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#l3e RF) 4 X (VI F 74 5 X (IV) ¥ 1) 45 2 43 4 8k (B N.N-= 7 5
A THEENN-Z TR LB A A T AL 4 43 05 H (N N-Z F
L. NN-Z PR TBEE, 14-ZRBB)ALET R H 4.
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Xl XZ t X2 1 Xl
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& T A B 4 R -NH-B K 4548 B UK K, At o 4k dg X (V-a) &
7, AR R T W 4w Eag X(IX) F AR 5 RP-NH, £ 438 6 584
NN FARCE) oo B ER (FlNN-—F R T8, NN-ZF
AFBEBRR —RFR)VELET ALY E.
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X X) 7 R AT A @ XAV)F AR EW;RKKEE & LK H(H)
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EFR'EEAGXAV)F 94k, Frid+ mAkdg X(AV-a) &+, Tkt
AN (IV-b) F 1] 4k 55 &3 45 3L B A (3w Hy) A A E G AL A (So 48 K R 48
) HRASEHBRLN FEH(FERER). SEQEMNCGENN-ZFR
BB, WR%K WM. NN-—F AR ENE —— o PE)VFAET
Fattik A EHBOEENN-Z LR TBR)ELE T A 414,
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Xo . )l(
Grm 2o (1
R? }lz4
{Iv-b) (IV-2)
AP X, 2 AEEMRE

O
v
A
N
# K(IV-b) A, B3 o A K (IV-b-)) o, T 5k g K (IV-0)

¥ 8] 4k 5 CH;0-C(=0)-NH-NH, £ & 5 H (o8, HllBF)Ffs
EHBAA (LA F)VEFATRAEHE.
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o 8] AR A A 3E 49 R (e NaHCO;) Fa &3 W 5 7] (Zn K A B, Bl 402- A 85 5F)
AT REH&.
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(XIX)
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HEPXoRANRYG XAV)F M4k, Ak & kg X(IV-e)& 7, Tihidit
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XX (IV-¢)
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K (D) F 17 4k =7 24 38 i X (XTD) F B 4k 5 &3 4 AL A (42 KMnOy)
EAENEMN (K PoENRBI L LBR)AETREHE., —FHTH
ROGZEHEAA R AL ETER, AGEHEMN AT RA8E—
—Hl e FTHF)T, FREGHREATAREXCHHLABARREFETH A
FRZFREKRAMHMBALETHATRAE.
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P RPHENRHRR W Croi R BRR G XA ¥ @4k, A ¥ makd X
(ll-a)& 7, *Tehi@it i RPANHBRAR 8 Crobt X2 IR 89 X (XTD) F 7]
WOATE PR AG AXIT-AEAT) S L FWAREASENEEZEAAGR
., Pl R)ELEHEAMN(MATETR). SEEN T _RTER
Fobf, Pl PREF)IFALET. FEREDGHREATARXCHHLAE (R
AUHBEAFTFR)ZTEABRBREARBAETRAEHE.
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SEHRENN-ZFREXE)AAETRAEHE.
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X

1
- Er /N NH
R>—X-NH, + —_— \(\I
Ns">No,
(VID
(IX-a) (XXIV)

KDL w47 4 R & 8 8 3(GSK3), KARBRE &M
3o(GSK3a) e/ R A R A 85 H BE3P(GSK3P), EMARAFUNGBRL &
HEIWHF . HEOAEWHEGUSHRERGETH, BAHAEMNH
MAELETHB TENORHFHGEA ZXGRA EKG MK,

GSK3th £ RTE G #HBITPK 1). FA(R FA)#%, #EFA
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Ao ATP-ATHLBR 3 2L /R B B (ACLK).

RRAGHHBHIGSK3), A EXBHREMBXAE4L, IFGCSK3a
FGSK3B, ZMABEAE X RBREEE, ZWHh T AHERIE BB
WEg, 2R, LHRIEVGSKIARI BT S ZEHK, Wik EoEk.
BRI FI A2, cAMPRBIA E G B 69 A - 1138 .77, BEEL M-164
G-REA. ATP-HREBRE LR, LOHBARILE. SIS HH
O HEHENEG. HE24 %G, N-CAMEBRIEST. At
KEF AR, c-Jun¥ £ BT, JunDst £ H F, c-Myb3: X H F, c-Myc
HEBAT, LMycHZBAF. MBS AHLEAXBHBHEHEGRK. <
% @ i #=B-F T % (catenin),

LR TABAGSKIBBRUGEG RN S HME T TGSK3S @pm
T K AAT R X,

Bst, GSK3IHHFMTH TR RE7ELGSKIZEM BT 45
A, XA AT AR (A R BAEIARE). BAAK. MAREHRK,
#. gieg. FIDP-17(5 & A KER £ HFER). LF-AREE.
HEUBERR. 22R24E4%. RAKA. CAREAL LKA, 24
WX, RABLGOER, BEFBLYER. BRSO, X554
MRE. XHEERARF-BXILR. 5L ERMEANER. ALY
KBARF. BRABEHAEREORAR. DEAHBARARE. &
"t iBAL(FLD). 54k 4 K. & MAELA IS £ (SSPE)( ¥ 48 i¥ 2 % %
AERRORBILE). KHAR. WAE. BiE. KB RBGATH).
HERY . WASRE. AAGARAZMHAEAR). GSK3W4| AL T
AR RN TFTEHFE AV R R,

AEAHQLSHRHINA THRERETTREBERER; BER,
FAMNA2EBARCERSERARBRAR);, SAMEARR, 85
B, MARAZMER, HAE, AMAR, 4500, KEHY
o TG RAETEBER, B2 BEREER L EFRHTEBE
M), B, BANZAZHER, WHE;, EHER.

AMRRBRRKATIZNNZRBFRIFANEZARE. BH
HEOH BN AR RN EHY 5 R L PHR) R AP Z 58 5 2
(NFT). ZLEH B RBERARFFHABRMG T EGRREYL R, A2 s
FORBRABRAZ LT RALREM, FRBTERBE, i
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TR, HRAFEAZALT, CEITHFERHABLEELENHF R
REBRKARAFE R F = M7, BIKBERGH A 6425 T fe
B ZRY, A THRBEREGTFTRAEBRKARTRARE AR
WAz, 4o b X PFiE, GSKIBRILtEAR. B, EA*GSK3IFHHE
M HTRA TR RETEIREBERKA.

BREEADTHAZEBENEGR. EBRART & RE TRMEA
W RSB . AN R 488 S AR ACAHE Rl 4], &
BB EBIBEABBBRAERAFTRRDRVREBRLSE. Bd, 3
TENERLE, METLNENEREBEEHERITH M, XEFXH
MERA .

AARLE 3 R A B B 08 B A B B3 B R A, M B E1EGSK3I%
& WA RS B LA L.

B TGSK3ARSG X-HFHBRAARTHEMZIS, GSK3ET A
MRS ER 2 RRAER. ANABIEGSKIERH L £ SR RY-1588
WHERAB THREERZ.

B 3, GSK34p 4|+ 663200 R A6 3 n A48 L 1Ko 48, Bt
Bk L ENBIKRBEER. GSK3WHRBET —FEREFTUBEHNA
R B E AR BRI R A AR AT R 6Bk B E e . GSK34# |
7| B 7T AR —FF 6 57 1R A2 BB SR 69 37 80 F K.

GSK3WHI AN EEFTHTHTFTRERAFTER, HHUNANZHHK
5.

AHENFARBHREGESE, WEAMREMPREF TR
T, BAZREREIH/RATHERGIT A X.

MEAEFLTHRAEABARAIAZERE FTHHLRY TR
4, MBTHZERZTOLEATREAETAZLAMREG T B L,
CR2iEWGSKF AT MEEFATHRDHIL, REFE TFHHE
12 TGSK3me A AT, F B LA I, GSK3H# Al X
Bik T BB S, EEBLETHERGARGKTE.

i FGSK3#p 4145, X(Dsd%. AN-Bidh. HF ETETHY
it FEAIAALFEFHABLIXA TREZLTGSKIAT AR,
Hi AR MG R R ARENAFE). BAR. MREXERERA.
s, FIDP-17(H A& AKRER XHBMER). AR-EARARE. &
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SHEEARR. 2ER4ES. KAKAK. CRREIAAKRA. BFR
R, NAELENER. ELEABLABER. BRESE. ZHEMN
BH. XBEWARF-ERELLNR. 5XEFMANER. BEAEHE
HRF. BAELEGREERARAKR. REHBRAESE L. Bt
BA(FLD). B4 KRB, B EHAELLR X (SSPE) T B4 L & 4%
HFREAEIFLE). KHEAK. WAE. BE. ABEAEEER).
HERY . WHSEE. ARG ZAZL2EER). AMASHET A%
AHBER ., EF, RXPHYLESHTA FE7EA BGSKIAN ¥
ARGERFHH, RACNTATRGFEESHHEHGSKIHATHER.
ERANGR, REXANKESHTRATEAEATEARGERDH:
FIREKEBRK A, BhA, HAR2EBLER, &, KHER, XK
B, WAE, AR, FAANEHAR;, EHNGE, XLXH
LS TR THARERA TEARG RS Y: BRK, HA288 K
A, RMER;, WAE, AR, FIZHZEHER;

FREINEXHAEAGHEFHMH, XIS HEETEHA. EN-
Fied. HFLETEZIOMRE, FERPIAUTFFHHBXTAAEY
., FHAEA, FMEHTRATEF LT ERBEAGSKIFAT G RBEZH
M., ERANGE, KMEHTATEFEAIRG T REKERKRA;
B, FAR2RBRAF; &, KEARH;, KAARIFTRAER,;, FAE;
R, BARAHZHARGHY. NG, AMSHTATAF
ARG ERR, FHR2RBRZ, XMER, WARE;, AR, ¥
R RAAZHEEBG Y.

