZKE
B, @ R REAGERRKEFETHEEH —AKSZAN LA R R A
RY # B K BRAK;

Yo % -Y:=S(=0)-Yi—; =-Y:=S(=0):-Yi~; -Y:=C(=0)-Y:i—; ~Y:-
C(=8)-Yi—; -Y;~0-Yi—; -Y;=S-Yi—; -Y:—0 - C (=0) -Y:—~ K -Y;~C (=0) -
0-Yi—;

VWX Y& AaihEEM, Y-S (=0)-Yi—; -Ys-S (=0) :-Y.:—~; -
Y;—C (=0) -Yi—; -Y:~C(=S)-Yi—; -Y:=0-Yi—; -Y:=S-Y.—; -Y:-0 -
C (=0) -Y+—-Y:~C (=0) —0-Y.—;

VAV S ARSI IR, CBRA,C o BHER C BrA;

n}1XK2;

m¥1X2;

pAH1XK2;

r A 1-5;

s 4 1-3;

FRABERIB—A. B =4, OARAAEgRIHY
ATFTHBRAEABRAKGEL: gF. CoX. G FRRE. Ce AL,
A, AEA. 2R C-REFS HK C K

FHE-X-RA/K R R A.

AXFTRAGEHSEDAIRBA —F G CERRER 1-3A%K
RIHABRI XA ER, #lFE. 0X. L. 1-FRTX;
HAXBAIEA—HSH CoRERRBEA 14 MERTHEHERL
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it ik, wCoREMIXHERARTE; FAXBREH—H
A C-RERBEA 1-ANARRTHAEAR &M ER, B0 Ciy
REFEZXGEARARLE. TR, 2-FETRF, #ALARLAH
—HSHCoRERBEF 1I-I0AER T AR L& PBE, &
P ComAMTAHEARAAZ L. FE. X, 24F, #AHALHAR
EB—H08 CBREARBEA 1-6 AMERTFHALEAIKIAG—H
toFerz i, Pl EFEX. 1,2-2 % (1, 2-ethanediyl) & 1,2-T X
(1, 2-ethylidene) , 1,3-3E& & X (1, 3-propanediyl) & 1,3-&A X
(1, 3-propylidene), 1,4-&TX (1,4-butanediyl)X 1, 4-TX
(1, 4-butylidene) ¥; Cr-HWERIBEA 2- 6 AR FF—AREE
HASFIARE, sl E, AKE, THE, RFHE, THRE
E: C-oBWARBEA 2-10 ARRTFhR—FREG LA L ER
X, B SREAMTXORAANRERE. FHEA. THE. 2%
A2F; G BHRERBLA KRS ERGERLEA 2-6 MR TH—
Hrisbh iRk, fleRlHE, BAKE, BTHE, BAHE,
EOHESF: CoBEARBEAT 2-6 ABEFA—FARARYEEFL
ik, T, AHE, THE, RBEX, THREF; CootX R
BEFL2-10ABETFh— ARG A XARBE, o Co R ATR
S EHAB kA, FRE, ThE, BRAF; G ERARZES
H—4NEBEA2-6ABRTFH_MAEAE X4RL, SlvBTR
A, BAEL, BTHRE, BARE, BPLEEF; CHKREZEKA
A RKTA, BRE, FOEAPKRELGER, HPGER, —KX
ZHBERATE 1. 2R IANAKREARYGHRKREZL, HRARBGRETA
A, FEXHKERSEM, F-APGER, KR ZREKRELT
Wl 2X3IAKARNHKKREL, AREARGERTFEARFLAOEE
V—f R4, REREAREFAKE; FEHRGERXR, —RKA=ZKL
FTH 1 2RIAFARYFTARKEL, AHRARBERTAR; K
EFEMREMBBARAAR Mo, T 40°+2 LFHREEAKZ,
FREPEA 6 A 10 A~ 14 AFEAHK n-F (Hickel ;0 1. 2.
3F); MAHER., —HKXZKLEREATE 1. 2 R IAKARG LS
EV—ANEfO. NRSHERTHIRRKRESL, AHFEZALLE; 5
At R, —HRKRZHKEHRATE L, 2R INFRARGELLE ) —
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NEH O NRSHERTRES —FRLHITKRRL, RIEXRTE
AFHRKE; FHRER, KRR ZKLEXATE 1. 2K IAKARN
EEEY—A0. NKSHERTHFHRIRRRL.

WFabh 2K, —HKXZKRRGEAEZHHARAR, FTE, K
A, RTA, FREREA, RFR, —3R[4.2. 01 F X, KER, KEXE,
+aEE, TOaAEX.

HRoHFER, KX ZHKERGAAETHARARE, KT
WA, RAMEA, FKOHE, FEHE, KFEHE, K [4.2. 0] F%
A, REHEA, XE2HE, NAEX, 1,2,3,4-waEELX,
1,2,3,4,4a,9,9%a, 10-NA & X,

FEHERER, —HRRZFRARGEAREHHRE, FXK, X,

WFatg B, —HRRXZHRERGEAREHHADARBE, ik
A, —HRARA, ke X, i i, wiRESDE, &SRR, F
et R, FiEer R, Lok E, R, KoK, wtult
E, i, cESRL, SAREE, ERE, GekE, —EKkE,
ARG E, REE, XK, TaSHkE, NATRA.

oo FthE R, ZHFR KL AR LG bk X, ket
sk, wbedok Rk, 2, 3-— A XKk, 1, 3-FKHF R ZRHBIRFE,
2, 3-=&-1, 4-FHFERE, 2,3-—A%I%REF.

FHRER, KRR ZAREFRGEREOARERTHE, A
KA L (oxethylidenyl), whei X, wkvh i, ok, sked X, Thed
X, ek, Rob X, Fokep X, b K, = K, Kok R, -
s, wek R, R R, R, wE A, RBE, =K, whX,
Eiekwb i, FEFkmE, XFEo X, AXRFETE, 9lRX,
glwk i, FulRA, XK, Rk, vk, XFANeX,
EHFkee X, i, Tk X, XXk K, Xif=w
, bR, dekR, FbdkR, FoRERE, $FL, KBK,
dcEok R, dedaf R, KoK, A, FiFvmi, vbediturK,
b K, skt K, Rt K, et K, A%
o Sfobn X, Wed Sfebu B, e Sk R, kb SfebuR R, wbeR ek
X, Euitdi, kit R, FERebfatdR, ki ndk
A, Fuekstabdi, "EebifubR, bR, KediteR i,
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dheR v A, EwpER A, kWS E, FEAAEE, &
wp Sfupvr i, FuEek ey X, Eek e R, ek e X, okek
A, weEHRER, EoHfRER, KW ERE, SRt
R, Eebfad R, AR, ek ek, whed X,
okod kg XK, L ek ko K, R oed b K, Zebjfabe K, %
e bk R, Kok gk, iR A, BovkibERE, K
et K, Zed R R, oA, Ro gl =
h vk R, kg ek R oked SfoReb R, oked okep X Foed
Z%E, RES =R, b f=hR, TR, =%
A, kot =%k, Tk =X, Ko%K, =f=%X%,
ke, PToRE, wRE, vERE, I,

S-AFHREIFGEAREH ks K, kv, ok, kb X, %
K, Fuleb i, Eep X, R X, b X, =R, Eow X, %
—ep R, we X,

WX FPRAHKE ) LEBERRTFHERERARS, 448
EREFLHEARAERALE, SHAAEAESEBERRTF LEH AR
L P

RiFg (R)RBR. . Rhoskehdfh, ERKLHETFAH
A, #HAEAIEBA—FHIW LI ARTERIRE-REIFRYTE, &
AREA—AZEZARARTHTE, sl RAFEAIZRATE; #H
AARRXA—FLHW3 AR Co RAREAAHE-RE HRY Gk
A, Al K TEATHEGEA, 1,1 —R-CAF. EZHRTEAX
2R Coo REANESERA, A MALY A TFHRBEARELE
i, CMNTAEEXEKEA.

Al R, R, R, PRRZATEAGRKELFOIEMELRK
AR TR FHRE X, Fldentg X 035 20-3bef X,

IR AR HmER, ERERTUBIEFTELIGHRBERTAE
EXMAM2TFHAELFI L. dld, SHEFEFH KN
1,2,3, - 98 RAN, STRAL2 3, 4-98K-1-4, 1,2,3,4-19
AF-21-AF.

R EAF AR, LRARKTARIFTELSGRRLTFRE
RIFZ2BEXN (DR (D) THHMEES L, Hlde, BFAELIKA%
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KB, ETA 1-gket X, 2-oked K, 4K KFF,

K4 EF (Flde . RF)AETESEARBIE—KRHE, &A%
RXRBLE.

MBAEKFBGHABKXREAGERATERTERASEMTER
WERETF L,

HFEAEARE, R(ODAMAEGPGLERRRATREZTH
BFETREOMES, 2HF ERERTHBRPHROELESIKE
A&, Bl THEXLALTERALS Y. AL, LEATH
AERFEHRAY, ROLERANKELEA.

tRERTHEARBREOGEX (DR (D)L DEGERGEA LA
FRGAFEmRE., IFRRETHEIALE SREERY XGX
(DR (DA REF, RPHEBRHh ANERE, HEOR, #
AU, AEME; AR, MR, FBRF, IANRE, LR,
AR, BEATR. 2-BLAAR. 2-FKAR. ¥R, A=K, XHK.
ik, TLE. XX, BoR. R, 2-21-1,2,3-AR=K
. PS8, ZRHR. XS8R, -FLAERR. FOLRAHFR. 2-
PEEXTR, -RE-2-ZXAEXTRFR. R, BdARLE, &7
VAN XA 3 X 1L R 3% B T X,

BEHLENENE RBLE, L TURLSHFRERFHX D)
RIS HHREEFAFTAER. LEGELEIERAEH X.
LML XaEd ot RABRLLEEBEE, Hloid. 4. 47.
&. BEF, HANRP BHEPFTROMN. FhREEX, = TE.
The, AK. FAKR. 9 TERAMK, TR, —THK. — TR,
—ARE. —RARE. —-ETEE. shegit. %o, Bk, = T,
ZTE. ZRAE., &7, R, S Fehk, FEHELX G, N-
TE-D-HHBEER. -REA2-(BFR)-1,3-AR_8. o8
(hybramine) FiBméHE R, ARHAARFHAR. HARFH
BEHEE, RZ, FIAEBATHEIAREERELAHIRT K.

A#EmRE—FALOLEX ()R (D) RESHITERT R K KES B
BRmeHHBX., BEAHBXGEHARSYS. TEHALDHF.

MXFRAGRE “F& RNV SHEBHANE
i, PAITX (DX D)W EBH RS ESEGFEAN ERIK
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RORED. FTEARFTEREKD (Pl TRAFTER) LEFH X
g4, CTREALFRFELLANACREY, = RF5
BMREAR, THRREASN, fx-FERARREASN, FTELAFELH
BE., THERHARFSTFOERA. . 8, R CEBRTHIR. A
RBGRMNEFTAADEF HRMIET]A.L

BEEEMR, $2X ()R (D)sHFcie N-Ribdh. mRdt.
FhAfIhNFRFUEATROS—ARZATFHRYS, FRIALE
FHEEXEE.

WX PRAHRE “SHRBLEFRHEK ZLHX )R D) 44
WA B EMYG R, A . FEIEEHRTHRITEDTHREE
A TR IARFHEKR., RIEFFAARB T, LEBHOLFLEHA
AFHATROZALFFMEGRSY, HEARSDHECLSERST
MR ek Aot ik, ABRAREARLE FHANGKX ()X
(D) A E ey N-fiLdh, %, EHALHIFEGENEL—FH
&, FEPRE FMEKGETRT 10%, K&K T 5% FHNAKT 2%,
BRAAAKT 1% L3, EERTSTREA R-X S-HE; —4#
R EFM AR LRRETEELAMK-XAX-#AE, &8N
RSB ERREDE L TUEFER I-244F B4, X (DX (1)
Pt IARALFRMACHEAEARLANTERZA,

AKX PSS WG R HB XL OELF AN REARIETF
e AR T8 4G N-R AL 8 X (1) 489

¥2XDRAO)HEHETALLIERFMEE X (HloP-HdE
ERAR) B, wWAHBXRAALXTRAAIRE, A aFER
AHACEZA.

