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Chem.29, 776 (1964)) .

AR (CLAG 7 3 il ick 4R R s o F S R oE BN
EATLIAB BB AN - F BT,

MR SIR M S-Rik-2- P-4 WiNE i
mRTIKE, SBR XXXV FirftadnEs
Ratats G R=%, R'=54K).

AL M B POC), 7 HR XXXV Bz
LamibR - PE- - A E-4-Nuere, Wik
AWMERFEETHN R'H RESH - RE L4
4.

LI N-S{Lts XXXVIb MRt R B A
FIF & RR XXXVII Bttt awm.

14

ERLROFET, THR XXXV Birm
(LA W L ERERA XXXIX fintiita .

R7
o O R°O
™~ —
Uo— X
HEC“ ‘[\{/ H3C

(:':'(Xi x(c 1-C71- Ngt/%)

3, - TiREE-2-FEMEMY S-EK
LR Euenh& 5 &EE EP-A-166287 M
EP-A-208452 hH LW,

& LI fimmftfrdy Gth X2 hRE, R°A
RZ-IRMERRERBELTH, RFRLE
HitixEE R B A TLRE, 6k, &
£, EEESuRy, RELARMEELRD

(X un

AR KR 6 B4,
RE %R 6
bl
f e \/RB RpO \‘ =B 1. m=CPBS
] e Ij/ 2. Rt
P s HNO 3 /H3504
RS {XXXXT)
NE rR7
FeQ 1 ° rB R¢Q RS
| J Hr7 Jﬁj’ 1. Asp0
HBC’ :r HaC 2. NoQH aa.
) z g

TOAXXXXTY))

Rp= (CHz)y CoMizp+tnaqifa
o o =0,1,

R XXXX Bty 3-B-2- 5 a3
W OE M R % B LE O(H I
CF,=CF,,CF,=CCIF) #3R& XXXXI iyt
&, Beh, MBS TOBRTT LA A g R BEAR, DY
M CHCIF, P4 CF,, Mo REMELEA 3-
pL-2-FEuwer OHRS, ARTRR
XXXXI Firfafe 24 (R J.Org Chem2s,
2009 (1960)), S-=% PR E-2-PEAEH R
f£ J.Org, Chem, 29, 1 (1964) F1 J\ Med,

n_.23.__
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Chem.13.1124 (1970) $R¥dH kK H.

PR T 37T AL R Rl 5-RE-F &
BERE

WMEASREAR BERYE, LEREEPHRH
&b Ekd, RRERTTERAAF BB ENHE
Xo

BRERW, BT RENAENEY Hou
fidtpsh, LENBImE 1 PHIGER | Frm—
SiLAWR i,

FEANEE T

HE (Me), Z¥ (ED, A (Pv), T%
(Bu), C.¥ (Hex), ZEt& (Ac), X% (Ph),
® (©), & () ERXR)

RIFR—EFLAWR KL RARIHER
HEAFUE, BRI NNRRYE, L, &
HBMAREHRPER.

BR&N, LREBRRARURAY (FinRik
%, TR, AR, REKAHSIENHRM
e BB RRTY, TTEMRLMEARY. XEHTH
Wady, HEER, L (AR RETHERE
%) (LEES (FZ®), BRKEBRENS
.

A T F/nas AR 100 s hy Fhok v B L4538 L]
Exmi, EARF0EE EXEATEENS
E%, LHZ2AFHTRENBBAREATRES
it 5 BAER.

ERREBE-H /K-BREK=KH (X
[Gustin, Goodman, J.Biol.Chem.256)(1981]10651
~10656) MERRPTIAR (FinA pH E#
b 4~5.5 RERM / HCIL s i) LBER WM
RIFRILAGH &= B ME,. EAKRIR
1 Bt A thdid Wi U s X RO h&
. EREBHBE, RERTRAEMEYRD
pH 1K,

gip-H / K- =t i o kI Loy
MEEERR LN, Hit, o Lk, &k
-HY/K'RA=ZSREETH XM FRNHERT
T B FRMET R B TS RN,

Hit, #XBLBER | iAoz
LA Sy B (L P W e RIT BERR PROBE L. X
— WA TRM KR, MmBE, B, KT
EERReHANIWERT, LA ENR

16

VTR AR R, it a5 R R R ER S R

Mo, RALHRAREER ] Fritd D
B BT L L 4.