FRI XIS DHER, R|ETAFEAGNGSKIATHARRY
BRHH(ALEAERNGFERTAHEESH(QLIEALN)E HGSK]
T HARBG T, ERANGERBTEAXTGEHRREBRER;
B, HANR2BEBRA; B; KHAR;, AHFARR; WAAE;
A, HARAEEAERGTE, ERHANREFTARGHELRA, #
R R2BAE S, RMEE M, FARIE; KA, BAHAZAEMERG Tk,
i FmikaERARETHADLESY. AN-RUHHBX. HFLTHE
L. FEIATRGIAKFHAB IS BEHIH(EEALEAN)L
%, HiE TR,

AKAL R TR R FBICGSKIBHI A RGALY, &
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BEAAKEOXNOLASY . EN-BL. HF ETEZ MRS,
FhA AT FHAH XD F ETEZGEARIFHEN.
AEPHASBRAETRATAHTLEGE GRFRESHH
HXR., AZSWEESY, TRANAFABEATLLELEHHY
BHHW. ATHERALRANEHELS W, ARETHHINESY, Fik
AR BB, AFTURSEBFLETHEIHRKRTLRS,
KT RAZHHBA, RATHAZLEGHRNBX. FEIBHHhpas
HRE—FNE, FHANREEORLY, AMLY, 2ALHXRAETF
st iEs e, Hlde, AHEORAB AL YN, TEAETERDY
BB, e, EORBAEFAGEFEALT, B FR. BR. &
IR Ak, FRENRBIRARK, ZB. B, BF;, AWK, B
ERERRMNGELT, TEANRZBEREAR, b, B, 54
CAER . HEBR . BAM. BENE.
WTHAARREERSLE, ENREATERAAGARN ELLEH
, EXHHALT, BREABEKRGHIBAR, T HHILLH8HE
, BABFOLELBAK, EVAFEIALBAAK, ZERTUROIERLE
45 PlwERBA . Pl THETEHGER, LPRAaisis
R, HABERRERTHHBERGRLSY. ETHETESHGEF
R, EEXHFALT, THASGENRAERK. BIENF. T atehstt
AZ AP R AL A BB XS A G EAREXF AN, EESLELHY
AT, BARERS A S EEERANfo/RASEHEBRA, FElE )
Bl AT S E G RmAN gL, B R LT EAKGARHE
YR . FTERMA TRHJNERLE R/ A THRATHEEZNEL
d, XEBLHTUAEFFTRLH, b, KAFEMR, HHE5H,
M H®RF.
AEPHLEBETEBEARKALY, AWM Ty iR
MBRZRERZLHITEAG. Bd, KAAHLESHEFT TARRE.
B RR T e XL, KA FE2aRXBEARKA
ARER. BFRATHURZEN TALESHNL S,
5 R A A6 R LR 250 40 A B ) AR R LR B AR T 2 2 e A
¥ —H

LERAGEANBBGRGEN AL M EFHHEFAEGH S

o

S
%
A,
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T, BARASETZTZGHHBARESN. BT, E6TAKE
BRARGEMRS. ZHEGEANBGEHZE A (LIERREE B
RA) BRE. M. BAGE. RN, A . TEaHEriiELx
FhES & EANK,

AACE W 9 JRE AL Ad, FFEk RS2,

AN E. ERARERLERERETHAAHZX()LA
B BAEFTHREARL. BAAHRANHEENR. 58, KT, B3,
REREARTEFG—RERREURL T HARTERITH A
ABHEHAAR Nt st 7. o, BRATEA R D H B TARE®
B IT B E e by BB A/ BARIE B A R 5 KK A R

SAMBEBERETMREERKAA S, XIOodHTHRE
CHEMBEAGT R R X SRR A GG H LA, o 2 8K
(galantamine). donepezil. rivastigmine 9-& X w &, v7=z. B, A
KRR G B XS B Fe 5 — 408 TE R4 577 BT R KK K 5 6 25 A)
MES. ALSHTURESEY. KEXALFEES, £4@)X ()
wad, Fob)h —RGMBEREFTFTREERKABGHA, LHEHB
SFMNATRR. SHNIEAFRA FRERATHIRARERKA. <R
MEDTEHRHF ETEIHEER—RLESRL 4.

BRARG XETF2EB ARG M, X(DLSHTAFLELEE
T2 B R ARG HBEAEA, T AR, RAEEK. %5
FH. B FR. BolemM. THT. ZFK. MERBE. L7
A% (miglitol). nateglinide. #4#% %] 2 (repaglinide). Bt #55E3K & Bk .
# 5 X Bk (glimepiride). #M-38. ¥ a7 &Mk, w4 5| 8 (troglitazone).
¥ %48 5| Bl (rosiglitazone). vt4% %] & (pioglitazone). isaglitazone.

B f, RERALEH AR (DS Fe 5 — 40 BTy K8 57 28 48 R 7
MBMNGLEE. FEABEHTUARESEY. ALPLFEF K, £4(a)
K(DLed, fmb) s — B RE R LT 2HABEARGHH, L HBA
FAATRN. 9HSIMMAFRA TRGRETF2HBRK. RRAGHHT
HEHFETEIHR KR —RELSRE—4H.

TRAURERETREGHHE, X(DLEHTESECHERLGA
THAREGHHESER, RS Y, FlRERH3 T4
(carboplatin); B#5ibA4, #4458 K& & ¥ (docetaxel); it
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B, Bl et B R R 36 A B B (topotecan); AP B K AL A W
B, Bl Kk Ak KENBIAKERE, RWNBESTLES, =5
BAER . RAER . E B AK K B 4K (capecitabine); ®IFTF A
I AE RN EALT) , IR BB, X TREAN. EAKRIIRIK
SRR, WA BEXREETAY, vl ad £, PEAREL
HAFiA L 2 HER 4K, fldetrastzumab; Fodi B RO EE4T4 Y,
Bl BORLHREROFTEDEY, RERETHN, ooyt
ZARBERAN R EEEOBEBRETARATH, KA =ZXAK, RIeHR
3 BEFH. 48 LN E(faslodex)feF &5 25, aromatasedy 4|5, v
&G £38 . B 43 (anastrozole). letrazolefefk B¢ ; 4L, Hld
EMEZ. A ZDADNAK T L&A, 4= 8 I05; HE8HF A,
5] 4= flavoperidol #= imatinib ¥F % B¢ 3 X, 7% % X (farnesyl) 3 43 & 3% 4|
#, #4=R115777.

B, REXPEFREAADLS IS —BRGRAETREEND
Fehsss. ALSHTARAESGY. KRXRALFAEFH, L4(@)X
Wiea, Fab)F —RBERERXREFTRESAN, EIMEHAKSHHNA
FTRN. 2R FHA TRERAETRE. FRGHBHTEHF LT
BZHERAR—RLESRE—FH,

AR RETRAEERERN, X(DKEHTHTHELE
TR TR E ARG B HKEEA, oA AHEA . Fi
R FEF RS, HEARA. XofR. 28, sl 8-F. A28,
Briokd . mRBE. deubEs.

B, AKXALT RIS HA 5 — 5B BB R4 57 RAg Kt
BREFGHERNGELS. AL HTUARAERY. KRAALTR Y,
EoH @ADL Hfb) A —HBREREFRAARFRAERGH
Fl, NABKSFHNATRE. 23X AF A TR XG5 XA HF R
B, FRAMBHTAERFTEIGRALESREL—HA.

LA RETEBERGSHE, X(ODLEHTELEH T
A FAHRREEERGBGHBEASER, L. FimaBE- 2347 . 3F
YEREHY. TNF-aflk, mLBRBHB. TELEBR. NEATRHA.
AFHRBL. WR KM, L. RAT=8. #££7T. AR5, REA.
A4 4. tiaprofendf. S ILA . B . nifluminicBE . L KX B .
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HER. ABERF. A, RTELAR., IAE&RH. WFHFE. B
. R EATH|. fenylbutazon. RAFKIEE. —ARKXEL. 154
¥4, beclamethasone. F¥ . REFLA. ZRAHA. WMWEXRA. &
T A, FREBOALE. SRR, B, RELAKE. X
%k & A (celecoxib) . ¥ 3 ¥ A& (rofecoxib). infliximab. k & K 4.
etanercept. CPH 82, & T §%-. K418 fA ML,

Bf, REALPBEXDESHFF — BB RE7T XK
R ERGLEL. TELSHTARAEEY. KRAPEFRE T4, £
SR (@XM HAe(b)H — B RBG R ET XA ARGHMN, EHIK
AFRNATRNE. 2ANIXMAFATRERETEERA. FRGSH
TAERZFTELGBARLELSRLE—4IH.

LA REFIFAENHHE, XN(DLEGHTHTHERLE
AR T L ARIE & 35 B BR A A &ﬂ%?'ﬁ“iﬁ%-ﬁﬁ&*ﬂ’%‘]? .
e bk 84 o E F B4R IR ) A (SSRI's). 8 Bk § AL B 37 4] #) (MAOI's).
o # oY 3 B FACEE S ) A (RIMA's). o if & fo & F OB LR & B4R R
4] %) (SNRI's) . noradrenergic fo 45 & #) o 7 T M & ¥ % M 2%
(NaSSA's). AR BEHXECRF B RA . o-BF LBRE KA o
BRI ARE .

AENITFEEREBRERPHMNGH FOLEFTAEK. A%
%. 2EF. A%%E. ZFAR%RE. MEDF. LK. BEHK.
EFFHMR. EFTHKR. BARTHRELZFETESHHE,

AEHEFEOFEEERFHFNGHFOEREXARE. =&
KA. MF®RIT. ukFfetHF ETHRTHE.

SENEBEABFF NG TFOLEFLB. XK. REKXRA
B, AR ELRABZFETEIGNE.

AENERANBTERFNGH FOEGRN KA S T
BETHHE.

LENLFEALZTREREBRRRF4ANGH T OIELIKF
Fe b ETHETHE.

LENFERBGRFARBOETRAEANR. 4. Aium. B
. CREATFRAGH. EAGAFRLAF ETEZHE,

EeWaEVRWAME LIEMHELL. FMEAB. MEAXER. M
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RBM/AFVRTEEH . FAELES. REF. %645, FkPik, =
RKEA., FRLEM,. WA, BEFH. TREAN. BEXLF.
Higk. R, HELIR. HRREL REE. RKE. 2R
K. 85, EBRK, —XRE. —XEEE. BH2E. LEF.
Xao, KIEKRFA., FEHIT. BhoE. F4EH. ARBF. K
FAE. BlAR. HEEA FESIR. ARESKR. AIBIT. BREMH.
EFRH. EpB. k. RER, AFEL, Raddok, K
£.-F. monirelin. 23, 54E%. ABRFTREFBB. EEAF.
EF®/IT. BHmK. L RE. BAGH. pirlindone. KEsz, |
BEk, BAEL HATA. ALEK. BABA. FHFAK. b
R . BRYE. #£ILHKHF . thymoliberin, EE LT, HRFE. #
ZAF . AR, L&D F(toloxatone)., FEF/HIT. FH LA, %
ok, Kb BAfs 2o L F ETHEZHE, LAASt JohntgH
# % 25 R hypericuni perforatum, X3} FE R,

B, AXALGEX(DESHAF — B RG XA TIHREY
HRNEES. MEABSHTUARESY. KAALFTE %, L4F(a)
KD HF(b)H — GBI RS FTIFAREAHA, EAHBASHHA
TR, 2AIXMAFA TRERETHME., FRGHEHTUALEEZF
THZHEARLELSRE 4.