TP AEARE “X(DsH” R “X Q)X D) 444" o,
¥EaIEEMY N-fad, s, ENGE&EFEMNG IARLE
FeMk, AP AM R AauFae X ()X ()44,

HrushatXE ERX ()R O) 440, FE2RESMH LT
FEERED 10000, %3 2 %5H 800u, EXANHARSH 700u (u
AT —HRTREELE, FT1.66x107kg).

RS WE X FRX (DR (D) 4e%H, FHEZERHEA
i, Bl X REEH-C(=0)-NR'-HK~C(=S)-NR'-; FfHR2E X HALH
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Fo R AEKR, MR REAXF VREARERE-R = C-oRE) REH
R'-C(=0) —; Fefctt2 5 X HHE4H R H AN, B RV R K,
ABREHAL R AHEAM, R R A FK.

BN ESHLSH AL EEX (D)X (D) 444, €6 N-Rk
B, THRAGMRAE. FaALIALEFHE, LT

RA ez X, EK, wREARREL;

RUGE; F&; PoE; CooRmEZE; Coid; CRmAEKE;
HFBE, Co BRAEE, CoRAEXEE, CoRAEAELRNY C
ok 4 Co A K EIRA L Cis REAR CmEABRE;

X % -NR'-; -NH-NH-; -N=N-; -0-; -C(=0)—; -C(=8)-; -0-
C(=0)—; -C(=0)-0-; —0-C(=0)-Ci-s st & ; -C(=0)-0-Ci-s JTA; -0-
Cis 35 & -C(=0)—; -C(=0)-Ci¢ 3% % -0—-; -0-C(=0) -NR'-; -NR'-
C(=0)-0-; -0-C(=0)-C(=0)-; -C(=0)-NR'-; ~-NR'-C(=0)-; -
C(=S)-NR'=, -NR'-C(=S)-; -NR'-C(=0) —-NR'-; —NR'-C(=S)-NR'~; -
NR'-S (=0) -NR'=; —NR'-S (=0) .~NR'—; —Ci-s 3£ 2% ~C (=0) -NR'—; —0—-Ci-s
B E-C(=0)-NR'-; —-Cis 5t X-0-C(=0)-NR'; —Ci RE- -0-C-oimi
- —Cis A -0-; -NR'-Ci-s BEE—; —Cis B & ~NR'—; -NR'-Ci-s 3t & -NR';
~NR'=Ci-s B —Cor SRBE I~ —Co MR~ —Cocboih—; —0-Co B E
— —Cos SEHE X -0—; —NR'-Co-s MK —; -Cos MW E-NR'—; -NR'-Cis
B E-NR'—; -NR'-Cos A -Cor R E—; -0-Ci & —; —Cos B
E-0-; -NR'-Co-s B —; —Cos B & -NR'—; -NR'-Ci-s B2 -NR'~; -NR'-
Cz-s ﬂtg—CH %)b'ti;—; —0—-Ci-¢ #E;E—O—; —0—-Cz-s ﬁﬁ'ﬁ—o—; —0—Ca-s Bt
£ -0-; —CHOH-; -S—; =S(=0)-; -S(=0).—; -S(=0)-NR'-; -
S (=0):-NR'=; -NR'-S(=0) —; —NR'-S(=0).—; -S—Ci-sdt¥—; -CishtE
—S—; —S—Co-s MR —; —Cos MR -S—; -S-Cos B X —; —Co-s BRE-S—;
—0-Ci-s Bt -8 (=0) :— 3, ﬁ&&;

7 HEEM, Cos Brti; Cos A, Coe BEBE; -0-; -0-Cis
X~ -S—; -C(=0)—; -C(=0)-0-;-0-C(=0)—; —C(=8)-; -S(=0)-;
-S(=0):—; -NR'—; -NR'-Ci-s $% & —; -NR'-C(=0)—; -0-C(=0)-NR'-; -
NR'-C (=0) -0—; -NR'-C (=8) -;  -S(=0)-NR'-;  -S(=0).-NR'-; -NR'-
S (=0) —; -NR'=S (=0) :—; -NR'~C (=0) ~NR'-; —NR'-C (=S) -NR'-; -NR'-
S (=0) -NR'-; -NR'-S (=0).-NR'-;
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RBE, CooRE, CondE, CoolX, R, THHE, &R
AFHEELATHEEE MR EAZ AR IEHATHRARERN:
=S; =0; R”; #2%&; H&; AMEK; RE; R"-0-; SH; R’-S—; FBLE;
#% % R”-C(=0)-; R"-0-C(=0)-; R"-C(=0)-0-; R'*-0-C(=0)-0-;
~S0:H; R“-S(=0)-; R"“-S(=0):-; R’R°N; R'R°N-Ci st & ; R'RN-Cis
A RRN-Cs AL ; RRN-C(=0)-; R'R‘N-C(=S)-; R'R‘N-
C (=0) -NH—; R°R‘N-C (=S) -NH-; R’R‘N-S (=0).-; R’R‘N-S (=0).-NH-;
R¥-C(=S)-; R"”-C(=0)-NH-; R"-0-C(C=0)-NH-; R"-S(=0).-NH-;
R"-0-S (=0) .—NH—; R“-C(=S)-NH-; R"°-0-C(=S)-NH-; R'R"N-Yu.-;
RUR"N-Y.-NR'*~Y:—; R"-Y:-NR"”~Yi~; H-Y:-NR"-Y.—;

RAE; 4 gF; C-oRE; #HRE, BEAA-CE)R BRAY
Cs o X; CosBHE;, H—ANHABANMIRTFRARERAL Cos X
Cos e ; BM—AREAGRTF AR Cos 1K C BB Cioe
RAR; CooRAAERE; CooRERKAR;, BEA;, A%, MK, &%
¥-H—(C- A RE; FHKRC-E; 2R CRAR; SR
Ci-s BEALE : R¥; RV —Cis 22 2 ; R*'-0—; R"=S—; R*-C(=0) —; R*'-S (=0),—;
R'-S (=0) ,—; R’-S (=0) ,-NH~; R'-S (=0) ,-NH—; R’-C (=0) —; —-NHC (=0) H;
~C(=0) NHNH.; R'-C(=0)-NH-; R"-C(=0)-NH-; -C(=NH)R’; -
C (=NH)R";

R GAaFetd £330, — A ZHRLK; 9P ER, —KE=
RBERRFAEIR, ALK, ThHE, MRS RRMERR
—AREAE AR L AR THRAERA: =S; =0; R”; £X; &
*; AE; X, R'-0-; SH; R”-5—; ¥#X; &RE; R"-C(=0)-;
R"-0-C (=0) —; R'-C(=0)-0-; R"-0~C(=0)-0-; -SO:H; R"-S(=0)-;
R"”-S (=0):~; R°R’N; RRN-Cis 3t ; RRN-Co FRIE; RRN-Ci-o R
£; RRN-C(=0)-; R°R‘N-C(=S)-; R'R‘N-C(=0)-NH—; R°R°N-C(=S)-
NH-; R'R°N-S (=0).—; R’R‘N-S (=0) .—NH-; R"’-C (=8) —; R"’-C (=0) -NH-;
R'*~0—C (C=0) -NH—; R'*-S (=0) .~NH-; R'*~0-S (=0) .~NH—; R"-C(=S) -
NH-; R"-0-C(=S)-NH-; R"R"N-Yi.-; R'R"N-Y.-NR'-Y.-; R"-Y.-
NR”-Y,—; H-Y.-NR"-Y.-;

R RE BRI AE, R, -Y.-NR'-Y.-NR"R", -Y.-NR’-Y:-R’,
~Y.~NR°R"";
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R Cobbd; C-obbfE, KA, - —_(C-DE)RERS K
RCM‘-’J

R°Y Cobd; CcbibX; Cobbdk; MPpdh K. —HFX =K
IR; MR, —HKRZKRIK; FHFEREK, —K{=ZFKHK
W MR, —RE=ZKER, RO PHER, —KE =K
H; FRER, —HKHX =K, P RIK. —RKEL=FKRKK
BRI, —RAZFKAFRBAFFEO IR, KK =3
AR EMFG LR, —HRR=ZFRREFREUR PG ER, KK
ZHRRRKMFEEIR., KK =ZREFRAM C Bt E; & R &F
WEEBTIHELEE—ASRSALE R, RV PR HRRERK;

R, R'"#R"% &b EHER,;

ROVRF RS A b ;R 2E; dX; Ak; K& R"-0-;
SH; R"-S—; ¥#t%; ME; R°-C(=0)-; R”-0-C(=0)-; R"”-C(=0)-
0-; R"*-0-C (=0) -0~; -SO0sH; R'*-S (=0) —; R"’~S (=0).—; R"R'‘N-S (=0) ~;
RUR"“N=S (=0):-; R'R'N-Y:—; R'R"N-Y:-NR'-Yi—; R"-Y:-NR"-Y.-;
H-Y.-NR"-Y\—; 8AK,;

RH*J C-e Db X ; C!-ii”*‘; Cos Bk ; ﬁ*’“’*g\ —HRR=XK
B, B RIR, —KE=RRK;, FHFUHRRK, —KK=
NI, AR, K=K EK; KPR, —KK=
REF;, FHREIR, —HRKZIKHNK; PN ER, —KA=ZHR
KRR U IR, —HKRZFAFREMAFHFEHRIR. —FK
ZRRFRBEFHEIR, — KRR RERRMFRS ARG EIR, =
FRZRPFRRMFEEIR., — KR ZFHRRRH C X, &R
ATHEEBTHEREM—AKSAK A R, R Fo RN R EIRAK;

R R". R"#R"&E B HEKR";

R hifo ) 3K, — KK KRR, RGgEPHEIR, —KK=
ALK, FHEEFR, R ZIRHKIKF; bR, — LK%
R; Bl RE, K=K EK; KFRER, —KA=ZK#
®;

R hiefedy IR, —H KKK, HobP R, —KE=
FAIF; FHEREK, —HKK RN, P RR., — K=K
F; KRR, —HKR=ZFKEK;, FREKR, —FX=ZKHEK;
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ERREGBEIRA LKL THERE—AREAR AR RIFRE
BAREIRA;

Yio % Y-8 (=0)~Yi—; -Y:=S(=0):-Yi—; -Yi=C(=0)-Yi—; -Yi-
C(=8)-Y:=; -Y:—0-Y:—; -Y:=S-Yi—; -Ys-0-C (=0) -Y:= K -Y:—C (=0) -
0-Y.—;

VRS H%axhais, -Y:-S (=0) -Y:«—; -Y;=S (=0) :-Y«—; -
Y;—C (=0) -Yi—; -Y;-C(=8)-Y:—; -Y:=0-Yi—; —Ys=5-Yi—; -Y;-0 -
C (=0) -Y+—HK~Y:—C (=0) —0-Y.:-;

LRV S Aok h H848, 0 BRE,C BWER Cos BRX;

n¥1x2;

nF1X2;

pH1I&R2;

r A 1-5;

s A 1-3;

TEAZRELIK—A. BN ZA. OAREAS AR IR
ATFHRARARKRGEL: BE. CoRE. G RRE, G- RAK,
i, A, BHARC AR AR CamAL;

EHRAX-R /R REHE; &

AL

'}?;—N—— >

M, B

AR PR AERFTE, sH2, PAHAFREL-X-R A FRAN,
-1 R AR N

ALTH R AAITE, s H 1, ' 3-RA 4-FRAAAL-XX
HEN, -I-R REeH 3wk, 4wt AR 4R N-RAba;

ELFHR AEN, -I-RREEH

“-\_/*O—

EREH R ARB-I-R' A 3-HRERBRARL 4-wbREN, -
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Fo-X-R' T &;
Fodt AL

r

M, M:

RARHELMTERRGHLRE, R E N-Ridh, 1-FEnt
ik, ERK— AR TERROEDE, FRK—APAXHANFE
FRARMkmE, EKifrkwmd, ki, 5nE, ERHFTERNAH®L
%k, L 4 % @ LA £ T8

AR AR OET HL%:

Jeatare

- CHy

KA

- TR HXE R X (1)K ()44, MK N-
B, THANRRE, FRAXIACERME, T

RADRRE, ERELLEE,;

R' &

XHEEM, -0-K-0-Ci-« Bt -;

Z % K34, -NR'-, -NR'-Ci-s Bt E-K-C (=0)—;

R' b £ R

RAHE, @k, C-htEk, $HKCORERRE;

R GeFe IR, — KK =ZKEF; HPhPER, —KK=
FRFEFEEF, —HRKR=ZFKERK, THRYE, MEEREGHTH
KM—AEBALABLLH R’ RV-0-. R¥-C(=0)-K i X HRARE
RA,;
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R Co-ebbd; ot IR, K= IKHIHF; MFHFEaHRIK,
ZHRAEZHREERAY C- bk ;

R FHFBEIK, —KK=IKHK;

s b 1-3;

H#HA-X-RF/ERERAEL;

FHAH

y \ R? - Ri— , X—R?

