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Abstract This paper first introduced Gabriel reaction firstly, then discussed in order Gabriel reactions of active
halides such as benzyl- and allyl- halides, primary halides, and sulfonates, Gabriel reactions of phthalimide with epoxy
compounds, phthalimide-containing synthons, and direct reaction of phthalimide with acohols under Mitsunobu
conditions, and finally summarized and overviewed the development of Gabriel reaction. It was pointed out that
further and systematic studies for Gabriel reaction and particularly methods for the removal of the phthalimide
functionality and replacement methods based on Gabriel reaction principles are clearly needed.
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AR R, FE MR EUK RS BA .

APOGEORIE, KR LR I, 54K IS . BRI ALAEET) 2-(5-F T HE-2- LK)
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AR BT SR R P SZAR Gy TR PO G 1, b sHEE IR 42%, IR 39%.
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W HR/DMF BEAT Gaboriel 4 & 43 21 H AR 4 5. &8 — HI LG i TR AL AR B2 mT LIRS s it P2 5 i 1]
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5
Bk g DL AL — B EE A ROk, el AT EE, TS 2-50-5- S R AEILE7E DMF o s R,
155 N-(6-50-3- M F ) A0 — FR R i 4, Galriel [ MUK 98.5%. AbAITMd S LLATE — FRGE R iy Bk
BRI AN 2-50-5-5 e N E R, 2 Gabridl Je N AT KOH YA KGRl T B AR 25 a4k 2-51-5-5%
FHILNEnE, PP IR 86%.
% 28D 6o I JFORE, k. Gabrid 454 BHRSE] c-Met 0517125258 )ik 6-
R LM, Horh Gabriel [e N AE DMF F3EAT, R 40%, WHRAE 80% K & i/ i b i3k4T, I 98.7%.
Eﬁ* VL 15 7 — 21 1 — R EAR ) S TR A R e A &, v 2- G R k-5 4R k-1, 3,418 —
W 5 AR — IR i A0 i) Gabriel [ N.AE DMF Ht4T, H5 85%/K-A WHE L1 b kS 24k &%) 5-H

A - 13441%*% 2-FJ(6)(R L), Wk 97%. AfiSE4RiE T EFREAME T R N ML EY) 6
HIE R, IE 95%.

N \ NNHCSNRlRZ

NNHCSNR1R2

O=m=

6
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TRV AR AE DY T R A A R S OSSR IET R B b AR B b e AR 7, o

Gabriel 52 SIS IV 43 331 A 76.4%F1 74.5%. Wi 2| L), -5 k-4 F Lk ng Ry JE k), 48
RALEA, AL, R, SXFRBEBE AN I . SURIEZE S 5 4-(2-S VY S JE)-cis-2- T J5-1-B
kit 2 THP {R37 38 K S A3 3 4-[4-(1-WRWE F 2E) Itk e -2- 58] -cis-2- T Ms-1-50, PS40 28 — HI IR i
BRIVY T SRR ORI N FITEIK A I QB R 2R RS 2 7, b Gabriel BIIE 91%, MkHEIL
K 78%.

Yang ZUHRIEARE — WL A S 3-50-2- T HI7E DMF 4id . WML, — TR
(DM SO) % J 5 Z A B IR 4 & il A i AR 4n 2 kKA 54 8.

lida 2L 15N HUAR F 4126 — FR B 44 5 SR DT 28 Gaboriel fir“ AL BhIE S5 A0 6mol/L #h 7K
43 PN ARIC I 1 RE-2- I EE(X 2). Horh Gabriel [ MR 83%, i JF K KRR 40%.
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a Q@ NaBH, HCl OH
15\K BN H,N 2
GE: DMF ©E\i EtOH NN @
o) (0]

Al-Mousawi Z5POZE R e ALK L SIS R, RIBATE —FB A S -T2 LB &
DMF Fiin# e i, Y 95%, DMF s iiiss SHE I % 68%.
T P 45T o0 - R - (IR RR I A BT R AU R, $8 B 2,5- R C R P gk
TOERNERL, S54RI Gabriel [N K HE R MR 2,5 H A O IR AR A E
=X (A 3).
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FOREPD), o - MR C R ZEEAER, & Gabrlel }if“ JBHEAT Mannnich 454 3 22 v,
AT AN Z B REHIK AR ER 2T 1 a0’ - 23 O ZFR-N NN N -DUE B BRGSO 30.6%,
Hrh Gabriel )28 fE DMF 1347, # 86.6%, JIHERLE/KE R EEh#4T, Z 94.0%.