YA R AET ARG GHE, X(DTRAATFRLEFTAAT
ARG S HEKASEA, ik G E X H BH(NSAIDS), A FRE
PR 4R 2 .

SEHFESHFEBOERRE, LTBAHER. THBE.
Ko, ST RAXETAEY, IR LEH. AWMEE. FRE; 47
BARXTERE, RFEFABE. AREBR. FAXRK. FEH. BAX
B; FRALH, WMEBELT. TEER. XAHFK. HRA. AF4
BR. 4THRBR. TEBRRIR. RTEAMF; TEAARK, rRILEF.
A& BB RLA . KAGR, bk RITAEY, Tk,
F AR, ahed bE-3,5- 8, wBREELA. AR, BRER.
EERELR, FABBE, +RAIESE. RUESTE. T HE. B
wHEF; WA, BAE; Cox-23 4 A, wE k& H(celecoxib). 4k
FEBR. £ EFFE. nimesulfide. ¥ 3F # # (rofecoxib).
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AEHFRERBARB OCEBRADREIHA, oDk forg
SATAE Y, Bliwbeiss . FRDEE. LELHE, LB, AT
AR, ERTFEE. TH. SADHR. AE9. ATH. &D
Bl deRk e ATA W, Bk BHE. BRAF. FKE. FIGFARE. 3
SRR, BFH5AR; wEVRBHEAENRBEGTEHA, i
£V, ARV LRE. HXDLBE. ARAAYS. AX%KE. &
RTH. RAERS, BIlr, REXIE, %#K5.

AEATRELAR D QRS GB R AW RS H -3 A o 3R
S¥HH, TR, FiedkiE., BEF. L2 LA, A B
Ak, 4iRmdT; BAHEYERRAN, EREF. B4R, B F;
EBHHEHRESY, Bl E. TRZ. £ T(flupirtine), 243
7.

Bh, REALFRE XIS WAd — B R RETERGH
e s. AASHTUARAASH. REXULFE W, L4F(a)
KD aHAa(b) % — B RAFERGHERN, EARSHAAT
. 2NXMFA TREREFTER. FTRHHHTUEHEETH
T W AR A R —F R .

AT G BLARLA.

FEFH N H T LR,

"DMF"Z SUAHNN-— ¥ & 9 Etix,

"DIPE" & XA =% & &,

"DMSO"Z XA — ¥ B,

"THF"Z X W &k,

"DMA"Z ANN-— F & Btk fo

"DIPEA"Z SUANN-—F AR TR,

A, F R ARAG S 6 H) &

£ AHA1
a. P A4k F) &
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Q
Nie)

7\

N NH

™ O
Cl Br

2,4- = §,-5- 78 % 72 (0.05mol) /£ DMA(400ml) ¥ & &3 4 3p 3| -
2048 K, MAN-TE-N-(1-F £ 2 %)-2-®E(0.05mol), &5 4-203%
KB i m3-3 - B (0.05mol) £ DMA(200ml) F ¥ RA%, REREH A
Q0B RERILIE ., AARSHHIHAT T -ARENK,

b. & k2454 &

N//_g\—NH
O
CH3—S Br

21% 42 H,0(0.05mol) % 4§ NaSCH; i An ] ¥ 18] 45 1(0.05mol) F , Fo A
R RAWETREHLSIE, REXREH N SHBAAKRF . 73]
HRAHRE-ABR, B, &R TFRER), FE15.732092.5%),
FHMCH;CNE &, REFFB G EmES, RERTRER).
WMCH;CNZ &, REJRFIYNRRBESL, AEkFTRAER), 73
o 18] 4K2.

c.F 4R34 4 &

NH,

/
N A NH
=
CH3"'S Bl’

% J&] 4k 2(0.028mol) £ 7 8% (250ml) o &9 A4 A 44/C5% 2g) 1 A
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HH XS EDIPEF 645 R&R 4%, Im)GFAETFTERNA. AHGH F)RIK
AG, BWHRANES, RLER. REWACHCNE &, KRiEHF3)
iR S, RERTRAR). FE: 528 ¥ M43,

E&H|Ala

R k3444 # &

N=0O

Nr\&-NH
=N 0
—S <\ >—4
O.__..\

2,4- = §,-5-74 £ %72 (0.033mol) £ DMF p.a.(100ml) &) 544 £ &
S FASHBEKESM, RE#HMI-AALAX TR T 8(0.033mol) £ DMF
p.a.G0ml)F #95&, RERASH-402]-5S0F K EHH2I N, REWE
P—2ILB0ERE, RKEFRAA NI -404B K E. #HMmNaSCH3(EKF
21%)(0.066mol), R ERAHERAEEER, RERSHATETHHF
1B, AmAsk-K(100ml), RABHBH3I054, RERFI LY
Ehd TR, FE: 7.94gF B 4KAH34(75%).

%A A2

a. ViRl 4k46g 4 &

D o
Ny 7
\ N
CHQ'—'S
Yoo
N//.—\S—NH

z

L OF(*ﬁs}%Al.b‘H%)(0.07mol)i¥vEQN(IOg)é’—.THF(ZSOml)
¥ 44 R A PA/C. 10%(5g)4 A HALH) £ E% ¢ DIPE(4%, Sml)iE &

AETaL.
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FAHQEHE B)RMAE, HWAREL, RARR., BAWA[V ¥
CH;CN@DIPET B3, ¥ REBEL TR, =5 123g¥ 4k
4(70.2%). &R FAHCI2-FBERALF 3.

REHWAION4., FHRIAWATHEE TR, 5 517g+
8] 4 4(25.7%).

b. & B 4R54 %) &

F 18] 45 4(0.08mol)ix F 6N HCI(400ml)F HOAc p.a.(400ml) e i A
1, BARAPE0-SEKE. B 30543 MNaNO,(0.1mol) A /K (40ml) F
MER, REEREBRESHFHIEINS, BN AEkSEA., RE,
HREDATRBH IR, FHAWGRTHESL, AK. ARK %,
REMDIPEF 2, R Ti. &% 18.14g¥ 194k5(87%).

c-1. 9 8] 4k 684 4] &

CHg"’%QO
O

F 8] 4£5(15g, 0.058mol) 2 HOAc(700ml) ¥ 34k 56 /& K 35 & A 37
6054t i AmKMnO,, p.a.(24g, 0.15mol)f # 44K (300ml) % #% 5%
Flot ks EA, AKEERBRAOMIIN, REAETEHEHLL
. MARABREMNABNLETE. MAEOACHIR ¥ 5), FlA A
BAEHAR . BROMKE DR, HROWRSE IS0mIAR, Ho KK
HABFH AR, BREINGREBELATFTE., 55 11.023g¥ H 4
6(64.8%).

c-2. W R)4K2344 4] &
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75/ SOy
CHs S\

#3-A X T AKB(0.0125mol, F38)4& CH,ClL(100ml) & 83 5%4 4%
TROABREE), B, HERFME) F HA2REA2DHE, HHE
LT X)(0.0063mol) £ — R FAL(100ml) b ¥y F, RE B BLSWE
T THFAFIA, ANaHCO;/H, OB &bk, S BEAMNE, TR
), kb, AZXEMN. Z4HEFADIPE/CH;CNY, RERE £
TR, kiEkfTRET). FE: 1.9gF M4K23,

F i) 422

<—_§( ©/ CH3
CH3‘"’

c-3. F K258 41 &

/\-—§/ \©/\
CH3-—"S\
\ﬁ—§/ \©/\
CH3'—'

1A 4K 24(4R 48 A2.b %] £-)(0.02mol) /£ CH,Cl; p.a.(250ml)F= ¥ &
Pa(SOmh)FHREHETRTHIFLINZTLEMR, REHSHMI3-£
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it H K BR(0.04mol, 70%), B HBdWHATRIEE2 I, HimAl-
AFLARBK? X 2.5g, HF 0. BRI BAET BRI,
K. AFRBACH;CNL &, REFFINGATHE LA TR, &
RBER, AEBRARNAREEERAGERRER: —R T/ F598/2). 1k
KB a, RABERN., BEWRAASAVERGTHEELL, REH
FaLRHEEFTIE, T8 1.984gF 94K2529%).

c-da. A 4R2784 4] &

ot

N

Ny 7 NH
™
CH3_S

T Al 4K 24(4R 38 A2.b #] £ )(0.020mol) /£ 12N HCl, p.a.(100ml) F=
H,O0(3%46)(200ml) ¥ 84 RSB BB R6I M, RERERAMA TR
BHE-—ANMAX. BFAGRIHEBE L TR, =5 36lghaui
27(58.5%, m.p.: >2603& K. &).

c-4b. ¥ @] 4K 28¢5 4| &

oL
N N
>N H
CH3—§QO

0]

18] 4K 27(#4% A2.c-4a ] £)(0.001mol) F= Et;N(0.0025mol) £ — &, ¥
bop.a.(15Smh) ¥ &g RAW A TR THHE, #mF AL THBF(0.0012mol)
AR FEpa(m)b R4, RERERASHETBRIEIR, &
BRRRGE. FBAME, TR, Bh, REAEHN. BLAWET &
Fi(15ml), KREmA3-BF i KB 0.002mol, 70%). 1338584
HEZRBEF2IHE, ANaHCO; R R %K. 2 BAME, T, &,
EEBR. BEAWEDIPET S IR, RERFINKRIHELFT
B, FE: 0392gF 94K28(100%).
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c-5. a1 4k3289 4 &

N\
~
————

~
N
N\ / \©/\CN
>N
CH3"'ﬁ:O
0

H & R 4R31

N N “CN
N
CHQ"'S

(#48 A2.b 4] 4-)(0.010mol) £ — K, F £.(80ml)F= F 55 (20ml) ¥ 44 2.4 %
ETRTHHE, 2#mA3-FETHKELWO0.024mol). R RAWMAT
BHEINE, REMANAHCO;(0.025mol) &K ¥ 49249, 15541
SHREBH. BB LFERKAN, B ELEE. FAWE T R(EARS),
B, RRBEMN. REDESA VY ZFLHODIPEY S, REKRR
Wik AT IR, F&: 1.218g% 194K32(39%).