&*’? 8 * 1’ R;” 3—’4#-x-kz»£”? -Z—R4$ﬁ% 3’“*;:
4-abR K 4tk N-F4tdh;
-Z-R' R %

7\
\_7

ARXP-I-R'H I-wREBKRKY 4-REM, - fo-X-R' XAt
b &;
AR KA S

i M;\j.._@

4

M, M:

RARAHERMTERARGOLRE, R E N-RiLdh, 1-FTE%
", ERM—AEHGATERRGEDE, FRH—ARBTATE
AR Mkwhd, Xk, Sk, SihEk, £AHTERRG®L
Sk, ERE, wERE;

AHATENLSB IS ERX (1)K (I)4b%, FHAREL
SRR N:

a)
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X-R?
—N
<‘\ ) R* e
AN R®

X -0 R H Coodi X, CooBH AR Con ik, HRURRGEH
TAEHBIAK: R* 4 C-miE; RHE, HF, FHERAY Gk
A, FHRBRH Cood b, ERRAN C-oel, B, R, ¥-
Ho (Cos R RE, Cs BE-C(=0)-NI-, Cs REXK, FHAR C
EAE, Comi, 3 HAK Climi, FARE; RAAR G-k,
HIRwEZN;

b)

RiA— R?
=T ~®), g

7% CeBiE, Cs BIHE, C(=0)-K-C(=S); 3RA P ERX;
R AMAt K, —RAZKER; FHAFHER. —KRIAZRKE
KA EHER, R ZIKALK; # R AREAGEHATERBRAK; R
HE; FA; CRERE, CooE; CoomBERE; #HTHBE, C-
if’b.’i&&g, Ci-s ﬁﬂi-ﬁ&, Ci-s i%ﬁx#iiiaﬁ’r‘iéﬁ Ci-s ﬁg, e 4
Coe R A B AR Cos AR CoR R BA X ) HEMK C IR A
R’, Rfesdw LR L;

c)

Rr¢ ®),

X h sk, -0-, -S-, -C(=0)-NH-, -C(=0)-0—;R" A&, CF;,
C3dk; VAL, £%, g%, CF, Ce b, CRAK, C- sk
A, RE, A, REEE, mE, Cl-4iiﬁ4£‘#~§~; R' A AR C-dt
E: R, RAesd bz L,

d)
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_R2
D g
7
2%

R-Z KABIRE-C-o Bt KA Z H BN, -C k-, -NR'-,
~NH-NH-, -N=N-, -0—, —-(C=0)-, -CHOH-, —-S—, -S(=0)-, -S(=0).-,
"O‘Cl—l*&", -NR'-—C.—‘R&»-, "S"Cwﬁi", ER‘)@%M, *i
£, whEk, wEd, dRNRAHERTELIRKA; R'HE, FE,
C-eBbME, Cohbl, CoBERMEME; X-R'HK, 25, Codbd,
C- oA, ZHKTE, ZHRTEE, K& C- % R HaK,
Cotd, A&, ME, ZHRTE, ZHRTAREIRRENRER
ERAM C-oBtd; RO AHEE, BX, C-oBtl, C-HRE, RE,
RENE, A, RE, ZARTE, ZGARTRE; sH0, 1R

e)
E &
Q Qm’).
R

R' % 2-wbo i, 3-wrE, 4-wmik, 2-FE-3-wmik, 4-F
B3 E, 2-wkvhd, S-FE-2-swhE, 2,5-=FE-3-%wi,
-k, 3-Ewik, S-FE-2-Ewk, 2-oxhk, R, 2-
EHkhd, N-Ri-2-ntr &, N-Rp-3-wRk, N-Ra-4-wmRE,
1H-%|%-2-%, 1H-%%-3-%, 1-FE-1H-ntd-2-%, 4—¥%E,
it 1-FE-mB-4-%; R DEK CE; X-R, s ERL;

f)
Qﬁu& *t
S)'
R

R'H N-PRdd, mRE, bk, =2k, Xifk+E, X
b XK B TR C- B AR CoMREXRER=ZATERRY - %
—vhok-1-%, 1H-2ke-1-% Cu b %, 1H-wkwe-1-% Ci-s D&, 1H-
wked-1-% CosSbAbE, "Bokk CoBbd, BHokd Co BRE, Dok
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Cispbahik; X h H3RME; R'BDE, Camtd, 2-HRE, 3-wRE, 4-
%iiﬂ 2‘?&‘3—*“s 4“?"'3"*1&: 2‘%*&: 5"?&"2°
skwhd, 2,5-—Fh-3-skwhik, 2-Ewik, -Ewk, 5S-FE-2-%
wik, -9k, L, 2-KFkhE, N-Ru-2-wmE, N-
Fi-3-mm k, N-Ra-4-wkd, 1H-%%-2-%, 1H-%|%-3-%,
1-F A -10-wteg-2-%, 4—dokdk, AL 1-FE-RW-4-%; R F
$, CombE, 2-ntkE, 3tRE, -wrEk, 2-FE-I-wRE, 4-
PR, -k, S-TE-2-wE, 2,5-=FE-3-%W
g’ 2"»&: 3"‘»&» 5’?*"2'**£! 2"*‘*;: 4'**&:
2-% ok, N-Fi-2-wxdk, N-FRb-3-wbrk, N-Rp-4-
wk, 1H-%%-2-%, 10-%%-3-%, 1-FE-10-wb-2-%, 4—%
ki, L 1-FTE-R-4-%; s LEEX;
8)

R b MAE R IR K Moo b 3R, — 3R K Z IR 3K (b 3-T AR TFAR)
RARWeRE, BX, R, Kiese X,

h)

R®

R RHA IEHRAY -k RUHE, B, C-RRREK C
M, R delbd R AEX;

| ,ﬂ.b

Xe==R’

b R HE 3 LRRAN 4-RE; R AR, B, CRBER O
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A ¥ RAE IIEHBAR 4 E; R*AHEA, BF, ComARR Cie
BE; X-R&= b2,
i)

H

3 4
R“\-':'-/yn ’
\/,\"L"Rk e y

EFR"bm#&, L, CRAE, FARCRAR, CmaX,
Ci-e L E-S(=0)-, CiRE-S(=0):-, Cu X, F KR C-RE, C
HAERE, £-H= CRE)RERE, REZXE, SR C- KRR
X RAHE, g%, R4, AL, CooRE, CoREE, K C-
B, CooBEEE, CoomERE; R“AHE, g&K C-k; }
H 2wk, 2-E9RK Kok

k)

A RO haber X, @k, KX, v, RERIgk K, ik
KEGERAB—ANAX I LA THERARERNA: %, X, KX
#E, -C(=0)-0-R", -C(=0)-R", -S(=0).-NR*R'", NR'R‘", -0-R"
AL BIARY CoR R, X P R PRV A BRI AR ERIERMR
#-H = (C-o ) BREARKN C-RE; R, Rfesm EEXN;

1)
._RZ
v = e,

(P

AF R Y 2w X, 3-wbur i, 4-wbme R, 2-FR-3-wbw i, 6-F
A-3-mbm R, 2-skvbE, S-FE-2-vkvhk, 2,5-—FR-3-skhik,
-y, KR, S-FE-1-Ep X, 2-9oEKE R, 4-uhd i, 2-
kR, N-R4-2-wb K, N-RA-3-wr K, N-fRfb—4-mbug X,
1H-"|%k-2-3, 1H-"3)%k-3-%, 1-FE-1H-wheg-2-, 48K,
4-vbs R FRaE, —FREEXRX, RVAEKRCE; s H1-3; X, }
Ao R B S,

RY
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m)

%—r?
RS % (R3)3
LN \_/

R 4-med L, 1-FRA-1H-beg R, R Co R BRRM R
R, ARk Coott ARG N-Fdbresz & X $-0-, -NR'-C(=0)-0-,
_NR'-C (=0) -, -NR'-C(=S)-, —NR'-C(=0)-NR', -NR'-C(=S)-NR'-&H &
B RHARKY Coofth, FRRAGREAREL, FERRALY
EECk, §I-10AZERTFARYEAFER, —HRIAZKKK,
d 1-10 ABETFARGEI R LR, ZHKR=K, #d 3104
BT AGRAER, —HRRZKERA W 3-10 AR TF LA
SHaAety B IR, KK ZHRERERAL Coottd, 41-342270. N
RS HEBRFH S-K 6-LRIHK, 5K -AEKTH-ARASFE
AL, WA 1-3ARETH S R -ARFRAMNY CoR, LT
Wi BFkh 0. NKS, HFR#E S K-ARKTHE-AXANFEER
2 RHAME; R'-C(=0)-NH-; R"-C(=0)-NH-; s dm ER .

#—F kg pizeX (DX O e, ErhmTHR
#Z—:

a) XAHHEBEFR AL

b) RFR REHE;

c) RHA;

d ZHEEE.

Rl AEAL ik 09 d A ik 2 X (D) K (1) e, R+

FAAmRE, ERARRER, HALEREIREE.

LERBGASHAHXEX (DR ()48, HT:

A A d, BRASIREL; HAAEREAIREL;

R'AE: 4; Foi; ComABA; Cooll; CooARKE;
B PEBE, ComEABA, CoRAREE, CRARKARARRY C
ok AEE Coo AR B ERKY CooRAE Coom A A

X 3% -NR'-; -NH-NH-; -N=N-; -0-; -C(=0)-; -C(=S)—; -0-
C(=0)—; —C(=0)-0-; —0-C(=0)—Ci-s JtX; —C(=0)-0-Cis SuE; -0-
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C(=0)-0-; -0-C(=0)-C(=0)—; -C(=0)-NR'-; -NR'-C(=0)-; -
C(=S)-NR'-, -NR'-C(=S)-; -NR'-C(=0)-NR'-; -NR'-C(=S)-NR'-; -
NR'-S (=0) -NR'~; ~NR'-S (=0) .-NR'-; -C.-« 3t % -C (=0)-NR'-; -0-C.
Bk -C (=0) -NR'~; -Ci-Bt%-0-C(=0)-NR'; —Ci-eBtE-; -0-Ci-Bi
~; ~Ci-s Bt -0~; -NR'-Ci- Bt &k —; ~Ci-sBEZE-NR'—; —NR'-Ci- BE 2 ~-NR'—;
~NR'-Ci- BEE—Csr IRBE R —; —Co-cGEMb R —; —Co Bl —0-Coc b ib B
- —Ca-s i#i"O"; "NR"'C!-G l*i-; —Ca- iﬁ&-NR‘—; 'NR“"C!-G
S A -NR'—; —NR'-Co-c SEDF R ~Csr SRBER—; -0-Co-s B FE—; —Cos Bk
%-0-; -NR'-Ci-¢ $edk—; —Cic Bt -NR'-; -NR'-C.-s e -NR'-; -NR'-
Co-s B —Cs BRDEE—; —0-Ci-s DEXE-0-; —0-Ci-c 3B -0—; -0-Ci-s B2
% -0-; -CHOH-; -S-; -S(=0)-; -S(=0).-; -S(=0)-NR'-; -
S ("0) 2‘"["} -NR'-S ("0) =3 -NR'-S ("0) 1™, -S—Ci- ﬁ*‘; —Ci-s %g
-S—; -S—Cocbdb¥—; —Co- M E-S—; -S—Cos Je—; —Co-s B Zk-S—;
=0-Ci-s B S (=0) .— &K, 34k ;

I HEBM, C«EBHRE; Cs B E; Cos BIeE; -0-; ~-0-Ci-
% % - -C(=0)-; -C(=0)-0-;-0-C(=0)-; -C(=8)-; -S(=0)-; -
S (=0) :—; —NR'—; -NR'=Ci-¢ Bt % —; -NR'-C (=0) —; —0-C (=0) -NR'—; -NR'~
C (=0) -0—; -NR'-C (=S) —; -S(=0)-NR'~; -S(=0).-NR'-; -NR'-

S (=0) —; ~NR'-S (=0) .—; ~NR'—C (=0) -NR'—;  -NR'~C (=S) -NR'~; -NR'-
S (=0) ~NR'~; ~NR'-S (=0) .-NR'-;