B EEPNGE T BN AR LRI S, BL SNHCL A5 R, 2 Gabriel 6118 SEHE-DL-
M EIR(9), FHAMEYR D TR E R B A=Y, Hrp482E — B EE A 5IRAN R — OB T
71| Gabriel N 97.6%, 45BN .. 5 R H Y & &S AWK EAEE] 9, SLHLHE
i o 418 2 — FE R R AN K AR B A2, 7K A s S 50.1%(3X 4)

NH,

0 gy COOEt 0
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15\ K 15N_<
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o} o}
- )
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_— —_—
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2 (HEREMBERNIZH Gabridl R N

PR T 1-1E T 56-3-F LB ([BMIM]X ™, X =Br s PFs « HSO; il HoPO, )28 TR AR 7E 4R
TR ) N-JE A S R AR R AR . B 82 T B AR G R S B RO FE AT R IS
B AR S B RGN N-BE AN 20 o AR A OB S84 A A1 2K — F BRI fi% 20mmol ,
AR FRE Y iz p AR B PR R IR AR A 1.0:1.5:0.1:1.5, 7E 14— NHH T 80°C /N 3h, Ur®
86.7%.
P THE NE R, 2 HC JFER. SURTRILE 2h(PCO)SEML . 2 4 (b Al Gabriel %%
G R EY) 10, Hb 45T B £ B SR R . ToKIKERH/E DMF H 3t T Gabriel
RBL, WU 71%. WHETE 80%7K & F/25%NaOH H1it T, Ui 86.4%.
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0 2T 1O D) A R IR — B AR I R, 2 5L Michael TRk, 42 FFR G, BRIEEIE . SAL
33 1--F -4 S P RE-2-IE g e i, 4 Gabriel [ FE . FSGEh il 45 IS P R R VR TT 2990 s SR
RPLPEH, HA Gabriel ) MAE DMF 4743 2] H Ak 11, YK 63%, /KA Mk B kIR 73.5%.

B BRI 8 45-3,6- A AR-1-E R N E KL, £ Gabriel RN FEEME R 12, RS 8- &
-3,6- AR, Hh Gabriel R FifE DMF 3T, UK 73%, MHELE 80%/K A& M/ HEEH 4T, Wk
87%.

MHIEE P D) — S 2 540 — WL 4T IDME R & T a4 N-(2-58 2. 58) 41 26 — H
iz, CADUT Rk s it ss), 1 87.3%.

JE T A l290 s 2k D) AT 2 — R IR A AR 5 1,2- IR ke, 1,4- T e, 1,6- IR ChRib AT R



http://www.hxtb.org fhZtiEik 2014 77 % w2014015

A3 B - BRI IR A — R WV, F5-5% )5 5 5K IE/NaH/DM F A% B SR R AL R R 491 8 (Ts-CD)/DMF S
I 2 w-aké%ﬂzkﬂﬂ:fﬁﬁﬂ&%qwﬂ RIRE o 108 2 B AR e L i SR R IO A 58 F1 0L I R v o B R 72 B
S FRLUK AR 2 B B B RS

RAZ RSP T FROAER, SBE B, BRI, 5 4581 TROE L. Gabriel N4 6
AT BA ST I AR Y0 35 BE LA, b Gabriel [ N AE DMFIK H HEAT , 153 b [a]44 13, IR 65.1%,

50% K A ik 2.1 FH A TR BB Bk £ I 3645 31 25 B R LI&ZAE 69.6%.
MeQ

O O\/\/\ ©E:§N(CH2)”BI’ /\/OME
OMe

MeO

JEU A v 431]%&721:9@)?@% Z M D3 xTZIS@B%E’Jé\EBZ, Horp4R EF'@MEH;:%EF 5 14 2R T H
(PN R V59 Gabriel o AR Bl (R 2-(4-78R T 28) 5715 k-1, 3- i (14) (n 79 4), K 66%, 50K ] {4
i IR AE KB W B P RS B i T T 4-(4-(2-= 30 FF AR B 2R IR IR ER) T 38-1-111 i, IR 95%. %
g St S D e O T A W R IR P B Vi . B R S HUMORE IR PER T, A T RIRERY Gabriel 3,
B 14(n N )R, TK 85%, 1% (Al F 15 ¥ Boc (R IINRIE SN, R 54 85% K & it 2 B Hh i
Ry, PYEEHT T PR,