c-6. ¥ 18] k408G #) &

Ns o
= N
Ny />’ N N/“\O/\CHg
N | J H
CH3""'§]QO
0

o 18] 4K 27 (AR 38 A2.c-4a %] 4-)(0.005mol) £ = £ F £.(50ml) ¥ ¢4 &4
HEZRTHEIE, mADKTFTERRTHHLE K (e #H 4mmol/g)(200-
400 B )(0.020mol Novabiochemn) , R B A £ B & /m & & B
(carbonochloridic acid) Z & (0.006mol) £ — & F 1. (20ml) F &) R4 %,
B RALSHETERRHE - ANAR. RRODBABERLTE, AR
¥ 5%/ F 85 (30ml; 80/20)4 . #3-REiL A BL(0.015mol; 70%)Hm A&
R, FEGREHHEFHIR. MAFIHI-RETABK(L), REDF
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BHSIHE, REMAREXLHATR)ZFERBEKBRALFTHRA
(0.045mol; A#,: 3.7mmol/g; 20-508 ; Novabiochem), & 5 R4
B A, BERAE L, REIEKR, =P RI4K40,

d. & 194k 6add #l &

& |6] 4K 6(0.001mol) F= 1-(3- & A K ) T 3 3. (0.002mol) £ 2- 7 A&
LEAOm) T & RAh B A6 0, FiEiA . KFD e
#ih, MEOH/DIPEA 3, F#H. >&: 02502 % @ 4 6a(72%,
m.p.220-2243F K E)., HRARKL, AP ATH/TECL/ 2m) ¥ 5
B, OROMBHEL D, REWAEHELRE TR, FF: 0.098g¥ i
#62a(28%).

e-1. 8] 4k 6b# 4l &

% DMF/DMA(0.00675mol, 5% ¥)mA %] ¥ 1#]4£6a(0.00135mol, 1

L §)AEDMF(Gml) ¥ ¢4 &% &b, RERSHEISERE MR,
RELETRBEHIE., BHFIARRBER, RAHETLRTART
LR, EE: 0.38gF A 4K6b(70%; 240-2443F K K ).

e-2. 8] 4k 6bfe ¥ 18] 4K 684 H1l &
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i # 6
N N:N
/N \ O N//__\g/l\‘l .
= T
N
\
¥ Ji] 4K 6¢

% 4] 4-6a(0.0056mol, 1% &)A&sLDMF/ = B (6ml)¥ & R4-4 %
110-1204% K & Am 2L &, K6 & EtOH, A % 418 DMF/ = T J:
(2ml), 3§17 B) ¢4 &3F R AL 120-1303% K JE A #4510, R 5 Am ADMF(2ml)
Fo B S DMEF/ — L ie(1ml). B R B4 £ 14038 K & o 2.0, Mmoo
B DMF(Imhk 4k & ok, FE 9B RBLIFEARVINE, REET
BEHTA, BRANRRBEDL, AEALRPTRG RS LAE,
& 0.38g%F W 4k6b(17%, m.p.: 235-2364E K. E). RE/FRE, K
5L Y. FE: 1L12gF A4K6c(50%, m.p.176-1793F KA ).

K AEH)A3

a. P NE4RT6 ) &

¥%3-A K X F R (0.12mol) &3 AEtOH, p.a.250ml)F . — Kk mA
LE4H(0.1g), REBRAHBIFIR., — KPR F 8 (0.36mol),
B RApREE ATE. ¥RERSHRE, BEMBAEDMFA50mI)
b, EMMOBEREME—ANAR, FREBSWEREBART), Aeh i
FAKGOM)Y, RELE, RFAGRADWBEREFTAK/TE
(2000mh) ¥, FAFRMAEAIR. KRG ERTEIRAGET

65



200480020418. 3 o 1 ZE50/951

F, PEFEAZ2DE. BRI itE, EATFH P OOFKE)TIHE.
& 11.84gF @] 4K7(45.9%).
b. 184k 8¢4 4 &

o 8] 4 7(10g; 0.048mol).& F 5 (150ml)F= THF(100ml) ¥ &4 544 4
504% K E A PA/C 10%(1g)4F 4 AL H A K% ADIPE4%, Iml)¥ &%
BRAEETEMN. ALGEI)RKAE, HHMAMNED, REERRER. &
Wy RFARRY, TRATRAZTOZ/KE). FF: 7.06gF 184k
8(83.5%).

VA RAR Ty ik ] A d-(3- B AR - KR ) -2- R 4-C-A R )-8 2
-2- % B (0.046mol) £ F B2 (250ml) ¥ &4 35 % £ 5038 K, & A Pd/C10%(2g)
e A HEAH) K £DIPE4% V/V, Iml)F 85 & A4 £ T 840, £H0G
L 2)RKE, BHEAMNEL, ¥ERREATRAEZTORKE). &
F: 8.64g4-3-RIA-K R )-HR-2- K B (87%)(m.p.: 190-1944F K &),

% 3651 A4

a. ¥ B4R 4l &

OH 9
Nt)jN\O
2
Ne N/kN
§\/N\ H
CHa

2- §.-5-74 £ -4(1H)-% "2 & 44 3£ (0.051mol). 3-%F H -1H-krd-2-K)
K (0.056mol)F2N-Z, 2 -N-(1- ¥ £ Z 3 )-2- & B (0.168mol) £ K (200ml)
FTHF(100ml)F ¢4 R4 HHBHBRIKX, REHAHARLHA NI T
B, BRAEAXRZEN. REASHATHE FHHF, HRIAGREHES,
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RYEERE, RETHRAEAS). F&: 13.6g2F H4K9(85%),
b. 18] 4k1084 %] &

F 7] 4£9(0.0256mol) £ 6N HCI2-FH B ¥ 4 B kA TR B H1)
i, REBREALEAN. HPOCLU00m)MmA B ZELH T, BiRES
HEFERLIN, REATB TR, RERLEHN, REM
FR-BEERL., /3 FRHKL0,

c. FIE4K11454]&

o
O Y ,
X NH 9
+
NJ\TN\O_
|
e
Ne N/kN
“wn o H
CH,

F 8] 4 10(0.000502mol). 4- F & K X 5 (0.000624mol) = N- Z, % -N-
(1-F & T X )-2- % B2 (0.000624mol) £ DMA(5ml) ¥ #5524 4 /£ 10045 K,
BEHFLIE, RARSHAIEATF—ARETR,

d. F E4K1265 4] %
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% 18] 4 11(0.000502mol) £ DMA(q.s.) ¥ A 44/C(HE 4% % )4F 4 # 4L A
SR, AHGEE)RKAE, BELNES, RLER. ¥
W ja] 4R 12,

£ HAS

a. K136 H &

0

Cl_No_NH

‘ )
N\/\‘\l{,/o-

0o

$ 2R @ 8 (0.062mol) £ DMA(20m) ¥ & 3% 5% 5% Am B 4 30 84 (- 1048 K,
BE)2,4- = R-5- A8 A F 72 (0.062mol) F=N- T A -N-(1-F X T % )-2- & k&
(8.1g) ADMABOm) F #) i F, RERERESWFETRLHR. &
¥: PREKRBHIHFATTF—RAE VK.

b. & el 4k 1444 &) &
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.0
)
»
J
HN N NH
s
0

¥ N-Z X -N-(1- F £ T £ )-2- & k& (0.027mol) Au A 2] F 4] 4k
13(0.0257)%F , HFE RAHA). ¥ 4-(4-"5 ok X)X B (0.0257mol) £
DMAQ25ml, p.a.)F 8 R&HASOFE K EFHMmE RAH)F, RERA
BB TR, REMAKR-KGOOm) T, $F3) 6 EARESL, ETSEK
BEHAEZRT TR, @80 £2-A8/2-AEON HC) ¥ 425 #E & T n
B, RELH, RERXZHELALTIER., 2% 9.6gFH4Kk14,

5 #45) ASa

a. A 4R4165 4% &

HN

N
o, T N
N+
4 ==N
0

2,4- — §-5-A8 A oz (Smmol) £ = F, F I5.(20ml) ¥ 44 324 4 £ -304%
KR /-0 KR BELH . A 1) B JR 1) A 380 38 A 3-(5- % ot X )- X B2 (Smmol)
EZRfFEAM)F 4 E &R ANN-— A X B Gmmo) £ — & Fi5
(A0ml) ¥ &g5 %, KRB A-20F KE/S30BEREHRIF2IHE, REMWAE
FRAFDNEH. KREDAM A FTRFHB, MASOMIKkA, #
REBEEFTIR., T2 490mgd F4k41, s FEE, HELE, ¥
AMETR, SFAL. BAWECH PRI, FREDEL T
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. F&: 305mg a4,
b. [ 4k42¢4 % &

N\l
el T

F 7] 4k 41(1mmol) £ THF(50m1) ¥ &5 5%.4-% F 44/C 5%(0.2g)4E 4 4
7 K9 £ DIPE(4% V/V,0.5ml) ¥ 6435 % 4 £ T F2 /£ = T8 (% mol)
AAETEMA., AHBIKE, FHEMAMNESL, REER. 2. 300mg
9 8] 4K 42,

. PRl 4R434G F] &

N N
\ N—Cl
\ {7”
NN=N

T 18] 4k 42 (A 38 A2b.b)(0.001mol)#=HCI 1N(0.002mol)£ Z, B (20ml)
e RS WA TR THIE, KEFHMNaNO,(0.001mol) £ K(C2ml)+ ¢35
W, RERGHEFTB THRBHBIR., ARERN, RLADECHE TSR
#H. BFIAGRRHEEFTR., FF: 0.190gF 9443,

5B A6

a. FIR4R1569 4 &
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ot
N

N

N

HN.__N.__NH

1D
N/N+.O

I
O

FE) AR 13(AR 48 AS5.2)(0.031mol). 4-(4- F & -1-vk 5 X ) X Bk 3 8% 2
(0.031mol)FeN- T 3 -N-(1- F X T £ )-2- 5 B (102) 4 iR A /£ 604% K &
I3 ot , R B B RA WA, #HmARQ200ml), #4F3) 6 EKE
B ACOBRRKEGATHRB T TR, FF: 9.6g% H4k15,

b. F E K168 %] &

§
2.

1L
2 NH,

# 18] 4K 15(0.023mol)F= Et;N(10ml).££ THF(250ml) ¥ & 5824 £ 504%
KERPA/C 10%(2g)4k HHAH £ &K% £DIPEA%, Iml)¥ 4% %
AETAM. AHQGL F)RKAE, HERAMNEDL, RLERER. &b
HET R TR, ARk, RETR, =% 6.7gF M4K16(76.5%).