R K, Coobbd, Condbdb, Coode i, R, THRWE, R’
AFHEERTHERAM—AEEAE A BITE A THRARERRK:
=S; =0; RY; #&; &X; AME; R&; R"-0-; SH; RV-S-; FaE;
#®&; R"-C(=0)~; R"-0-C(=0)-; R"-C(=0)-0-; R"-0-C(=0)-0-;
~S0:H; R'“-S(=0)—; R“-S(=0):-; R°R‘N; R'R°N-Ci-s &% ; R'R'N-Cs-
b k: RRN-C« R &; R'R“N-C(=0)-; R’R‘N-C(=S)-; R°R‘N-
C (=0) -NH-; R°R‘N-C (=S) -NH-; R’R‘N-S (=0).—; R’R‘N-S (=0) .-NH-;
R"-C(=S)—; R"-C(=0)-NH-; R"-0-C(C=0)-NH-; R'"-S(=0).-NH-;
R'*-0-S (=0) .—~NH-; R"-C (=S)-NH-; R'-0-C(=S)-NH-; R"R"N-Y..-;
RUVR"N-Y.-NR'*-Y:—; R"-Y,~NR"-Y,~; H-Y.-NR"-Y:.-;

R'BE; ek Bk C-RE; wRE. BEX-CEDRRRH
Co-eBEdk; Coctbibk; HM—ARIANHATRAEIARSY Co-c I X ;
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Coedtd; CosBEMBE;, M REANAHRFRALRAKY Cs WX ;
Ca-s ﬁ&i&; ﬁ*’l‘é&?*élﬁ‘fﬁ.ﬁiﬁlﬁéﬁ Ca-s kg; Cl-sﬁﬁgs; Ci-s
RARKE; CoARAR; REA;, 7K, X, RE; £-K=(C
RE)RE; 3K CE; 2R CRAR; R, R'-CoBuE;
R*-0-; R™-S-; R"-C(=0)-; R*-S(=0),-; R'-S(=0),-; R'-S(=0),-
NH-; R"-S(=0),~NH-; R’-C(=0)-; -NHC(=0)H; -C(=0)NHNH:; R’-
C (=0) -NH-; R™-C(=0)-NH-; -C(=NH)R’; -C(=NH)R";

R AW Ak, —fokvhi, wbedokl, bR A, sk X,
shedtah e, skedbr i, Web X, # K, oK, RRE, REA, &
22X, = %X, Boki, —RRAFEXBIRE, THRNE, FEER
EHHERB—AREINEHBIHE AR THRKRERAK: =S; =0; R”;
X, Bg&; AE; f&; RV-0-; SH; R"-S-; FEtX; BXE; R'-
C(=0)-; R"-0-C(=0)-; R"”-C(=0)-0-; R"-0-C(=0)-0-; -SO:H;
R¥-S (=0)—; R"-S(=0).—; R'R°N; R'R°N-Cis 3t ; RRN-Cir R A ;
RRN-Cis S E; RRN-C(=0)-; R°R‘N-C(=S)-; R'R°N-C (=0)-NH-;
R°R°N-C (=S) -NH-; R°R°N-S(=0).—; R°R‘N-S(=0).-NH-; R"-C(=S)-;
R"“-~C (=0) -NH-; R"-0-C(C=0) -NH-; R"°-S(=0).—NH-; R"’-0-S (=0).-
NH-; R"-C(=S)-NH-; R'-0-C(=S)-NH-; R"R"N-Yu.-; R'R"N-Y.-
NR'*~Y:=; R"-Y.-NR"-Y.—; H-Y.-NR"”-Y.-;

RF REHEIIADEA, R, -Y.-NR’-Y.-NR'"R", -Y.-NR’-Y.-R’,
-Y.-NR'R"’; %

R*F R B ABMIAR, CoE; CooBHER Ca kR, REK
R fo R 6 Arid & R A TSGR —A XS LA R R AR GRAR
BRA;

Rofe R TAEEMATREEG R —RH K 3-8 LR ESEFH
BEK, AHWRA-8 AN FTHRELK, FRAEKREHTHEREK K
$A4% B RY. RV Fo R EBRARERNK, RAMELKEFTHEEER
FAE, APHREXRERB—ARSEALH R, R R HERAR
BA;

R759 Cl-6ﬁ£; Cl-eifﬂﬁlgs ii, 35"3&:- (Cl-sﬁﬁ)i£i§@
K Ci-s Bo A

R'H Coodtdh; Coo IR, Coo bR, HMfd B, — KR =K

35



02821900. 7 oM 1 ZE30/60m

N, HoBFHER, —RKRZKEKK;, FHERGER, KX
BRI, oAb R IN. KX ZIRER; Hothfdh IR, KX =K
BR;, FHRER. ZHRAZHRRR, B GER, KR ZKHKK
RKFSUFHER, — KR ZKERKIRFTHFHRGEIR, KR =
FERIBMAG LR, KR ZRRRRMIFLSEA IR, K
REFRLBHRRMFHER, —HRRZFRLEFRRKY Q- E; E R &
THERATHEEH —AREAN R AR, R F R GRAERK;

R, R'FR'EEIBHARR,

R. R F RO FHEERAT—RET C- BRER G- BHA,
M GEMAERGBRRF—REBRI -8 AHEPRETtoftE R
KK 4-8 AHFHRERR;, ELKREATELEBE—AREANLR
RV, RV RY M AR XA

ROVRF RUB- By &;RY; BE; g&; ME; KX, R"-0-;
SH; R"-S—; ¥#X; BE; R'-C(=0)—; R"-0-C(=0)—; R"-C(=0)-
0-; R"~0~C (=0) -0—; -S0:H; R"*~S (=0) —; R"*-S (=0) .—; R"’R'*N-S (=0) —;
RUR'“N-S (=0):~; R'R"N-Yi—; R'R"N-Y:-NR""-Y:—; R"”-Y,-NR"-Y.-;
H-Y.~NRV-Y.—; K, H&

R RPFe R P HEEFIAT—RET Cos BIREX C-s BHXK,
M 5EEMAEBRGRTF—RBR I - 8 LA RF 5 i b) LRI N
S RAIBR4-8 AN THRERRR LR, X4

R, RVF= R P G EHA T —RAFT-0- (CH:) —0-, K5 EMN
BN BRTF—RYBMF. K5 feRFHFMRG 4-8 AEERKE
K

R A Ce i, Coo I K, G bR, HAHER, —HKR=K
BIK; FHoMFHER., KRR ZKER, FEHEBRGER, — KK =
FHEK; B ER, —KRZKERK;, F9ufP@ER, — KK =
WK, FTHER, —HKRZHKERK, Hbft) IR, K=K
REARFLSBAFNER., — KR ZRERIABMFERGER, ZKF X
EZHREARRBAAFGER, — KA ZKERXBFEI NG LR, =
AR EFRER, R RLEHFBRAY Co b & RY
ARTHERATHEREBE - AXEANRLE R’ R R GRARERK;
RHEAEBEBEARERTHLEEXKMS, L7 AR RFRERB—A

36



02821900. 7 oM P E31/60m

KEAEA R, R F R HERAERAK;

R, RV, R'F RS AR IHARR"; &

R'5 R, AR ERT—RHBK C-« EREK C BHR, KM
HBR 3-8 A ERT B LRI R 4-8 LHFERELK;
Pk e3RE g THEHE —AXBZAEAH R, RV F R HIRA KR
E% 3

R'FeR" SR —RTEAF C- BRER O BHE, AR5 ECMNA
ERBORBRF—RYR 3-8 AhfeR Ll ERLTRIHBR 4-8
AWFHERIK, FREELRTHELEH—AREANZAH R, R F RY
& BRAERA;

R HiaFetd $ 3R, —RRZFKIK; FoahthEiR, —RKR=
KBR, THERGER, —HRAZKEK; B ER, —KR=3F
RIR;, oMW ER, —HKHAZREK; RFHEER, KK =K
K,

R" h4afath 3R, —RKZIRBKIK; Hobf@ER, KK =
FBK; FEHEMGER, KA KKK, B ER, — KR
2R, BN ER, —HRAZHKERK;, FHRER, —KR=ZKL
K, R REAHERILEKE A THEEAE—AXSAEE R, R F
RY B IRAX;

Yo A -Yi-§(=0)-Y:—; -Y:=8(=0):.~Yi~; -Y:~C(=0)-Yi~; -Yi-
C(=8)-Yi=; -Y:=0-Y:—; -Y:=S-Yi—; -Y:-0 - C(=0) ~Y.— K -Y:~C (=0) -
0-Yi-;

VR Y. 8%y A, Y-S (=0)-Yi;-Y:-S (=0) ~Y:—; -
Y-—C (=0) -Yi—; -Y:=C(=8)-Yi—; -Y:=0-Yi—; -Y:=S-Yi—; -Y:-0 -
C(=0) -Y:—2%-Y:~C (=0) -0-Y.~;

VLRV S AT RAEEE,CBRE,C BHEX C B HRX;

n#h1lxK2;

mAH1x2;

PAH1RI;

r A 1-5;

s A 1-3;

EEIRERAIE A, BA. ZA. OAREALGRIRA

37




02821900. 7 oM P E32/60m

ATFEHBRARXABRKGER: gF. Coodn i, O RRE. ComAR.
A, A BaRC-EHEFLEARCRAX,;

FHRX-RF/RREREHE; AR

FHRLIRARKEZEN R R AR BRASZ X,

F—RREGHESHHXEX (D)X (D)4, KT

HA Rk, ERASAEL; B E AR EL;

RUHE; TR FBE; ComBRE; Cofui; CoonREAKE;
HFBE, CooREERE, CooRAXERE, ComEARALBRMKY Cs
RA; R G- R ARK ARG Coo R CEKE;

X % -NR'-; -0-; ~C(=0)-; -0-C(=0)-; -C(=0)-0-; —0-
C(=0)-Ci-s iR ; —-C(=0)-0-Cis32E; -0-Ci-s RE-C(=0)—; -C(=0)-
Ci-s S X -0~; —-0-C(=0)-NR'-; -NR'-C(=0)-0-; -C(=0)-NR'-; -NR'-
C(=0)-; -Cishtit—; -0-Cie - -CeE-0-; -NR'-Cis SR E—;
—Ci-s B -NR'—; —-NR'-Cis B A -NR'—; —Co-s 2 W K —; —Cos BB R —; —0—Co-s
MK~ —Cos A0 -NR'-Cos K —; —Cos M E-NR'—; -
NR'—Ca-s 435 X —NR'—; —0—Co-s BB —; —Cos B2 FE-0—; -NR'-Co-s B X -;
~Ca-s B X -NR'—; —-NR'-Co-s B & -NR'—; —0-Ci-s 552 -0—; —-0-Cos8 i X
-0-; ~-0-C:s # %X -0-; -CHOH-; -S—; -S(=0)-; -S(=0).-; -
S (=0) -NR'-~; -S(=0).~NR'-; -NR'-S (=0)-; -NR'-S(=0):—; -S-Ci-s¥%
- -C A -S—; —S-Co K- —Co- M E-S—; —S-Cos B K~
~Crs e X -S—; X L4,

ZAHARE, Coo BIRE; Cos BHE; Cs BX; —0-; —0-Cie
%"k - -C(=0)-; -C(=0)-0-;-0-C(=0)-; -S(=0)-; -S(=0):.—; -
NR'-; -NR'-C:i-s #% & —; -NR'-C (=0) —; -0-C (=0) -NR'—; -NR'-C (=0) -
0—; —S (=0) -NR'—; —S (=0) .—NR'—; ~NR'-S (=0) —; -NR'-S (=0) .—;

R°AE, ColrE, ConddiE, CondkX, RY, THHE, &R
ATHERAATHERAB —ARXEASEHBIE A AT HRKERK:
=0; R”; 2&&; H&; MX; #K; R"-0-; SH; RV-S—; FELE; &
£:; R"-C(=0)-; R"”-0-C(=0)-; R"”~-C(=0)-0-; R"”-0-C(=0)-0-; -
SO:H; R”-S(=0)—; R"”-S(=0).-; R'R°N; RRN-Ci-sdti; RRN-Ci-s )5
£ A& ; R™R“N-C(=0)-; R°R‘N-S(=0).—; R’R‘N-S(=0).-NH-; R"-
C (=0) -NH-;