B, #REEW REBITARL LEERA
B, R1FArH—ERALAW,

XRFLEEFRRUNHLAWEET BT
BH, SRR WRNERITRTE LA%ER. $AH
B S ENREHEER [ RN —HRKERMHL
AR/ REOHHB LTETGHLAHS.

EEHTHEO AR, ¥XBENG &N
#. FRUNHAYE L HBRGLAE (NEWiES
W) tEAF MR B T 54800 BIFBIHIR
ABMRAEM., MEXHL, BRE, R, 2N,
(B) BHSiREnBAERH. XhEHERGR
AR%E0.1~96%2Zi,

A FEROGWBIFGOHEN, FXHENR
BEA. BRTIEM, EEREAM,. RMEER. M
WM RAREEWEERROBRELLIS, BT
Mt MM, oM. M. 5 (B) &
M. WSkM. M., B LR

X8 A S iE M B VT LA O AR s Rb Bl Sh 88 85,
DR, EEIEM, NREXFEXEEDEED
Kb, —AFMEHN 001 B0ER/AFEE,
ATHHFARENER, LEMHEUSHIER, B
1 BARMRA. BBMAERTRELNE, &
ERBERIE (AREBKEHEOEEDR
) EXAEEMHNE, ¥XRBRELVVABE
fEH R L ROESIE LN EE AR NRAY
.

MR ERERBNLAR  REELAFHIT
LR, MADHMETESA -HEBAES
ity B BEM R G, i ®, FansKYE;
puEen, I EfLE, EME., KES. B
REH, WMER RS, FRE; M Fin
Eetb bk, Rk DUILMBEE BAnok & E,
¥ WE, Oxypheylimin EDKs F) &SR8 #5 (5l fn
T+H, #8FH S4EHLSERBEERS,
ME BEERREER.

X OHR, FTHEEALAYSE N RN
Ehgh, BEMNKKERENIES, JHRAEED
FEGRERAGER, mhk, ML, RE, &
f, ZRIMRBMRERRAN., ZRMKMHMN
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Wik

WERATHFA MR AR, WL, R
g, W, WOmReR, SiRER. EXFHN
RTET SR FRNbTHEERN, EXmiHs
8 B VT Ay 2 O e Al ek B Bh g ik A 1) B 3% ek A BT
o HTHTRMKEHTRAERGMRAR A
AR BN, AAMRICHE WIHELL
At E EHETHE MR B, (B) ERR
FLoki, FAEXEHFEEANDRHEENER LR
FHEMEN, G, &, B KLBAREEE,
Wiz, AR, WML YREENRNE
EHETARHBREN, RLEARRBNGES
.

LTHTFRAFXRAMEKES &, HEXHEAR
B 3% EF AR

HEHME AR RARGH B ELHRZ R
Lay,

# 1,

5-&-2-F Kueg

a) 5-&-2-Hugee-N-K{tip

13.0 3 5-& -2~ H L abwe 7E 250 EF M
EPTFHERAET, 280A 213 ZA-RNid ¥
(%F) B (m-CPBS). —/Met/52r® ik 200
EFBAGHBEBRER (NaHCO) AFAKRIEE
B, BE>=K%%KM 200 BFA RN LKA E
B (NaHSO,) XifikieiB¥N.

HRREMTEA RN PRER =%, €%
ZHRFE 100 BT, AFSGANETR LZER
M. AAMBHREHASENRE/LAH, &
Xy 13~76C

b) 4-HE-S-H-2-PEU-N-HiLth

BHTIE 127 s-H-2-PEMe-N-S ity
&P h 40 EARKRA 40 EA R AHKE
AR AW, MIGTE 35 F 40T Wk | /MRRITE
65  70C otk 2 /M. B HBMA 250 mk, #
#, F 10N ZSLHRHHE pH HRKE 10 E 11
HAMMINEEN. LZRBENZERREDH R
AR, &4 115~117C,

o) &-HEE-5--2-FEuw-N-H{tty

S0 EA LA TR P 3.5 3 4-HE-5-X
—2-FFEME-N-R L WE-10C FHEH 15K
WA 150 EBAPRARMGFRAEED, BES

18

BLEEHERG, WARK /D, ZRERXE
M, REWmARES, A-KPRER, K
M. “HABEABIALAERE, B 137~
139C,

d) 5-H-2-RPE-4-F R B

85K 3-KM-4-PRE-2-FHURE-N-4
LaiE T 16 EFBR S, HHET T 0CTHA 24
EFLMEF. EhH 110 E 120C 1.5 /b, %
HE S0CTHA 40 EFTBY. METHRE, Wity
Hjn 35 WHK, 2PWHA 13.6 EEILE, Hn
A 1S BT =K, WL At it E JE= e
RURR-HREER, KREN, REYHA"RA
BEEEd. [t a. 78~80T,

e) S-¥-2-SHE-4-PELWREME

B R TR T 20 EA M Frrdmnr
HFOCTMMmBh 5% 5s-K-2-BFE-4-H
EEMnEw 100 B K P RBIGBAD D,
Fil TR 26, REREN, MRS
dh. KEZR/EEA 136~137C,