K HHBIAT

R 4R 1784 %) &
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0O

E;

HN. N. _NH

I

= NH,
T 18] 4K 14(AR 32 AS.b 41 £-)(0.024mol) ££ F 85 (250ml) ¥ &4 824 A 48

IC 5%Qe)tE ALK £ En £+ DIPE@%, Im)¥ #ERELET A
., EHQGL F)RKAE, HFHMAAES, RLER, 5. 8.7s%
R4k 17,

L HAAS
g 18] 4R 18 4 41 &

-0
X

3
N

)
0 G
?\{/\;[NHQ

F ] 4
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CH;

HN N NH

\H/\j:
N =
NO5

(R4 A6.2%4 %)(0.007mol) /£ THF(150ml) ¥ #4582 £ 504% K, & A Pd/C
10%(1g)tk A AL H £ K% £ DIPE(4%, 1ml)¥ 495 %A £ T 4k, £
HQ 4 )R &, FHAHNES, RAE®ER. #2-H8/HCH6N)m
ANBRHT, REZBSHUNE, HF2) 4T W& B HF A60E K 64
AEBBATT®]R. 7% 3gFM4k18,

% BIA9

a. PR 4K1965 4| &

HN N NH:
\ﬁ\;\[
N~ [\r,//o
o

2,4- — F.-5- A K52 (0.0127mol) . 3-(1- F £ -1H-sk w -2- X ) ¥ B
(0.0254mol) #= DIPEA(0.0254mol) Z£ DMF(60ml) % #) 5% 44 /£ 6045% K &
HHIR., RARSWHEIHEATF T —F%.

b. & 4K2084 4| &
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NS

) | N
CH, ) CH,
HN lN\\/NH

N
S NH,

F 18] 4£19(0.0127mol) £DMF(100ml) % 4 & i& F A Pd/C 10%(2g)4
AEACH K EDIPEU%, 2m)F 9 ERALTEMA. AHG%S)
BMAE, HERAHE S, ALEMN. ZF: FRAK20.58 530 4
ARTFT—H¥%K.

L BIAL10

¥ i8] K29 44 4] &

L
NH

N)\N
L

1,4-% —J(54g, 0.50mol). 2-R#E=Z(28g, 0.25mol). F4L.4%5(30g,
0.53mol)Fe THF(400ml) £ — A B & 5 2 Ao 4 5] 20038 K F 12 0. A3
B, BReHmLE, REALARELEN. R4WARKER Li7E
W, AR TR RBLE, F3]—Frh, LREHIHER. =8
14g % 18] 4K 29(30%).

E AL

a. P RJ4K356) 4] &
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NaHCO;3(0.078mol) fe 4- F X -1-% % & & (0.078mol) & F & (120ml)
Ao R B (80mI), 53| 65iR R Ak A3, 4*)% i%iwéz A EFJ(160ml)‘P

B, WmMEARRHAEOACERIK, S AMNERY, }ﬂNaHLC'si@S&
g, MKR/IEKEE, RETFREBEE), T, REAEH. FRY
REBWBRNURAECMART —RAE, REXE2WHEHLE, AL
Eﬁ?‘f"% P& 17.9gF M 4K35(67.0%). EMEZERBTALENE =
, 133)0.8g% M 4K353%). (& FE: 70%).
b. ¥ a4k 3649 % &

-CH
D\OH N

O

IR 4R 35(AR B All.a g &)(0.052mol) £ F 5% (500ml) F t 5 % £
& T APA/C 5%Q.0e9)F AL &N, AH,C% B)BIKULE, BEAH
REWEHFLEE, REEMN. AEHHRALY, FIKEKLET
BTHE, RELTEKEEEZHH. Z&: 1557g% 4 4K36(95.8%,
m.p.: 141-14335 K &).

B. R&ALSHHH &

3% 76 45| B1

a-14b&-H 149 %1 &

i

L3 Q

0 N
U T

A AR 6(HR 3 A2.c-1 4] % )(0.0002mol) F= & 5] 4k 8( 4R 48 A3.b 4]
#-)(0.0004mol) £DMSO, p.a.(1ml)¥ & @44 72 1003% K & BL3 2 0,
B RAH A THE(AmDARE, BT E, B0 RTHEL TR,
FE: 0.061g4t4%1(78%, m.p.: >2603F K J¥).

75



200480020418. 3 oM 1 ZE60/951

a-2. 4306 F &

Br
-N ;
HN[\/‘-\ N NN
DD,

T 421

; .Br

O

g N N

RO
N_~—N

(A& 3 A2.c-141] 4-)(0.0002mol) F= 3-(1H-2k o -2- 3 )- K B2 (0.00022mol) £

DMSO, p.a.(Iml) ¥ &) 4% £ 10088 K B 320, K6 A K(2m])

A THQGm), REMAHCI2-A%H £ RAWMKA, K25 0TS

REATR, P& 0.029gR £ H4331%; m.p.: >2604% K % )
a-3. AH51654) &

TR 4R 21(AR 48 A2.c-1 4] %-)(0.00014mol) Fo 4-(1H-1,2,4- = £, o -1-
A )- X B (0.00016mol) £ DMSO(0.5ml) ¥ & 3844 /£ 10038 K & /4 3 3
BYRMINH, RERARSHAEIGERERY. BE, RAMA
ISOR KB ARE T BB, $FANGRRYERFTFRAS). 78
0.0096g % 4 4446551,

a-44b &304 §) &
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T 1 4K 6( AR 4B A2.c-1 4] & )(0.0003mol) F= 3-G- vt " £ )- X B
(00006mol) £DMSO, p.a.(1ml)¥F R4 % £ 10038 K B H B30, %
BB BREHNAEN, AFHESHRIMEERSE, KEZWBH, %
R, BAHANK/ FECM2m) b 3, KF0 QG REHE LT
B, FE: 0.020gR A4 H30(m.p.: 208-2124F K, &).

a-S. L2804 % &

H
HaC N N N.
3 Nﬁﬁﬁj )
I\/N NN

¥ 18] 4530

(R 3 A2.c-2 %) % )(0.0002mol) Fu 4-[(4- F A -1- B2 X )F A |- X k&
(0.0004mol) £DMSO(2ml) ¥} &4 5844 4 8048 K B B30, RE R &
REHATEREFLTR. BEMN KK (Genevac), FRHELHA G
RAREBhyRE., ME W8S, REAREN, RELFH k&
RE. F&: 0.0119g% & 6545980,

b-1. tb&-#264 4] &

17
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F 1) 4R 6(AR4E A2.c-14] £-)(0.0005mol) Fv 3-vit 5 -2- 3 3 A2(0.0005mol)
A2-FRATHMEm)F 6 RAHAET00F K E RI3004F, RE R R
SHIETR., BFIGREHELFTER., 5. 0.082g89/L40%
2(m.p.: >26048 K. F).

b-2. 44878 %) %

P 1R 4k 32(AR 4B A2.c-5%] £-)(0.0002mol) = o 8] 433

(148 A3.b 4] 4-)(0.0002mol) £ 2- F £ K Z 8 (1ml) & & 544 £ 8048 K,
BEHRA2IHE, REXRE RS HADIPTE, REWA FEAM)HLE,
RERFIGRIEHEE TR, & 0.037gR L4 H87(44%,
m.p.: >2604% K &),

b-3. L&-H 364 4| &
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F 18] 4K 6(AR 48 A2.c-14] £-)(0.0005mol) Fr 3-(4- F 2 -1-9k o 3 )- K i
(0.000Smol) £2- F £ T8 (4ml) " ¢ iR &4 £ 10038 KA BLH 1) 5
REBERN ., A AEDIPEF B3, REBSDIPEMAT. ZAWEF P,
= AT R HCY2- A B A, HAA B IR Mk hf TR, & 0.123g
R HI6S1.5%; m.p.: >2504F K & ).

b-4. f&H 11565 %] %

FOE] 4R 25( 4R 3B A2.c-3 4] 4 )(0.0005mol) F= 3-(5- T w K )- B
(0.0005mol) £ 2- F & K Z 8 (2.5ml) ¥ &) 524 % £ 10035 K, & B H 4]
B, RXEMN. ARPHANTHE/FHRMAMIn)LE &, REBRZHEH
Ao TR, P2 0.171gti48 4 1. EBa 8t —F A2-F &4 28 (92ml)
FeLHEM@mMDE &, ¥FANGROIBEHIR., BREWELATFBR
FE: 0.103gR LA H115(48%, m.p.: 156-1603F K ).

b-5. 412285 4] &

CH,

2z

/-:._Z
CO;

pd
=
N

pd
z==

F 18] 4k 28( AR 4B A2.c-4b %] & )(0.0001mol) F= 3-(5- & »it R )- ¥ B
(0.0001mol) £ 2- F A Z 8 (1m) & & 3% 44 /£ 10048 K, & B 348 /)
B, ZEXEN. BEAFHARediSep LR E(BLZR: —RIBR/TE
100/0->98/2), Wk > #1845, REXEH . BAYKASALHKY PR+
Ldn, RERFIANAEZHRERTIR. FF: 0.017gR L2 Y
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122(37%, m.p.(Koffler): 210-2143% X &)
b-6. 4.5~ 88¢ 4| &

% ] 432

(FR 38 A2.c-54] 4)(0.0003mol) . 4-(4- F 2 -1-7k 5 X)X b — & s 1L 4
(0.0003mol)F=N- T F -N-(1- ¥ 3 Z, & )-2- & B (0.0006mol) £ 2- F £ £ 2

RER., REINGELRHERBH T PRI, $ROWBITRE,
FA 2 LB E AT R, F: 0.096g% K464 H88(75%, m.p.:
210- 21238 K ).

b-7. 1L&-H 12569 4] &

N O CHs
H
AT
N Nao N<
Oj\@rrjm
N~ N

R 4K 40( 4] &R 38 A2.c-6 4 £-)(0.0002mol) = 3-(5- T wk X )X B
(0.0004mol) £ 2- F &K T 8 Qml) ¥ ¢4 3R A% £ 12048 K & H 320 )
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B, REFMREYRA HHRAAMEER ., WESLTHIBS, AXE
M. BIRBGERTHET T, REARKERN. &% 0.006g% 454k
A4125,

b-8. &M 15469 4| &

ol
N/

|

HZN/L;;jl\I:::I/H\m/ﬁi :N\IIIjl

F i) 437

i
(HR 4% A2.c-6 %] %)(0.0002mol) A o 18] 4k 33(4% 38 A2.a 4] £-)(0.0004mol) /£
-FRACHECm)T HRESHALROB KA E V48, RE#Ha
REHM B MRMEFRE. KEFHBS, RLEMN. HF2 0K
®HETEOH, REELEA. FF: 0.017gk k5144154,