38



02821900. 7 oM P E33/60m

R°AY&; BE; OF; C-oRE; #ARX, BEHI-CE)RRAH
Cl-s)ﬁi&; Co-s S X ; ﬂ“&i?’l‘@lﬁ%aﬁ.i&ﬁéﬁ Co-s S 2K ;
Crs BRI, M—ARENMGRTFRARRAY Cos B E; ClTBAE; Cise
REEERL, CLoORERER;, RE; f4; AL, &4, -2 =(C
RE)RE; K C-E; 3R CmAR; RV RU-C X
R"-0-; R"-S—; R"-C(=0)-; R"-S(=0),—; R'-S(=0),~; R'-C(=0)-;
~NHC (=0) H; -C (=0) NHNH:; R’-C (=0) -NH—; R*'-C (=0) -NH-; ~C (=NH) R’;
~C (=NH) R*;

R AwArkehik, —Srkvhi, nbedoki, wbeli X, skt X,
%25, =44, Dok, —RARRERERE, THE, ALK
L ERBM—AREIANALIBIH AR THRAERK: =0; R"; 8
A 5%; A, KK RV-0-; SH; RV-5—; FBtk; B X; R"-C(=0)-;
R"~0~C (=0) ~; R"-C(=0)-0-; R'’-0-C(=0)-0—; —-SO:H; R“’-S(=0)-;
R"~S (=0):—; R°R°N; RR°N-Ci-e 3K ; RRN-Cis SR K ; R*R*N-C (=0) —;
R’R*N~S (=0) .—; R*~C (=0) -NH—;

R'#= R° & f 2 230 5h 8.3 R';

R*" e R“ S AW I AE, C-oRE; CBWHEX G-, R
Fe RUATRAMHXEXAEHTHEAB —AREALHR. RFR"'Y
BAR LA

R A Cs i X; CoRAR, L, B-R=-C-RA)EEARSH
A Ci-s yfai,

R°AHCohtd; CootiR; Coothb; MAPEIR, KK =K8
H;, FotbteER, KR KKK, FEMYHLER, — KR =K
BK; R ER, —RREZRER, /ARG ER, —KA =K
I, FHER., —RR ALK, RAFGER, —HKR KKK
RS ER, KX ZRERIMFESG LR, ZKH =
HRERE BN ER, AR ZRERIBFSAFG LR, =K
REAEFRREFALR, X RLEHRRKY CX; R4
FTHERATELEBE—ARSIAEAH R, RV AR HRALARK;

RERV A R B A3y 8 RY; BA; BF; AE; £4;R°-0-;
SH; R”-S-; ¥WEX; #X; R’-C(=0)-; R”-0-C(=0)—; R"-C(=0)-

39



02821900. 7 oM P E34/60m

0-; R'*-0-C (=0)-0~; —SO0:H; R"*~S (=0) —; R"’-S (=0) .—; R"’R'*N-S (=0) —;
RVR'N-S (=0) .—;

R A Cis A Cos WM A; C-o BRE; LI, —HKRX=ZK
BRI, ROMFER, —HKRZKEKR, FHEHNHNER, _KKR=
RERIR; HfetiER,. —HX=ZKERK; FoaftEIR, —RKR=
HER; FHER, —KAZKEK; #0FHER. —RKR=ZKK
KRB GER., — KA ZFEFRRMFHFHEGEIR, KR
EHRERIBAFGEIR, KR KRR ARSAFER, =
REZRERIMFTARER, ZHHZRLRRRE C-oR; 3 RY
ATHELATHERAB—AREZAZLA R, R AR GRAERK;

R A& &K RS

R htofotg $ 3R, KK ZRHKIK; RSB HER, KR =
HRBR, FERGER, KA ZKHEK, M ER, KKK
IR, F>AFHER, R ZKLHK;, XF#AER. —KH{=ZK
&IK;

R H4ofatg $3K, —HRAZHFEK, FoBRPYER., ZKK=
B, FHEBGER, KRR =ZKEK; B ER, — KX
IR, oW ER, —HR=ZKERXR;, FHERXR, —KHI=ZKE
R, @ R RANEKRLKESATHEER ARSI ALH R, R F
R A KR

nHlx2;

m¥1X2;

pAH1R2;

s A 1-3;

FEAABERIB—A. BN, =4, OAREALSABIRAH
ATFHRAEFMRARGER: &, ComA. CIRRA. G AX.
ﬁ.g\ y - F - } ﬂ'f‘ﬁ Ci-s fii*’? @'ﬁ. Ci-s )‘fbﬁg,

FHR-X-R /A RCREHE; AR

FHRERARKE AN R R AR AR,

H—Ph XX (DR(D)4s8, LdrrEismhit g T
B RXZ—Wa:

1)

40



02821900. 7 o 1 ZE35/60m

z—R*

4

0
~N
B! (@1)

7z

s
W

¥—R?
2)
o
1l

NRI

(a-2)
o
=3
N
. ye—R2

FlAEAL X E X (a-1) B4 d, L PR —ARA CTHROH
i) A, RETAE T FI 6 R4l

(a) s 1, BAfE PRAELET N #EE0GHE;

(b) sH1, AERRAEE T N E2R8EGH4E, BRH C-ob
FAX S AR C-RAE;

(c) XAAHABMK Ca it ;

(d ZXHAS;

(e) X-R*Ffehrk, C- A, C-RAX, =gRFE, =&
KPEE, REC A, REBRX,;

(f) RASXBRRGEAESAANARRTFH S LRK;

(g) R"REHEA, Cs i, Cos MR, Cos X, BXXREH O,
S, C(=0), S(=0), S(=0)., -NH-S (=0), -NH-S(=0).-, —-NH-C(=0)-;

(h) R*REEH4A.

Bl Ek ik X (a-2) a%, XFHA—AIFESAN LA
HA) FH &R

(a) X REEAHHEEENR Ci-s A ;

(b)) "FEEAHR, ZRATERC-RE;

() X-R*ReehEih, ColE, CoRAE, ZARTFTAEA, =8
KRYAE, RECEE, REAKXE,;

41



02821900. 7 oM 1 ZE36/60m

(d) R'AAEZBIRAE 5 AR,

H—FAABRY LS HHEEX (D), (1), (@-1DX@-2)
61eS- M, A R AEBIRNE S AHRF, A AEERRGGERLE
AEERRG =t ko /K P I HLEM,

HRERAGX (DX () bWk f .

N~ (1H-%|w—5-2) -N'- (2,4, 6-= P X K £)-2, 48R = Ik,

4-{[4-(1-F X -1H-okoe-2-X)-2- R A RE]2- (XX FH
X)Fik; |

4-[[IN-(1-F X -1H-2kwe-2-%) -2kt X ] K& ] -Fif;

A N-Fkdy. THANPRE., FE&PpIALERMK.

FeEREHX (DR(D) 4Pt H:

N'-(6-"Bok—4- K -k -3-K)-N'-(2,4,6-= F X X X)-2, 4—%
"R

N-(3H-K ko -S-K)-N-(Q2,4,6-=F R K E)-2,4-sfvz =
B

N'— (1H-"5|m ~6-%) -N'- (2, 4, 6-Z FE X X) -2, 4B —Bk:

N'-(5-i - -2-K) -N'- (2,4, 6-=ZF R E LX) -2, 4—Fvz — B,

N-(6-F B E-R-3-£)-N-(2,4,6-ZFEER)-2, 4z =

N-R Ak —6-K-N- (2,4, 6-ZF R EK)-2, 4B — B,

N'-(1H-"3l o —5-%) -N'- (2,4, 6-= F X X X) -2, 48"k — &%,

N-(QH-FK HF = ok -5-K)-N'-(2,4,6-= F A EX)-2, 4-"Frz =
:: 3

N-RAMNN AR EFAH-S-X-N-Q,4,6-=FAX
X)-2, g — B

N (6-Rtbo-3-K)-N-(2,4, 6-=F R X %)-2, 4—FR — &,

N-(1B-%31k-5-&)-N- (2,4, 6-=F R X X) -2, 4-8vz — f&:

N -k —6-F-N'- (2,4, 6-= FRKE) -2, dH = B;

A-[A-[(XHA L3RR RERAH-5-AFR)-BA]-ERr-2-
XRE]-FH;

4-[4-[ (ok-3-K FK) -fA] Fg-2- A 8K -F M

4-[4-[(kh-2-K F X)-RE]F=R-2-X KX]-FM;

A-[4-[(E-2-AFE)-RE] B 2-ERX]-FH;

42



02821900. 7 oM P E37/60m

A N-fibdy. THANRRE, FEPIELEFHIEK.

RSB TAETHEANEG: AELSEMNHR NN-ZFEKT
BB, TH. Wik, K, B (T8, B, FAR)FENAL
T, HERAZLIRFDLEBRFAALET, X TD ¥ RE4A&EX (ID)
pRAR L, AP VWARAELEFTLER, Hlg BT (R, £F).

x—R?

. *¥—R?

)

PR .

S ‘

)

H—FH, LRREELTAAZELEMN TR, E4H4LMN =

(ZZFERAR) —42(0). ELBAw2, 2-RN(CFEBL -1, U-BE,
Foik 4 i T B4 £ T 47,

XD HEELTAET LR, FEAZHEHN L FX,

ELEBEAMN = (CEFEAR) —48(0) . EHBAH L2, 2-N (=X

BE) -1, P-BREFE SRR THAAET, RA P VLRAELE

AR Bl RFrRF)HXAV) FEAS X (V) FEERLE.

. *—R? . x—Rr?
2 Y S N A
A W2 N N
=/ ®%, } =/ @),
; %) L
oo

®

EELEEMN L,4-—ERIB T8, 8. ARF), KA
BT, HFESRALEZELSBRLLIRF. RZ2LRBP N N-—FARXLE
MEET, SdRAFPVLRAZLSZLEALERT (BRF)HX (]
FE kL X (VI FRERLE, 4 TAHFX (DoeH.

, Q! x—R?
R L\
L /\ + B¢ —\A N
A AN | ®,
=/ ®), z
R

o

l
YW W)
)

43



02821900. 7 o 1 ZE38/60m

EELEMNEE Bl TR, CHEF)AFELET, BLEXVIID ¥R
RIAF WARAZEBELEE, I RT HERF), ABAH T
Bt . LEADF)]IESX (X)) PRIERE, TAHI &R F Z % C(=0)
HX(Ddd, ahsHAX (-a) kF.

}.{‘ 2 ol x—R?
/N + H® —s —
®— -—\(R?')s A(LO ——\(R3)s
§° b
w, R

Vil Y (-a)

EF LAHERMRGX (D444 [FFX (I-b) Arrsd]Ta b X (VI)
Fa L X (X) F R &, R RAE LSRN o (ZEMR)
B, SENR GERA) FoE BEMN 0 LKA LT RAT.

, g X—R?
e — O
HO._ _, ="
@i@ e VAR
®),
oW )
)

AP IHEBAFRRE S-wek XX (D44, BPX (I-c) FiFhy
wAi Y, TABREX XD PRALERMAMNAEAELE L NN-ZTAT
e o HEN e 1-FR-2- B R BALETRE LS.

X—R? R! e
1 | / \
A
oSy = — 9 G
& > O
N=N
xXh ' (I-c)

AP ZAHARS, KAA2LFA N EREGERELGX ()44
[Bp X, (I-d) Fr7404-m] T h X XX) P R 4&kE X (XXI) b R4&£E %
Flie N N-—FRFBEFE LR OHHAETRARTHE.

o R XK Q! X—R?
N
L o LS
BN =/ @Y \/lr =N =/ ®),
r*
XX) XxD (-d)

44



02821900. 7 oM P 3E39/60m

ErEREY, wREX (-DHSHFHRREFABEIBEEE
BRAN IR, B X (XX +R4&Pey R TR A& -N=CH-N(CHs) . & -
C (=0) -N=CH-N (CH:) . BRAX, &9 Z2 3K,

EXHFEBERGNHETY, REFHTURRENR T4 &
%, wHLHE, TUARBAFBEA W FTkeF R, &8, 48, &
# 4 B ¥ ik — P sb4L.

X T —THEBAAEN G XA LRL AT (D)
A e AR L.

FIAEARRC G M AR N-RAHE X T &, Tk
#X (Dot hiapey N-RudhHB X, ik N-BARE —KZ
Hit X (D) WL E S ANK LWL BAH B E kAT, SEH LMD
faheEsmit il RERIRLEENITIRAYTEA
4, HHAN; CENANTRADTEELAR, HlodXTRK
HREETR, #ld -REEXTHR, $AARRPILR, KEIR
HE R TELRAE. ETHEN YK, KEAHLTHF, &
AwHE, B 2-TH, gRARL_R TR, ARRFENGRESY.

