‘I <

The University of Osaka

Institutional Knowledge Archive

RTFRPEMEIYNRSIF /A YV OEHRMR

Title
Author(s) |Z8, IE
Citation |KPrRKZ, 1976, 11w

Version Type|VoR

URL https://hdl. handle.net/11094/2065

rights

Note

The University of Osaka Institutional Knowledge Archive : OUKA

https://ir. library. osaka-u. ac. jp/

The University of Osaka



XRTF FPLEWE YN
BB YR 2F )94V D

BT

B
iy
i



1% B W

%2 % 3I-HLAFFElaY 3=288L\°
4 ¥ oA

3% [A’ALY]-w~N594) X120
& A

3-) AECvoFRRANIE 3 LA Ala*)-
Twm O W%ﬂmﬁ?{-

3-2 AABR oL I=E 3 LAl Alet]-
Tum 0 o A

3-3 LA ALYT-Tum 0 Nna>iit-3
AR IR N Y R

3-4  CAla? Ala*]- Tum 0 n ik @R
ReoRErv1 oK

% 4% 7*?74/14&>'O N BIEH
%5F  FAAVIN3T4) =4 B#tkoAA
% SwRToMB D KL 1 oM o 4K
Rk
s-1 ¥85 Tum BRMEOSH
F-2 REEH Tom FHRFoWEY
§-3 AREA oMy Y oMK

14

16

2/

27

34

37

43
43

*?

6o



%k E B o T 65

-1 "$2FLMT 3R 65
6-2 $3%:H73FMa% 69
6-3 B4F )BT 3
6 -4 F5E):HT I RERATT 75
Abbreviations /706
References /0%

W /12

.o



B1E A i/

WMEMFE I 594 ) 42> (Tum) 7 /966 55 RITEF
ERki=vro 238 03 HEE 1 W AR Streptormaced ?W’W
o«ﬂaﬂj V. Twberaclicws » BT D ?;ﬁ:gcliﬁ%'&v 74 F
Brd 3.0 %040 Taom nALEREARBEOBEEARSI &Y
Fig. 1-1 08 dkRELIRED 2025 37 Tum0 e 4
FERTR % 3w 2HBr HOUGE o X M@ 1R 2 YyARE T, T M E
X2 Ltfnn 348, AL B. N EALRRYF B &Y. SRa 3 K
ATH 3. FETumBRBELOIRIfT ETEE AR ST
56 s T Viemgein CB-Hv o3 e M3 ot a® Y ES
BoTar Viemgein, BRI 1T > R AfER L %5
e T ok, Bywja; It Visrgeon & Tum 0 0 X (48R40 S5 ¢ 19
Al 2 HBr-HU & ¢ Lﬂ%r.ﬁ%mxmmr ¢ RE S AR
A rEI I HWME IR T I REs, £

(3) (4)

(1) (2) CH,0H  CH,OH
CH2CH2CHCHCH,CO- NHCHCO - NHCHCO-NHCH
NH2 Ry NH2 (':Hz ?O

H- -CO-C-NH
T NH-COCHNH-CO-C
NH C
A OH OH H NH
B H OH /k CO
Rz N"ONH O
N OH H H 2
0 H H (6) (5)

Fig. 1-1



Tum 7T 37 BER KL TIFFig. L-1 0335 0% F S%,
BEDZ > NI RSP F L BATIT ) BRI o RA
TE)BEHLCBAT W3O EBHE TS 3. 345D S YT 594
3 (Thd), 7 7L 24202 (pdd?¥ p-yve(plys), r-tb
vE-p-Y 9‘>(7—H7-/3-L75), Ap-YTL) 7TaeT > B (Dpv)
FHLAPRMFERDY I (Vda) 402 hTH3I, 720>,

H
R N NH

\]/ CH,CH,CHCHCH,COOH
NH NH2 R NH»y
R=OH 7-t an ¥ y-p-) ) P
H,N C H COOH (s-Hy-p-Lys

R=H p-vv>(p-Lys)
R=OH V~35742>>(Tbd)
R=H #7Lg1<s 22> (Cpd)

HNCONH. _H

CHaNH, :
HoN CHCOOH H,N-C-COOH
dp-r7 /770 F B =-9LA4 NMFENITI =
(Dpr) (Uda)

Fig.1-2

Tod 7% r-Hypelys V™) g Tum R8T R WABRE T
SIMTET S k5 ) BERTSADRAL. XL Cpd D A- Lysu)la‘)
v-Hy-p-lys V% v M3 3 AR LARE: v 1450 0.
v-Hy-p-lys o ERAR B4 CHETERR BV 145, £ 4 o T H 3,

B, RES B Tum N AR BAT ORI & ) FRBTF 0
v-Hy-prlys 0 3 L BIARRLAE L < ARV 7 5 I TAER ¢ L
B T et rE, od ok YN39 47 2 (Twa)N
CEHBEN Tum A B NOLABEoFARI 2R LE. Lo

-2 -



REBWH T p-lys BN L, B XMBRR Fo THRESREL O
W3 TumO RAFR< e v, WWHFTERL F-> THEL L
W A Tum N o ool 1o s,

t — > t
Cpd<Uda Cpd<Uda
Tum N VN9 J4 T 2L
(Tua N)

5-Hy-g-Lys-Dpr>Ser*Ser H* H-Dpr+Ser *Ser:l
N

Boc
1) Boc-p-L;'/S'OSu) p-Lys-Dpr*Ser*Ser]
2) H* LdeéUda

Tum O
Fig. 1-3

Tum B stwTuaNitTadle 1-1 1243 03 & » 1L 45 R Myes-
bactenium., Cogneboclonivn. % C B RE§ & T 7 448849 431
Wrrvorred 3, 13 c AZBBE RN L 1t K 20
S, Tum B (Viemgein), Tum Ntitho g F v L AR AL
Then 3, HBE L REWE: #o 1H o BRI ML
SRAEH STy 3,  nRFE B eTF LY L TEFL
E3GE . EE X xnLM Yo & 3 2L SIUF ey R BAL L € ARE
. tarTL1EETIL OSBRI RS . 3RS F
1y 80> %7 )MReMA R v tkBEo 73 4, 7/6)
LA, ) L BRALE e R F 3R o AR R R v 3,
L LSy RREMEL FrE 0k A E 0 SRERR L
BAER EIRPRANE% 5 T A 05T TRERE S K2
Li@ o e Ry etk L ¢ EY R e
MY PRI S e NEETHILRRSND, tak>hFM@T
DETR R4 PRAME T BBoAA LR bh T 2 LT DT T

-3-



Minimum Inhibitory Concentration of

Tuberactinomycins and Tuberactinamine N 3)
Test organisms 7 Tubergctinom%cin ;
Staphylococcus aureus FDA 209 P 50 50 >100 100
Staphylococcus citreus 50 50 50 50
Bacillus subtilis PCI 219 12.5 3.2 12.5 3.2
Micrococcus flavus 25 50 >100 50
Sarcina lutea ATCC 1001 100 100 100 100
Nocardia asteroides 3.2 12.5 3.2 12.5
Escherichia coli NIHJ 25 25 50 50
Salmonella enteritidis Gaertner | 100 25 - 50
Pseudomonas aeruginosa A3 12.5 6.3 100 12.5
Shigella flexnert 12.5 50 100 50
Klebsiella pneumoniae PCI 602 - 50 - 50
Mycobacterium ATCC 607 12.5 3.2 6.3 6.3
15)
Test organisms Tua N Tum N
Corynebacterium Diphtheriae P.W.8 25 6.3
Bacillus subtilis ATCC 6633 >100 25
Escherichia coli NIHJ >100 25
Salmonella typhosa H 901 >100 50
Klebsiella pneumoniae ATCC 10031 100 25
Proteus vulgalis 0X 19 >100 50
Mycobacterium ATCC 607 12.5 6.3
Table 1-1
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3-2 NEBrToIENERRE I Al ALY)-Tum O o B AR

RECToFERERBRA> 28, = nsrHEEERo
ABYNB> o, BoET o 5475 MR 13, Eev
YN ANEMIZTFIL oo NIFRIER LB & - L 1 2R
BREFZI I NLEARLERTI il T2,
Dpr @ & - N 0RFH#E T & 3 Boc B £TXL v iRy 1~ Mk % DA
TITT LY A E L Lt ez h D Tz = Tz = (Nps)
g.’”tﬁw% el %,

AR Fg 36 rRTE 1 Nps - F V74 F (3-20) /v
PERTZFI(3-H)eEI5T AL M BEL T Nps-¥ g
YR T2 (3-25) M 2N T TR, LET DL Nps-v
94 (3-2) BB 40 HMT 2 F LTy Nps-1°
tH A4 e 2T (3227) R#a e, SR1IIBAUGKE - F
5EFB 752 1REY Boe B HAL 1 Nps X ot BIRaYy ) i L
i, ) v 60 TIRLER £4FY 33% nPRF T HM9
FiK 74 (3-28) &3t 3 R, 20t a0 Udadfe %3
wit -9 XN E 3 (AL A ]-Tum 00 AR 71T BH#IT %
td) 13,

R1IrAoRBToRUERRIEC L 1 HIBC &MY L 1435
RInTHZI N, RFRT0EFKEFo ML RT. 2088 R.
Flg. 3-TRR L% § 512 Dea o N 3]\ TRt & l;(;tzﬂ%fz-? I
74 ML 230 (3-10) k1, & 30 NSFMI\ Nps- Cpd-OH £ # XL
TNps N APT4 TR TF (3-29)RBOE, 20t &Y
AWARY THAMTRTFVAELIT> T Nps-N1 I V74 PRI AT
(3-31) ¢4B3 e v 2k, 2t ot L-}F B odis Bli):
BUeEi b Nps B A LRI, Yo F60°c vHREAS
11> T35 %Yo xF T BN BE VT 7°4 F 483 o T2 E, 2
Nt RARK~NAL-FB hes 13Kt BE BEY
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Route B
Ala

Nps—+0Su H

79 9%, (3-18)
(2 steps)

Ala

V4

NO,

Dea Cpd

H2/ Pd

(2-11)

OEt H
(314)

Nps-Cl

OEt

Nps —+—0OH
(3-21)

OEt -

Nps

99 %

84 °lo

DCC-HOBt

D
pzr
Boc—OH
(3:6)
CHoN2

OH

Boc—%~0OMe
(3-22)

Ho/Pd
H

Boc OMe

94

Nps

NaOH
H

Nps

(3-20)

OH

(3-23)

BOC—POMe (2 StepS)

H

DCC-HOBt

(3-24)

Boc-AZOMe

74 °lo

Nps

(3-25)

2 st
Boc%ZOMe (2 steps)

Na OH

94 %

Nps

(3-26)

Boc—¥-OH

DCC-HOSu

86 b

Nps

1) H*

(3-27)

2) 'pyridine
high dilution

Boc—~0Su

38 b

Boc—




Route A

NO2
Cpd Dpr Ala Ala Dea
Z
Boc —4 OEt
(3-10)
Ha/ Pd
Nps—+0H H ,
(3:18) Boc ~f— OEt
DCC - HOBt
NpS 88 /o
Boc-+Z OEt (2 steps)
(3-29)
N Na OH 80 o
ps %o
Boc—M OH
(3-30)
e DCC-HOSu o5 o,
Boc —- OSu
(3-31)
1) H 2) pyridine
high dilution
35,
/ Boc
/|
(3-28)
i
Fig. 3-7
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B b9 574 -, WRHAEI TIPS 274 -, NMR (Fg. 39
)ALREVIRAE): ~HKLE, 20t 00 BRERBAREIA
FRAR MR 743 (FTHB 714 ) ¢ v > TRMASE S e, 3t
B b ¢ —BL, 2 r@surtord B iah B ey
SRR E S 3 e EI % S

RTINIOFNERR ST 3RFR A B, @n-rvrREA
s, 2 (IL-FA:35%, L-FB:38%)rud ko3,
H3Fo BHvE~NE &> Bhilr t e P RPN BE LT
3T, MR ERETIIRRES 4005 Ko 3FE S
5B - F oLl 0B IK 74N B 3FTFAKRKEES O A
B 3w ERERF &N 3T FRAREES 0SS v
ALY, & £ k% R I AR I W A I

RR 10ty R L 1EriKN 74 P (3-29)0 Deat UWla \ o
BIGER 47> 20 3T P Espvw 1 BBELE45- 1 =L o R
SEARE L, > 0T M BM-TE R ()T s AMmBER
TITLREYVTERI-LEMRELCHh S EFrERICEL T LA
Mok (3-32)8 883 s e TL A, 20t oo RKIVRIKZ v kv

Boc-Dpr>Ala*Alay 1)Hy/Pd S H-Dpr*Ala*Ala
NO; J 2 H thdéUdaJ

Cpd<-Deqel ¥NCON: (Al Ala®) Tua N )
(3-28) (3-32)
ch
1) Boc-B-Lys-OSu > H-g-Lys - Dpr>Ala~»Ala
2 H Tcpd»UdaJ
(Ala®Ala®) Tum O
(3-1)

Fig. 3-8
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% 268 nm 1° Uda RESBKEY SoRUX E A L. € 3 NMR (Fig. 3-10)
Edw1tIdo rlUdaoAL 74 >0k>n2 2T LERL A
TS N Dead Uda R EIE T3 Y RBETSH 3.

R T th P 0 AHBY p-Lys o FBAK~ 729 PP o BN 2475 £,
k) fnbﬁu\r.a) E3nR L1ARTE ALy 7°4 FEP( 3-32) 1
Boc.-/s Lys OSWENNT A 4 VR LATINFTARIAL, 20
H# k) Boe BEPREC T (A2 A ]-Tum 0 (3-1) 1r¥< 2
YN TLE, 20 i o'RIBRIRAY 7 b Lt 3-32 ¢ Bk Uda
4R o BBUAE R L, L 3 RNMR(Fig.3-3) ¢4 § 2.0 R Uda o %
L2724 2720 k2 02T 8H2LA )3 Lo i PR Uda
PEL T 1R LAl Alat)- Tum 0 B 2y T2 AT Em LT
vy 3,

20k LT LA A Tum 00 BRNER LA  #%H-
BN FMAMBOBEXE> R34 3T, RLEWTum 0 0 LS
BANnBortmo it s e wi b S 1nr,

2) Tua NiBRY 3Ny ) BoF S0 1 328 LBy 3
FPOABR T ) B eAT 3 Tum RoHE c Bf47. A,

@ @) @) e @) ) @)

H-Dpr +Ser —» Ser H-p-Lys-bpv »Ser = Ser J
t—CPole-Uo(o«.ﬁ] T epd « Uokon
Tua N Tum. O
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[Mo. Alat]- Tum 0 0FEHK~ 7°4 FBA T E > FI KA -
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Wﬁoﬁ%ﬂ4ﬂnnm,QSWhRmNnvnzw1anMR
B ITb i, Tum HC TuaNL BART = ) B804 &l 2o
b STHRBAONMR 9 -2 EFT 2 eofe S, T3 o k0T
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Cpol, Alo’, Am‘*n NH, Vda aHL A FaNHAECT Yo
b ERBTI I LNTY R,
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8.0 Tum B, Tao N f&Y.‘nNMRﬁ%#" LT27 2 F7°0
Moo WBEdT>cctrpa o RIS 070k 20 FHF KA
RPIRTINEL7 oo e BL . a0 FEER Fig. 3-12 &
FIESR Cpd o F2F7°0F > 0 F 4 BAEALE S 17k L <
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T e 2o 22 (AR Alat]- Tua NIy T3 Tua
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FLoTuon N t k73> Rpr-33 2o 12329 32
Yo vk,