D 2- G-HEE-5-R-2-WRFEXE)
~1H~8E% 3[3,4-d Pk ms - — th R

156 % 2-HE-EMHH(34-dpkm F 2.3
RA-PEE-S-M-2-wir R ENLy-HaE,
£ 100 EAZ M P NAE 60CH 1 /i, BFE
o 1.5 /Mit, SEREHERBRITERRD,
TEHE TR /o, REHAFEFEZKHTF
B, #BK>200T,

ARERGEBK, ERETHRE, AAME
dh, A >260TC

g 2- (-FEE-5-H-2-ePEKE)
~1H-BEM 3E[3,4-d Pk M

L4 ZH (D BRBILARBITE 10 AT
Bih, TEHEBHT, WA 2 EA=TK. B3
WIKTERE THRAN | /B, WiEHER, SBHAE
ARTHRE., bk, A-KTEER, B
LNz E, MR RRABER, B 135
~137C

h) 2~ (4-FEE-S-H-2-reFE®EL)
- 1H-8§% (3, 4-d Pk,

FEOESC, BETH 0 EF KT PH
0.308 3 IA-Mit X (H) B (85%) WtnBh 70
FEF “ X2 %% 40 EF KH,PO, / Na,HPO, B 7
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AREBEARN _HEBEAHPEAM 0.4 RH 1g)
mindit A . #4130 285, HEILARE,
REDRAER KT/ BRLEETAEY N,
HENEE BERIEESR, B4 150C 9 W),
RLMPESER.

@2

a) 3-W-2-FEareg -N-% {bdpFo - -2-
B aeme -N-¥{Ldo

UK 12), FRELAHH -A-2-FEi
BER S-M-2-MERE AR A 43 IR A b0 60 R -
LR (85%) MBA. FRELEWHES
WH —REREER, B565~80C (kM.

b) I-M-4-IHE-2-FHarme-N-{teh
S-M-4-HE-2-F LM -N-H L

RLIH 1b), #Gl 2a) MELAE 263 %
7 50 {HA H,80,/ 50 EF+ NHO, #, F 60 &
6STHH 7 /N,

RBRILEA_RARGEAY (1D &
ENBREREPERY S-R&Kk, Ha 133~
135C,

BEAPE/BMZE (1D #ffekke
Eal, RBHMEN S-0-4-HE-2-F L
-N-ithy, BFR 3-M-4-H%-FEUg
-N-¥({bdg, 85 111-113C ks

B3

a) 4-PHE-s-m-2- P -N-K{tdy

8.2 % 4-WE-S-R-2-FEME-N-Eitth
MOB7T REFHPHWAXRMUTH 10 HH &R
S A RELat. BE SRR, SRESH
RABER, B 146~148C,

b) 4-FREE~S-@-2-RPHikr

6.6 3 4- PR -5-W-2- PR -N-H it
WA 7 EFHEER, 15 EFHHE, 20 ;ﬁﬁﬁa‘?,
20 ¥F %, 8 % NaOH X 20 §*:fm&fuﬁl
1) EHRE, BHFRA-SNRER. &
80~ 82T,

o) - K-5-m-2- M F A - thma

L AWRM 4.3 ZH 3b) MREILA
WA 5.0 EA LK AKRECIH 10 HH RIS
M, A >300C (A-REKR)

d) 2- (&-FEE s-®m-2-meFEuE
-1H-%E% (3, 4-dpkme-—ibMt,

20

¥ 128 2-HE-EYH(3, 4-dpkmEITE
50 BALBEP, WA 20K &-PERE-5-R-2-K
PR - RREL, 7 0T B 1 i, HHN
i, MRXWATREER, BA, >300C,

e 2~ (4-FEE-S-Wm-2-use FEKL)
~TH-%E% }(3, 4-dpkms

215 5H 3d) BREILAWIE S0 AP
MG 1 ERA=ZKRA, AXEUUG 1g) K
DB AR, A 1652 M)