5% 3641 B2

a. {EeH3t 5 &

~CH,

N
H

[) N NN

\

CH

oM

o i8] 4 12(4R 48 A4.d 4] 4-)(0.000502mol). K F=HCI6N)# R4 H 10
BEEHH2004F, RE—ARMANaNO,, L ERAOWETE FHHE
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48.) 0. F&: &3,
b-1. tei-dhdh H &

o™

NaNO,(0.00797mol) £ 7K (q.s.) % & 44 i A B ok 2 39 o o 1o 46
16(AR 4% A6.b %] % )(0.00786mol) £ 6N HCI(30mI)Fv K (q.5.) F #] & H
F, R RAMAETER, REKFREMMAIMAHNaHCOZ &, A
—RFRERGK, 200ml), SFHAWE, FIROELKE), RLEMN.
A il AR Bk kR sk, REWEF WIS, ALER. FE:0.733g

AL H4(24%, m.p.: 167/ KAE).
b-2. 496k #] &
OH
P
o N\h/N\ N\N
P

]
OH
A
N N NH
o

" NH,
(F4% A7/A84] %-)(0.0006mol) £ Z. 8 (8m)AHCl INCmI) ¥ 8 R6-4 /£
FEBH, KB BENaNO0.00066mol) & 3k ALK (1ml) F 4 R4 By i e 2

18] 4k 39
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BERCLE), RERSHBIVIE. HFAGREHEL, A K
Fik, RETFIRAT). & F:0.006g% & 5 4L.2-496(41%, m.p.: 210-214
BKE)

c. A HSA6y $l &

O
HAHS
f}j N N
ot
r/\N/ 7
o]
1446

¥ o E] AR 17(AR 38 A7 4] %)(0.0038mol) /£ K (100ml)F= K HCI(Sml) &
WE A A 4p, %1% % AmNaN0,(0.0038mol) £ K (Sml) ¥ ¢ RA4, KRB
BERSHETEREIR, MAZRKFE(T5mI)., KEGPHAD 3
pHY, AR FEGBK, 7SmhFER. &FFWE, TIREKE), iTE,
BEMNELRE). AhWRARMEEERE, REKERN W18
o, REEM. FRE451: 0.100gi 5 HS(mp.: 1619 KE). &
2. 0.0106g4L. 446,

% #6.4] B3

A T8 H &
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E\ NH,
N =
/\‘B H
) NNy,
AR
CHy N~ N

¥ 8] 4K 20(AR 38 A9.b 41 4)(0.0127mol) £ T AR (30ml)F=26N HCI(50ml)
TR R AR KA B, #mNaNO,(0.015mol) /& K (10ml) ¥ & 35 3% ,
FEGREREHAEBREBHFII N, REATE FTHRETE, B
BARE B . KA AHPLC A Hyperprep C18(HS, BDS, 100 A, 8 ym,
Shandon; ZEBL&: [(F&KF0.5% ¢ NHA4OAC/ T H90/104K 4R %/ ¥ 85 /
L (05-4F)75/25/0, (244-40)38/37/25, (24.01-32440)0/0/100)32 4k .
MR HBE, REER . RAWAEDIPEF B3, &, ks TRA
7, SOEKE). =8 0.160g6544-%7.

% 3 41 B4

a. o W3SE$ &

F 18] 4 6b(0.00015mol, 1% F)Am A F| 4 & K (0.00045mol, 3% &)
A2-TLRRA LB )T HEAR Y, BEROWHFER2IE, REAT
mHLHTA . CH;0Na(0.00015mol, 1% )8 RO ET LI
B L e N B Sh 89 RO BK (0.00045mol , 3 % F ) fu 3R S &
CH3ONa(0.00045mol, 34 %), REH R EBRABBIFE AN, &K
BRAWAI, HAK-KE, BB RSES, AREE, RET
B (P.0s). =F: 0.060g84b4%35(94%)

b. {43454 &
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, F
x >
7
-
N ‘N H
NS N N N

¥ F A BL(0.00075mol, 33 § )M A 2 CH;0Na(0.00075mol, 3% §)
B2-TEALH M) T HERY, FEGREBBHION, KEM
A H 18] 4R 6b(AR 38 A2.e-14] %-)(0.00025mol, 1% )£2-TAE ZE(1m))
b o B R, R RSHBIE RN, RSB, HAK-KE,
HRAGLEHIESL, ARE, REEAZTTR., F&: 0.085
B AH134(82%).

c. H&-H708 % &

e @F
e G

4 BE(0.00075mol, 3% 8 )4 A | CH;0Na(0.00075mol, 3% 8)4&2-
LRATHCm)F GERY, 53R WIFI0N4, REMAF
8] Ak 6c(AR 3B A2.e-24] £)(0.00023mol, 1% F)AE2-TZEARA ZHEGCm)F &
BF R, RERSHBLHDALIN. HFREBE, BAK-KT. #
e HEL, AKkE, EAZTFTHAP2OSHEETTR. F%:
0.080g & 444~ 70(81%).

d. {LEaH698 4] &
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LARHCI1(0.00115mol, 5% &)im A ] CH;0Na(0.00115mol, 5% 3)
E2-ZRATE@QsI)THERT, FHAGROBBHISH4, Rem
AW R AR 6c(AR 3B A2.e-24] £-)(0.00023mol, 1% ). R A R2A % £ 130-
I3SEKE A4 0y, AFEBHITA. A TEHCI0.00069m0l, 3
42 )A= T BEE44(0.00069mol, 3% F)E2-TAA LEB(qs )P HBER, R
HRSHBRFR RN, REASEKERF TR, mABI G T
HCI1(0.00115mol, 5% & )fe B 584 FE244(0.00115mol, 5% §), REHR
FE R ERASHPIFE ARSI, mAKRSHK, BIFHGRITHE
h, REAKGKE. ART LALSFEARK, REXEAAKETAHR.
KEMEAT, AEWETAR. mAK, EMfE—REEREL, K
BT BREP0:)Z LS. & 0.090g8514H69(91%).

e. {LaM2264 4| &

N F

l

=

H
N\N
| No NN
\ ~
| T h |r|\‘
= N~ N

R 4K6b(AR 48 A2.e-1/A2.e-24] %)(0.00015mol, 1% &)k A B| £ &K
BE0.0302) £2- LR K ZEHQQm) T HE AT, RERAHHIHEHI0H
B, BERASW, HMAKR-KE., $ERGRBHESL, B} LAK
Rk, REVERTLELRTHE, REEATATAPOHFET
T, FF: 0.035g84L4-4122(63%).

% 74| BS

A9l &
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i\ H
N N N\ No
wj(j T
N =~ N

.4 4 8(#R 48 B1.a-2 4] £)(0.00016mol)F= Et;N(0.5ml) £ THF(40m])
T &g RA B A PA/C 10%(0.02)4 4 #E 4L #) £ X% £DIPE4% V/V,
0.0Imh) ¢ R AAET AL, EHQOQ L E)BIKAE, BEMLANES,
AERBR., BEYATIFE &, REFFIHGREHELATER., &
=: 0.029g8540 4% 9(m.p.: 2163F K ).

% 76,4 B6

A 11465 %) &

R & 8 1% 2 126( 4R 48 B1.b-5 %] % )(0.0002mol) £ HC12- & &
(6N)(ImD)F=HCI(AN)(4ml) F & RE- 4 £ B BLH 2400, REHF3)
WL A TR, T E: 0.076gR 489 4LA W 114(77%, m.p.: >250

BRE)
R1-57] 1 T #R4E LA Z45) 5 &6 (Mo .
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*1
2
A
| A
==y )
3 N—/ \
Uasge:
N
Co. | Ex. X, R? X R’ ) ¥ F
no. | no. (m.p.°cy/ %
9 |BS |db /[ A 2-db | 'N 214
i <y
CH,
; Xy N
73 [BIb1 | db /[ 2~de “ J 214
" P o L
74 | BIb-1 | db l'\ 2-db '\f_'""}‘ 248
N
_
Y N
_ CH,4
151 | Blb-4 | db ' ~ 2-db fZ 237
" = N” N
p
S
10 | Bs db l N 3-db N N/CHa 242
)
11 |B2a |db 7 \7 3-db 0]
| J
“g 7 LH:N\
12 {B2a |db X 1.db N/CHa 223
|
W in\)
13 [ B2a }CH,- | RS 2-db AI ]
=
* R
CH,
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Co. | Ex. X, R? X R’ 4@&%&’}%
no. | no. (m.p.°cy
14 {B2a |db N 2-db N

oL
I
e ||
. : o . . A B N
15 |B2a |db CH3I> 2-db /||\ l'
% R
e CHy e
152 | B1b-2 | db D\/\ 2.db l\]l———N/CH3 137
Y OH =
N
SN ISR NN SR . Br
75 | Bib-2 | db ! = 2-db I\fm",, 190
S~ ~ N /'\ /N
o . ~OH LLLl H
76 {Blb2 b | aw '\{——,'}‘ 203
~ TN /|\ /N
e OH Y N
77 | Blb-6 | db S 3-db ~ - CHa 197
® a )N
hd “OH N
AT
56 |B2a |db /©/\/OH 2-db /"i ”
B MOON
e , N 4 CHy )
85 | Blb-2 | db D/VOH 3-db I/ ~0 203
7 iL:N\/)
86 | BIb-2 | db /@\_. 2.db “ ) 190
N T IO B =N o 1o
87 | Bib2 | db & 2-db j\fz 260
Y =N N7 N
Py
L