FR¥Wr S o Tua NONMRMNYI- > L Tum 0 TAFEN L2
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MR & 9HRIRC 2 AH LARS Alht]- Tusm 0 { BB > KA -
za >R 3 Py A AA SR, TREMEH IR
NE [Ala2 Ala* ]~ Tua N e w TAID All*]-Tum 0 o BH0
ORD , COWME (Fig. 3-/4) ERAELT. Lo fER2OAANR
Eaviitord)tr —RUEANG-EFAINFEST. 13 R
PRERED Tum B Tua N Ixv1irEBonvgd-21rapscr
BRI A %Y. B SerMBEALLAE L ARV L 5 Ty
FEB) 32 KRIA-3 2k REMELESIH I tEEBRY 3
SedTE 1o

SAERN AR R, 21 LA [AM3 Ala*l- Tua N, (Al
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NMR Spectrum of
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3-4 C[AlALY) - Tum 0 ot v WIFHER ¢ o MR-
IRTS S I

3-2THVREIRLVIERL A LAIS Al ] - Tum 0% 5w
IRLFRIK~ 74 FFP LAl Ala* - Tua N 035176 o BB &
Table 3-2 R RT, (A Alt]-Tam 0 R & W 21 &K o TumEl:
RBELLETFTHo B FREoBAT ¢ AU HBBEDo v s - o
ERLE. (Al Ala*]-Tua N 13 M?wﬁuWW ATCC 407 kK3
LT REO Tum NOFEHK Y 7°4 b RA8Y T3 Tua NR EBR (1 080
W rsliEMBEN ERL 720 Lo b 31 Sev’ Seto kit 2 K
RAE R FHe ABIMER & v LIRTEER b a Ly > $ER
DR S KB OMBER KR AT en > — 50 FRER
LRIYnr% 3,

LIRIIREBHRL E CAlo3 Al*]-Tua N & ¢ EAIQ?.AI«?]-
Tum 0 R3I-3TE~NAEESRIONMRZ 72 FiLo ey
R o Tum $57% 5 WR Twa N ¢ AR AR B0 2 > K1t - o
FLELSTVITYHARAIGR %G, AT, REEAERRET
FHKEESAS R EVEBERLAAFR Y75 PIEE SN BT HI B
33, Lo L35 HoBmE R~ s r BRI BA
7w BAT BEERth 0 ORD, DWW R 04 Ely v B4
NG =-28BFRL, TRIHEL ) Tum BFeRBoa K A- 53
SELS TUWIILEEIND, LEHNHS T Tum % § W0 EFEME
NPTEN R TRAIRAKERELAR Y AR L AR 4 &
WENAAR, AEY AR LB REHIN, 25 L6 3en
> L+ AEBRRI%EI% P TIEE%N.

AR (R REH, Viewyosn 1007 L), BCG(RSLY.
T N 00y AT ) 2 83 IAWHER o ANRAER L Table 3-3 A
o T B3 CRERME R Ry (1 REAER € R T ooTRiEE 1 R
Ll T SRELEB LT &) MOWIRRER RO E 05 A,
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Minimum Inhibitory Concentration of
[aladAla*]-Tua N and [AladAla“]-Tum O

Test organisms l[Ala3Alcf' L‘\la3Al04J

~Tum O  TumN
Staphylococcus aureus ATCC 6538P >100 >100 >100
Staphylococcus epidermidis sp-al-1| >100 >100 >100
Streptococcus pyogenes N.Y.5 100 >100 >100
Sarcina lutea ATCC 9341 >100 >100 >100
Micerococcus flavus ATCC 10240 >100 >100 >100
Corynebacterium diphtheriae P.W.8 100 12.5 6.3
Bacillus subtilis ATCC 6633 >100 50 25
Escherichia coli NIHJ >100 100 50
Escherichia coli B >100 100 50
Salmonella typhosa H 901 >100 100 50
Salmonella paratyphi PA 41-N-22 >100 >100 >100
Salmonella enteritidis Gaertner >100 >100 100
Shigella flexineri type 3a >100 >100 >100
Shigella sonnei E33 >100 >100 100
Klebsiella pneumoniae ATCC 10031 >100 100 50
Proteus vulgaris 0X 19 >100 >100 50
Serratia marcescens >100 >100 >100
Pseudomonas aeruginosa IAM 1095 >100 >100 >100
Mycobacterium ATCC 607 50 12.5 6.3

Table 3-2

MENSERT 5 . Ser g KR AR M 233 3 %R
RIEBBLABE RO SN E0> R egggs 3 e 2, LK
o v BRI AR ¢ L L 04 FTHE o B B 5 L
TO 3L INRE, ik Ser 0KEEE ) REBR P 3L RG>
TN LR, Tuia i, FHrIidEvE F D RLFIHF O Ser
okBEE EAFHT 3 v i ) AT L EENCTI o SR
FRAINS v &3,
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Susceptibility of human tubercule bacilli and B.C.G.

[At1a3ATa*]-|[A1adAtla*]-
conc.
¥/ml Tua N Tum O Tum N| Tum O
ARBEAR C ++ ++ ++ ++
s 12.5 ++ ++ + +
MEME I | 25 + +p - -
50 - - - -
100 - - - -
- C ++ ++ ++ ++
rRBEARE 12.5 ++ ++ ++ ++
E2MUEL |25 ++ ++ + +y
50 +ty +4 - -
100 - - - -

. C e ++ ++ T+
AERBE 12.5 +4+ ++ ++ ++
S L 25 ++ _ ++ ++ ++

(Viemycin. 1907) | 50 + + + +7
100 - - + -
C T+ T+ T+ F
A RAE AW 12.5 ++4+ ++4+ +++ +++
R L | s +4+ +++ ++ +4+
(Vimre:.., 1ooy) | 50 +++ ++ + ++
100 +4 ++ - -
C ++ ++ ++ ++
B.Cc.q. 12.5 ++ ++ + +
LA QLR 25 + + - -
50 - ) - -
100 - - - -
B.c.q. T T+t T+ T+

) 12.5 +++ +++ +++ +++

RSN 25 +++ +++ +++ +H+
(Twm N Joo7) | 50 +4++ +++ +++ +++
100
+:growth , -:no growth 1% Ogawa egg medium

Table 3-3
A, LA3)-Tum 0, (ALY Tum O 0 IWBIER £ B2+ T &>

T, ANKEREMLFR> 2 L g ) £y nBehP 3 IYT A3
orRGvwr LB L I,

~-36-



HAE INFI4) 42 0 aKER

Tum 0 (4=1) 13 Twm A+ & w B EEMO RHAREY Tum NIJHE
I 3My BT L L1433 A D avds T, Fig. I-1 TERL
EY R TumBMorrrr> ) BARNRI AL N THI. L
Nt oo 2HBr HWHEo 6 o) XA o Tum BHE L] o 2FRE
RO %, £ e BB HTEVA, tn o o REE
AEBGR LEIRMONI BHAI I Tam O RN %G 73 ) BRL 5%
AT AboTaz-7 4TS FTHIC P ST N ASE
O 74 Pl LT IMmEB 3 L o LB R, T oEAH
43> E,

EoFvigm~vR e, (A A Tum 0024 Rk & T8

LEnT @0 F KRB Tum O AR § A I 33418 &>
Eo LU, LA A*]-Tum 0 till> t, HrcpMe 322
SerakBMENZHTBI. — AR AR OBEr CFZHR S
WEN UM BARITH 3 FLSH I, Lo L -3 toLRH
ISR b9 TOMERER, o h oMo FBHRA, % 5 wiz3ke
ERNEDOBMUIXFLARLEY 3PIEARHFL LK, XL
BiFH LR LT Y75 AR ELI> Tt LE. Ser kKK nfk
HECL 2N B A I UR T LRFERAIRIF, 2o
e, Hea st BREL, BeLEdid> 0T 1o v TR IR
THETH 3, 27 L-Ser» s Ep3¥+-75tamy
32l ke,

AREEIE (Fig.31) vE~ru-+FAr#E T 5aEvg
WFREATY . Fig. 4-1RKIES REBLE. T5D3. Deao
NI\ ER V74 P AEEBRL L F) VP4 P TRT L (4-5)
A, SRULERRBIFUBRLEZVIS P RF L (3-23)
Brifelt o’ R (4-2) EABAR R YN 7S PR T
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N'OZ t-Bu t-Bu
Cpd Dpr Ser Ser Dea
Z-+—0OH H-+OEt
(4-3)
DCC-HOBt 94 °b
z ™ OEt
» Ho/Pd
Nps 7 Z-+OH H-+ OEt
Boc—-0OMe DCC-HOSu 93°%
(3-23) 7 I oet (2 steps)
85 % ) (4-5)
Nps > Ho/P
( ztss)ocl%u H OEt
2= DCC-HOBt 929,
Nps (2 steps)
Boc—(/ OEt
(4-6)
NaOH 87°,
Nps
Boc OH
(4-7)
DCC-HOSu 96 %
Nps
OSu
Boc- (4-8)
1) H* 2)pyridine
high dilution 25°
Boc-[ )4
(4-9)
Fig. 4-1
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L(4-5) 02 B+RBER: e VKREA LAt N7 4 b (4
2) X2 F AL FEEL T Nps V2 I A7PE P ITRTFIL(4-6)
ZL\cmt7>%onﬂﬁwxx7w%tﬁwpr>9?7%
NFAMIZRFNL(4-3) +43~2. 4-2% @ Nps BEMER &y RRE
LR AR o BASREM TR b0 4 3w BIE(
£9/5% ) T AR TR FALER AT O RAH L ¢ BFLE o 4xE (257
) Ul (4-9) EBI N TLIE, L0 tag
R EBEA L ITTRARORE S (FHFREI4) L0 >R
AL s 3t P F ¢ —BL, 22 B3k tt o pb Xl
FHRCAM e IEREE R B3I e MBS o %> A,
Mot Tua NRiBcroiz, [ Aol Ale® ]- Tum 0 0 & A
NIFELFHErR, FTHBBELLTFOBEPREL | X 72|
- IMBEBE(1:1) vroaRImBERL LTy - L RIFERERL
BELdfe REEARILA, L0 F dh L1483 h AR Ay
RERI DR LT I74 ~T 23 ANy N EBEAA, Lo b0
g-Brumant b)) 7 LA OGFBR(FFA) RT3 | | AKXy b
REMT I 193, Sera t7 4 nENro ks RMBER T 4
tBu tBu  1)Hy/pPd

Boc-Dpr>Ser—Sery 2)TFA H-Dpr»Ser»Sez_‘]
3) H* .
[N.OZ j ) HaNCONH Lepa«uda
Cpd«Dea Tua N
(4-9) (4-10)
Boc
1) Boc-B-Lys-0Su_ H-ﬁ'LyS'Dpr->Ser—>Se:l
2) H TepdeUda
Tum O
(4-1)
Fig. 4-2
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TH> T LERRETIED LIFTFARIEs 5o R FH 3 ¢ &
e Lo L Z&U0 5 HE ok £ Tua N o g R Z 258835 L 2 48
Shtu 3o, NG EME o L BR S e A1 BB
HoB i TFA REES> £, T%hS Fig 4-2 PR T & 32, #
MEr 1tk 130 4/, TR TFARIEE4Tw, 0T 74k
- 2MIBBR (1:1) T 105 EREIT AFE LRI
b7 % o HRF T TuaNE483 s e T 2 £, 2 0 1 01F Tablet-|
RRTE DT [k lus VESRRZ V7 b v, & (AR, HA 7
BT 74 -, IMEREM, NMR(Fig4-3) REMFA (Tble
44T, RAREVFSMA Tua N REER —K LA,

AR ot S Tum0 N\ EE43, £, 0 AR R XEM~
P TERRBEENI) AR THIN, % A ¢ FHE Tua N 12
Boc-p-f;g-OSw ML, oo TIEER & ) AREEE e BLEEL T Tum
QLERIRBI 2123k, 2900 RELTum 0 L L (R
), [4)y, FoRUAz~2+ 0, BRI ORI Y5724 —, 1

Tua N Tum O
synthetic natural synthetic natural
263~264 | 263~264 | 240~242 | 240~242

(mp) (dec.) (dec.) | (dec.) | (dec.)
°C 263~264 (. 240~242,, .
(dec.) (mixed) (dec.) (mixed)
() OV ~54.0°(0d,-50.8°| [od 1 -16.0° () ; - 16.2°
(c0.50,H20)|(c0.50,Hp0) | (c0.53,H0) | (c0.51,H0)
H0 | 268 268 268 268.5
UV (& 26,600)| (€ 22,000)[ (¢ 25,500)| (€ 23,800)
( )0.1M 268 268 268 269
NMJHCL [ (e 26,700)| (¢ 22,000){(e 26,500)| (£ 24,900)
0.1M | 285 286 286 288
NaOH| (e 17,000)|(e 14,000) {(e 17,400) (¢ 13,200)
Table 4-1
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8 RS TRARESY & ST/ YU

MAEI: Fo TTum O 0 BB ERL . xﬁﬁﬁﬁ'): ¢ 3Bz
BAELCADLT Tum 0 0B NANEY: 1 RA AL TR R
k%> 1=,

Minimum Inhibitory Concentration of Tuberactinamine N

Test Organisms synthetic natural
Staphyloceus aureus ATCC 6538P >100 >100
Staphyloccus epidermidis Sp-al-1 >100 >100
streptococcus pyogenes N.Y.5 100 100
Sarcina lutea ATCC 9341 >100 >100
micrococcus flavus ATCC 10240 >100 >100
Corynebacterium diphtheriae P.W.8 50 25
Bacillus subtilis ATCC 6633 >100 >100
Escherichia coli NIHJ >100 >100
Escherichia coli B >100 >100
Salmonella typhosa H 901 >100 >100
Salmonella paratyphi PA 41-N-22 - >100
Salmonella enteritidis Gaertner >100 >100
Shigella flexineri type 3a >100 >100
Shigella sonnei E33 >100 >100
klebsiella pneumoniae ATCC 10031 >100 100
proteus vulgaris 0X 19 >100 >100
Serratia marcescens >100 >100
Pseudomonas aeruginosa IAM 1095 >100 >100
Mycobacterium ATCC 607 25 12.5

Table 4-2
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Fatty acid :
R-COOSu
R-COCI + H-Tua N——>RCO-Tua N
(R-C0O)20

Amino acid:

Boc{A.A}OSu H-Tua N Boc{A.A} Tua N
Z {AAYosu V9T 7 [AA}Tua N
HClI
Hol Pd H-AA}Tua N

TuaN: Tuberactinamine N
AA. : Amino acid

Peptide : .
H-Tua N Bocmosu >Boc{DAA}Tua N

Z Boc

H
1)Boc-m-05u
AC  HIDAAFTua N N HeL Pd H{DAAHQAAHua N

H
Boc
Ho/Pd H 1) Boc{D.AA| OSU?
——Boc Tua Ny e - H Tua N

Tua N : Tuberactinamine N
D.A.A.: Diamino Acid

Fig. 5
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OrIEEE x p FAREL 2 F VIR ERERRL L B EBAE, 7
4N BARANRETHR -7 ) FRETUANLAEL, $=0T )
B EL SR TONIMREAIIZIE a0 2L 2K, Twa NR
Boc R3¢ WZB UMM RMLAZ T ) A LR LBRSMT
ZFEMEA L R A BRER s> < Boekan ZEEER
MIRHEL, RuwT ¥ -Boe-3 7 2T ILKERAM TR T IL L588
ALE, 53 E2FEED V4R Tua N 32388+ Boc B o 0l
ARG, 2R Boc B A RE T IS Bt THRAER L
T Hap E4R A