D 2- (4-FEE-5-8-2-Here P& aRe
) -1H-%H(3, 4-dpkee

L1 6 3e) MnBILAHAn 0.725 5ia- &K
FHMAELUTH 1) HFEHBAFFELEY.
ECEM 2D EXRELAWAIOROTE /B
MR (1:1) &R, #A140CH KL

ERT R SUE R RRH L AP RBMT
RESC BTG —2e =,

%4

a) 3-R-4-FEE-2-F R -N-E by

4, 6% 3I-BR-4-ME-2-HEME-N-E L
BT 40 EH FRBSH 0.5 5B 20 EF-PREH
AE PR R R R UB 1) Il 3a) fERILKE
FrEtad, HA: 80~82C (A-RAED

b) I-M-4-FRE-2-BHLMWE

# 38 5 4a) BB AHH 0 EALM
BF7E 80~ 85T HEH 1 /b, ALIH 1) / H
3b) Bh kA 25 A TR, WS 30 EH
SN EEbimmmm 10 BAZRE, “RAZR
FREE R, A 109~111TC,

¢) 3-B-4-FHE- - Ldtrgihmgis

1.9 %5 4b) MR IL AT 2.5 EF RN
HEUTH 1e) Bl 3c) HEERE. “RAZ
BAEBE R, A 142~144TC,

d) 2~ B-@-4-FRERE-2-URPERKE
~TH-%Y) }(3,4-d]-Bk W - —EhREED

#13 K 2-HE-EY I3, 4-d]-KMIE 50
EHIHPE 23 7-3-B-4+-FEE2-NFE
W H R IR A B HE T 60C 1R 1 30 bk, M
H=RHERE BTR, BA>300C,

e) 2~ 3-W-4-PELE-2-WmPEKE)
~IH-4%) (3, 4-d]-BkMe
H24m0 4d) W _HREE SOEHAFHS
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529 BA=ZKEBA, BELUN 1) B, BRER
I RAKRERBBER, M 168CH)

D 2- (3-W-4-FRE-2-nkwgF TRk
£) -1H-W%H(3, 4-d]-%me

®AECH 1h) B WE 1S EA KR
R 0.44 i - ML KR (85%) WMBIEH 0.72
R 4e) G ARy 120 EF EZTER 50 &
# KH,PO,/ Na,HPO, R K KB AW+ .
WHILBRER, AMRLBERRDER B8
160C (XAERD.

%S

a) 2-PH-3-FEE-4-R-mrE-N-Hitty

#1128 -FEE-2-FE-4IH- %R
7 100 EF =R B MK EK 10 M. BIF
Wi, PoRkGRi 30 EAPE, FRE, LK
SFWAT 150 BAP, AKCO, MY pHEE
11, AR PRAHATER, RAKRRANLE, F
BIEX LB,

RSN P -RNd PR, EhnE
£ ThAKRKRAMNH (9 &, SHFHEELE
o, 5 88~89C (AAMAEL)

b) 2-F#k-3, 4-"HFEE-UE-N-Hit

HA 1, 14 THR S0 T T EE BIEAY R RE A
BN 0R 8 5L Sa)enMi{L AT 100 EHA LK
FREch, MoRkRE 20 bR, W&, ok, AKX
PRER, REGANBLRELLS, B4
111~113TC,

c) 3, -Z“HEE-2-RP L

RARLGTF 1) Kk, ESSELASRE
EAKM, 15 EALZKE, 20 EATH, 20EF
A, 8 3% NaOH, 20 7 “\Se it i K &, 7~
Wil . 86~88C (H —HABE).

d) 3, &-"HEE-2-HPE-re-HME

RALTFO 1e) thFdk, £3, 45 ELR~R
S EAUKBIGETRE, Ba 150~151{%
W) (ZED

e) 2- (3, &-T"HEE - HEKE)
—-1H-ME% 3 (3, 4-d]-kme

ARETFH 1D BHFk, 156 % 2-KEwY
(3, 4-d]-HKME 70 EAZHFE 2353, 4-
CTHEE--NPE-w- R RN, 1
A 148~150T (M),

22

R%EUTFO 1) F BB 60 BFATFHEH
2S5 BA=ZCEHETLE. A 141~1427C]
4r o

f 2- (3, 4-Z“HEE-2-%rE 7 LKAk
) -1H-%W3H(3, 4-d]-Bkke

RELLFH 1h) BF K, 0.75 BBl Se) =8
ta&BE 100 A HPRA S0XH
Na,HPO,/ KH,PO, &%l (pH=17.5) *, H
0.55 il -S K P AMGHIT R, RBERALBE
M. A 139~140C,