Ik i SR Hlew (ZER) ERSEEMN N N-ZFRAT
BN N N-—FRAFBREALT, Bid5Z TN REII AN RAM
HCuCN ALK, TRARAFRAZFE, RFXF RV EFRAHX (D
WL BELT R ARAIA T VHAEBRRGX (DEH. £
EYBMLBRALET, Eits HCOOH LA, A+ RARERL P R4
FABRAROX DB TH—FHARLT R HAREREIALTF ¥
BEEABREBRAGXN (D44, £+ R ARERA T RHARRK
BX (DAL ETAERLER LN-—FRILBRLBBEAATHE
RIBEE, Rist—FHAG AT R ARSI A F R B A RA
#HX (s,

AELEMNM L,4-—ERALAT, Bd5HALARE, LTV
¥ Rl ERAM X (DB R4 b R #EAERAN X (1)
4.

EELEEMN - FERALELAT, Ad5XRER S-C-xX, #
4= Na* S-Coe AWM KMNRE, ETUAFELF RVHGEFRAKHX (D
WAL BRET R C-RmAXBKNGX (D) s, B—bHhE

45



02821900. 7 oM 1 ZE40/601

HAZLSEMNwE (P i) A TEHAESRAN L&Y (4]
o -RAXEFTR) AR, TAst—FHH R+ RV ComE-8(=0)-
BAHXN(DLEeH.

AELEMN B (B FH)ALT, Bd5BEH I LIOC-RE
BE, LTABAT PAFERLT Vg EFRANGX (DI
REET R H CoRAERAT M C-ORAXRRGX (DS .

BHAZTEHRAAEREN L —_FERATELENRREPLT
MME F, RARALENE (R R) R LR ENFTELELSY, T
AREF RAFERRAT VEAEERRGX (DAL HELRET X
HEESIAF HEXABRAGX (D)L,

A LA A ENLA. BB, EAARELEMN 1,4-20F
B .NN-—HE BB, NN-—FLAFBBEALET, Bd501-LRH,
TAREF P AHERET VHEFRRGX (DA HHAAHZLEX
() 4e2%, L R ALK, —IRRZKEKRK; Folafth LK,
—HAIHBER, FEBRNGER, KX ZIKHEK; HfER. —
KRAZHRAK, EoEPGER, —RAZKER;, FHREX, =K
HEHER, RAF VMR, KA ZKEK; o5
IR, ZRHEZHBIN, FHERHER, —KXZKEKK; wfnt
K. —HEAZKREK,; o ER, —RKRKZKERK;, FAERX,
SRR EZRRFERK, FRBRAESG-L RF.

AELEN KR TAEAEAT, BidhH4E 6 A RAFR
B, TARET RAHARIAAT VHEABRRAX (D SHEAH TR
HRARET VEARKGX (D e,

AELSEMN N N-ZFRACHESNN-—FEATRBESAT,
HAAEE SR N N-—FALCEAAT, B I-X-V AR, Tk
BEP-X-RAEALT VRAELET MR EBEGALEH LA KN
X (Dot hix X (Dadd, EFmd KRAER X E
#, AP B RAHAK X REEH AR,

AELEBBEENAN QMR ELEN P —RTRALT,
PR % Rk Coo BA Coo RARAKN X (DA HRATHIEEML, A
AR EY V#HEZEE CLREARKRYX (DEH.

R AEEBROEBRALET, RALAAZLEEN B BT

46



02821900. 7 oM P E41/60m

). Wa%kd. NN-—FAXCEAAT, Ad5E T80 EMNR.
NH: (Ci-e 52 2) , AICH [N(Co-e 32 £).1CL BB, TA¥HEF K X-R %
Coe MPEEE, REF R Co AR FERAN X (1) 1o B34
AXEX (D%, EPRUPRX-RVAHAREEE, AL P RVHAEE
ARFE-H = (C-o ) BEZERK.

AEELZEMN OBk, K. CH. RFALET, AR
Bie N N-— R O AET, Bid5E Y M4 Bro R 1-(RF
2)4-R-1L,4—RE-HKDR22NFERX[OEMBLEIRE, TUH
AF RHEIAT R ZARRKGX (DSBS AT R AHHER
FF R ERA G A,

EFRR IR C-omBERERKF R Coo AR ERA
X (Dsd, Ad546EGE M LiAILEE, T4 H 1L
PRI-XRVAZLFEAIEFT VHEFRERAGX () 1o%.

FEELGEAN HlIode-BK, PELEN B (Pl TEHE. 0HF) X
NN-—FELBBEAET, 3524 ERMN L.AE, TUHKLP
-X-R* RA-0-CH:- (£ IAR) XX X (I) o H L F-X-R* K
ZOH@X (Dsd.

AELBIBEBFFELEN I N - FPRLALBRBRAAT, Bt
EW-X-RVEAE, AP VWRAZSHFELLA, 4l RF PR, 5+
HAFH-0-XREXZAAGAEEREE, eMild 0 RFHEKA
#(EFARAY, LKA EEENG—FS, PATHOORTFREHL
A), TR F-X-R KA OH 84X (1) fb a4t h 3o -X-R* K k-
0-Xi-R*# X (1) 444

AE BREAH Fldmde-K, EHHAFY (FlERPER) o LF
MUl oBE X (B TH., CHF)ALET, ALEZERTHERMN L A
B, TRAEAF EAME, XA F VEAXRKHX (1) a8L
AEFRHREIL T VHAEARKG X (D) sd.

EZELERNG LN-—FRLSEEFE S K LN-—EA TR
BET, Bid5W-S(=0)-NR°AE, AP VWARAZELEZELLHA, 4
P RTF GeR), TAKET R A NLIRAKG X (Dot h 1
F R’ -NH-S (=0) .~NR'R* BRAR. 49 X, (1) k4%

AEERF, —&X (D 4HFe 3k B KT 4 a4 Rt 3R
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F. FriEAeA-d b Bk o 94K 84 4h S AR A AR T 2L A A RAR R &
fo bl FE AR, Hlde, EATBRAK T AR 3 ik A Sk FE AL dh
CEBRRBERIER. REECEFFTELH. RETAKRT AR
MRS MEF, FEARNELIHOMNH = F HBRIE LSRR
LA R R E RS HE RS Y; MEE N i EHE AR
CEBAY R MEEFFTEHESBRENREIMESHE RS
M, BEREAALSE R IEsT ok i R AA- 340k AR A & 2Bk,
AP o 3 AR AL TIAGE S T R EfeR e R L LR E
FHAEEF, EHR TR EEIARE—BE L.

HEBX (ML HALFRKHTRERNNGF —TRBEFTERR
Me sk, HANRRATFHEATAGRAREHE.

—k Ak RERARZ OIS, TIARNTH ERFRET
oA R R AR R AN 40 89 F k414, A I WO 99/50250, WO 00/27825 &, EP
0,834, 507 A&,

EESERA b4 . ELEAH, Hlide-K, ELEELFD L
Wk, ARELEMN WAk A Pl TR, THEFAHFET,
ZRXXID bk, TREE1XT R AN ADEY, EFR

Al X (11-a) 7.
@ =
L L
X1 (it-a)
EZEEEMN KR TRALET, HERASEZNRI N, N-—

FARLEBALT, #AF W EZXHX XIID) ¢ HE4kE X (XIV)
bR A, TEARIFX (1) a4k,

Wy *x—R?

w /N 4+ R —— W / \\
=/~
(Rs)s R

()

Oy

o vy

A (I TAHET N EZXAHX VS HELT VL
Z e X (XVI) & R4k B A 414
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W, »

A
(xvi) ¥
RS

X VD B TAEZEF X AVID 4445 X QVIID & F
L AAAMNAPL POCL LAE#E, AP LRAEELEHA, & RAR
FEEANANGR RS

Ri-OH + Wz.__.R — E‘—-Wz

XVl (Xviin) (XV1)

)

§ mw—@
F
+

AELBNHE (FH. 8. FARF)AELIRHAER
AAT, Bk d Lk X8X @I R4y X (I +RAAR
B, TeAd & (VD) PRk,

*x ¥ xR’
N . /N
R a W D+,
3 (i) 3 (V1)
(XIX)

AELEEMNE NN-—FRALBEAAETRX XX d ARG X
(XXII) S B i, TAHEX (VIID vk, APRAH2EFH
NR' AR RS E, B WAAHLY, fld CofX 0-, ETRKA
X (VIII-a) &F.

O~Crrg B
G Al T
SE®), oCr A \(R )
(XX) i (Vill-a)

X (XXIT) % + W4T d X XXIII) $ R4k 5 1, 1-— 8. -N, N-
—HRAYEREHE.
0

o \/O / -~
OC,- + e
/M\( 1 s \/O \ e / 0C,-5 2R
(0]
ORI oXxl)
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AELEMN - HB-_FRALT, 8daX (V) FEEEREML
FEE, feSEAX XX+ Rk,

. X—R? Rl Xx—R?
VA N
H— . \(R3)s + NC—NH, —_— H,N N (R3 %

Vv (XX)

B X XXIV) dEkE 1, 1-—ZRE-NN-—FE-FERHE, T
oA )48 X, (XXT) ¥ 4k,

Pﬁ( \/0>_ N/ >N \/Ylv
N —_—
+ \/0
O

O

OAV) (XXI)

X (1) & (17) 4o5-%0 £ 8 4 #1 08 R & B L% 3 (GSK3) , KAIRBR
Amg s 3B (CSKIB) . B RAEME RO BME I HAH. BH
MR umE AL sRRRAGSEAN, BAENEAXSFRA
A # HEH Bk ER &, K3 RN tau T B
(TPKI), FA (B-F A) #8, # 8 FA #o ATP-A7# 8 2L M 8 (ACLY) .

¥ 5o BHEE 3 (CSK3) FAER/MRAMNA, B GSK3aF GSK3 P,
2RI 0L BB/ FABOREE, RSN SRR RS A
WEk. 2R EiEY CSK3 AASMREARALEHEEGR, TRRE A,
BB HA -2, BT cAMP B afMe 11 BERL, FEREH-1
WO B¥Ein, ATP HEREME, LKA KRS, HHakEa,
BEMEEG, WBEEG, N-CAM SR BEST, H24E KB TIAK,
c-Jun #ZBF, JunDHFAF, c-Myb HZET, c-Myc#XBET,
L-Myc #ZEBF, REBRLHEARFBIFHES, tau Ehfp-&
®%k9.
T AR GSK3 R EG R S HHER T CSK3 E@mBTH 3
FRELHAPTLAE X.

B, GSK3 Fp4IM T A FMEy K47 it 6SK3 EHRANFEHER,
B4 SR AT (5] R RIEMAPARE) , AR, MRRERK
%, QhE Vi, FIDP-17 (5WMAAFRA XQGBR-Hrt B XE),
EEARMEN, SHATRAE LR, $AMEALES, Pick %, CH
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Niemann-Pick %, H & A HK,REE M X (dementia with tangles
only), #5454 5%, Down 45, MEBEEMHEFRLTR, Guan-
VXN ENERF-HBRILE, BRAXHER, BXEMWMEESS
5, MM F A (prion diseases with tangles), LEAME T
LR, WX B (FLD), FHRUIER, BESHAALELEX
(subacute sclerotizing panencephalitis) (SSPE) (¥ WL %
GREERYGERIEE), XUERR, BE, KBEALRE #ET
Bty WASRE, AR, HHAAAZ2AHAR. CSK3 #HH M LTl
AT#IHEWFeotkshl, BRTRAAREREMN., HHE, £LHY
B TRAFRGRAAAFTRRERRA., BEK. LA 2 BBE
# (E Mk 5 K AR B R) .

MREBRKANIEZNEZAREFHEZN S ABRE. EEHL
IRt R WAk m s (PHF) KAV LR L54E (NFT) . HBH%EHE
OHRTRAFFHRL tau TAREHER. IHRFHRLDE
THBAKMBMRETR, AaFBMHEHEZHIR, HEALRE, REH
RABZART., HERTEFALNERACBERAETRRERK A
HEWNNEEPEFREAX. BK tau RN BETHRS SANBHK
PHR, TUBBGERAETFREBERRKR, RFTRAEEAFRGHE.
Yo L A&, GSK3 B%ER4b tau & & . Eb, 2 GSK3 BAW4IEMAL
S TRATRGERAETIRRKERRRK.