L3R UTENLEARER, 7)) B, v7°4 FoMER
Tble 51 aF VTP 3. v 74N Y LT BEM~NTS N EFE A
EoRk. T~V 3Ed>Te) linopi ke SEEL UREY
FRWAREARPTHI L BEAL S S THI, L3R pTLE
NBELRBWAY ) P Lo TRBIHKIRRETHILELINED
Tp-ve ) ErHEMe p-) Y oRTE P IABLE,

Fatty Acid:
CH3(CH,)RCOOH (n=0~10,12,14,16)
CH3~ CH3C|"|2s
CH3«CHCH2COOH ) CI_|3,CHCOOH

(CH3)3CCOOH, CgHs-COOH

CH2=CH(CH;)g COOH
CH3(CH32)7CH=CH(CH,),COOH

Table 5-1
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Amino Acid :
Acidic: Asp , D-Glu

Neutral: Ala, Ser, Gly, Val, Leu, lle,

Tyr, Trp, Pro,
p-Ala, p-Aca” ¢-Aca® Phgly™®

Basic : Lys, Orn, «,0-Dbu, Dpr,
D-lLys, #-Orn, p¥-Dbu,

Arg, His,

% Aca :Aminocaproic acid
*%* Phgly: Penylglycine

Peptide :
Lys—
Lys-Lys, ye Lys,
Orn— —_
Orn-Lys, mLys, Lys-Orn, LysOrn
Dbu— Lys —
Dpu-Lys, uLys , Lys-Dbu, ys Dbu
Dpr— Lys—
Dpr -Lys, Pr Lys, Lys-Dpr, ysDpr
Lys —
p-Lys Ac-p-Lys
Oorn—
p-Lys Ac
Dbu— pB-Lys
B-Lys
Dpr— Ac
__plys Ac-p-lys

—— were prepared by the author

Table 5-1(continued)
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Z | Z
: HOS .
Boc-B-Lys-OH Dccu > Boc-B-Lys-0Su
1) CILCOOE¢
A Z NaOH
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V4 HO'S Z
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1) CICOOEt
2) CH2N; Boc
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ch ,
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1) CL COQEt
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Fig. 5-3
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5§ -2 AR Tum Bk EY

-1 v~ RIE AR AEHES Mo BEHR Tum B E
AHBA ( Mirimum Inhibitory Concenbraliorn ) o fike ¢ v
T Table5-2, 5-3, 5-4RrART, Aot RLAIRE, v ) ®,
NG RERTNERFT D,

Minimum lihibitory Concentration of Semisynthetic

Test organisms
CH,(CHz)nCO-

n=0 n=1 n=2 n=3 n=4 n=5 n=6 n=7 n=8
Staphylococcus aureus ATCC 6538p >100 >100 >100 >100 >100 >100 >100 >100 50
Staphylococcus epidermidis Sp-al-1{>100 >100 >100 >100 >100 >100 >100 >100 50

Streptococcus pyogenes N.Y.5 >100 >100 >100 >100 >100 >100 >100 100 50
Sarcina lutea ATCC 9341 >100 >100 >100 >100 >100 >100 >100 >100 12.5
Micrococcus flavus ATCC 10240 >100 >100 >100 >100 >7100 >100 >100 100 6.3
Corynebacterium diphthriae P.W.8 |>100 >100 >100 >100 >100 >100 100 100 100
Bacillus subtilis ATCC 6633 >100 >100 >100 >100 >100 >100 >100 100 100
Escherichia coli NIKJ >100 >1¢0 >100 >100 >100 >100 >100 >100 >100
Escherichia coli B >100 >100 >100 >100 >100 >100 >100 >100 >100
Salmonella typhosa H 901 >100 >100 >100 >100 >100 >100 >100 >100 >100

Salmonella paratyphi PA 41-N-22 >100 >100 >100 >100 >100 >100 >100 >100 >100
Salmonella enteritidis Gaertner >100 >100 >100 >100 >100 >100 >100 >100 >100
Shigella flexineri type 3a - - - - - - - - -
Shigella somnei E33 >100 >100 >100 >100 >100 >100 >100 >100 >100
Klebsiella pneumoniae ATCC 10031 >100 >100 >100 >100 >100 >100 >100 >100 >100
Proteus vulgaris 0X 19 - - - - - - - - -

Serratia marcescens >100 >100 >100 >100 >100 >100 >100 >100 >100
Pgeudomonas aeruginosa IAM 1095 >100 >100 >100 >100 >100 >100 >100 >100 >100
Mycobacterium ATCC 607 >100 >100 >100 >100 >100 >100 50 100 >100

Staphylococcus aureus MS 27 - - - - - - - - -

Egcherichia coli W3630 - - - - - - - - _
Egcherichia coli W3630 PS3 - - - - - - - - -
Eacherichia coli W3630 RGN14 - - - - - - - - -
Egcherichia coli W3630 RGN238 - - - - - - - - -
Enterobacter aerogenes 0655 - - - - - - - - -
Proteus rettgeri ACR - - - - - - - - -

Paenigirosa - - - - - - - _ -

Table 5-2
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Tuberactinomycins (R-Tua N)R:Fatty Acid

L(ZHIIHI=HI4(ZHI)EHD

R =z

»

= 2

CH,y LHy CHy F )

CH CHy CH, = O F
GHp  CH 2 'Y Tum N

7=9 n=10 n=12 n=14 n=16| €0 ¢0 0| (0 | o om

>100 >100 100 100 >160| >100 >100 >100 | >100] >100 >100 | >100
>100 >100 50 50 >100| >100 »>100 >1001|>100| >100 >100 |>100
5100 100 50 25 >100| >100 >100 >100 | >100| >100 >100 | >100
>100 >100 100 25 >100| >100 >100 >100 | >100| >100 >100 | >100
>100 100 25 12.5 50| >100 >100 >100|>100| >100 >100 |>100
>100 50 25 'Ol 100 >100 >100 >100 [>700] >100 >100 | 6.3
5100 >100 50 100 >100| >100 >100 >100 | >100| >100 >100 | 25
>100 >100 >100 >100 >100| >100 >100 >100 | >100| >100 >100 | 50
>100 >100 >100 >100 >100| »100 >100 »100 | >100| »100 >100 | 100
>100 >100 >100 >100 >100} >100 >100 >100|>100| >100 >100 50
>100 100 >100 >100 >100| >100 >100 >100 | >100] >100 >100 | >100
>100 >100 >100 >100 >100| >100 >100 >100 | >100| >100 100 | 100
>100 - - »100 >100| - - - - | >100 »100 5100
>100 >100 >100 >100 >100| >100 >100 >100 | >100| >100 >100 | 100
>100 >100 100 >100 >100] >100 >100 »100 | »>100| »100 »100 | 25
>100 >100 - >100 >100| - - N [ >700 >100] 100
>100 >100 >100 >100 >100} >100 >100 >100 | >100| >100 >100 |>100
>100 >100 >100 >100 >100| >100 >100 >100 | >100| >100 >100 | >100
100 50 50 12.5 100| >100 >100 >100 | >100| 100 >100| 3.2
>100 - - »100 >100| - - - - [ >100 >100 |>100
>100 - - 5100 >100| - - - T T>700 >100] 50
5100 > - - »100 >100| - - - - ] >100 »100]| 12.5
>100 - - >100 >100 - - - - >100 >100 50
>100 - - >100 »>100] - - - - 15100 »100| 50
>100 - - »100 >100] - - - - | >100 »100] 100
>100 - - >100 »100| - - - - | >100 >100 |>100
>100 - - 100 100] - - - - | >100 100] 12.5

Table 5-2 (continued)
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Minimum Inhibitory

Concentration

of Semisynthetic

Test organisms

Asp D-Glul Gly Ala Ser Val Leu Ile Tyr Trp D-PhGly Pro
Staphylococcus aureus ATCC 6538P |>100 >100 p100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Staphylococcus epidermidis sp-al-1(>100 >100 p100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Streptococcus pyogenes N.Y.5 >100 >100 p100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Sarcina lutea ATCC 9341 >100 >100 100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Micrococcus flavua ATCC 10240 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Corynebacterium diphtheriae P.W.8 |>100 >100 [>100 >100 >100 >100 25 >100 100 25 100 100
Bacillus subtilis ATCC 6633 >100 >100 >100 >100 >1006 >100 >100 >100 >100 >100 >100 >100
Eacherichia coli NIHJ >100 >100 [>100 >100 >100 >100 100 >100 >100 >100 >100 >100
Escherichia coli B >100 >100 [>100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Salmonella typhosa H 901 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Salmonella paratyphi PA 41-N-22 >100 >100 |>100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Salmonella enteritidie Gaertner >100 >100 100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Shigella flexineri type 3a >100 >100 §>100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Shigella sonnei E33 >100 >100 (100 >700 >100 >100 >100 >100 >100 >100 >100 >100
Klebaiella pneumoniae ATCC 10031 >100 >100 100 >100 >100 >100 100 >100 >100 >100 >100 >100
Proteus vulgaris 0X 19 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Serratia marcescens >i00 >100 [~100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Pgeudomonas aeruginosa IAM 1095 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100 >100
Mycobacterium ATCC 607 >100 5100 | 50 25 100 25 6.3 357 . 12.5 6.3 33"  >100
Staphylococcus aureus MS 27 - >100 >100 - >100 >100 >100 >100 >100 >100 >100 >100
Escherichia coli W3630 - >100 [>100 - >100 >100 >100 >100 >100 >100 >100 >100
Escherichia coli W3630 PS3 - >100 100 - >100 »100 100 >100 >100 >100 >100 >100
Escherichia coli W3630 RGN14 - >100 }>100 - >100>>100 >100 >100 >100 >100 >100 >100
Facherichia coli W3630 RGN238 - >100 1>100 - >100 »100 »100 >100 >100 >100 >100 >100
Enterobacter aerogenee 0655 - >100 100 - >100 >100 >100 >100 >100 >100 >100 >100
Proteus rettgeri ACR - >100 [>100 - >100 >700 >100 >100 >100 >100 >100 >100

Table 5-3
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Tuberactinomycins

( R-Tua N)

R: Amino Acid

R
H Ac Ac
B-Ala e€-Aca B-Aca Lys D-Lys Orn Dbu Dpr B-0Orn By-Dbu|Ac-B-Lys B-Lys Ac-B-Lyq Arg His | Tum N
>100 >100 >100 p100 >100 >100 >100 »100 >100 >100 | >100 _ >100 _ >100 |>100 >100 | >100
>100 >100 >100 100 >100 >100 >100 >100 >100 >100 | >100  >100  >100 [>100 >100 | >100
>100 >100 >100 100 >100 >100 >100 >100 >100 >100 | >100  >100  >100 [>100 >100 | >100
>100 >100 >100 5100 >100 >100 >100 >100 >100 >3i00 | >100  >100  >1060 [»>100 >100 | >100
>100 >100 >100 5100 >100 >100 >100 >100 >100 >100 | >100 >100  >100 |>100 >100 | >100
>100 >100 10055 50 50 100 100 12.5 100 | >100 100 >100 | 100 50| 6.3
>100 >100 »>100| 100 100 100 >100 >100 25 >100 | >100  >100  >100 |>100 »>100 ] 25
>100 >100 >100 100 >100 >100 >100 100 50 >100 | >100  >106  >100 [>100 »>100 | 50
>100 >100 >100 100 >100 >100 >100 >100 50 »100 | »>100  >106  >100 |>100 >100 | 50
>100 >100 >100| 100 >100 >100 >100 >100 50 >100 | »100  >100  >100 [>100 >100 | 50
>100 >100 >100 100 >100 >100 >100 >100 >100 5100 | >100 _ >100 _ >100 |>100 >100 | >100
>100 >100 >100 100 >100 >100 >100 >100 100 >100 | >100  >100  >100 [>100 >100 | 100
>100 >100 >100 p100 >100 >100 >100 >100 >100 >100 >100 >100 >100 [>100 >100 | >100
>100 >100 >100 100 >100 >100 >100 >100 50 >100 | »100  >100  >100 [>100 >100 | 50
>100 >160 >100 100 >100 >100 >100 >100 25 >100 | »100  >100  >100 [>100 >100| 50
>100 >100 >100 5100 >100 >100 >100 100 100 >100 | 100 _ >100 _ >100 |-100 >100 | 100
>100 >100 >100 100 >100 >100 >100 >100 >100 >100 | >100  >100  >100 |>100 >100 | >100
>100 >100 >100 100 >100 >100 >100 >100 >100 >100 | 100  »>100  >100 [>100 >100 | >100
>100 >100 '09 1 6.3 12.5 25 53 100 '2;5; 0. | >100 1loo »100 [ 25 25| 6.3
>100 >100 >100| - >100 - >100 >100 >100 »100 | >100  >100  >100 |>100 >100 | >100
>100 >100 >100] - 5100 - >100 >100 25 >100 | >100 _ >100 _ >100 |>100 >100 | 25
>100 >100 >100| - 100 - »100 100 12.5 100 | »100 >100 »>100 | 100 50| 6.3
>100 >100 >100| - >100 - >100 >100 25 >100 - - - |>100 >100| 50
>100 >100 >100| - >100 - »100 >100 50 »>100 | »100 >100  >100 |>100 >100| 50
>100 >100 >100| - >100 - >100 >100 100 >100 | »100  >100  >100 |>100 >100| 100
5100 >100 >100] - 100 - >100 >100 >100 »100 | »100  >100  »>100 |>100 >100 | >100

Table 5-3(continued)
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Minimum Inhibitory Concentration of Semisynthetic

HoOH i
Test organisms H-X-Lys-Tua N ﬁfz}s-rua N

X Lys Orn Obu Opr| Lys Orn Dbu ODpr
Staphylococcus aureus ATCC 6538P [>100 >100 >100 >100 |>100 >100 >100 >100
Staphylococcus epidermidis sp-al-1/>100 >100 >100 >100 [>100 >100 >100 >100
Streptococcus pyogenes N.Y.5 >100 >100 >100 >100 [>1060 >100 >100 >100
Sareina lutea ATCC 9341 >100 >100 >100 >100 [>100 >100 >100 >100
Mierococcus flavus ATCC 10240 >100 >100 >100 >100 [>100 >100 >100 >100
Corynebacterium diphtheriae P.W.8 6.3 12.5 25 50 6.3 6.3 25 50
Baetllue subtilies ATCC 6633 >100 >100 >100 >100 [>100 >100 >100 >100
Egeherichia coli NIHJ >100 >100 >100 >100 [>100 >100 >100 >100
Escherichia coli B >100 >100 >100 >100 [>100 >100 >100 >100
Salmonella typhosa K 901 100 >100 >100 >100 [>100 >100 >100 >100
Salmonella paratyphi PA 41-N-22 >100 >100 >100 >100 [>100 >100 >100 >100
Salmonella enteritidis Gaertner >100 >100 >100 >100 100 >100 >100 >100
Shigella flexineri type 3a >100 >100 >100 >100 >100 >100 >100 >100
Shigella sonnei E33 >100 >100 >100 >100 >100 >100 >100 >100
Klebsiella pneumoniae ATCC 10031 >100 >100 >100 >100 [>100 >100 >100 >100
Proteus vulgaris 0X 19 >100 >100 >100 >100 [>100 >100 >100 >100
Serratia marcescens >100 >100 >100 >100 {>100 >100 >100 >100
Pgeudomonas aeruginosa [AM 1095 >100 >100 >100 >100 |>100 >100 >100 >100
Mycobacterium ATCC 607 6.3 12.512,5]12.50 6.312,57 12.5 25
Staphylococcus aureus MS 27 >100 >100 >100 >100 >100 >100 >100 >100
Escherichia coli W3630 >100 >100 >100 >100 >100 >100 >100 >100
Escherichia coli W3630 PS3 >100 >100 >100 >100 >100 >100 >100 >100
Escherichia coli W3630 RGN14 >100 >100 >100 >100 |>100 >100 >100 >100
Escherichia coli W3630 RGN238 >100 >100 >100 >100 [>100 >100 >100 >100
Enterobacter aerogenes 0655 >100 >100 >100 >100 [>100 >100 >100 >100
Proteus rettgeri ACR >100 >100 >100 >100 {>100 >100 >100 >100