WGP 32t AR, 2k FRAHITS 4-(3-MENERL)-1H-IKIE, TR N-(4- T R4l
B ARG AT B P B2 U AE R AR B R P AR 4-[4-(3-ME R I )- LA KM -1- T, SR
31%, A AR I AE S 1,4- IR T BHEAE AR T Y Gabriel [N E] 14(n A 4), 1K 87%, 5 4-(3-
Mk JE)-1H-BKEFE NaH/DMF i &, W% 56%, 1E/KG M 2B b iR, Yok 83%. B EmsBiwml)
N-(4-3R T 248K WL N B T, 5 4-(3-MEe3E)-1H-DKM 4R &, e TR /K& JIF B2 v Hg 15 28
FIFZMEE, YR 89.4%.

FaasPUy SR EmMN L, L 140 N HNERT, SIERKRMN, Boc {42 K ki

KL, BE 100%. 1% EYIES AT 14 N HAEE, T EET RS 2] 1-753E-1-Boc-4-(4-f& T
5)-14-T —fz, Wz 95%.

Al 210D VLR AR S — TR E N % (14) (n A D) B BT, 45 ERERR = .5 1 Wittig-Horner 45
JFARAS B 2 IR — L IR(3R 5), WHRTE CEE T, UK 97%. FRiE— B4 T R T RERIL A
pH i 87 14 PR 1 AR SR (MR 5255

0 0
P(OEt) NH,NH, H,N— OFEt
@::N‘ N N Ot L T ©
Br A PEN “OEt
0 0 ¢ TOEt d

SRR EBN 2.0 2 IEE N ER, 20k, Gabrie &R, WS K T ShRR AR B g [ h () 4k 2,2-
THER O, HAP AR B AR S RS OB Gabriel [ NAE DMF T, 13RIk
15, W% 93%, WHEIEKEGWH CREFFEAT, 13 89%.

ot i) AR S AR IR 5 3-IRAR T R4 2. 4 Gabriel [ RiA R 4 16, DT FEIRAL
HONAEREMEALT, /K KoCOs Mlik. Z5RERH, SR HWIZS 3-IRA NS 4 R BER LA
1.1:1, KRPLEFE 100~103°C, KMBET[E 3.5h, 16 fFfii#iA 95.9%.
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2 5% B BN DU IR () 2-R B2 N R, 2> BIFE IR o 2 M0 R 5 1,3- IR b R Rif5
F AR L A, FESARIE LY AAILE DMF kT Gabriel M. fHEAS 2] Hbr=4, Hb 6
Gabriel K Siilf3rafk 17, WiE 73%~90%, MHEE 85% K& MHIL/K LEEHHE T, 6 FlUliE 73.5%~
83%.

W S5O 55 BNy T Bel-2 #0177 ABT-263 il ik 2-(EEIE) 2 1%, M Gabriel 23 R 51 4,
IrAICL 3-REE . A-Rg3E . 3-FIEA 4-F AR IR IR AR AR BRGNS R T, BEEIRIR B
RO E W A AR SR X N-Joe S AL R kA s SR IR e o 5 SRR, Al B 40 — P gk I e
L 5 (2-1R )RR ot B AL AN ISR 3 )y 82.4%. 87.0%F1 84.5%, 1 FH (14T 2Kk — H ki
&) 3 25U 5333l R 74.0%- 90.0%F1 80.7%, &7 4-HHFEHUR G NH FIFR M mr, Hl4fih ER 5, Ik
R BRI BT SEEE T N, SR SRS A B, TR i I AT s v, I
AR E . TR B A, A-TSHREAT 2R — PR IED i i e R v AR — BRIV i) 7%, W]
DA B LB ARAR 2R — B I, 75 B s f R & T o 3-A3E . 3-EFEA - LB AR 2K — H ik
G R B B AR AR K BRI . BB AE DMF Hist AT, BHARTE 85% K & Bk B b AT

