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Cratba M. Mefienxodepa npencrapasier co0oll paclIHPeHHOE U3JIOKEHHE JOKI3R0B,
C/leNTANHEIX aBTOPOM B PAJe HAVUHBIX YUpemjaeHuil pasmuuublx ctpad. Cpelm onyGidKoBad-
HLIX 3a MNCCJAeAHHE TFOAbl OG30DHLIX CTaTell, MOCBSUICHHBIX CHIITE3y MeNTHAOB, 3T4 CTATHI
BBIFOJHO OTJHYaeTCA TE€M, UTO B HEH B KPUTHYECKOH H sicHoll ¢opMe (B 4acTHOCTH B BHIe
HATASAHBX TAGAMI, W CXeM) U3A4raeTcsl COBPEMEHHAS TAKTHKA ¥ CTPATETHS OeNTHAHOIO
CKHTe3a. YCNexH NOCICLHETo JEeNaloT B HACTOSLUEE BPEMS BO3MOXKHEIM IOJNYYEHHE CHHTETH-
YECKHM IyTeM CaMbiX Pa3noo0pasHblXx GHOJOTHYECKH AKTHBILIX NENTHIOB (B CTAThbe CYMMHU-
posano okodo 200 cuHTe30B), co3xaBasl NPENOCHLIUIKM W K CHHTE3y mpocTeliiinx OesiKoB
({lpum. pedaxropa).

B cBA3M ¢ HCKIIOYUTEJIbHBIM HHTEDECOM TeMBl 0030pa, pelaKiusi COUdd BO3MOMKHLIM
TIOMECTHTH €r0 B HOJHOM OObeMe H HecKOJbKO OTCTYIHTh OT npaBua odopmjenus crareil,
OpUHATEIX B HaileM xypHane ([Tpum. pedaxyuu).

1. BBELEHHE **

Co BpemeHH TNEPBOro CHHTe3a TOPMOHA THNO(H32 — OKCUTOUHHA, OCY-
uiectBaennoro Jio Buuso B 1954 1. !, OBljI0 CUHTE3HPOBAHO MHOTO BBLICIIHX
nenTumoBs *** B KOTOpBIX HOCJAEI0BATEJNbHOCThL AMHUHOKHC/JIOTHBIX OCTATKOB
B Ilend, B GOJBIIHHCTBE CAyyaemB, AHAJOTHYHA HJH CXOIHA C BCTpeyarolleH-
Cs B TOPMOHAX, aHTHOHOTHKAX M JAPYTHX CHOJOTHUECKH AKTHBHLIX COEIMHe-

inugx (cM. TabJda. 1).

* Chimia, 16, 385 (1962). ITepeBox c nem. I A. Papaeab nmoa pe1. M. M. Illemsikuna.

** TlpuusaTe e COKpPalU(eHHUA: CUMBOJIB amunokHucaor mo E. Brand, J. T.
Edsall, Ann. Rev. Biochem., 16, 224 (1947) u cornacHo pewennio 5 Eppomneiickoro nenrtui-
soro cumnosuyma B Okcdopue B centsibpe 1962 r. (Cit=untpyaans; lle=usoanefinun, Sar=
capkosun); kpome toro Ac=anetun (HOAc=yxkcycHas kucnora), Et =srun (OEt=>sTus0RHI
s¢up kucaote, EtOH=sranon, EtsH=rpustnnamun), Alk=ankun, BOC=rtper.-6yTHIOKCH-
kap6oiua, BZL=6eusun (OBZL=06eusumopnii adup kucaote, BZL - Cl=Gensunxgaopun),
ONB = p-#UTpoGeH3HI0BEH 3up KHCAOTH, Bu=6ytun (OBub=rper.-6yTuaoBsli 5¢up Kuc-
Jaoth, n-BuOH=n-6ytanon), DCC=auunkiorekcuaxapboauumun, DCH=N,N’-aunukmaorex-
cHaMoueBnna, Me=wmertna (OMe=meTu/10BbI# 3¢up Kucnorul), ONP=p-uatpodennosslit 3dup
kucaots, Tos=p-toayonacynsdorun, TRI=rpudenuamerun, Z=-kap6obenaokcu, A= auruoTex-
3un, AKTI = anpenokopTHKOTpONHKIE ropMoH, (AB=aprunun-sasonpeccut, bp=6paaukanusy,
JAMO = nuweruadopmamun, U, E =wnrepnauuonasnsusle eaunuubl, JIAIT=jefinuHamuHonen-
THaaza, JIB=nusuu-sasonpecens, MCI'=wmenanohoperumyanpyromuii ropmon, O=oKcuto-
unn, T ®=rterparugpodypan, ®. E.=odapmakoneiinas egununa CHIA. (Cokpamennst cm.
Takxke HMudopmanuonusft Goanerens Mutepranuonaanuoro obliecTBa YHCTOR M NPUKAALHOM
xumuu, Ne 20, 1963 r., Ped)).