Table 5-4
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Tuberactinomycins (Peptide)

H oY H i

H-Lys-X-Tua N “-Ly:_—i_ma \ H'_*é’_(?ys.“a "

Orn Dbu Dpr|Orn Dbu Dpr| Lys Orn Dbu Dpr | U™ N
>100 >100 >100 100 >100 >100|>100 25 >100 >100 | >100
>100 >100 >100 100 >100 >100| 100 100 >100 >100 | >100
>100 >100 >100 100 >100 >100| 100 100 >100 >100 | >100
>100 >100 >100 100 >100 >100|>100 >100 >100 >100 | >100
>100 >100 >100 p100 >100 >100|>100 >100 >1060 >100 | >100

25 6.3 12.5 12.5 6.3 25| 3.1 3.1 6.3 25| 6.3

100 12.5 255100 >100 100| 12.5 50 50 >100 | 25
>100 >100 50 100 >100 >100| 50 50 100 >100| 50
>100 >100 100 [>100 >100 >100| 50 50 100 >100 | 50
>100 >100 100 [>100 >100 >100| 50 100 100 >100 { 100
>100 >700 >100 p100 >100 >100[>100 >100 >100 >100 | >100
>100 >100 >100 [>100 >100 >100| 100 100 >100 >100 | 50
>100 >100 >100 [»100 >100 >100(>100 >100 >100 >100 | >100
>100 >100 100 100 >100 >100| S0 100 100 >100 | 50
>100 >100 100 100 >100 >100{ 50 50 100 >100| 50
>100 >100 >100 100 >100 >100] 50 100 100 >100 | 50
>100 >100 >100 100 >100 >100(>100 >100 >100 >100 | >100
>100 >100 >100 >100 >100 >100{>100 >100 >190 >100 | >100

6.3 25 12.5 6.3 12.5 25| 6.3 25 25 50| 6.3
>100 >100 >100 100 >100 >100(>100 >100 >100 >100 | 100
>100 100 100 100 >100 >100| 25 100 50 >100| 100
>100 50 25 [>100 >100 100 12.5 12.5 25 100| 6.3
>100 - »100 p100 - »100| - - - - 50
>100 >100 >100 [>100 >100 >100|>100 50 100 >100| 50
>100 >100 >100 [>100 >100 >100| 100 100 >100 >100 | >100
>100 >100 >100 [>100 >100 >100[>100 100 >100 >100 | >100

Table 5-4 (continued)
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REpIRE o L £ 4R Tum T84

RERVBR & i L B Bk FHH R b L& Table §-5 1RBHL
Eo BEEo 4 558 (n= 0~ 5, (CHs). CHCHaCOOH,
CH; CHa CH (CH3) COOH, (CH3); CCOOH ) T"RIAE AR » TH o
BRIL T ACROSIES > Lo Lo L REBINEC %
N=bRE>TRUHTHEANIIBINRADR n=71%
3rdhy ofEs NABLLE, LHE T IR ERETum N
BEBLCE, RRFINI - L EFLE M= b w b UHAE
M:é‘u;»mmm\ me12,hrhntd TORBE NG - 0

=7 o BB LERRT Tum NRRBRED RS S G WK A
L ﬂfcﬁf‘ﬁm LRLE. L3 —gBA RO, ALY LVBR
( CHa= cH(CHa)y COOH D). A4 L Y/ 3 ( CHs (CH:)']CH CH(CHz)'I COOH)
TRFEWIBEES T L E er 3R Ao W s T R
R RECIRD S AP 5k,

T e L E3ARTum MR

Y <) Eha s L AR TLWEIER 13 Table 56 R L AEY
TH> 1, MBERFELERTIRLAC DI a0 812, My.co -
W ATCC 407 (M) x CWW dephthoriar
PW. 3 (C)aanrE¥33cvu>rEBaNyg -2 ¢RLER,

BT = ) SR A<KHBER A RIT . FHoT s ) BTt 2K
iRk 7 2/ B ( Gly, Ala, Sev, Val ) T B #UE 2 133D
MEds Ao LPL a-TF 2 ) HBRE YT 440 ¢ 2%,
BalE s> Lew , Tyr, TY‘P BT Y 2% ki ARL
Ko

Ay ¢ ) oL e P EBT L kv T, RE 41 E<
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Minimum Inhibitory Concentration of Semisynthetic Tuberactinomycins

Test Organism CHs(CHz) CO-Tua N Tum N
n=0-5|/n=6 | n=7 | n=8 [n=9 [n=10{n=12|n=14[n=16

Mycobaet. ATCC 607 * 50 1100 | * 100 50 50 125{100 6.3
8.aureus ATCC 6538p * * * 50 * * 100 [100 * *
S.epider. sp-al-1 * * * 50 * * 50 50 * *
Strep. N.Y.5 * * 100 50 * 100 50 25 * *
Sareina ATCC 9341 * * * 12.5] * * 100 25 * *
Micro.flavus * |« [100]| 6.3 * J100 | 25 | 125/ 50 |
Coryn.diph. P.W.8 * 100 | 100 | 100 * 50 25 (100 {100 6.3
B.gubtilie ATCC 6633 * * 100 {100 * * 50 [100 | * 25
E.coli NIHJ * * * * * * * * * 50
Sal. typhosa H 901 * * * * * * * * | o> 50
K.pneumo. ATCC 10031 * * * * * * 1100 * ]+ 25

(CH;)2CHCH-C0, CH3CH2CH(CHs)CO, (CHy)scCCO,

: >100
CHz=CH(CHz)aCO, CHs{(CHz),CH=CH(CHz),CO *

Table 5-5

WA, His. Arg % Tum N &Y 1 85v o387 oz
A, Lyso p4g R LR Th 70 155465 A9, LDERII o
)My ERHY ER LA, Lys. On, Dbu, Dproi®AF x4 L
UK B3 L ENS LAY R —BIEIo B LA, o 2
ZEEIVIKR, B-Orn T Tum N LREFRIUBAT LS LA
UG-l EI A VYIFrLERLASLTA S, LU TR
YX 4L 2B | KBS AT -Dbw TR ME LT ORI Y o
HK3nytv, (L nIEEARERLBY 3 3480 ¢3RD 3 hE,
Table §-§ 0% 7" Tum N cl@Fko AV A~ F LE L £
¥ ﬂ’Grm Erté 3o
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Minimum Inhibitory Concentration
of Semisynthetic Tuberactinomycins

M C [ M C
Gly 50 100< His 25 50
Ala 25 100 Arg 25 100
Ser | 100 100< Lys 6.3 12.5
Val 25 100< }{ D-Lys 12.5 50
Leu 6. 25 Orn 25 50
Ile 25 100< Dbu 50 50
Tyr 12.51 100 Dpr 100 100
Trp | 6.3] 25 [ g-0rn| 12.5 | 12.5
D-Phgly | 25 100 g-Dbu| 50 100
Pro | 100< | 100 [ g-ATa|100< [100<
Asp | 100< | 100<] B-Acd]100 100
D-Glu | 100< 100< || e-Aca{100< 100<
Tum N 6.3 6.3
M : Mycobacterium ATCC 607
C : Corynebacterium diph.P.W.8

* %

DL

similar to antimicrobial

spectrum of Tum N

Table

5-6
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W\ 7°4 N ﬁg-)\ L TL#’SBSL Tum%%

Tua N7/ BEFN LAAL 0fBRE 2L OTER L H T,
TI)BAEERCTI Tk b IBBMoINK, 4 S wREERE0
p7 ) EoRECHEARBRR 0 ) PRSI RAR O T
EA A LT, A4 PBARPEL 11} Table S$-1 R EL
A& GEBMSvT S aBN 147> o T BRI Table 5-7
REHL A ) vxkodbanr. M. Lo B rd Lz
thv%ﬁ#mﬂﬂhmﬂfvﬁ.%ﬁnqsaﬁtanwﬁﬂﬁ
B, A E) AR 3 o B #T<CK S £,

p-7 2 ot arovwt iz Table 57 o koS R
BT Tum N ERORYVRE D A7k roosn i PP s
%ﬁm?w1m%mhﬂWﬁﬁﬁmNﬂw%ﬁ,iShV“F&

lys TH ORI UT Tume N g ) —REHWHEL ET LT,
RERAARAAE  Tume N 2 S EERE R LRt 0= KD
% 3,
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Minimum Inhibitory Concentration of
Semisynthetic Tuberactinomycins (R-Tua N)

R M C R M C
Lys-Lys 6.3 6.3 Lys——E}S 6.3 6.
Orn-Lys 12.5 12.5 Orn——r}S 12.5 6.
Dbu-Lys 12.5 12.5 Dbu__f}s 12.5 6.
Dpr-Lys 12.5 50 Dpr-—t}S 25 50
Lys-0rn 6.3 25 LYs —5mp 6.3 12.
Lys-Dbu 25 6.3 Lys-—ﬁBu 12.5 6.
Lys-Dpr* 12.5 12.5 Lys__ﬁBr 25 25
Tum N 6.3 6.3 Lysgff}s* 6.3 3.

Or"ETE}s* 25 3.
Dbug:r;s* 25 6.
DPFETE}S 50 25

: Mycobacterium ATCC 607
C : Corynebacterium diphtheriae P.W.8
* : similar to antimycrobial spectrum of Tum N

Table 5-7
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F -3 48R0 RE c R v oza AR

AHBBPGT i  TE Y c o R AEEI I AR Mycobacterium
ATCC 607 RRI3IFEMroF&E Table 53R T E> I3 L
o ~,

EP R Tum 0 MY T 3 HBEPH M p-lysa (5-1) EE4
AMY L IHEXI RT3, p-T3) spwWe-7 ) B7
4 nI i (§-2) (5-3) $sWpPpERE-T 2 /) BF
RT3 (54) . (5-8) rdpv1REEER rHEL TV 3,
Zir (5-1) EVEEME | 252K H-> 2 (&¢) . (£-1)
TRAEH BB, 1B, 3o 3 BTRRAO
B-AartEL x> £,

Adw-2rvs) ALKLBE(&-2)., ($5£2) (5-10) (§-1)
OEF: v 1 3 BEAALKELC S 3 1L M LTEA 1?20 NgF 1
RIEL C 552 34REm 2 S 3,

PRAEMT I ) BUASF T IR, BRLTY L) BULIRA CGUEER % <
MY L) BoP TR ZBHE  tHWBKEERE> Trp. Leu,
Tyr 22 T'1# Twm N CEASANIEY R T ENZTEBI NG,

RV, 4 E I L AMBRE TR LR E S Tom
NiemBid 3 R e wlfr,

WAE o f5KE 3 X O 3 ¥ Mycodaclirium ATCC 607 1339 33
WO R GBI LB TIT L ) M En AR 7 I £
OPEY v o, TR -REERR TG R R iR B
1L 2R L AR 0GR CERTH I L MIBEBIM D3, A
R AWE SH°3 SE R L /%6\&\?‘/1%4'11 p3rud>pRa
- I

SAE 1§ Mycoboctriuwm ATCC 4071339 337%‘@{';)% X7\ T g
EHVEH> o7, RIWWRIIT IHEZ VI F Lo BBRE >
TEEL 13, 1) AREERY, Tum N tEXL ALy HE
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AN b RERL KO pOrn, lys-Dpr, H-pliJs (Relys, Orn Dbu
) o FREDTHI. I HETL- T ) EyHIRETHS.
2) B.v-Dbu (5-7) &R’ HPﬁr@s R Bw I pTe) E
M CHIRLC LI TEAVRBELZ VI L EHRL 05 R,
3) H-/s—'l‘_‘;s (5-3) $&wp-Aea (§-5) rav v FRBIER
NREGRDODNES>R. 1), 2), Doz BaABXLSbHET Tum N
Ao BOHBH Z v o - v RR kO 2 IF, B-T L) SBRT
Lo tE—n 7 ) BnBSENYETEY, LEbivTFhn—>50
v )81 viclnal ARBHES LTV S ORBETHI IR
Fini,

-

TAIRAEBR LAt D 5> S Tum B, TmN. Tua N, Lys-TumN\
Ovn-Tua N, £-Aca-Tua No ORD | CD WERE Fig. £-4 1 37,
2RI D IS Tua N % SwiFER bys-Tua N, Grn-Taa N .

€-Aca-Tua N %13 TamB. Tum N % 00 R LML T LI -
>0 ORD. COWHMERLA. Lo 2 e 3374 FEIFT T
N1 EE O E RN FRREES R YEELRAT LARL - Y
9>8CH 13 e rREINS, —FHBERA N £- Aco-TuaN
REVIREOCIRT - Rosfik@P2 >R/ - 25 > RILBERK

WAL RFERT RO > 1L A PHF TG LS 2 4
> Ko

~

X0t IRFHNT4 FES I VT THo L EARIF S0
hA e IR RASTEE D BRI AR SR 3 BENBR G, £
RIS RN RS R L G AR Y U
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Minimum Inhibitory Concentration of
Semisynthetic Tuberactinomycins (R-Tua N)

R Mycobacterium ATCC 607
(5-1) CH2CH,; CH, CH-CH,CO 6.3
NH2 NH2
(5-2) CHa CHy CH2CH-CH,CO | >100
NH, NH-Ac
(5-3) CHz CH, CH, CH-CHZCO 100
NH-Ac NH,
(5-4) CH2 CH,CH2CH2CH2CO >100
— NH;
(5-5) CH3CH2CH2CH'CH2CO 100
(5-6) CH; CH2CH- CHZCO 125
=2/ NH,  NHy
(5-7) CH; CH-CH,CO 50
] NHeNHe L.
(5-8) CH2 CH2CH2 CH,CH-CO 6.3
NH; NH, 12.5(p-Lys)
(5-9) CHy CHy CH CH-CO 25
_ NH; NH,
. CH2CH2CH-CO 50
(5-10) NH2 . 2NH,
(5-11) CH2CH-CO 100
NH2NH2
Table 5-8
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R

Mycobacterium ATCC 607

Trp, Leu, Tyr

Ala, D-Phgly, Val, Ile,
Gly, His, Arg,

Ser, Pro, g-Ala
D-Glu, Asp

Dipeptide

B-0Orn (5-4)
Lys-Dpr

X —

B-Lys

(X:Lys, Orn,Dbu)

6.3-12.5

25 —50
100 — =100
31- 25
similar to

antimicrbial spectrum
of Tum N

Table 5-8 (continued)
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Fig. 5-4
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4% R K o B

MERTYTHELTw BV, NMR A~ 2k iL H Vardan T60
( 60 MHz ) spe,c:}rome‘l'ev %5 Wik Vorlere X L-100-]5 (Varam
VET- oo (620/L) cempulor 1 ) spectrometer 28 v | K%K
MOBER 2.2- 24 -2-35v2 ) ZALKBET LY A
(0ss) &. ok r5A41L5> (TMS) &
RBFBE 1L LT . FIRIRZY 9k LIz Hibehe 124
spectrometer, ORD. CD Wit Jasco Mookl ORD/UV - §
RN THE LA, LeBEEAN Purkin- Edmer 141 Polorimmalon
R, |
FHERAGIE Toyo Roshic Kaiehoo LTD. Power Supply fou
taper Electophoneis Mokl No.3DAS R EY &Y 2 v - BHEE
-H (30 4 1 946 ) o FETER (iFek Toyo Filtn Poper No.
SI)ERN > £, BRI IRFTI 74 — it Herck =) 47
G —Mack =9b L GFasy (2:1)ETT% > - /07 BEBE
Titz=ha—-(0%hTLE=T3K (10 9: 1) $EFWITY) - -
BEGR -k (4:1:2)ERv T BARlLA, 2947 h 549 0=k
75 74 =1 Mench =90 YL 60 (0043~ 0.200mm ) ER V1 T
3> %0 29 ) - LEECBETUIELT 3B A Y ) - LTHS
1FR L 7% ket ikt n LAY K.