89
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200480020418. 3
< R’ LBk e
Co. Ex. X] RZ ).2 (mp OC)/ }n!':
no. nao.
® CH
N ~CHg 210
8 | Blb6 | db /E)\ 3.db N
LY g —— L_,_qN B
o S Y e
95 | Blb-2 | db | N 0 2-db “ )'
N NH, M0
. S S — ) ;.;0___.,__
PN
96 | B2b-2 | db | ~ 2.db R“ J
P _OH 0
SRS DY IO S S < i
- N
97 | Blb4 | db | N | 2-db | //k
\-\_Ll / \V/OH LLLL Nﬂ— ) N}'riz-—— -
L . ; o P ey .
98- | Bib-5 | db @ | 2-db /“ /” | 136
i Pom | KT
. 196
95 1 Bib4 | db ' o~ 2-db /“\ /|f|\l
n = \/O\CH;, LLLL EH
3
S NH, 232
100 | B1b-S | db | S 2-db )\
aNVASN N7 N
" w AU
o T
™ 169
- O
107 | B1b-2 | db aH/@-\/O\/\O/CHCBGb r(
W
] I — &
1.db '/ N C 3 181
108 | Blb-6 | db g 0y O ( )
LY
= 2.db ' ‘N >250
114 | B6 db ‘ ) >
b NH, N0 o
' N 156
115 | Bib-4 { db ’:j f o, 2-db “ J
A T LNe
c
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o [ Ex X, R? X, R’ Wy TR ¥
no. | no. (m.p.°cy
116 | Bib-2 | db /@yﬁ N 2.db I_—,I{l m

‘111 \[( 3 \1]1 l}l/
- - . . - — . . e . .- . 41—0 P % P FOR - CH3~ P
117 | Bib-1 | db /@H 2-db /"‘ﬁ"z 244
N__CH
< b NT N
)
H)\)
118 | B1b7 | db /Q/H\”/A 2-db “ /H
kit Y o
119 | B1b7 | db /&H 2-db )‘\TZ
e NWA NN
Io! o
KA\/I
120 { B1b-7 | db f: H e “ /,’l\'
H.Ll ~
= NH
121 | B1b7 | db | H 2-db 2
\Q\/chm N}\N
: |
122 | B1b5 | db /@\ﬁ o | 240 [ JN o 210 |
A A e
123 | Blb-1 | db /QN T “ —JN 228
R4 o
124 | Blb-2 | db /@\ H S /;\d\—;© 172
1\ e \[(\O’ 3
© ¥ o
N
125 | BIb-5 | db /&H 2-db “ ,
» N._O._-CH, )
T e
126 | Bib-5 | db /@H 2-db l IN
. N CHy I )
T e 0
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Co. | Ex. X, R? X, R’ ) I $ IR
no. | no. (mp.°cy/ 3£
16 | Blb-4 | db | N 2-db || JN 186

\-LLl / O/CHS LH_L O
17 | B2 | db /[j\ 2-db /'\f["j
\ll-l / O/CH3 LLLL '|\j
CH,
127 | B1b2 | db | = 2-db /'\fk__,’,\j 232
\‘_\1 / O/CHS LLLL ﬁ/
128 | BIb2 | db /Ej\ 2.db /"f(*,,,\‘ 232
CH,
18 | B1b2 | db /@\ 2db N/CHS 240
’ . _CHg .
~N
Y O ﬁ{kN
19 | Blb2 | db /@\ 2-db /“\/jN\ 2472
. _.-CH =
™ o "N NH,
129 { Bla-3 | db /@ 2-db (\N/CHS A£250°C
\/ /CH3 /N\) h\ﬁgf”
= O Rt HCl
3 B2a | db /['\ O\CH3 2-db j{\ ”
W R
CHa
130 | BIb-6 | db 3-db (\N/CHB 199
~._-O~
i o) CH
s
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WILHIE

(m.p.°cy/

>260

Co. | Ex. X, R* . X,
no. no.
20 |Bib- |db Q 2.db
1/Bla Pz '
F
21 | Bla-l | db @\ 2-db
L F
22 | Bla-1 { db , AN 2-db
P
= Foo |
149 | Bib-2 | db | X 2-db
=
Y F
23 | Blal | db , ~ 2-db
i F
24 |B2a |db /@\ 2-db
R F
25 | Bla2 | db ‘ N 2-db
pZ
e F
26 | Blb-1 | db /@ 2-db
LY F
27 | B1b2 | db /©\ 2-db
et F
28 | Bib-1 | db /@\ 2-db
LY F
29 | Bib-l | db ' AN 2-db
Pz
g F

>280
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Co. | Ex. X, Rr? X R’ #?J@éﬁi%}%
no. | no. (m.p.°cy/
|| Blal | db | N 2-db “{“NH
NN R N O
30 | Bla4 | db Q 2db )ﬂl - 208“
= NHAL
g F g
31 | Bla2 | db Q 2-db /l//\! | >260
7
LY F S N
2 | Bib-l | db ’ AN 2-db /[/N] >260
o ~
32 |Blal | db 2-db f\lN
g F Y N/‘\CHg
313 ! Bla- | db /[/\j\ 2-db /L/ \’N 264
1/B4 _ ~
| W |
34 | Bdb | db /[j\ 2-db f\N
35 | Bda | db l'\ 2-db Z N >250
SN " \N' NN
36 | Blb-3 dﬁ l Ny, 2—c»lbw N/CHS >250
= P HCI
‘a F N
37 | Bla-2 db‘ D\ 3-de N‘; 218
g ¥ >
s F
. N . N
38 | Bla-l | db /{E;L 3-db “ b >260
P ,
< F o
39 | Bla2 | db ] N 3-db Nl"—‘l 242
NP WOON
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| 1
Co. | Ex. X, R® } X, R’ 0y T K 4
no. | no. (m.p.°cy/ ¥
40 | Blal | db X 3db =N 260
41 |Bla-2 | db l ~ 3-db Nl ———E 200
~
WS e 4 g CHy
. o | O CHg
138 | Blb-1 | db /[j 3-db )N[““ NH >280
=N
. B . ,CHj3
42 | Bla-l | db | 3-db '\f ' >260
7
= F "‘{kN,’N
43 |Braz |ab | E j loa /L\,"j l 260
HCl ‘
e =N
44 | Bla2 | db D\ 2-db “ INI 2142 |
. / “
8 |[Bla2|db | /©\ 2-db h INI 242
HOUN
‘ Br !
B . - — ..../LL\I - U CH3
45 | Bla2 | db /@\ 2.db ,\f,__N/CHs 204
\1‘1 Br “LLL =
. S R - Br e
46 | Bla2 | db /@\ 2-db /}'\;\*—NH >270
‘1‘1 Br LL"L m 0
47 |Bla2 | db Q 2-db ‘ N\\‘ >260
Y Br Y 2
48 | Bla-l | db /@ 2-db /”\/\\N
~
Y Br e N*CH
. 3
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oo B 80/95T

LB R

(m.p.°cy/ &

52 | Bla2

260

246

Co. | Ex.
no. | no.
49 | Bla-1
50 | Bla-2
51 | Bla-3
53 | Bla-2 |
55 | B2a

7 B3
57 | B2a
58 | B2a
145 | Blb-4

183
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Co. | Ex. X, R? X, R’ W I8 R A |
no. | no. (m.p.°cy
146 | Blb-4 | db ‘ = 2-db /'\"'\-_,, >260

AN LLLL N/N
M SNH; )
0 | CHs
147 | Blb-4 | db /Ej\o 2.db | X /Nk 5260
AN P
" $NH, N NH,
o] e e
59 | B2b-1 | db N CHy 2-db N |
P M
Y )_J LL‘-\ l‘\l
N . CH3
60 | B2a |db /l CHy |, /N'k ”
= WOUN
i c CH
3
61 [ B2a jdb /E/\' O\CHB 2-db /fﬁ\ |l
N R
CHs
62 B2a db F 2-db /I\i II
% - N
F CH
F 3
63 B2a db o’CH3 2-db /[\i ”
~ ON
X UXF Chs
% Kr
o CHaw _ ] N
64 | B2a |[db O 0O 2-db /m Il
4 Y T}l
PN | CHy
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Co. | Ex. X, R’ X, R’ A T2 % 3B 1
no. | no. (m.p. °C)/fn}£§
154 | BIb-§ | db /Q/H 2-db &l

o N PN
! ONT ONH,
65 | B2b-1 | db /©i> é-db j\f\ ” -
g N
e 1 __CHy .
148 | B2c | db X 2-db a
° DR iy
W R
CH,
66 |B2a |db /@[O] 2-db /lr‘f\ ”
. LHI N
N B
67 |B2a |db /O 2-db /[j\f\ ”
£ RO
1 7 3 ) CHg
6 |B2 |db /O 3-db l/\o
~N
4 | B2b-1]db /[j 3.db N/CH3 167
"-._L ﬁ.\:N\,/'
0 ' N
68 | B2a db )L /\CH 2-db )’\ I
0
[ree ,
i CHy
db=1H 34t

m.p.=% &
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*)2
3
R
)
5
N
N\ N/
Co. | Ex. R’ X, R ) T2 H I
no. | no. (m.p. °C)
69 |Bad |-CH,-CH; | db l ~N 83
S
Y N/l\CHa
70 | B4c |-CH,-CH; | db | ~ /rxlj\
) N i NH2
71 | B4b |-CH,-CH, | db /(\ 196
72 {Bda |-CH,-CH, | db f\ 196
)\ ON
db=1# # 42
m.p.=t5 &
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%3
3
Fll ?2
X, X,
T H N N
3 . 2 N
R4Q N ‘/\I N
2 1 Na N
Co. | Ex. | X, R? X, R’ R' | WEHIE
no. | no. (m.p. °C)
5 B |db /[/\/l 3-db K\o 2.NO, | 162
N
- R "
150 [B1b- | db /@ 3.db O |2-COOH| >280
] N
IS i e \/'
db=F 442
m.p.=% &
%4
RZ
|
N X
H
R%—X, N—F
LN
Na 4
Co. | Ex. X R’ XR %ﬁﬁ%
no. no. (mp oC)/ ‘%ﬁ
78 | Bla5 | db @\ﬁ LLL‘/\N/\\l
e ,N\
Y OH k CH,
79 | Bla5 | db @\ ‘LL/\N/\/L
S N
R VOH K, OH

80 | Bla-5 | db ‘
OH

81 | Bla-5 | db
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;o Ex X R? T X,-R’

i : : W 12 3B
no. no. 4 (mp °C)/ j{n}i
82 |Blas | db S WO 160
83 | Bla-5 | db @v\ K/O\/\/N()“

Y OH “Chy e
89 | Blas | db /@ WON
_ N
90 |Bla-s | db /@ “HI/\N/D\
™ =N\ ,\, OH
91 |Blas | db /@ 0
g ~=n | % @
P, . — a— e N vu——.CHS_—- -
92 | Bla-5 | db l\ o) ,/\ 0
v = =N L‘H)J\ /\\/N\)
93 | Bla-5 | db @\ ‘H/O\/\Nﬁ 102
LLL/L ~—==N i\/N\CH:;
94 | Bla:5 | db @ \/0\/\/"[) 115
N<
O T e e
101 | Bias | db /@v e N/\\|
o O. N
I I O CH, _
102 | Bla-s | db ]\ 'HL/\U\
Yz O
s CHy | "oH
103 | Bla-5 | db /@v j])\
O\ N
kY CHy | ™ N )
N<
) ’ , CH,
104 | Bla-5 | db /@ ,lOL (\ o)
O. N
o CHg | ™ ﬁ/\/ <

101
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Co. | Ex. X, rR* X-R?