MREERIEESBEREGER. BRARTHBRE SRS EGHE
REBYBIAL. BIAARRLBIHARUENTE, FERHTAX
HEOARAIRLTEALFAFR VMR ESSE. Bb, HTH
B, BRBHELAIMEHRIBIPHMEE, XFFAH 4
X HFAER .

BT, W R A8 R B RS- B0 3 &9 R, - B & & <87 GSK3,
M GEAT A R A B B ALAE A .

GSK3 MR AR S K H 1R RA R T RAEMI, CSK3 TG F 4
B AR L3R 45 GSK3 A MM B K AR -1 §)BEBRAAE B 2T e
FE R Yl X L oR

Bib, WHCSKINLRABEKYRARHE S, M > LK, K
AR T M By E Ak dEAE A . 2t GSK3 v IR T 5 —Fr 4138
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REBRREFFEHEYF LS ERMG T E. CSK3 #4lH B R4t
T—#HEF 1 8F 2 8B RAGHHAE.

S, GSK3##IM, 4452 GSK3p W #IM, £THFRE K
AR, HHNANZARBAER. A4 K (axotomy) X CCI 25, A%
AwmBAtREdmBATEBRRT, BAFEASALIHS/IF
FHARG IR X.

LHEAGRATHFETREAGTHLERB FHH/LRY R
b, BHALEABERTOLRATAZAME YA, GSK, LE
R GSK3p, CLBIERSEEHMEATERRENEHR X, HFELE
BREXABFLMECSKIPHAERMBATES,

5 FEXAE, GSKIPIWHNTRLSABHALRABAERNGRES,
LERBEGAZARARGEL.

X Fee GSK3 a4k, M2 EMeg GSK3 B FH4isdk, X
(D&MD) s, SN N-B4bdh, THEANRERE, FEALIK
WF MK, THTFREREST CSKI AHF8%km, 452 GSK3p A
FHERK, AR ARR (RN RESNRE), BAR, MR
KERKAK, ok E VE, PTDP-17 (HWMAEFAFA XGH-H-+ti
BRE), RREARETE, #I70EB EAR, 3ABRELES, Pick
#,C M Niemann-Pick %, FH R B K, BEL M B R (denentia with
tangles only), & 5454 %X, Down 4%, WEAMERR
B, Guan-MAEFEMERR-BAIE, RAXHERX, BLXEW
Ao E, S MHHRA (prion diseases with tangles), I
SEMHEAELSRE X, BT M (FLD), Mk m, EEAHMLH
4 X (subacute sclerotizing panencephalitis) (SSPE) (¥ ix
HERARERENERNHFER), XBEARK, BE, ABRWHL,
HEARY, WASRE, AR, BHIAHFBREEAR. ALPLS
T AR EA . G0, KEXALESHTH T2 EHF 6SK3,
AERCSKIPA-FHARNERSDWGSEF, XRFZCNTATFRERE
fhHhRED CSK3, LEARCSKIP AT oikm. EAAB, ALK
SHTRATAAERFNRRERKA, BAH, LAZ 2 ABAR,
FE, RUARIARBEHAREFHE G,

A2 FLraEf@ug, X (DsHREETEL, €M N-244
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#h, THRRRE, FEALIEALFFNE, TRAESH. L4
W, KEXRAWRSHTH THER T LAFRTB LY 6SK3, L2 C6SK3
PAFHARBYEY. ZREKIN, KLXPLESDHTATFHELHTIR
BERAREREA. BEAK(LAR 2 ABERR) . BiE. REERR
AR AP AR 4G 35 4.

(¥FRAMAM)ASHNE, REAVNRBTAFTOEALEARY
MW ETE QIAEN BB EL D 6SK3, 45 & GSK3p 4
FEEARGTE, BERAH, BELHFIATAGNAXRERKA. B
B (AR 2BBRER). B, XA A MA B 5k,
ATk QENOQEALENNB oGHLE (REORLE)AREY
R(DXM) e, A N-84%. THAGRE., FEX TGS
A F F M4k

FAEALERBTATFRG XA 7FEit CSE3I(LER GSKIB) A%
GRAGESY, ROREAFRINXN D)X (D)4 BiTHAY
BT, AEAAUUMOBARETEATRARESLEBHKAYKE
BAKK., dAZRGASY, TRAFTATLAHRLHHHAE AL
B, AMEERLAGHEHALH, WHhEHERRIOEREFHEZL
oW (ELRAMBEBX) EHF LTRSS A RELEEE2 Y4
MHX, TRAZSHAABAGBR)RFRS AL, EHHhas
BEHESEFNR)OR., . ZRAIEBEIHLBEEZHEL
MY, HlmEMNEORARNGES DN, TAEAETERAHEBA
B Bliezd T o R AFH R EH. BEA. A . LAFERRAN,
STARANK, —BX. b, BF; ALEHERN. . BREMPH
PRI AR BAEA, dlis. BB, 4L, HBAH. BEMN.
HeH. HERHNF. dFHTLYE, W HRBRENZRETHORE
LAY, IFRFATEAZEAAAZARA. S FEHELBAL
#, BAEFTOEALBR(ZEVAXREY), 24 TH ¥ mERHE,
LTREOHEAERS. EHERILTHOEEKRER. HHBER
REKEHHBRERGABSGROBANE. LTAHETEHORE
M, RETRARASENREAEAE. EFHFAY. AHLABAR
AWM TARLRERAE XSG DAL XEN. AEL2 LB NA
BT, BARERLERSENF/AAEHERAN, FRLRAF BRI
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BIEABFHHRGELSTMA, XEFoiH R RAR GG
TR, REBRATEA F| T AL H /XA B TFHERPL
S, ILAESHTAALENFTXLH, #lhkEABMN. &
#& 7 (spot-on) XK F ML . KL PG HETIRBLTBRASEKAF
AL, ITURARFRTELAIRLHEFTXANFTEE5HNT
. Bt, —&E#H, REAARLSHTARER., RERXTHH X
LB TMHE, ELORIRYBEARIALETER. RERITH
MR FGIETRARETLHELLRLLS Y.

R B ohit R TLERYLANTHELEHNEHH
AR, AXLFHAGELHN IR ARZBETHALCANENHESS
$15, B LRBHEETERELRBRGTRZENETRARS
ABRERGBHHBE, AP LA EFRXGEHAE AN (LIEARA R
ERAE). BREN. AM. HHa. HEAKEH. 4. TEMHNER
ARERF, UARABIGENEHX.

AXRLESHAH I REMALSY, BRELEORLSE.

AABEARAAR Ko, WAKHNE. LAARERLBREMRE
TR REEX ()R (D) bW, XEFHGRERE, FFAARRNE
FTHRE. RAERENES. AT, B3, AREEF—BEEKRALU
BREANMTHREANLCHEDRZ., I, BERHLGRFER K
A EREBLETAGREF /S FHERALALEGHIHE LSRR
T H .

SAMATRER AT MARERKAGHHNE, X (DXRO)Y
HEBHTALEETFMRXERKAANECTLEBBA, fldom2
fo.8C. donepezil. rivastigmine ATk, B, KREXAEF B X
(DRI HERBE R AT RRERRKAGILE HH 65 A
B, FEHABEHTAERHEXEN. AXRALT A —F4L4H () X
(DXM) @G, RO EBREA ST RAXRERKAGLTSH
MEARSHMNGHE, MERSHNATFRAN. 23R8k AF
BB RAATHERERKA. FRANEHTAETEHEARK RIS
E¥ ¢,

SAER TR REST 2EBERAGHEHE, X (DX () H4us
HATAEER L ABRAAGECETLERBA, LB R
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FIAM. RAAMK. #7574, #FIsE. BASH,. FHTHR., =
PR, MEEBE. K& RE. nateglinide., HiBF| L. B 5| Wbk,
Ay EMk. KR, R34, F4&75) 8. rosgilitazone. W5 8.
isaglitazone, Bst, RE AL FA X (D) R (1) 445 L MEF R4
T2 HBERGACENGHRAHS. MREAABHTRAH LY X
A. KREXREFTE —F4F () X (D)X (D) B4, F(b) (LB Fr
B&ET L BBEAAYILCHNEHBSFHNGH R, HERKRLSFHNA
TR, 23AXBERA TREXRSEST 2 BBEK. KRBT
ETHERABAE—RISESL—FMNTF.

AR TERGXAETREGHHN, X (DR ) &GHE% T
57 RERHACTLERBA, XXB WU o H54HH oif
HX T4, RURMSWH R (paclitaxel) REBHR;, &
BB PP L BRI, B RAREHKER. K
AUV AAKERR, ANBHFTED O S-RBRER. THMAEK
(gemcitabine) R AR A M (capecitabine); | IFK A kLI 4LH
Pl BB, TRAN. FEITRAELIIT, W BETLDH
RaEE. PERESFRAEFLE; HER2 R4KHde trastzumab; i
B R GQENTEHHRILARIERIAR; FRRBMEN Giem
ERARAMRAEHBBECKRAT N, REAESF, RIeRF.
H#& B, faslodex M B BHF;, FEHBHHMN KR BL T,
anastrozole. Rk #hfK Fodt; S AM I retinoids, A F D o
DNA F RHE B84 M 4l FILIRE; B4 M 4o flavoperidol
FoFAM inatinidb Xk REARBHBIHH 44 R115777, Bk, KK
AEFAX (DX (D) EHERBEGRAETERENL T HHWGHA
Z., FAARBHTAREHBXNEN. AEXPLFR—FE5H (a) X
(MDAM) s, O RBRERATRENLCHENEAHABRES
AR, FARSHMNATRAN. SRS EA TRBRS A
R, FRNHHTUAESTHARK—RESEL—FM T,

L AAER T IS X6 77 AR M AR s ahet, X (DR (1) #
REBTAELFRAREAREFAGLCTLEDTA, XLXED
Pl A ERBOAHNA RS, LEARS. XA -—Rwk, 24, b
BEF. AW, FLEF. AR, £RADLHE. B, KEAULH
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AX(DRM)LLSHEETHRAFTRAAREAEFHLCHNG
HRA&EWH., REFMBED TARREXERN. KLXBLIFT R —F4H
(a) X (1) & (1) 89466-4, F= (b) B TREF X 78 57 AR ML A HE ST 64 3
CHMUESBKSFANGF &, FEBRSHMATFERN. 25 Xi04n
ARFRBGRAFTRAREHRE. RERGHDTAETHAHAK—L
AR —HME.

SAERTRERETRBEERRGEHN, X (DR (D) HHEH
TRELEFIABERANHARECTLEDBRA, ALK HF %
(., KAAH-2HA, FEERRAB. TNF-a ik, #lei8AY
B. TRZLE. RASHXEY. SE{HZRREY. M8, REAT=8,
WEBLER, Fi8G, B4, REAH. XEHFR. RBF. F
R, RRABR. TRRER. 5IREF. ALEM. FBF. AALN.
P ERH. WTHE, BiEHHR. RE44). fenylbutazon, B 5 %,
ZABRERRR. Bk, SRR, g, R, Xk
L, REEE. EATHE, FREA. ERED. BHR. 50,
celecoxib. rofecoxib. infliximab. & S K 4. etanercept. CPH82.
FRCES . R

Bk, REAALF AN (DR (DI)ALESBERMERETEMER
MACHMNG AR, TEFRBEHTUAREHBXEH. KLHL
FE—FHELE @ XN (DHRD) WGLsd, ) LB R RETF XHE
AL CBENEABKRSHANNHH S, FIRBKSSNATRN. 93K
A TRERETEABRER. FEWHBHTIAETHAHE—2
FokEE—HMT,

LB

FX¥, “DIPE” A#F_fF&EKXE, “DMA” AFNN-—FX2
BB, “DMF” &7 N, N-=F X F8uik,

A, P R4S & &

64 Al

REESAAB T4, &2, 4-—fK4R (0. 0664mol) /1, 4—=1F
B (100 m1) FAmAN 2,4, 6~= FAEE (0. 0678 mol) . AmA N,N-=(1-
PRELR)ZENN-—FARXTHE) (0.0830mol), HEBRARLE R
a4 R, REAKXER. RAGHET (LCL, AAfKRANE
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RyE, RETHR©Na:S0), &, ALEM, F17. 1g BkEE. #
i BAARET CHCl: &k (1:1,150 ml), REEAH RN ERS] 100ml,
RELE. AGHiBid KP-Sil & &4 (BBLH: CHCL). KEF
e, KEEN. BREMMEEAE CLCL PHH 3 I d, MELE,
F£0.44g 4-R-N-(2,4, 6-ZFEEXR)-2-FREK. F_AEIRALH
T, B, TR, & 2-8R-N-2,4,6-ZFRAEXR) -4k (¥
B4R 1).