LTI T 5t AN 2 B R B AR B 7R K IR 1 R AR B R 2
s IR A SN ot S 20D I ML 15 (2)- (1S, 25)-2-1R I BE- 1R PR IR, FAmEb. Bkt 255
AR 2K F R R4 /DMF 34T Gabriel S FE k152 B A2, Hoh Gabriel [N 15 F o 8] 44 18,
5% 55.3%, MHATE 80%/K & ik LB iEAT, U% 66%.

B 7 AL 4RI IR BEEON R, TERRIRE K/ 2B S 1,6- IR O RS, TSRS AR
T B ERIDMF. 80%7K G ik THIF/ £ s 8L i 45 it B0 45 /25 571) 4-(6-2 0k o) -4 - U IR, Horp

Gabriel J v f3 2| [a1fA 19 FIICRIE S 92%, MBHRICE 80%.
(@]

ne-O~O-oemas 1)

O
19

e s AP 5 395 - 1R DT 5 AR ZE — L AH/DMF 4. RS 3- 35 -1-19%,
BB H15— R Ni-(3-75 AL A IE)-6- F L SR e 84k &9, (HARSS IR EE .

2 RS T — P TR DR EOR B 1 & 7, 2 DL RN 5 1,0~ IR S REHEAT B
AL, 33— R o-REAFERANMR, FE58008 — BT AZH/DME 466 . JHETS 2] -2 38 i H 5
HNIR, #5555 HFRTE DCCIN-#43-5- 0K A #5-2,3- — F RV /DM SO H SN A3 BRI IBE o 7= 4%} 93 24
M B ARG SR AR, S8 YaBOAR SN B3N 13RI P 4 SR R R A

RO T T TR A (3 R T ) S U T R TR T B 2, o V-(3-
SR L) F B YA B e 5 AT 2K — F BRIV A /IDMF 4 5 K B8 I JF B OISR 240 A 85%.

Peifer [ 38 7 292 DY i — T AR I8 (100 ek PG - M 2 A B T A O 1 4%, B2 D0 TR RR — 6T 5

7N B 3E RS (HMDS) SN A5 21 2K Y B R IR i, WO 87%, 1 A LT it 5 745 21 RH . At X4
T+, WK 96%, iJh 5 kit = ki A LRI T Gabrid 44 1S B AR 20,
o 0
(RO)3Si(CHz)n—N;j@E:N—(CHZ)nSi(OR)3
o o
20

3 FR#EmESHs AN X B AR A TR TS HY Gabriel & &
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W2 O RARR IR 00 PP AR IR . ZRRMIRIE . X FRRARIE . X SURTEIRMNS . =PRI S A 5 5 AWK
PR A T R AR SR IR S, R4 Gabriel [ ML 9 R 5 — Mg A

XA 7 RIS A SR A ER P PR 42 B S e IR T ) 4%, v 3- T 2 4 P 2
SR 5 AT LML AT £ Gabriel S NAF R 20, KAl A5 2kt o R4 3-P0 SR R o

(@]
KN;D b/\/ NH,
Z
o) (@]
21 22

B D) Sy N JEORE, SRR S L, IR SRR R AL . KR IR, R 2 A
K FR 2R ot S B A e B Gabriel s B AT AR 1S 21 H FR =4 22(R skt L), o Gabriel < N.AE DMF
AT, JHHARAE 85% K & ik FE S BE AT, WA B 70%. AR AIUE LR A R, i Sandmeyer
BRI BRI, 2 OHE b S ORI SO R4 SN, . Gabriel [ AR TS 2 B =4 22(R
X 3,4- FF 5 FE), H Gabriel & NTE DMF FRiEAT, BHETE 85% /KA Mt HEE R HE4T, W20 IR
63%. A1 LA AR, Z AL, WAL, IR, BRI, TS RS SR
MNASEIES, /5 540K — F I ZE/DMSO N @SS 22(R N 2,5- —H & 3E), BHgs R, ™
B RICE 70%. ABATPHELIARE By AR R, 25 Bk ss RBIER LRI 22(R Jy 34- —HE L), WM
% 68.5%.