W AR

(m.p.°cy/ 3

105 | Bla-5 | db @v O r@
O. N.
M T CH, i

no. no.

106 | Bla-5 | db | = L\/O\/\/'\G

A0 M-ory
| B N < L
109 | Bla-s [db | ff O ad

110 | Blas | db |l N
\I/ O~y CH K/
i1 | Bla-5 | db
Sl SO O LLH/“\N/ﬁ

112 | Bla5 | db Ij\o e 0
Lol B 1

4—1-;3 'ﬁla;s db- “ "| = ‘ E/O\/\/@

131 | Bla-5 | db /@ N/ﬁ 114

132 | Bla-S | db | N 120
133 | Bla-5 | db m )OL

134 | Bla-5 | db Q 0 0
N0 ™%, | M O

LH.L N/\/N
1 . H_
153 | Bia-S | db | E/O\/\N/\ 110
NN O, ~Negyy
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i ) 3
Co |Ex. |X X ]
Q Ex 1 R XZR %}Eiﬁ#}é
no. no. (mp QC)/ ,%1}5_
135 | Bla-5 | db ﬁ H(O\/\fN/w
- oo | |
137 | Bla-5 | db wON 1£266C
LLl:L \F k/N\ ﬁ\ﬁf‘
e e e e _HQ
139 | B1b-5 | db e Oy 140
140 | BIb-5 | db /@\ “\/O\/\r\(/\l 129
N.
b | T F o
141 { B1b-5 | db “H(O\/\N/\ 130
L_o
1% F. T |
142 | B1b-5 | db , N ‘HI/O\/\/N: ) | 139
AL
s F R B
143 | B1b-5 | db | X a&/O\/\/D 140
~ "oty
| TR -
144 | B1b-5 | db = o N o |124
l P ‘ILL/ ~ N \_/
WOTF
54 | Bla-1 | db > >260
| R T e N
er o o
84 | Bib-2 | db J(jw 246
_ _NH N
R oH | 4 _<}\, /
db=# 3 4¢
m.p.=$& &
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%5
R?
3_ ]
R*—X, X
H N N
—
@N N( I ’/N
X N
Co. | Ex. X, R? -X,-R? ) ¥ A 35
no. | no. (m.p. °C)
136 | B1b-2 | db /@\ g R s
L‘\/n\N N
| My F OH \Nﬁ\)
db=# 342
m.p.=£% &
C. 9 ¥

e R ERMLCMS(RAR &% F)in k. A TAHEGH
k. HBFo T ROH =,

LCMS &4

FikA

WA R AASE K E A B 4 Waters 6004k % 32 4t HPLC
HE . Rk BAEGRAS A Waters 996569, — 4 & [ 5] (PDA)# 3] B Fo
Waters-Micromass LCT/R#40, BXFH L84 5 FE, AEEF
AR X E 7. RABHPLC & Xterra MS C1843.5£ %, 4.6 X 100% %)
LHAT, Rgloml/g4t. ZABHEACGRFIBA 95% 25mM B4
+5% LHE; REHARB: TR, ASHAMC: FE)A T4 EM100% A
2|35%BA=35%C344F, F|S0%BA50%C3.504F, #|100%B 0.54-4F,
100%B1547 Fa K1 100% AP H1.55-4F. KA 10uléh = 404K 42,

JR BT R1008) 120042 %K F. L@mF 4wk 23KV, BRREE
BI04 E, ARAMATBREAKR, s FEEFAEX, 4£4K0E
A 10V, F Waters-Micromass MassLynx-Openlynx4 48 % % i 47 4 473
ERE.

% %8B

104
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P A A0IR K B A #k B ¢ Waters Alliance HT 27904k %
RAHPLCH B . % A AR A A Waters 99658 %, — 3 % [ 7| (PDA)
#27) B FeWaters-Micromass ZQJT #E4L, & X H A A E 55 FE, 1L
IEFe R & FHARKXEAST, RAMHPLCA Xterra MS C184(3.5% %, 4.6 X
1005 R) E# 47, Aikl.eml/ny4r. = ABHGIGASHAA 95% 25mM
LBREASYN LI ; RShARB: THE; ASARC: FE)A T2 545 M100%
AZ|50%B#A=50%C6.55-4F, 2]100%B1454F, 100%B154F 5= A1 100% A
FFH1L554F. KA 10uLe E 548, 2147 79 200,155 42 & o 18] A 100
10002 T2 R, LmE4 L EAZKY, BEEFAI40BKE.
RMEARSATEBAKR, BALERS TEEFHEIAIV, oF 74
% T4 X 220V, A Waters-Micromass MassLynx-Openlynx$ {8 % 4,
HATHATHBERE.

#6: LCMSHE 4R Fa s g 0 18] 18

Co. No. 4?(6‘1\533 Bl L ems M+H]} % ik
78 4.03 445 B
79 3.69 446 B
80 4.14 459 B
81 42 489 B
82 4.05 475 B
83 42 489 B
89 4.18 440 B
90 3.83 441 B
91 4.26 454 B
101 4.7 445 B
102 428 446 B
103 4.71 459 B
104 4.68 489 B
105 4.71 475 B
106 4.86 489 B
109 4.66 489 B

105
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Co. No. 4’?‘(@;\53; e} LCMS [M+H] Ty ik
110 425 490 B
111 4.67 503 B
12 | 466 533 B |
113 4.82 533 B
118 9.09 453 A
119 5.73 479 A
120 9.37 469 A
121 5.99 495 A
125 6.37 457 A
131 474 475 B
132 434 476 B
133 471 489 B
134 47 519 B

153 476 o505 B
135 4.89 519 B

D. 253 5 4

A TFTRBEEBASHYHEFEMN,. GSKIssKBERAZTRT
£410mM MgC1l, 6H,0. 1mM DTT. 0.1mg/ml BSA. 5%H A4
5.7ng/ul GSK3ss. SM4A % £ Bt &9 B8 B {LCREBAL . 1M ATP.
0.85uCi/ml ATP-P33Fe4-1& & ¢4 X (D)X 144 S 89 10001 & B2 AR AR 69
25mM Tris(pH7.4) % # 47, A£— W&, R ETmANTOuMT LIRS
(0.lmM ATP, Smg/mlE FE R A HE K G RKGPVT SPAzR A,
pH11.0), BB CREBRK & ¢ 2k A M Mt R, AMR AL MRt
HBEFIHK, SR EB(RALERELSHTHRIAGLERLRUAHAH L
GSK3p##l e9a ok, 1Csoft, BP, #4150 GSK3P&) R XS4 69K
EMuaRTRABLTE, ATALBAETERREZHRRLEY
A5 T 347 £ £ GSK3BX K45 3,

A5 ki GSK3BR 48 F) 69 7 i5 it 4TGSK3a X B, R T GSK3 ot
HKER0.25ug/ul,

AT5) T RAA- i EE R F 53] 49 plCsofh 5E B (-log ICs0(M))
56 B (BPpICso>8; pICsps-T 7428208 ; pICs0<7).
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*7
A, Lt GSK3b GSK3a
no. pICso plCsy
17 >3 nd
3 >8 nd
24 >8 >8
49 7-8 nd
14 | . >8
35 7-8 nd
56 7-8 nd
s L <1 nd
63 >8 nd
61 7-8 nd
66 >8 nd
148 7-8 nd
65 >8 nd
60 7-8 nd
7 2 S
s |18 7.
33 >8 >8
34 >8 >8
22 >8 >8
11 7-8 7-8
35 >8 >8
48 7-8 nd
8 <7 >8
44 7-8 >8
54 7-8 >3
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i

B 5592/95m

1454 GSK3b GSK3a
no. pICsy pICsp
47 >8 B >8
4. 8 >
46 7-8 o>
5L .18 _nd_
9 > >8
3 >8 nd
B 8 >8
Lo = T - N
32 >8 n >8 3
53 7-8 >8
25 138 — T8
o2 B S I I
_ 52 >8 N >8
BN I8 T
50 I8 28
38 T8 T8
- 40 > | >B
41 78 T8
30 >8 >8
) 37 <7 T
21 28 8
39 7-8 o<
20 >8 N >3
27, 8 I
2 >8 >8
% >8 o >8
~ 28 >8 >8
29 >8 >8
26 88
19 >8 >8
127 7-8 >8
18 >8 >8
16 >8 >8
128 >8 >8
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144 GSK3b GSK3a

no. pICso PICs

2y 78y 18

LT < S T
P U2 R I I
. S >8 ] >80

S < T . S

B 28

146 8 >8

147 >8 >8

145 - >8 >8

97 >8 >8

99 >8 >8

98 >8 >8

136 7-8 7-8

100 >8 >8

117 <9 >8

115 >8 >8

116 >8 >8

138 >§ >8

150 7 7-8

122 >8 >8

123 >§ >8

76 >8 >8

124 7 7-8

114 >8 >8

120 7-8 7-8

121 >8 ) 8

119 7 7-8

125 >§ >8

75 8 7-8

84 >8 >8

152 >8 >8

87 , >8 >8

86 >8 >8

95 >8 >8
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i

B B 94/950

1,49 GSK3b GSK3a
no. pICso pICsg
7 8 nd
8 <. 28
7 >8 >8
108 28 T8
8 >8 >8
144 78 >3 _
14z s 78
141 78 >
oo T8 >
140 .18 >8 .
130 18 78
131, 78 T8
133 IS8 >8
U 7-8 >8
i53 7—§ 7
135 7-8 S 18
109 18 oo 18
110, A T8
111 >8 >
12 > >8
13 78 8
8 >8 >8
79 >8 >8
80 >3 >8
81 >8. >8
82 .8 >8
83 - >8 >8
89 7-8 >8
%0 >8 >8
91 >8 >8
92 >8 >8
93 ) 7-8 7-8
94 >8 >8
101 7-8 >8
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B 5595/95

nd=x# &

111

NS GSK3b GSK3a
no. plCsp pICsy
102 8 18
B G R
Led g8 >8
S 105 T8 8 __
S 106 8 e B