6-1 B2FrB73ERAF

2o (Z-Ala-Dea-0Ft) (2-11)

BM?%G?&MWW& 5\0?; (0202’75 -‘EIL) ‘&WWLT—4K/
SomL it L, AT RIPFCL I NMS Lo gAFT AL
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R'&A L Sbzg(oo23en) e el n+ 23 N 78K 3 K 34y
(0.0273 g ) &R 2 A, R £ Ww&vmm—t WW
$/24 (00249 i) AP REILY 40 ml F 0 TFEBRE v, }AB
Frh 2BRALILTRBv-AMBLE. AL A HR2IRLO%R%
SHME -, 1SS SRR 411 X o L, @%ﬁw«ﬁ
TR LOlSER, kT BRI ) Y TR L R S

T3 SN, By AP AHFTAIDR KT 7y
—UHR LA, Y s - BRELT 4 T B L SEAKAT 04 S T,
RE 293 (774 %),

BWWW-/A;& o&:ﬂw&(ym élo&”’;}”“
(Z- Alo- Deo.- NHNH= ) (2-12 )
BWWC‘W%%W'WMWM
(Z Ala- Dea- 0Et) 1409 (000341 2w ) & MN-J/A 4 jLRiL sy
I 20l ReslLERS22ER5 - 2429 (a068> 20 ) &
M. 2BMERERILE, ARAENEREMML, ke
PR3 LABERI N feo RE 20 mg (671 %) 2 ERFKAH
Wiy ) -je—T=FiL-n% s SEEBLRE. FhE 207
~209 C (&), [AT3 -12° (€ 099, DMF),
NAABR . C,84 2/ H, 7.7%7; N 14.19%
CgH2p O¢ N+ 2L o
BEAE : CE4E3H T2 N IR

Beongylomgcontberplodomsl- p.p- diethonyalomglolanine
MLW(ZA(« Dea-Ala-oMe) ( 2-14 )
5«%&7%%% o&&%%wawmm {?abm;w&
( Z- Alo.- Dea" NHNH3 ) 1904 (ooa¢£'44 E)E | MIEBE 13.6mL
CA 4 32l - cTROLE DAL G0 S BAFRE
7894 0384 g (0008586 en ) &k j2ml =L oL 7 ERE
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X7ee | AR dlanine 07208 ( 000920 ea ) £, KBEHN ) ¥
4 2049 (00/¥ ) Bk [4ml ke b L EFHEBR, 0°c T

B Lo B BRI LA, ABE IR, ORE LM G
BETHYL CUBERLL 4 LT L e, DTSV BOKAREL N ) ¥
ATEIREL 2. EREET 3 ¢« EFE S dLEA. R 1599 (72.3%)
S EEHI S0 - Nt S BB R, B 150y (6220)
SHREDAT Y SOMIRLE L, TTYI 4L 0)1-711.%;&,&.
P IR YL G EHLS < %3 ptraei, L 312 | BSFSIIRTP C
o LOBGROEER A 0y VL Y L e TR L, BEK
BELS b L83 A, URE 1323 (621 %) T ds L EHANA
RFEBZ 4 -n\$ > SEBNLL R BRE 177~ 180°%,
(k1Y -12.4° (¢ 1.0, BMF ),
AHHE 1 C, 5673, H 7./%; N, %00 9

szHg;OgNs ct(CT®
HEE : ¢ HE2;H 202, N, 299 %

engplongcantoralolomgl 3- ueitodlehyoroataming ot
W (z-Alo- Udo- OEt) ( 2= 2-18)
2eler ( Z-Alo- Dea-0Et) 2.04 (ovotgge)d 7€} >/oml
ReéC, Ty 2MGHE /ol aim it so4P BBkl A, K
RERCERET 4 1c T L U AF BRI 7 x224T

WL . BAMKT 5 ek shi, che 2 4iken
PITIoml 1z b RFK 3289 (0.0644 &) L RNG 2ml & he

LER T 2APAARE L, KEML T - Fi 20ml E 0L F L SR
BB L o RE 0703 (373 %), 2O EARHFAA LY )
S BRIER L. R 170~ P3¢ Tt ]y +22.6° (Cho, DMF),
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DA o, 5308 H 5855 N, 1449 %
CmH22 06 Ng-3Ha0 L LT 0

IHEAE 1 ¢, 5302, H K94, N, 148y %
BHBRYL  Amax 26 Sm[0 M- 3BT - EtoH (1:1),€ 18,0001 307nm
L 1M NaoHKBA- EfoH (1:1) € 22,000 ]

NMR 8&1 (IH.d 7=13Hz) DMS0-ds
$9.1 (IH, 8) DMso -olg + D20

Bmgy@myc«a@w‘gfw 3wmo£oo(z@o&ma/mme,w@@€
welor  ( ZAla: Udo- Alo- 0Me) (2-16) °
&MMCWW -F/Z - WMMM
ml,ﬂ?é oxler ( Z-Ala- Dea- Ao-oMe ) $vo ma (107 s pen)
Tl lomhiver U, 2MIEH 6l Edor v i ERT
B . SR AR BN BENER L, ok, BEBEL 4w Eao i,
=“Re s Lok A eHEBE I 4 L TRH Lo AL TRIK, SRR
ERE AR S QA HREPES S 4ty LT o nmd et LEFE
poog (167 9t | FMER 15w Sk LERC2IRE
Lt BRERB LAY, A BB 41 E i = hRRLIRE
BB 4 LT L, BEEL 4B oAbt kT EF L B, &
KR FY D avFNELREAMT 3 LRI orH s i it

SV tsan FYBE LA, TR L4 LY ) - T
HHL LKoo B L8R KR §mg (13.1% )., K
TRARI~*29 ) - -T-F o3 FHFRPBLE, RE 116~ 117°,

[¢1} -61.4°(C ¢ 1o, DMF),

AMMB . C,0.90;H K#1; N, 1533 %
Clﬂst-Ov]Ng'i'H;O ¥ L1

MR © ¢ o3 5 H RIS N, IS0 %
B oRYR  Amax 263 nw LoiMEEig- BHH (), € 2§200) ; 305 nm
CIM MaoH B3RS - BtoM (1:1), € (4,700 ]
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|H, &L,J=13HzD DMSo-de
lH, 8 ) DMsSO-ds + D20

6 -2 FI3RLHT I EHADT

WMZW%ZM [ - anecinimcryl sstern
(Z-Ala-0sw) (3-7)

B%mﬁw\?zm 11.15q (0.050 = n) LB 4
W 1o0mh |1~ e L BRI F TR N, Ig'- TR~ % 2
KA 10.30 9 (0060 =) ETOX B, 2RI= |-E M D F T 2N
VA LR 578y (0030 En) 0 TOmh 0 70 BE K4 FREFE
FLhStoast. KATRE) B, 20 REBT-AMWE LA,
FrLrdhe 0ORL, OREWBET 3 cfENLINBI M A, S ha
BB =4 1w - n\t > SEREERC Ko RE 1145 (71.2%).
AESHAIL D - BEMr S L -\ x> SHBEERL L. iR
E 122-123% , [d]y -28.4° (¢ Lo, DMF) .

GFE : C 5629, H, $09; N, %469 %
CisHis OsN2 ¢ L 2 o

Y ;¢ Sh28; H, S04 N, 275 U

Bengulorscanorylodorglabaryl pp- dicthomsalomine
M 2bn (Z-Bla-Alar Dea- 0FL ) (3-8 &)

ompeanterglabanylpp- dicthompalamine By

.wtm, //:;(0 0290 e ) EL S ) - 200ml 2 L, BE

B 3.369 (00856 s )Bmit, 195 ¥ 4 B et d kG R
1"3?%317&&?37 T=. i/?? g2k ¥ 574 "1"/5\*#47 Z Ky kv

i L rBEETEL e ¥ L PdkE O LA, OREPMEL . 4B
WMAHAKI N > > e ATETEZEZ L. 2929 n\* 4> vt

-69-




W, Feh- 9 - TRBLA, REI4y (1721% ), 208 5 L
1B EFERMT 4L ime v LT, AT RIE 405 } Y
L5y 3,03 9 (0.0300 TN ) EmA, c>R): &/’MW
aloanine I—MMLV%L eslen P16 5 (0.0250 &)
it KFTFR VB, L040FB T -RIXBLE. ERER
EMFE LB SIS 700 RLy s Lo Lok, b 4. 2% F N
Y ANTR, kT BATRELT MY AT HARC A, SEIEL 749
SWEBERE Jrohitas BERE L 4 S AL LE, RE
117 9 (748 % ), B& 186~138°c , [*1Y -&6° (c o9, DMF),
AR C 5732, H, 737; N, 394 <4
Ca3 Hss0s N3 v L 2 o
YA 2 ¢ 5737, H, 733 N, %73 %

N'- - BWW -N"- MMW‘* I3
W@ a,ooo( /- Mmmoéfem (Boc- Dpr OSu)
(3-2)

NP~ Bwva% wu@wy@-dp o&mwwmmocma
3 ( o. o/oozs,n/) K20l RHAEL., Yy 245 22 2.
ad (00lS en) Bk, T t-T4IL 4,6-T XA FLEY 3
w-2-9% - ALK r-)- 2 45 (a0l T ) 249 2 Eml
L LA EwA . T {8FF 20 BRMER LA, AR
TR TE T - ) D4 kDB amr, B4 vt R4S
KRETZHUEYLr: LTI S I TR LA, BB 4 1 B
BT A, RABRET 0 n TR 7. JRERT 3 L opAE I
MI3h s T0EFFSENR752 30ml 1-CH LKAF RN,
N-3"2 79 A% 2d K343 2.063 (o010 ) EdD 2, 21
lceMrFian )24 =k IS g (0.0/0 21 ) &I A VHKAF I~
[ B3], > 1" Epv —RIAH L. L FBHREOR L ONE
MBS W AP R B A A F > - At T £ 3 e §
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Bafe LA R 371 (762%) SRk ot x 9 o-n kY
S SEBNLR. IRE2.77 (63.6%), Btk 90~92°c, 15
-30.7 (¢ LY, DMF ),

AA4E 2 C,547% H, 880 N, 4469 %
Ca Has Oy N3 YL T o

YA ¢ S4%175 1 S99, N, 948 4%

N t- Bubiplory candomagl -N* deriyylorycantbovegl- o - diamira-
PWJMMJM% 4 o&ﬂﬂma/m W
2t ( Boc- Dhr-Ala-Ala-Dea-oEt ) <3 3-le)
Wum(z Ala- Ala- Dea- 0Et D ///} (2.4 syen D &
A% Joomd -2y ) =i Jooml 12380 L | M ERE 2.9 mL
X, J0%-INSY Y 4~ KK 200 ma (3.3 SRR E % A X
HREA ef5-> 2o SRR LA, f s IR L OSRENML
Fo YRE 092 5 (19.2%), TonsgfifJa 700 RiILy 30 melR
oL, Y T4y :/0293;(0”2?051\/) EXKAFF i

7. //‘U:,N“ t- %W-N’ WW*dvﬂ'
O&MWW?M - mcomm

( Boc- Drr—OS‘u. ) £0§ g (0.002k0 Ta) B/O mu z $Hvrx
S LAFREPL TKRAT 2888, Lo ER T -RWH L A,
BB ABEMELAAS AR e T 4 ii x o~ L Tok. #
BoET RN DA kBRTH Ao ANILEVEI %3 2T KT
EARKRT b0 h A THEKE L., BENMS 3 5 HRs/E3 L,
AR 1239 (743%), S HFBLT 4~ —\FH >+ S BER LA,
RE )00 (2.2 %), BAE 19(~193 e, [«33 - 102 ° (€ 22,b)
AHE 2 <, 58870, 244, N, 10.43 %
C3tHen OnMs £ L T &
$HE 2 ¢ SE,H 240 N, /o4 %
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N'-t- Bulylopycanborvy N~ bengylomycarboryl - o, - diamine -
MMW “p.p- alc&%omw@rm Mw&.

( Boc- Dpr-Ala- Ale-Dea- NHNHe ) (3=01)
N*- ¢ Bw@&ny Mimyﬁ &”M ‘*ﬁ dkamene -
( 8oc- DPr Ala-Ala- Dea- 0Bt ) S00 ™y (0.000760 ) & N N-Z
A4 nRica? P Smbic e, ENFSENTG - | Loog
(00200 T) BB AT £ 3 3 AL R~ 29K EL 7~
AREBREHENLELIFINELEEET I ) - oS BRBLE,
RF 390 mg (786 %), Bh& 214~216°c (F AE), [ 35-10.)°
(¢, DMF)D.,

B 2 C, 52,73, H, 723 ; N, I14%90 %
CqHeq 0o Np L L T 9

T ¢ ¢ 5328 H 7225, N, [foo %

N t- BWWW-NP W‘”’){M”%‘“ﬁ oamrwno

PWWWZ "B Mwafa,m ( Boc- DPv Alo. -
Alo.- Dea.-0H ) ( »- )2.)

N"tB amﬂm% - deamano -
W ﬂpa&MJMWWW

( Boc- Dpr Alo- Alo.- Dean- 08D /003 (0.00/50 )R 29 ) - 1L 38
ml HARE L, | MokBRAC T R ) Y 4 R IBAAT ml (0. 008w)
EIAT T BB LE. BRID= b 15 74 - THEP0 210y
Mok LTo 3 ARBBREUEME . 23 Wrskdlipa K e
L TREB 4 L Tev, 27T DB L LR 4 LT
DL, BB S LB & AT BARBET M) DA TENEL R0
BoET s e BB H IR, SREBBRI4 -\ XY Y93 F
RBL o W P76 mg (943 %), RUE (1S ~1TC, RIG
~31°(¢ e, DMF Do
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AR : C, 85346 H, 7./¢
CaaHysOn Ns+ 2 Ha0 L LT &

TrEME ¢ C, 8349 H 748; N, 0.0

;) N, 1059 %

%

N& NWMMMW ( H- C,;o( -oH) (3-1%4)
IR (d=1.52) Eml v SOUKICHRE /2 ml 23 - B
FTN—I50C A —10°C LAEPL G SCRABL T 0 RIEFEL B NS
cafm,m?ocbém @M&w& 740 me (3858 sy en ) L¥=
AN LA Ko < OBRAPIR R | md Chp AT 45 L METER
Lo RREBERNF\REHMEAE T )Y At torr pH 7
RIET 3 BRI L. RE S40mg (700%) s Ko

SEHES L . BB S35 mg (49.3%). BhE 250°c (48 ).
[41+23.0° (c 10, §M HeL ),

A T ¢, 32.72;H, $285; N, 32.22 %
Cs4Hun O4 N L T 0

BHAA 2 ¢, 3303 H, &SN 32284

NS Nilrocapasornypoddine sthyl 2%en, Ryorockliniole
( Hee- H-Cpd- 0Bt ) (3-15)

N2- NMWMM@ /00 ‘n'? (o.0004b02i) T4 ) -
W10l i e, TEBLG NS kFEa B £, RRFHR
iR SR> AIIACKEESBUI 0 AN TN B
FlioBEA LA, AARFRLBHBL RS rafltqveov ot
LESE 3D 5 JUNEN USSR N B R S (O X
SHRIF) -nEhrd e, R 124mg (97 %)

tWhKk-T9 /) - -Z-FRoSHALERLE, RE 111 mg
(387 %), BbE 2ig~219°c (45FF)