w0 B PURGE T UL g = L RN RRL, A R ORI AU R L. Gabrid VIS A 12,
S8 WHERHT R 2GR 8- JE-3,6- AR IR . Hoh 45 = £ TRE RN F RS R IR 5 A1 R F I
JEARAE DMF 1 SR 72%, 5 DL =45 = 2 B2 AR Gabriel RileR 73% 1>, (Hig—
9 = £ WEI) £ BN F OB R I (WA Ll 2 B A N R il 1A%, [RGB i 4 o8 B 2 R A 1

TR s AR R 2 B R, SR At R REIR G, T A0 — BRI A E DMF
S SE, S AR A B T SR S B R R 2 T, R RUICE 60%. RS KA TR 2
HRHBREAER, MR R RO R, 20 FORRERE R B . 548 — WL A /IDME (1)
Gabriel Vi MHETS R e R R O R, Hoh Gabriel MU 94.5%, /KA W B g e
82.5%. F AR5 DL 3 2, — W5 B FR kg JEUR) , 4483 B2 35 0ok FR BRI AL « 540 2 — PRI E e 89 /DM F
M4 6 RS RS0 TER IR R L 8, #ER% R, 18 45%.

E PRI R AR, = 2 R, & TR Yk U6 R T R
(TSO-PTMG-OTs), 55452 — FBL W4T 72 DMF Hilh {7 Gabriel SO, e /K A B A 51
Rty 28 J SR DU e, I3 90.6%.

22 Ty 2 SRR T RS AL, DL 1T RS R ER T N B, Xt
KIERRTEAL . BEANER MBS EILIEH, 5 Gabrid e WS R 180T A E-3-a F 2450 T e
SRR, Gabriel A1) 3 0 MR 45.8%, HAKT B EALENER 61.4%, (H & SCI0 i m #4E 5k,
24 HfE b FRfR 3. Gabriel R M.AE DMF HghdT, Btk 23, YR 77%, KE M Ll R, Ik
# 63%.

23 24 25
R SOy £ R LR - P T A A R BERE ) TR D445 (2S, BR)-2- AU PR AL -3 4- —FR B T R
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iz, LAEAZR CONJERL, 4 2B BT S5 T AR XX%UK%WG FTEAL . U S xS AR I S
B3 2] 2-0-(4-F R L) -3,4-0- W 57 N 36 -L-J5 Pl B i, 55 402K — BRI i 8 /£ DMF A idf 4T
Gabriel b & a4k 24, 1 Gabriel Jo bS48 & A Bl . ELL 85%7K A Wk L BER I EAAE . S
PR W 55 (Coz) (R4 A B /K 43 20 H br =4, Horp Gabriel b R Chz (347 3 22 SR 82.6%.

Matsuoka Z7E & & LKL SRR, R8T R(6) IR AL, BERR IR o = T
MEERHEE, A5 5402 WL fZAIE DMF HitfT Gabrie SN, BRAIFIZ R A RIEL . =& H R LA
Gabriel M. 2 P 84.7%. TER M =FEtkRF, DLT R/ RERLAT K — L, P DABSER T /0k e /4-
R R b Ak, 2 25 IR 83.1%.

Q
OBn
Q 2 o
OBn NK
-07 oH Tf,0 O Ooac N~ (6)
CH,Cl,/Py DMF 0=\ __
OAc

4 Efth Gabriel ;M XE U Gabrid &M
E Mitsunobu J 4% (= 56 BRI FRARE) BT LA BB 5 403 — R WL IHE T Gabriel %

Ri( 7)o
O
R-OH e o
©<<<NH PPN @i“ R s RN +©¢0 @

DEAD = DIAD (G 5

Tl 355 = R OEAER, 254K HEETIG. S8 PR - FHEEDIAD). =K
FEEAE THF TR 1Y) Gabriel 2315 3 wb [a]{A 25, EZ«:E#%#&F%EJZT%E?AIEE%H# A X(3,5,5- = F
RO WAL . HiRTE 80%7J<AH#/Z@?EP1‘§“ Gabriel < SLAIHE 2 25 M Ie% 81.6%.