K] A2

ESAABFHRHFDR 4-[(4-2X-2-F=X) RE]-F 8 (0.12
mol) £&£ POCI: (90 ml) P &3R4 20 04F. B A E RSB RBIA
750ml 2k /KF, &S HEEK,. FEAKBHEFE S0l K, B
20% NaOH ZRAH BE%G pH B P B, FAIES S B4y, #&/
A% A 200m] 2-AFF, A 1L —RFE. m# RS E EHIEKLIK
BER. LHITERE, 2BRE, ANEARRETR., AERTHE
Mg TERARFALER. #—FEKBFPAPRER, ghidiE,
78] 21.38g 4-[(4-R-2-F=RE)BRE]-FH (F R4k 2).

%6 4] A3

a) PR 3 5%

hi

Z 100CTFH#HE -8R -2-Q-XRX ZHE) FMH(0.012 mol) £
L-8B_2-FPHEREZK] (50 nl) &R, BiFmARLR
(1ml), RERASHT 100CHHE 30 947, RETEBHBEIR, Fh
Iml KA, 100CHFR LRSS 24 P, Fie 1ol RER, #—
FTF 100CHBRIFRLERASY 24 Job, REEMN., ZGQW(6.32) A
Hyperprep C18 HS BDS ZH& AR & &4h4b (RBLM: (& 0.5% NHAc
49 H.0/CH:CN 90/10) /MeOH/CH:CN 75/25/0; 0/50/50; 0/0/100). ik
EF 8, RAEMN, 153 1.36g (42. 6%) F a4k 3.

b) k4K 4 H%
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e \/Q
i \(j/\\\ Hel

N

80C, A 4-RE-2-(FEXAFERB)-FariEmiE (1:1) (0. 0444mol)
ALU-8FHE-[2- ZRERATR] (90 nl) P#ERA S IMARER
(0. 0444 mol). 100CHIERLM 3 1o, AHE TR, BAKRKYP.
HEALES. REER., RYHAERKI CRCL ¥, &6, BHRE
4, TH, F12.5g #H4&4 (90% (mp.1327TC).

B A4

a) WK 5 64

TR, BABREFET, & 2-AKRABLTH (0. 153m0l) Phen 1, 1-
—CEE-NN-—FRFH(0.153m01), AW 15 54F. REBERT
30C. m#BRERASHI S0CHYE 24 ) 0f. ARG HBTRMBLL, 7
9.8z (37.4%) P4k S,

P AS

PR 4K 6 & 4 &

@4k 3 (0.00477 mol) 45 DMA (30 ml) & F A Fia4k 5
(0. 0057 mol). FRBMHFR L RASW 1 ), RET 100CHRHFTA,
HiHABRASHT 100CHBHF 24 I, REAFIZEER. RAREGHAEN
$oAe NaCl-# 3 (300 ml), T3, Kk, HRRBET 2-AWF, &
FRWIER, FTAFE4RM BtOH & &, it38, 40CA T TR, 5 0. 64g
(35. 8%) a4k 6.

5364 A6

a) P4k T 8 ¥ &
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oS
P

BHEEA 1-(1-FE-1H-%=-2-%X) LM (0. 0028 nol)/1,1-=
LEE-N N-—FR TR (100]) 3 12 00, REEXANIETE. i
B, FHRGOT, %), F0.42g (82.3% FH4MAKT.

b) FiEl4k 8 &4l

>N’\,j\(‘>l/\n\,

80°CH H 5- L Be k3o F Bk /£ DMF/DMA (100 ml) J & R4
RidA., BBREe, FROEZ), F4s FRAS.
B. B dhiydle

%k #4] Bl
N\
%NH CF3
J O

N BRI

A RSB W 6-3k-2, 3-BEHR (0. 00042 mol) . = (ZBFEA
8) —4e (0) (0.0085 mol). 2,2-X (=¥ mE)-1, ’-B% (0. 0128
nol) Fedt T EE44 (0. 00051 mol) AF X (4 m) FHAMHEF &, E&
BET, mA3- (ZRFE) K (0.00051mol). 90CH I FAL
BAH 18 0. AERSHAKA nl) ik, #% Eif it Extrelut if
&, REE®R, 150.027g44% 1.

544y B2

a) o 2 HHE:

Sy T

@4k 2 (0.000242 mol)Ae 1H-v8| »k —5- (0. 000242 mol) &)
AT Al FE (4n1) . K (4 nl)Fe HC1/2-HR B (0.2 ml) 48 A% &9

59



02821900. 7 o 1 ZE54/601

RAE. OCHIRE RS HITA. A RPC-18 FHain &% (FRBLA:
(4 0.5%NH.OAc &) H:0/CH:CN 90/10) /CH30H/CH3CN 70/15/15;
0/50/50;0/0/100) & HAALTE R W. KEFRBS, HXBEMN,
%0.017g 462% 2.

b) 4% 3 K HE:

95 CHEH oy iF 4k 2(0. 000325 mo1) . 3—=dsbk ¥ B2 (0. 000357 mol)
Fo NNN-—FAXZHE(0.0005 mol) £ 1,4-=rF3% (4 nl) PARKNR
SHE IR, AXEMN, FAGHET R TFK. mAK(nl). BHF
RAM 30 54F; REEIL Extrelut £B, Extrelut AR PRt
ik, FEIB il B &Rk EF sk (BRBLH: —RTFR/ T8
100/0; 90/10). MKEFT E4MS, REXEM, 5 0.048g 4044 3.

5% 36,49 B3

c) oM 4 HEE:

ERBHTEK 6 (0. 002 mol) 59k % (0. 002 mol) £ F& (15ml)
PHRAH 1 K; RE SOCHBH 1 X, REEN. $AGwET
CH:C1./MeOH (95/5), Kk, FHR MgS0) Sy AME, Tk, XK
EH. REHEXBEBS LFE L AR 44 (BB M : CH:CLl./MeO0H
92.5/1.5). EEZBy, RAAEN. RARGHA LR PHIE. B
I, HAEFMAFRGOT, AT), 450.32g 4049 4.

% #6. 4] B4

d) 44 s aeE:
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AREAABE THRBEGIRR) 6-R-N-Q2,3-—RER)-3-% %k
(0. 00037 mol) #ovg (=% A%) 42 (0. 000018 mol) £ L AK (10 ml) PR
S, m#D 90T, RiFA - RAMK (2 equiv, 0.00074 mol)
£ 0.4 M Na:COs K& (10 nl) P ER (FRAELRLABTREA) ,
FALEBAABFPHIEFMBAERSY 18 b . BREERLY, BE
A CH:CN (1ml) b3k, %A =R T (4nl) H#, KE& it Extrelut
/TR, REAER. ACGHAHEEEH%L. KEF B, &
KEN, £0.027g 4% 5.

% 26 4] BS
sage

a) 4uo-4 6 ¥4
ROQ

N

45 555/601

fr 4k 4 (0.01 mol) & DMA (25 ml) HE#& ¥ Am A NaOEt
(0.68g). TEBEHAERLY 1 hot. FPiE44Kk 4 (0.01 mo)FT
DMA (5m1) 5 EtOH (15ml1) #. HEERATE TR B LERLSY
b TEBEHERSW L IN; RELLEMKE 100C, FARRETH
¥ 3 XK. #Hiam4 @it hyperprep C18 & # A8 & 34 4640 (0. 5S%NH.0Ac
4 H,0/CH:CN 90/10 %) /CH:CN 63/37; 25/75;0/100) . & E R84,
REEM. $AGH AL T DIPE b, TR, BT, TR A0
T, £%), 151.34g (35%) 44D 6.

b) 4% 37 h ¥l &



02821900. 7 o 1 ZE56/601

110CHBER [3-G-ZATFTA) XA B —AERE (250ng) .+ RAE
8 (220mg) . FAEE4H (0. 05g) F PARA T 20 nl) ARMHREHE 1
A. #B3) 160CHEA, S HELERSY, KEEN, HAGHETE
AET. BRRRY, hAFTREES), #5248 1g 69 37,

5 364 B6

o 1 A

50°CF, #/ Pd/C 10% (1g) kA4 H, & FE A DMA (50 ml)
t S 4040440 8(0. 013 mol) (R E#EH| BS #&):

oy
;"r\O}\Q
ABK 1 5EEA5, BEMEAHN, RERLSHE 1000l Bk

RS, M DIPE 2ok, TFik, 2. 6s 4697,
A 1-45 BB ER LA HZ—FHEHX (D a4 .

A 1
H;
HN N NH
R =
H;C CH3
Co.No. |Ex.No |R’ Hy 32 38
N\
9 B2a \ 7/
10 B2a 1H-XK ke —5-K
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11 B2a 1H-"5| vk -6—-%
12 B2a S-ik-2-wgr X H0(1: 1)
13 B2a S-ik-1-tR &
14 B2a 6-F fL A -3t K
15 B2a 6-F ek X
2 B2a 1H-%5| v -5-%
16 B2a 1H-¥H =eb-5-%
17 B2a 1,3-RFm =R R AAH-5-4
18 B2a 6-F-3-tho A
19 B2a 1H - ") sk -5-%
20 Bla 6ok i
A 2
sl N
OO,
Co. No. [Bx.No |R' Z
21 B2b -9 &=k Kk —CH,-NH-
22 B2b - X ~CH,~NH-
23 B2b $ ~CH,-NH-
o0
24 B2b 2,2-= ¥ &-1, 3-=F RIK-4-K | -CH,-NH-
25 B2b 1-Z A g 2% ~CH,~NH-
26 B2b 2-vkwh X —CH,—-NH-
3 B2b 3-wiok X ~CH,-NH-
27 B2b O’\O—§ ~CH,-NH-
28 B2b 4-if Gk X - (CHy) ~NH-
29 B2b 1, 3-RH M 2R AHW-5-X | -CH-NH-
30 B2b 4-9 K -1-%k ik A
31 B2b kT 4
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32 B2b 4—vTyok K R Y4
33 B5a 1-F R -1H-skmk-2-% —CH.~NH-
%3
2 3
4 NH. 4 M R*
SO
Co.|Bx. |R* —@— R* |R® | meEse
No.| No.
34 BN W4 |H
4 NN CsHis
CH;
5 |B4 |3 N _g2a |30
35 B4 |3-memx g@_§ 3-CF; |H
1 |Bl |3-mma J’U‘A 3-CF; |H
36 |B5b | Y AN | 3-CBs |H
N A ®
NH;
£ )
37 | BSb HzNj\(j/ Uﬁ 3-CF; |H
N
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£A4: )
N ¢
,\R3
Co.|Ex. |R* z X-R? R | #=
No.| No. kd
6 |Bsa FM b+ -0-CHp-CeHs ¥-CN
b,
4 |B3 | 1-m#%x |C=0) |-O-CH,-CiH; §-CN
8 |Bsa | [ Q)\; db* -0-CHy-CeHs H
¥
Ci,
Co.|Ex. |R* yA X-R? R | #=
No.| No. i
7 |B6 | [ 3 s -0-H H
)
CH,
*db= A4
C. %3k

AR P HHEERA TR XL R X,

GSK3Pp REF 25CAE 100 p 1 K g4k#4 250M Tris (pH 7.4) ¥
#HAT, K+4HK 10 oM MgCl.. 1mM DTT. 0.1 mg/ml BSA. 5% &
44 190MGSK3B .5 uM A% X548 1 CREB k. 1 u M ATP. 2nM ATP-"'P
FZ H XK (DR ) ZEAESY. 1 SHE, A T0ul Stop B
4% (1 oM ATP, 18 mg/ml & F4H A B %G @44 PVT SPA &z pH
11. Ok B p . #5548 40 CREB Sk £ B 69 B8 F 30 04F, #A&
¥ AR AP B A TE R, H 53 BEE CRAFLA KBS
) FE G R ImA R, ARt CSK3p W4 B 0. BRIERAF XL
WA AETHAT LR CSKIBMTEFOMNEFLEBL, +HE 1o
£, BP S0%3P4 GSK3 B &KL ey E M) .

A SF B A ERRE b EFHRALALAS B pICaih (—log ICs

M) .
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reH PICs
22 5.74
24 5. 36
25 5.72
26 5.81
2 6. 28
17 5. 30
20 5. 44
7.01

5.53

33 7.11
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