. [adp+29.2°(C 1.0,tho),
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AFA 2 & 34105 H, &80 ;) N, 2447, &€, 12.54 %

CrHi O4Ns L xL T & |
BIHARL © ¢ 3400 5 H &73; N 24.34;W, 1289 %

N*- - BWW NE- Beryulomscarbford - o.p - olcamine-
DMW&ZGZO”WZM "pf- WW Nc’ W
cwumowcm W 2 (boc- Dpe- Al Al Dea CPo( 0Et )
(3-16)

NE- Nitrocapemgoilina Tyl 2alr Ayolrochlonvide ((HL -

Cfao( oEt) 2640 ‘m; (0.923)EL) & MN-ZA 4 ILIRLA YN
ol b LKAFRIEFLGZNS PV 4T3 /]avma_ (

lo syer) Bimifo SRIZN* thw?cmny@ P. Bomgulany-
CM,@"%-ok,p WMWW/&p a[wﬂo%’
alarmine (a“-p,,.- -Ala- Ala- Dea.- OH) 600 mé:(ﬂ?ﬁ‘ wen)r -t o
tzan72@84 K /zOma (Io~')f:u)'&1)--;tl~ P25
25l RL P LTTBAE, SRVT L 0ZREHR T2 70 \F 2L
AILKT 4 SR 200 mg (0.9 2yen ) ado A LIOP T = 2B ML
HLE 23 RERT-RPHBL, RFRLMERMBL 2. KA
EWEBE e 4L Lo L RIREE UL oo IE J0% 7 T > BRAKTE
S, K, RRAD BRI 7 MY Y 4aokIRAR, S T FRL £ CRE
WY 3 T AR o % g i, RE 290m (356 %),
ZEAERAR Y ) - ILERT ML 41V -1~ 7Lt SARBL
oo BOE 206~ 207%C (5 R8), [R1y-214°(c Lo, DMF),
SATH ¢ C,89.93;H, 694; N, 1$.82 %

CasHep 01aNw 2L 2o
R 2 ¢, §124;H, 674, N, 1616 %

- T4 -



N'-$- &W M'NF WW-%EW
PWQ/&MM “p.pc Mmdmvyﬁ N milo -
cwm (au-p,,., Alov-Ala- Dea CPo( “oH) (3-17)

M"l -t- B%@WMM«% WWWW-O‘CJI /o,&u;:w
-N
W M?ﬁ Lféu%:g Alo.- Alo.- Dea.- CFo( 0Et )
550 m (0534-~-)t/o) £249) -nl)lmd RHAEL . I Mk
BEIC T VY Ak THBREIAVERTEF LA, BR /DTS
74 - TR0 2Ky b ol LRI, BREBREHBERML =,
A3 NI EAr P LEFBz S IL T3, L. 7 T P BT
Pz C e WERET 4 0 T A L R, BEBAT 4O R T T R BARRER
TV Y4 THIGELE. RERMT 3 CEFSMAIE. T hEeT
2)-Nn—-—T-FILHIARBLE. RRE 400 ma (76 2%,
& 177~ 150°Cc (TRF) ., qu'; ~15.0 (¢ o, DMF),
AMAE 1 C,49.36 30, 6.55; N 1617 %
C3sHyy OyNio - Ha0 L L T 0

AL ¢ ¢, 4%06H, 659 N, 16.35 %

ONWJMMMMw -McMMW
(Nps-Ala- 08w ) ( 3-18)

o-- Nitne MMW%MM &?merw

423 9 (o0t0o i) & /oy 7T SHOKERLEBM LS ILoRAe
Mg, PR T CREREGENIFRL 1S5 =ReaHE Lk,
KEETEW. 410 g L BELL S L B E B b € TARTIKHY, Bl
M TR A vHEL A, BT et nre. 1R

(93.3% ), WEHERLL S IL SO ml 12 Lo LA TR NN-2"27
BN hNKRKIT4N 2_063 (ooloogn ) gt £, AR I-
b"”?/j’\7ﬁ£/)i)\/lf;(ao/ootw)i7)~ ehny
7>20ml RYHULAMA, KATFIL 208 51 TIHC 2 B
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WHLE. ML s oL, o emE RT3 condkdgor

B3I, R YL BIRz 3 e Hfafe L Fo YR 3.00 3 (324 %)

R ELEAA Rt -\ oS AR 12,

BLE. 154~ 156 (). [x1)7-£3.3° (¢ Lo, PMF).
AF4B ¢, 46.125H, 3.93; N, 12.56;8, 9.20 %

CzsHiz O4N3S e L1

BTHAE ¢ C 46.01;H 336 N,123% ;s .45 %

o - NWWVWWZW‘ﬁﬂ aéw%n%
aja/rum.c WW (Nps Ale- Al& Deq. OE't) (3-19 l?)
BWCMWW/’/’ M@W W
2alin ( 2-Ala-Dea-oEt) 00y (244 392 ) £T 91 -1 30
ml e U T 0220 (367 9% ) EMOA 10%-)10F D) 4
-RF roomg ERESEL L thox | KESORY TRAER E4F, K,
SRR Sk EALEFT > LIRARIEE o R L IR EHEMT 3 oA
B, CHEZDBAILA 30mL 1T €L &—/WIWM%-
Wm /- wcmwmo% 2aler 0. 82?‘3
(244 syen )EMR , KAFREFLEN I EY TSP
0269 (2 s9En) M fo FATR | FA . 1 5 r E3hr -
ﬁ?i# 7. EFREAERERL , 45 5 W apAey SBERLI 4 v R X
DL, /0% 7 T PEEACRIR, K. A4 RIOKE ¥ L 9 Y ANCER
KoNQILh:R L, BABRB< "2 L THRMEL A, REZRBET S
LAk B I, AT Y EMAS LEERILL R, g 96.2‘)";
(77.7%). WEBFRZ 41— \F L) BEESL A, RE
767 mg (62.7 %), B& 128~ 131%C, (Yo -29.3 (¢ lo,
PMFD,
GHE : C,50.33;H, 649; N, 11.0§; S, 63¢ %
Ca Hsz2 QgN4S L T 2

HME 2 C 50395 H 6445 N 1119 S, 641 %
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0= Nitrephorboulbfrrglolanyloloryl-pp - desthonglomine

(Nrs - Ala- Ala.- Deo..-oH) (3- .?.o)

o- Nitrapkemylaclfur lakomylalamgl - odathomgalunine
W‘MM ( Nps-Alo.-Ala- Dea-0Et) 7sv mg (150 s9eR)E
29 ) - Sl RHAEL [ MAKBET k)Y 4RBREWRT
/S BERAPEEL oo L ndREEARL B B gl A 3o ml
e LRI SV T LR, REE 7T BAEYE~ U BERE Z 4 L
THHL o KUKV ENRIER 72T 4 TEM LR, RE KM
13 cARHrPsdt, sk At L G0 A3 CBLL £,
BB 69T m9 (18.7 % ), W& AFTHMA - R 4 u,-n-vf
ToS BRRC k. RRE 145- 149%c (AF), [*1p-32.0°
( C Lo, DMF Do

AMME T ¢, 47.93;H, 5.99; N, 1.5 ; 8, 4o %
ClaH23 05 NgSE L1 »
FEBE : C 4829, H 5175 N, 1126, S, 679 %

o -Nihophernglaslier sl - V¥ mibrocagoresmycioline
(Nps-Gd-or) (3-21) s
N e cloline. 2.003 (9.2 yer) & | MoKBRAL
FY DaXkaBR /o0l LA E Y 40 md RIBEL LA
| MAKBRICT ~ DY adkiFR Vo) mL &MT L %455 8- nidao -
ehleniole. 1929 (1.0l syen) LR AR AN
T /S M oA, q3ooml dinAT 7T > BB R LA AT
LB o LE, aRElEls 4 L THE LokRL £, B
MRy r Ly a v, REFMET 3 cpE eI on, %2
REBrBBGeAhber. RE2.57, (241%), 2hETLE
VIR 0 S AR LT *fxi 2. 555 (747 %)« M
130 —(71°c (4 8%), [oc],, +30.3°(C 2.0, DMF ),
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LS¥4h : ¢,38.91;H, 3.94; N,22.56;S, 8.5 %
CaHup OgNgd ¢ L 1o
BYlE ¢, 37.92; 1, 3.%1; N, 22.69;8, 266X

Nt~ Buylomconboragl - Lergylorgeanforyl -2
WW acxiok W«W ( Boe- DPy- oMe )
(3-22)

N*- Bumigplomgcanborigl- & p - disminspropiondie acl 1377
3 (0.0679en ) &K /00mL KRB AEL, Y THIL7 22 (2.1
ol (008632 YEMWAL, T2\ t-741v  4b-24 40 B
I = 2 G- NANKE ) 15304 EAFH L 3oml
RedvLBemat, To4fEqc 20 RAMIEBL . LRE
R AT T~V Y 4k S mL . K30 mL ET0 X BERR
THILT4FLE4E AR E7 T OBEE R LA BFIRT 4 LU Tl
LE. BERRT 4L B4 A shv, BAGRELT Y 74 CHRLE,
AT 3 eI B S, CERER T 4L seoml 1R ESL
PIVEY L~ TLBRES T VA Y)W HABEL G532
chodt 2BNERL A, ToRBRLE A LB Yy 2>
LARE L URE MY 3 ca RSk, S nAt L g
WA - KBF TAEPY 3 kRl Lh . RE 15479 (20.5%)
KGR - - F o SEERLE. K so- 52°¢ .
[*1) -5.8° (ctlo, DMF),
H¥AA 2 ¢ 5r.02;H, 692; N, 7.90 %
CinHzye O N2 L L T 9
BN . o, 572945 H, 6875 N, 795 %
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N & Butybomycandoral N (8- mibropherylouteryl - N*
WCWW) ol,/.’o ol(wwyaMWc a.owr(

WW ( Nos- ero e.) (2o22)
" adylonyeanborgl N dergylazpeanlorg s oy
aecol arelhegl

.“mMJ(BM-%m oHe) 475;
(00135 =iw )& NN-Z A4 LR AT 2N goml i EH L, )\9)
Zou - Z SR L TARERAY CHBEA 4T, Ko SHRC
Bfe tREA . BIACOTR L £ IS 6-ubre -
NS- ca//a/w&nyac'o&m,a, 57000? (00135 =1L ) |
ARy oy - 2,08 4 (0015 zw) e A, —FHr%-> ~
CIZTHRFLNN-3 7B F0h LKT4 2R 2leg (
0.0/ =it ) SmAT KBTI 2B, 1 SREBr —REPL A,
BEREE LB S EFEHRTERLL 4 L S0 A L A UL
oo OAE 0% ) T PBEAEAL, ok, RRRLBBEKRE T F ) 9 4dC
B, K CHF CBAKFIRR T A2 A TRIRL Ko SREREET 3
eI, RE (339 (F2.2% ), MR 155~ 160°C
(212 + 599 (C Lo, DMF).
AAME 2 ¢, 4271 H, $£37; N, (1873, S, 547 %

C2|H3009 NgS-H.0 Lt
SR : C, #2855H 545 N 1904, S. S48 %

N t- ButylmgcarBorylot- (o- mibrophenyloutferglolomyl -

ajamxy@/sﬂ WW N4 WWW@)
o(f:’ oammmm”mmo QMWW

(Nps - Ala- Ala- Dea- Ero(—. > (3-25)

IR O« B PR N

oc-Dp\—'OMe.

N t - Butiglomgcandomnyl -N- (0 - milrophoryglowtionyl -

NQ-WcW'myoodyZ) % - diaminoprepionie acc
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NO2

wwﬂyé 2sle L ( Nps-cgook_gp —oMe.) 590 mg (0.976 svE ) &

29 1-1loml RiFREL, oMK FE-FFI ERF DT
5> 45wl (09039 iL) EMALBRTIIH LA, 45 5408
LEY 37 o2MBKE-FES5ErD 795> 1ml (023Y

gn) tfme o | BETAREMAELI - FLpE Wn-\ FY

SEMAZLAERMIEL R, BE 339.mg (88.3%) o 2
4700 KLY 25 ml XL ¢- i -

M”’Z“”‘?Z'f'/" M@M 353 my (0.747
i) LI-ERDESNLIFY TV /l/m; (0.822 zy=n )
fAt, H-BRL%, RCIITHKETRIHEL 4255, +Y
IT4HIT 2y 776 my (0.747xy2n ) &F0 %, 2 vwTNN- 2"y
7oA SULANRKTL TR /70»\7(0-8'22591,'») A, d
AFr 2858, L SREIBRT-RIWHALA, FRBREABENRREL
BINEARWEBBMI S L oL RBPEORL A, alE /0
7T > RKTER, ko, RpAaEBOCE T ) 7 AARAL, KRR
LB AT 7 %29 4 PR LE . SRERMRT 3 ¢ FiLiko @4
IS, $65 mg (T%07), CRESAEH L - I-F U
*SEBRME, B 372 my Ch.o %), BhR 203~ 204°c
(M), [XTn- 33.5° (cro, DMF),

AR 2 C, 4702 H, 623 ; N, 1677; 8, 3.92 %
CsaHse OuNy S % £33 L0

BtEME 2 ¢, 4720 H 6275 N, 1672; 5, 3.80%
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N'- t- BMWCW N*-(o- MWMW%
Wafaﬂd'ﬂn olicthersalomgl - N utrscogprseommoidyt
>°‘/3 mewo((NpsAlaAla.DmCPd )

(3 26) BOcDPrOH

MO>
(Nfs- Ala- Al - Deqo. - Cg

900 (/.03 ayven ) &1
a¢D’>r aHe) M? >

8) =l Yol I LBL | MKBEALT VY akZBH I3 mh
(.13 392 ) tho A QML £ ARRHE DENMME LS5
ik E K Jooml )2 CO L BEBET 4 IL 1L 2o KF Y
ToEERIEE CHEBEL S U L R R TSTF LA ERBER 7 X
SOATREBLAE. BT S LA AR S T - FLE A 3L
e L £ RE #/0 g (130 %) AFTHA RS 9> -1
~FILYIERBLTE, BB 173~ /74% ( G5/, Ch
-32.4°(¢ o, DMF),

BRI : ¢, %37, H, 634, N 1672, 8, 377 %
CosHst OuNn S -4 C.Jetn

THHEE ¢, 4héo; H 615; N ITed ) S, 356 %

N'- t'BWCAAjM%'Np (6- /fwﬁwrﬂwy(oW-
Wwfwwé -f.f3- o&ﬂ%o%ajwwyf N mwwcamw

WM&IK) o(,/j o&.amwkmoyomw aecof, /MMLW%
edler (Nps Pla- A la- Dea- Cik ) (3-27)

Bac-Dpr 0Sw

N*-{- B cartorygl-N- (o- /,wvaAMW%
Wm'/’ﬂ -clsilorgalaniyl - V- mibiocaqompilyl)

A, ﬂ WMWW accel (Nps Alo-Ala.-Dea.- CB;::(_-\ —oH )
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1003(/1'7 ven) CLi-e bR 2ran 284 I 80 my (
L2y syenr) 1,1|~ END 752 100ml 1 Lo LKFFEATE
L% 3 NN- 2o % i b i B89 & 260 mq (127
Ynen) thok T 2BSRTEHL o L3 TSR T —HIRHF L K. ok
EREE LS WASNMIWEABM L4 Lic O VEAEHZeRL £,
2 &‘& 10% 7L .‘/Kali%ﬂ,,ﬂ(, wuﬂwﬂﬁﬁ"' | ‘;)L\’K.‘XHL’
KTHF L, AR~ 3 A THBL A REAEET 3 4
AL n B4R Sy k. A E 740 (86-3% ) o AEAFR R
AF9> -\ N> o3 BRIBCE, G /62~163 % (H )
[13°-31.7° (¢ 49 DMF ),

AFE ;€ 4b6.90;H, bod; N, 16 %I;S, 24+ %
C3rHs¢ O NS X L 0

HE : ¢ 46711, 585; N, 1692, 5.321 %

Cycle - (N* t- Butplopyeantoryl-oup- diominopropionyl -
W«Zwy@ - B W;M N WW%“M)

<Boc-Dpr-->A|oc*Alo. ) (3-28)
f—cPou-oeo.