Tuchscherer 251U 3 5 7, — 1% B 20 5 452 — F I8k U 1% /PPhy/DI AD/THF ) Gabriel . AR
TR BEL . BKAE R TR, H5— m%}f/ﬁkmé\%o PL n=4 5|, Gabriel 464 WHRIINCER 5
5l 85%F11 65%.

Tanyeli 2514 D) -2, 3- B UK Fi I —TRITF A 5k, 22 X FRAGBE AL « e Rt 22 1 Ak 15 31 fe B lig, 38 J5,
Mitsunobu ZEHE ) Gabriel i, MBHES R 8). Hb kX 54K —HEL WL, HBE _HR
LI (DEAD) A =R B E THFE = RN 48h, YU 57%. MHfE . AR INE A5 2] F R T PRk
Fle) L,4-— i, % 95%.

OH Q
NH NH2 H,0 NH,
/ 7 (8)
PPh3/DEAD

OH THF NH,

Buser S %I7E B § B W41 1 700 1) 45 1k 'ﬁfrﬁ?ﬁﬂnqj OB 13T 7R BT e SR AR AL
SR HAXUE A X ARS IARE 54828 — FBLEN%G . DIAD. =ZIEBEE THF Bz, i 93%,
LEEH AR 81%.
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NH
)v O )TO NH2NH2 H,O )v (9)
PPh3/DIAD TEOH
THF N
o

TR Gabriel Ariik, LVRIECRENIERL, 4548 K IR A3 B N-F LR
BRI G A T PR FRTEIR AL . 5 X ORI SR AZ U, BRBEEAL . IERE AR AL A5 21 2-(4- SR 1
ML) O MR ER (30 10). HErh 42K — R 5 2k O W5 46 & S MW 94%, ALK& ik LB rh kAT,

5 ii#h 2 IR 59%.
0
~OH S@ NaH
o 1) HN N/\/OTS b
2)TsCI/Et;N 2)H,0,/HOAC

o

00
\\// \/
S _NHNH, H,0 ~
@[ﬁw\/ \CL s H,N S\QF
Ariffin 25 Eg0RT 58 T N-BURS Bﬁx:@@ﬂﬁﬂﬁﬂ@ Ing-Manske T35 (BRI I ) B2 AH 55 FRO S8 Jie g 0 P i
RIS SEIRERH, JRRIE AT R EIREIR RN pH, AR E IS . N-ZRFEAR 2K — H %
TEANIN NaOH 4444 T i@ 5.3h, 733 80%Ll5czaﬁzxsﬂﬁ JEORHE 2% J5 40 B0 1 431 5 4 NaOH i J v B[]
Y46 F) 1.6h F1 1.2h. N-Xt 3 AR I — WL IV fAE A NaOH 4518 R ¥ 0% @ 7.5h 1531 80%USC K [111A
&, JERHE 543 An 10 43 F1 20 ﬁj\ NaOH 15 fz J3i I 7] 45 45 5] 4h F1 2h, N-(2- 234 5L) AT 28 — HI kI
JZfE AN NaOH 2514~ H ffig 1.7h 73 31 80% MR A iZ, 1M JERkH 2K J5 2050 1 4 A1 25 41> NaOH {i ).
N A 4E4EE] 1h A1 0.7he _BIREE IR R,  H i bU kel R B o0 U O e ik 7], mT R S s
s
AR A 5 OB 5 A1 — F BRIV Ji% ﬁb“z@éé%ﬁa it & 6 I A bR A ] N-(2,3- PR 3L AR
@2 Al

(10)

TR, AN EOTH. AN giG . KGR SRR R IR (G 11). Hh Gabrid &
RIS 88.7%, EE‘E%?@B%:EF'M%'%K%EE& A5ERG R 70.6%.
0O O o 1HC P
K,CO N
@QNH gD 2 N 900, hs0, GEEN«'O'/\O
0 0 o
O (11)

HC 0
EtsN @ Yl)( zN/\n/\)LOH
FEHEONE A R 3,4- 7% LIk B AT A= 4 lézzfﬁlaﬁ Gabriel & AR T RS KR AR 5 PR 1 =

S, BPA NN- " F AR AR 2K — H L e B0 5 AR S N, SRR KR A 2 -7 (50 12), 2 0
W2 50N 71.2%F1 68%.