Bl 6

a) 2-{RHE-3-KueE

#H R 3-B-2-FEURET S EH CCL,
, A3 6K N-BART _RCEKFO.1 AR
WA T, fothEFEREH 2 /M. BHARIREE
KA ThRERM. A0 EEBHS TEH
189m /¢,

by 2- (3-H-2-uipe PAEKE) -1H-%%
H(3, a-dmkne

1.6 % 2~k K- (3, 4-dBkMe 19K
-BEE-3-HuES 2.8 RHRBRMEK
K,CO; 7647 100 AR PR L& HBEH 4 /b
it FEMESREBHZE, HAaBERER

b, MWCk/ MBRIBRAHER. ™R80
%015,

) 2= (-F-2-MeF EERME) —1H-
MY (3, 4-dpkie

¥ 530 B LRBLEHIRE SO EHF AT
P, WA 44 ERR-FTETR, BETHEHE
4 /hit. BB KK A NaHSO, i, NaHCO,
IRk BEW ] Na,SO, Tk, BREBNEEE
mE> &, AEEoEEE2® (Si0y CHCL,

CAR=7/3), BRETREBHIES_RARES
kit i, A, 145C, MSHBHYFEN
282m ./ e; (MH)".

LRB 7 2 22 R 1 Bl Atk
BRI Ee PAIAMLETEES. EAX
)

i 23

a) -PE-3-HELE-4- (2, 2, -=KL
5 wre-N-Hith

E-20C, EHEEMESKRPTOHE 675K
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BTEHEMNS 20 XA=KZ®P, FRE 0C
G, SHtmA 5.2 3 2- P E-3-HEE-4-E-m
R-N-F4Y (B 5a) MEEELEY. MAER
3/at, REEZER, B34S TRTEE, I
#ER 2 /M, RREREBEY P 40 ET
X, BFEFGEXBR, £ MgSo, T, KEk%
B, BERNEEERHET T R,

b) -RAR-4 Q2. 2, -ERZEHE) -2-
2Lk 24

¥ 8 B 23a) MIRBILEWIRE 16 BT RS
B, T 80T BEH T i 24 BAZ MM, 7 110TC
mk 2 /B, BB 0T, ERFBEYHREMN
40 EAHM, RERZTHRE, WRKREDHME 75
ZFt 2N F8 NaOH w, FH1H 30 r4h. HTEHE
RUBENRE, RESPHTERE, REY PN
50 EFtk. BZEFEER, T#R (MgS0,), %
B, REYH_RAMLE. Rafik, B
107~108C.

¢) -HHE -4 (2, 2, -ZFZEH)
=2 E-n ne—Eh BR Eb

HOOXEATHMMET 15 FA_EHFNE
BT 0T BB 3.9 3¢ Lk /=0 100 FF_MH
ERRAYF. REEZETHM 2 /M. BRS
H, REDRA_RAMER. AXGERE &
& 166~ 168T.

d) 2- -FEE-4- (2, 2, -=HZK
¥) --mEHERE) -1H-20H[3, 4-dBk
- —i M

1032 - BB, 4-dpkmAn 1.9
LR RTE 60 I ZB P itk 60T 4 1 /i,
FmEE 1.5 g, FESRGEEE, JE, %K
& WEYWHAREESR. B8 NISSTHE (@
).

e) 2—- (-HHEHE -4 (2, 2, 2-=ZF 2K
B) 2-mMBHERE) —I1H-8 33, 4-d5
g

¥ 21580 23d) MHEELAYBRESE
FHEBR, EZEEBHFETH4ZEA=ZZR, FHT
WHFFEOEEY L/, mEHRRETE, o
B, HEXRE AKERIXEER, B 147
~148C.

) 2- -FEE-4- (2, 2, 2-=ZF2¥

24

i) -2-MEEH AT ME) - 1H-B8#[0,
4-d]-Bkrs

BT 10 ZA RPN 0.42 320
-EAERR (85%) EOESCTHMAEA0.75
S 23¢) SREBAAYN, he0 EFA_EMALMA4
=t KH,PO,/ Na,HP, EMABE (pH=1.5)
HABEMFEBRBEYP. 302485, FEEFN
M, TR KRS, REYRBES. WA 135
~137TC,

PAF R XXXXVI-—XXXXVITT B 7R85 e 7=
an TR AU R R S (0 i 4
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