Nt BuZylony c W'NP (o- sitrophergloctpernylaloryl -
a/nmyz P W-N" Wcmu%)‘

&MWW accol /- Mcomzwwobyl

Nps- Ala-Ala - Deo Cod 7
( pe=Alazfla - Vea- B]:cSPYOSw) P60mg (101zvEn) 27105

LR 7% Joomline o o/94MIPLIEKk -F kS5 M7
52 1.4l (2.2 3y e ) 2ok v ERTIRRL £, | BASS
RIRESEIE 4% S Kby i KL - F i EmA 3 L B LL,
oIS 4 10 my (987 % )ezhE P4 IBIL LT ITE ML
IRl b0 THBSRAMTRIPHF LGS ) 2P A
SEBR e > tHMTFLE, 251k 30 BRIFH eI . REHR
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T 3 Lot mogs e, > WEBEBET 4 /i v o LokSBL R,
KR E 7 rahicavRE CARL RIL, BORREER "R 29 4T
Bl ., L1 1BAMRAs 4 W B & /0% 7 T BB, K. Fofu
HEORE T 09 aokBR, KTy, RXBEBIR 72 %4 TR
MLt, soornoaReBBrsL g ta b TRERML. B
SWAMKEES YT Y Ip 241 EVHB LA, ypoRLy -
9 - RTBET 3 e K BRI R A 25 mg
(3272% ), ZEATTRAIRL A9 ) -~ L-T —F it SERELEA,
Mo, 250%c Ak, [ads-30.2° (¢ /0, PMF),

SRME : C, 4549 H, 670, N, 1967 %
CanHat Oy Nw* 1.5 Hao ¢ L 1o

YA : C 2543;H 492, N, /963 %
A3 (BREARSA) T43 ( CauHecOuNiw - LEH, 06 L T o3t
KE T4 )

(Al® Alot ]~ Tuberackinamene. N WW
- r-» o;-)A'OL, -
( HD’EC;L'&W&J ZHCL) (3 32)
Cyols - (8-t~ Buiyloryconbomyl - op- oorimaronsrpisr y -
o.fm%a/am?«@ - MWJM%’NQ-WGW-
rrnyb‘:o% ) ( Boc-Dpr»Alo.—*A(o:] ) 2 oo “s! (0‘1"275')“")

NO,

tcﬁit-Uo(a.
txz9)-n Somt IS ML, B 2L l= LS L, T
Y 02 e BRaET 5, . 25 BR T RN EER, B
EOM L ORERERGBL A AFIrARME T b - | MR
B C1:1) toml el T sHMBMREIRL £, EBT T AL
LA Mam«; (9.99 zven )i vTsR - ELA, =
NERIERE 30°C AT UREMRMLIBS el gr 24 ) - o
-T-Fh eI CEN LA RE 207 mg (F1.3%), & ¢
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k-9~ BRERLE, WY 24 mg (41.8%) .
ftE 260° ¢ ke, (41 -23.8° (¢ l.o, Ha0) ,
HMAE 1 ¢ 3203, H, ST N, 2596, 1.6 %
CiqHs OsNu €y - HaO ¢ L T @
HHE 2 ¢ 3900 H £27; N, 2846, 1191 %
AL IRIX A max 268 nm ( Ha0, £ 25700 ) ; 267 nm (0.1 M
HCL, € 25,400); 30/ nm ()M NaOH, £ |2, 400)
NMR 8 7.76 (!H, d,T7=13Hz) DMSO-d,
3 7.76 (IH, S ) OMS0-dg + D20
s g0 (lH, 8 ) D20

Dt Suylomgcorbomglp bysins. |- succinipnid
24l (Boc-[}- Lgf:- 05w )

Dc- t- WWW (3.32; (e.0ol/0ori )L,

N-AGw Ty > Lol g (ooleo e ) EREB LS L S0 mL 1~
oL . 2B-KAE AL NS oD FBETS 1 )08 g (e.0l00
L) o, 3EBTERC L. MY (AL OR L, oRtE
“HMBUAELG NS 7 VA9 2z - FILTHERE DA CFEHEL
o 1R ERRt L -RIABEFY L. BREREH LB S 0
Rk e TFS ENDTT52 20ml 1IEOC, |- D F L3
NI L $.75 3 (o.05002i ) 2 LAWFE L% o 3 FALHY
AB 100 mg TEYZ 4y Ll ml RO LT DA, 5 B5R
TER CBRERIHEL 2o BIRAANKOERERLL 4 LB LTS L
Akt A 34 F EwT IFRL, DRE Y ) > BOKIBR, K.
v12.Y 4 T & SANIENE - R 3 AW T ) ) i S P
THIRL . INERERT 3 oA S, A T BABAS
et fhde L o 428 2879 (64.7 %)o ZFKAMR BB LY
W-rAR Y oSBTl L. BRE 127-129°% , (R]p -4.0°
(c o092, DMF) ,
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D4R 1 C, 54 16;H, 7150 ; N, 9.4% %
CaoH33 03 N3 L1 o
AN : C S426;H 728585, N, &3 %

[Ala. Ala’]- Tuje/mo&mommu 0 Mmm

( Hep-Lys- Drr»Alm»AlmJ SHCQ) (3-1)
T Cpd « Vdo.

[Alm Ala* ]-Tua N - ah,ﬂyahocﬂm,w&, S0 ™ (0.958 =y
W) BEASLRLUT IR Famd 2 HATBL, oi-t- fudyl-
Sudylonycarkoregl- phppine |- auccimimislyl aen. 46

mg (0.103 shen ) Eami. TRTIHEL AT RV 47
> /0 % my (0.003 Yy ti ) Biok T —RIMFEERY 2. REN
99 3 caafkdpoiBsd, TFSERND 75 2 &8WA3 Lo
BHAC 7% > o cwa AT F ) LFKETRE, koL TRE
Brsn e e XK aHMML sMBH | ,ml S0i TVERT
BOLAMFLE . AREM~TY) -IL—-L -FILEwAs3 LB
L A L SFmg (905 %), ST FY9) —IL-Z-7F
R SEEERL L, URE Fomg (624 %), BRE 250°¢ (451
)o [R5 - 264° (C o2, Hao ),

HFM : ¢ 39.24; H 6.29 ; N, 23.82;CL,13.72 %
C27H4407N13w3°H10 tlLTo

FPL €, 30.245H 6325 N, 23,70, /390 %
BILRIR. Amax 268 nom (H30, € 23,%00) ; 267 nm
(otMHU, £ 22,800); 295nm (IM NaoH, £ 16,700 )
NMR § 801 (IH, 5) D20
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6-3 4T M IR TP

N- - Bu])yfmcmw N"(& MWWM%_‘_
N3- Wﬁrwow@e) d/’ MM&W accol
(Nps cpo{-, ) (4- z)

Boc- bpr-oH

N Z- B«Jy&vy W—N” (¢- WMMMM%—N?-

melnoe ) d,,a Mvwomc
el WWD(NPQ c?o(—, ) 3003(5-2_4

Bec -Ppr- OMe

SYER) BRI ) - loml PHAEL [M-KEBfCT YD
ANKZBR SNl ( $72 e ) AT EBTIRF LA
30 A ERBHERERPELAS W RABAM ak oL T,
BERE T4 v T L. AR L EXAABE= 9 2 2 Y o TFURL £
BERMES 3 CoAILPHE s, T — T ILE L 3 CHILHEE T
Wowr. BE 2493 (750 %),

SHELEAFAL S 20\t LT LB LR ETRS
NAKRKETE T 4 L) o Lo 327 DA 2T L Bt
A, T-FhEMAICHBITA (L, SHEDRL, 2§ 7 -
Jo-T =TIt SEHERL <. BK 213~ 214 °c ().
(k)2 +43.8° ( C Lo, DMF ),

AP4E @ C, &1.57, R, 6.96 )N, 16.79; 3, 440 X%
Cssz-|01N7$°:£CH3oH X L19

Y 2 ¢, $AT7TjH, R0V N, 167258, 428 X
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AR IR, SHEZV YT AFAIAREFT 574 —
REYEYLE. v o -BEBET L TIRK L, AU ER L,
wF 454 g (I91%), [«]1y +16° (¢ 2.3, PHF),

AHE 2 ¢, 5%26;H 194, N, &0 %
C24¢H3s Op Nz X L 1 9
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DR EHIMHEES BRI o E s AR,
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flb)'&NN-/)L4'W}f\)LL\T-)~ boaml RY S LT, )39
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00423 TIL) EFFSENF I3 100,mR IR CH LKRAF I
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A48 28R v EB L UL T I L R LR E O R
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ChEARABR I BES VAL DSAN)IRMNIGTI 4 —n 8
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CiiHg 0Ns X L 2o
#tYE 2 ¢ 5150 H, 222N, 672 %
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(32s9en eto e -RAMEL £, BERMLKE o2t DIR
LE. Sha Ty ) - - KOSHEHEER LA RE 43 mg ((K41),
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P42l 204 my (0982 syen ) Eoi AAFT v 288, 40
BED-RITH L. BEMMF LGS AR E BEBLT 4 1 1
COLAL LAERE IR UE. IRE Jo %) T LERAIEHR, K,
Boho RBKER T ) ) AR, A oA, EAKRBS )Y 4T
B C o BENMT 3 RS XY > a3 L
LR R 76D g (909%) . >WEEFRKT 4iv - nont Y
SOSHAEBLE. RR V30 m (720 % ). Be& 125~/27 %
(215 +S$%.6°( ¢ Lo, DHF) o
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3°¢-DPY- Sey- Ser Dea.-0H
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m%cﬁww%—d/i WM—O—t W
Aﬂyf 4w9&«47€ d&ﬂ%n7¢&wum* 4&@%&
el ("P’ -G - ;:,: ste:' Pe.a. oEt) 3 (146 syen )
tr9/) -1 3ame ITHAHL, 2M*M4’L+)~‘) b 4 AR
0.73 ml ()46 3yen ) i1 30 SMERTEFL £, 23
2 2MOkBRSCH F Y ) 4ABA 0.3 b (073 syEn ) ER
3 IBRAALE. BRIBRR K Jeome SI02 , BEBE T 4 » T
RI R IS B AR EB LB L T3 2 TRTHSL
RokBeAb LT 7T > HBYER L o BEBRI4 L THS L, @F
M4 Fakt i BARET F)9 a THBLE, NERMET
3eAKMEBId, Nty S EIORS LEHKL‘/'.. RE 1274
(87.2 %), & I30~/32°c (4fR) . 1y + 5.5 (cl.o,

PMF ),
A& . C, 4777 H, 610 ; N, 1437 8,2.96 %

C‘H H"I Ou NuS: +15H0 (20
HHE 2 € 47 755H 4265 N, 14975 5,302 %
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A—mf— 0-t- Wﬁé &Majmmw /,w.com.

0’7

mwoére 2l (Nps crd *Bu tsw > (4-8)

Boc &pr Sev-Sev-Dea-0Su

¥t bty lompconbory N (0 pidnopiry Coulfamyl- N
WMW) A3 a&a/frwnofw 0-1- W
,w%mo t- Wﬂﬂ W

(NPs Gdq e th ‘) 300 mg (0399 syew)
Boc-Dpr- Sev - Sev'Deo.. -0k

/’eENoryan )l 3P 3 (0329 syzu ) EF F5¢€
FB?25> 4mlireo LRBPFTRNN-2" 220\ %30t LK
FAZK 67 mg (0329men) A TTFLL. 2BMR T
TRt L —RIERELAATH R L IR, IRERER
fE7 3 c @M OBs . T hEMB IS I oL 0% T2
BRAKIRA, Kk, BAv Bk R T b Y Y akIBR, Kol 439 L,
RAMBrr D aTHFRCA BERKET S cATHOA 3w
o x B 314 my (985 %), L ERFM IS v-x —7F /L4
SESwmL . T 234 my (70.2 %) . & 122~124"°¢
(A1) + 4851° (¢ lo, DMF),

AHR ¢ C, 48125 H, 637, N, 1483 ; S, 280 %
Can Hyo O;pNi S *Ha0 £ L T 9

YA ;¢ 4232 H, b0 N, IS05 S, 237 %

Cycle (N'-t - $utylongcarkorgl - &p- diamimeprapongd
0- - fuligloergl - 0 t- dutyloeryl-pyp- diethongalaryl-

N 9- WW@LM ) ( Boc- Drr-»;z‘;é;::;l ) (4‘ 1)

t MOy
de ¢ Dea.
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GuZyloergl - -t dudylongl - 5 5- dlicthongaLorime
/—MCM"% —“’G/b (Nfiy-c}:z—, tpu tBuw )

oc‘DFY" Ser -Sev - Dea-0OSw

1463 (133 sy-ic ) E7F353ERNBR752 )5 mlizY L,
20 MIBfHFK - T 5 FR 75> 1.3/ aml ( 2.6( =y2i)
AT LA, & 3 I BERIA o md (133 zyEn), LS
BRI 0.8 (L33 2yei) E123 i, R RMIEIL
2 BEMAR I RRETRR L B S WAL T - F i Ewx 3 L BLL
o RE 1169 (793 %) o TRE NN 4 Lihig P b
276 ml 1E L, fotc ab Yy 200 ml %A EHEAR
Z#FLRE> T JEEMee ot IHT L, X 31U 20 BAMRHL
SRERFE S Akt N A S h 549K T4 -
R EYME LR, ZRoRy - A9 e TIRE Ladlin e L1
B, T -TiLEmAIcEMRL L, RF 272 me (2446%)
AEAIKBIL X9 ) -1 =T -F Lo 5B L, fhE 250"
WAE . [xlp -30L.5° (cio, PMF) .

AWE 2 C,49.84,H, 14T ; N, 1642 %
CasHe2 O3 Njo * Ha0o v L1 |

FHEWE : ¢, 405251 T4 N, l4.50 %
/ﬁ%i(;&(iﬁ-ﬁﬁiﬁ) ol (CerézO,aNIO'HzO L '?"’if'ﬁ»'ﬁﬁ
849 ).