Q
R Br NaN(CHO), R N»— _Her
Meo{:Ho T [Mw@—g O»—H] Meor~ €0 @ < 12
R=0OMeor F
Liu 284 3 7 D e b ) 56 P 5 TR 15— IR A SR A2 K] Gabried 45 65+ KA ALK —4R
BLZ, RUEIL 91%( 13). 25 Gabriel M AE DMSO 1 50~60°C#E4T, Jit FELFELE 6mol/L #hik/Z
fErh 75°CHET .
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|
\QNJ?O NaN(CHO), I\QNJ?O I\QNJ?O

DMSO
l\LOSOZ'V"? NHCHO l\&N(CHO)z (13)
6N HCI/EtOH I\Q o |\© o
vacuum NJ(O NHOH A0 NJ(O
concentration ‘\&NHz H,O/EtOH ‘\&

NHAc
RN IS 7] — R R AY) 26 5 = R IGIEANTE RGBS, BhIR/ 2 WErbK IR, CBEE
25 A B RL 18] R AT, R 708 62.4%41 70.5%.

(l:bz Clibz
N NH
“Bn Boc
B 0OBn [ O Boc OBn (0]
oc Nm)k ~ J\moa
Cl OMeCl N OEt N N
0] (0]

Bn Boc

26 27 28

Erdal 20458 N- T U B B 2 S B2 Mitsunobu/Gabriel f 45 3 i) 4 27 #il 28,
THEE LiOH e 43P i ik 2 10k 55 55 0 BRI 45 S8 220 & 1 771

kAN AE SR B 2540, Gabriel SR, LA 5,5 F%: 2 N BEIR (R AR — FR B R M 5k, AR T
A5~ HIEER (R R AHEHEIE). ALK RN EEN: o = F5ER)R(E A
1R):n(KOH)=1:1:1, FEEIK N, RN 65°C, KMRTE 3h, UK 50%. F=49m] FAE R R 3t
TR A R B A ARG S, SRR ARIE T 3 I 3E-5,5- IR A (R 14)(R
HIRPIEE) o RSB Z5 AR n( I R n (BT B IR):n(KOH)=1:1:1,  HARZ&AFFIHT, 7228 50%.

. KOH . R-Br WO

HN.__NH HN_.NK ——> HN_N< (14)

A MeOH Y Y R
O

@] 0]

5 Z518

B R, Gabriel ) SLEIS AR, ATLAA S RS ARG R, &0 T EEE,
HIEH RSSO, WAL B BESE o-RL MR AR (AR BERES . A MSE, RN
(UL — IS 1) 70%~90%. FH T4 2% — HF 0 6 PRy e ool 1, — M AN F T e R ) B e it R i
N2 5 AT BR IR R B BEA AT U A N s AR B R B, P adE4T Gabriel OB, 7] DATE
Mitsunobu 2%~ B3 54828 — L i B, 75 2 Gabriel 724, B R4 — 56 K 22 18 FH 48 i 11
fi D Ing-Manske FEFF, K& FIIHRE A 85%Y 80%, Wik Mk, EBHMRITERESE AL, A
FRAKAA . WRGRE MRS . BeAh, bRl vT DUE I 540 2K — R I 40 6 159 31 N-F e S5 40 2K — W k0 i
N-1 BE A0 A — H R i (A 14) 55 & 40K — B RGEE & 7, T2 T 246 . B4R — T
Jesh M moEiEtE, B S FHmARE RN, FEERAE SN ZBUR, RIRR ORI R AR, X5T
FHAEREREE,

HAR Gabriel & T ERA P MA L. WCRE . SRS, AR T EZ N, AR
BRI AR T L AR, HE T AU EIR 2 (17/147=11.5%), MR BRI A
HEE, e RN A 32 BIRKCHIPR G, TR IR E Gabrie WA 35 55 - BUR RN kA I
PR, T2k tEl, 0RFRIEFEFEE . AR, BP9 5 /b ey n] 2 H 8] 7 H
BARESE T, MW M ARIEE WA GRS EM . EEAE, BT xR 0 I E
B, R ART AR SR, R B SHNME. AEE AR Gabriel R &R S

10
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