4-8 1.%23 (29 z9en) @R, R 2 EIR(10~

Isec) 45w, odBERL r AR EAR E4- T 4-F LBA,
RE 275 mg (256 %)
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H-Dpraser— Sew ‘ ) (4~10)
( tCPoL*-Ud-c\.J 2Hee
Cga& (N“-'t-BWWW-D‘.ﬂ- WP”‘W’

0-T- falyloeryl- O- t- dulyleeryl - pp- Wa/cw?«@—
N ibrocoprtomycldyl ) (9 Pprs Siv-s sov )

tg;:t.e- ch,e]

/00»»1-; (0.12059€i) ST G ) -~/ 20 . , K 3l ik CO
L, BERL 00 ml S0t V524 ZEMRr-TERER €45,
o |?BRIBELACIITAREYH, MIFEORLE, O
CRERFL. BErRI~VL €L i mATITRERMLLL. o
Y LB gy b9 2 A 0B 2 mL Bt X 30 /5FRT
MBLE, BERR 1 B3nrzdiimevel >~ 2M 58 (15)
) 10 ml el o SR REL A, B L AR
260 my EALERT-RIKELE. 30° kT TRENML
B rizdip~29 ) - -2 -F EmiL3 )l £, T
EORLA-ZI ) - SHEERLE. RE S0 mg (£2.7%)
SMEK-TY9) L t3REERCE. RE 42mg (570%)
¥ 263 ~264°c (AB). [ r&Emr v B % Tua N: 263
~264%c (55, 85K 243~26¢°c (AAS) ], [x1je
~$4.0° (¢ oo, Hao ) [7\‘&‘:3‘73 %y R Tua N : E“];ﬁ:
—50.8° (¢ oS0, Huo )],

AHE 2 C 36760 552 N 2479, 1128 %
CiqHss O3 N ce - i‘ H20 YL o

FHAE + 3440, H L0 N, 2470 &, 1137 %
TR Amax 267 ( o0, € 24,400) 5 268 (0/M Het,
£ 26,700 ); 285 (o M- NaoH, € 17,000) [m&K¥ps vy B
7R Tua Nt Amaxr 267 (Ha0, & 22,000); 267 (0IM Her, €
22,000) ; 286 (0.M NaOH, € 14,000)], NMR § 802 (I4,5)D:20
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Tuberactinommycin 0 Unihyobrgchneniole
R- -L""'s-p r->Ser-=Ser (_‘].‘_‘__‘_)
( o tpcpde-udmi—J .BHM-)

Twderactirarnmire N akﬂgdwu@@uhh- ¢01ﬂf(
0,061 s9ER)E NNTA$LALL TN 2me R AL,
dL-t-Wo«,?m@rn?{-/e-W [+ Amecomomaobyl
el Ji‘/mé (0078 syzw)Etod. FEF LGS~y 24
LTy Fms (0078 s 2w) tH0i - RIEH 1o RAIEME
LABSQ R PIR T 5 € D 75> Eho X3 e LAk 0SRsmes
M3, LHERCHRRLESEERY A, e 4 MIBMO ML
R LVERC 4o 5P LA, RRBRRLII | - L—-I- Tk
T k3 CHERMI LU, RE 4% mg (F67%), 2T
FAMRA K- ) - SHHERLTR. P& 240~ 2¢2°¢
(M), (R : 2¢0~2¢2°C (M%), REM : 240 ~
242 °% (AW ], I -760° (cot3, Hao) [ REM
s w3¥-rd2°(cosi, Hao) ],

AKE 2 C,38.1%; H, 6055 N, 22.94; ¢c¢, 13.5§ %

CosHags Og Nz €l - # Hao kLT 0

WHM : ¢, 38./0,H bol; N, 2311, /350 %

WBBYIR  Amax 268 nm (Ha0, € 25590) ; 262 (saMHE,

€£26590) ;286 nm (0. )MNaoH, & [74c0) [z : 2635

(H20, € 23,800) ) 263 nm (0 I MHW , € 24900) ; 288 nm

(0.1M NaOH, € 13,200 ) ],
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o DERIMBLIBS W R EL Y ) -1 ko CTRARAEL
100 my & ok ) TH LTS VLSRR L AR A, TR
T A4BE IR L. RETERE UEERL T 4 LB oL, AL RS
54 FEMYT BRL Lo DRE /0% /) T 1ERAHR, K, 48
FEBAET MV D AKER, KURF L, BARBAR 22 Y
CHEL o NE RT3 AR s, n- At ) L aAmk
SefBgRiL LR YRE 3205 (3L1%) ., SHEFE I 4L - n-
ArTSoSBERLE. BE 237y (60.3 %), TR 69~
7/°%¢,
LBt C 60,76 ;H, 774 N, 7212
Ca0H300¢ Na Y L 1 &

BHAE : ¢, £0.89H 767 ; N, 710 %

%

-t - BulylonycanduryC-'- borgylomycondorigl- -y
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NPt - 8«,?&47 awﬂny@ Wcanﬁmyé/x W
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A b I B S'M)-t»\(.ﬁ%mv IMKFEICT kYN axER
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2.43ml (2,43 syen) WA VTR TIRBLE. 2. S BETX
R, BERM L. B3I WP E KL L O LREBLT 4 L
Ty, KBEH T BB L L, T 4L vHA LR, BE
LI 4 LBeRTHSTL . BAIAR " 42 % 4 THUIRL =, SBE
BB 3 raAda B n-\ 4 H L shoA 3R L £, 4%
Briomg (876%) o SRIMBISL-n-ty o0 3RK
KL 2. RE 740 my (202 %), BAE 2991,

GRAR 1 ¢, 583 H, 244 ; N, 227 %
CiqHz290¢ N2 L T o
HME ¢, 50975 H, 242 N, 7.36 %

N t- ButyLowycankorgl -N' - Wc«m@w\y& -
Mr\&, / - MWWM ealen (Boc -Lys as‘u.)

NP- - BWWW—N—MMW-/!-
,%«MJ.- Bo.-p- L)«s oM ) /703 (00 9y ®i) 'éWﬁm{I_
41 20 Ml Re v LAERIL, KAF IR NV -3 20\ % v n

AIRYAIFEML, v |-EFD$3an284 38 26)
g (o0 zyend 5A 11> 10 me RiES L ETBRE WAL,
AT | R, 13 ERT - L. MR L et 2R
Lo OREPERMLE. 185 WEsdHKYEFERLT 4 1L L T
losh 7 1 >WkiBid, Ao, Bofu WK 1+ ) Y 4kIBi, k154
HLEKRRB IR TR LE . CRENMY 3 copikino{d
St n-NY ) L EmAT ehRde L. R 2329 (97.2%)
S EMBLI S -ty oS BEHLE _E 70y (
7/ 2% ), W,\\/ol~/03 ¢,
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A 2 ¢, §774 R, 456 ;N,7.82 %
C2lH3\0?N3 L ta

FEM 2 C, 57285 H, 454N, p0 %

__ng%ézgw—ﬁ Y- o&.Mrmec accol
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BLA M LAt Ra ol LA, ol &R - B v AT H
(AP ITTYVAIL 0 T- 7 LIEREIBA, 2B EG T
CLT —TIBFL A RERMBLEIREBR LAY ) - 1L SOM
e d ‘?.@rﬁ'ﬁiﬁzsom E LY T4nTr 2l RES
EEM L LTRT 4 BRIRS LA RERMR . AA BB+
et L b Lr4RE TR LA, w2 | MIABRE K13k BKER
Tt by % AT oo SRENERT 3 g Farcdd 3irc. yx B
1319 (73.0%), hEMHIIL - X T2 0 SARERL
720 YRE 1. 204 (7.4 % ). & 147~1¢2°¢,

AR 2 ¢, 62.8%; H, £97; N, 7.1l %
CatHay J¢ N2 X L T 9

HYM © ¢ 62995 H, Lok N, 7.00 %

WWWA Y- dcmumo—z«/%camo(
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1. FRTMHF LA, 28Bv AR et (IMZBB2mL Shoi
TRERBLT BAHEBZ S 1Lk Lo L 1 kTHIF L BB
RPPSD4THMR U SBANET 3 c i o3, BERLT 4
L-n-ng Y #SEER LR LR boome (919 %), BRA
(43~ 145°%C

AA5B : ¢ 62.2/;H, $T3 ; N, 7.72 9
CioHza O N2 t LT
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AT R NN-FL 70N DK SF 206 my (429
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LA, A CALERE DR L ORIMANPEL % . 155 17 91KHY
AT 4L i oo 0, RAEMJELIRL 3 ML RMET 3 £ B L L.
SREMEREI 4L - et Y RBRLE. RE 515y
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A - ¢, £9.23;H, $26; N, 873 %
Ca4HanOp N3 ¢ L T 9

HHAE ¢, S03T5H 566N, 546 %
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Ar bt L -FIMB L. RERML IR AHE T} 5 €
MR 235> )0mh RYEGLEFRR, |-EFBY2aN7842
2309 (00200 2 ) sl TRB L% 0 ST RARAR ) 2 0 uy
thvI 47y Il Rt Lok 4BRIRB LA . BER
£, Mg A EBEBo 4L LAY LRBELS 4 -
ERVTORLE. ORE (0% 71 L BAGEA, A, ApdnHHK
FTE9 9 a, kot BRI 7" F 0 aTHRLE RER
593 v_mxwﬁx%wun At LEDAD LHERALL R LR
162 9 (708 %) REBMI4L - -t Y PIFRGHL
. B2 12643 (8561 ) . AR 130~ 132%¢C
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CiaHi3 0g N3 ¢ L T 9
BH4L ¢ ¢ 53.03;H 72%; N, %7 %

Bm[mewW-ﬂ amimercagprrce 00 |- puetin-
oyl eoten (ZpAco. OSuw )

BM%::WW /;WN,ZM-Q /252 (3‘“‘7%"*) & BE
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(S0 sy ew ) )Edo (HMEIWHLE, M2 LAEET R EOIIRL, 1
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AE - R UAEPLAENS TP LYy >0 —T RERE A
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PBSWTAiME 7L 57> /10m L CETRR
I-ekp¥2a2Nn T84 2K 2309 (002002 n ) &k, FEH
Lov STREREER Joo ol 2 ) 240722 )mlELbL
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AR T 32 A UL o SREREEL 3 AR OE S Wi
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Laberactinommine N %omc%@w&,

(H-Lys-Tua N+ 3HC )

Tubera ctinomine N didyobochloiole 300 mg (2437
SV ) ENN-Z 4T LAT R oml RIFLBL, oi-
t-%mﬂwyf% /MGWWO%Z eden 324
ong (0732 syEn ) L }FY) T40FL $/ %) (0. 50 syen)
gt F/U-—RIWF LA, AABRCDEATC T ¢
735 Bt0n3 e iAo B4R A, S ENHRRL &
Azotvar. BRIORIT574-RFIRE- 285} T F

S Ao TR ERRBAFE, o EMI A FiL V555 T
VIBERR, 1 RS hATLA MR EAC R Lo L BERT
FrUHPe AR RIELE, 195 At 3 MR L o
Lt ERT4S5AMAR LT 29 ) - L -T-FiEMRAI e
BB o 2R 340 mg (F13% )0 THeEH- 250~
Lo SHEERLE, RE 307 my (70.7% ). MR 234~237%
(28).

ARE ¢ ¢, 38.34;H, 613 N, 28.0);¢L, [3.34 %
Cas Heu O¢ Nn C; - FH0 YL 2o
¥ : C, 35.10;H, 4ol N, 23,11; ¢, 13.50%

W73 2) Bo Tuberaclinamoe N\ o FXNERRYT1E
NRER R T4T > Ko
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( HL75 L)fs Tu.o. N ‘H‘WL}

Tuwberoecltinarmire N o&.ﬂ?a&wm )5 e (0.24¢
sYE) ENNSA4 LRIy T L 102 RIFASHL . o-
t % -£-W&7c%ﬂo¢7%z |- anceon-

&Gﬁ/b (Boc L)r.s 05w ) /)—5”;? (0-267 KLY, r
D ié’ ky 322 2§ (0.2¢¢ tYEW) EwAT ERT -RINH
Ltee BEMMBEABSWAAKME L7 MO 75 2wd 3
PrRARa BB, Lo ia s NS PE By EH L AP L
o 2oRBeER IO 2 7774 - 118 Y) HMIZTILHF
STV IBE R . kh et U U EEEL 4 kT she KA & RE SEER
Lo LS n (483 WAT 0 & 4MEH 3 mL LBFEE 0.5
kel VEJr /15 BRARLC, T4 ) ~—T~-TRLEWAS
LABRBER . R E 199 my (930 %), W& NN-
AFIBIET 28 2l AT, oi-t- Sutylopmpcarbomyl-
Lyeine /Mcmmo%m 111 amg (0.250 s92)
CrV T4y 23 mg (023 290 ) AT ER T
B LE. BERMBLASCBHNETFIEND 79 8 mA
PYTRA O Bo-Bdswr, v & AR 9 LR AR
o 2o RBERR IO 574 — 1k VAT R T LA
T3 e e SNABERR ERMakr o LT, B T4
TR ERERML £ 20 tn & SMIBRL) s CERRf
Ol It L ) S HBRMEE Lo SRRKE S medrir | 195
ST aRafitr L BWER LA . BB IDREY 574 - R &
VEBte 2o L AR T3 o eElERL T, AR e LR E o
RUR. BERMLIF ) —L- 2-Ftivrs v BERBY

SW7o RE 17! amg (T8 (%) o chBH -7 ) -3 RE
BLE . RE 148 mg (643 %), BhE 242-243° (AR .

o d-vr 4 nfa Bnd ok U 1es 1o
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L Twa. N’
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LA . BERMe, 43 WAdI TS €07 52> &to
LI PRI INT. 2t o a3l ey L
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LAk, 2Nt 0B MIEDEL 1l LEEE | mL IR+ L1 ¥
BEMELE. CRh Ty |~ -T-7Ktteds rAadR /e
B3 W E, IF 190 mg (82.4%)0 SN BH-T9 ] ~i & 3FH
XBLE. pE 14 mg (40.8%).
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WMEoHERLTABRLALEBEBYYI 74 ) 42> (R-Tua N)
IR (AFFE ), TS WR Tua N3 o RF 2 17,

R mp. °C(dec.) yield(%)
Asp 245 93.5
D-Glu 246 91.1
Ala 248-249 74.9
Val 253-254 88.2
Leu >250 87.9
I1e 247-248 86.2

DL-B-Aca 244-245 68.6
c-Aca 233-234 90.0
Dpr >250 77.4
Dbu 234-235 79.1
8 ,v-Dbu 249 84.8
Orn 241-243 83.3
B-0rn 241-243 83.1
Lys 236-237 80.7
Lys-Lys 242-243 64.3
Orn-Lys 244-246 36.6
Dbu-Lys 240-241 62.2
Dpr-Lys 236-237 52.9
Lystys 238-240 64.8
Orngys 234-236 44.5
Dbupss 232-233 63.9
DPriss 233-236 55.7
Lys-0rn 231-234 63.6
Lys-Dbu 232-235 16.8
Lys-Dpr 233-237 23.8
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R mp °C(dec.) yield(%)
LYsTys 230-234 62.4
LYSBhy 235-237 70.1
LYSBpy 237-240 83.9
Lysg—ys 238 45.5
Orns=tys 238 50. 1
Db“s-LyS 240 48.9
DPra=Tys 240 54.8
Ac?ﬁ;Lys 239 44 .9
B-Lys 236 72.4

Ac
Ac-8-Lys 215 68.4
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Boc
Pac
Nps

For

DMSO
Tua
Tum

Dea

Uda

Gly
Ala
Ser
Dpr
Dbu

By -Dbu

Abbreviations
benzyloxycarbonyl
t-butyloxycarbonyl
phenylacetyl
o-nitrophenylsulfenyl
formyl
acetyl
ethyl
methyl
t-butyl
1-hydroxysuccinimide
l1-hydroxybenztriazol
N,N'-dicyclohexylcarbodiimide
trifluoroacetic acid
dimethylsulfoxide
tuberactinamine
tuberactinomycin
B,B-diethoxyalanine
3-ureidodehydroalanine
capreomycidine
glycine
alanine
serine
a,B-diaminopropionic acid
o,y-diaminobutyric acid

B,y-diaminobutyric acid
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Orn
8-Orn
Lys
B-Lys
B-Aca
e-Aca
B-Ala
Leu
Ile
Val
His
Arg
PhGly
Asp
Glu

n-Val

ornithine

B-ornithine (B,S8-diaminovaleric acid)
lysine

B-lysine (B,e-diaminocaproic acid)
B-aminocaproic acid

e-aminocaproic acid

B-alanine (B-aminopropionic acid)
leucine

isoleucine

valine

histidine

arginine

phenylglycine

aspartic acid

glutamic acid

norvaline
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