*#* Tloj BBICIIHMH NENTHAAMH CJeILYyeT MOHHMAaTh HeNTHIH, COJeprKalliie B ONpee/SeHHO
NOCAEA0BATENLHOCTH He MeHee IIECTH aMHHOKHCJIOTHBIX OCTaTKOB. J. Puulep cuHTe3HpOBAal
eme B 1907 r. okrajgekanentHn c nociaeposarenpHoctblo H—Leu—(Cly)s—Leu—(Gly)s—
Leu—(Gly)e—OH (3L). KoTOpPBI, 0JHAKO, HANOJOBHHY COCTOSIJ M3 TOJHIJHIMHA 2,
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Moanpiit ¥ yacTHUHLIA cHHTe3 OHOJOrH4YecKH AKTUBHBIX NENTHIOB

TABJHIA 1

Haspanue Crpykrypa nCpB(b ;ii ;)Hmes Sﬁ;’ g;,l;?y};e,
NH, NH,
OkcuTonut ] | 1954 i, 3-9
H—Cys—Tyr—Ile—Glu—Asp—Cys—Pro—Leu—Gly—NH,
1 2 3 4 5 6 7 8 ]
NH; I\lTHz
!
Basonpeccun H—Cys—Tyr—Phe—Glu—Asp—Cys—Pro—Lys—Gly—NH, 1957 1015
(Arg)
1 2 3 4 b 6 7 8 ]
(OH)
NH,
l
Awnrvotensun 11 H—Asp—Arg—Val—Tyr—Val—His—Pro—Phe—OH 1957 1621
Ile
1 2 3 4 (5 ) L] 7 8
(OH)
I
Anrnorensnn [ 1958 22--2
Hem H— Asp— Arg—Val—Tyr—Val —His—Pro—Phe—His—Leu—OH *
1 2 3 4 5 [] 7 8 L] 10
AHrHOTEeH3HHOTeH H—Asp—Arg—Val—Tyr—Ile—His—Pro—Phe—His—Leu—Leu—Val—Tyr—Ser—OH 1958 25
(cy6erpar penuna) 1 2 3 4 5 6 7 8 9 10 11 12 13 14
BpaxukuHu H—Arg—Pro—Pro—Gly—Phe—Ser—Pro—Phe—Arg—OH 1960 2698
1 2 3 4 b [ 7 8 9
Kanauzus H—Lys— Arg—Pro—Pro—Gly—Phe—Ser—Pro—Phe—Arg—OH 1961 29, 30
1 2 3 4 5 L] 7 8 ] 10
1
DJeoH3uY L»Glu——Pm—Ser—Lys——Asp——Ala—Phe—Ile——Gly—Leu-—Met—NHg 1962 31
1 2 3 4 b 6 7 8 ] 10 11




a-MCT
(nponsBogHOe)

B-MCT

B-KopTHakoTponuH

AKTr
YaCTHUHBIH CHHTE3

Ientuapl, o6aapalo-

mue CTPENOreHHHo-

BOH aKTHBHOCTbHIO

Ac-—Ser—Tyr—Ser—Met—Glu—His—Phe—Arg—Try—Gly—Lys—Pro—Val—NHj,

1 2 3 4 B [ ? 8 9 10 11 12 13

H—Asp—Ser—Gly—Pro—Tyr—Lys—Met—Glu—His —Phe—Arg—Try—Gly—Ser—
1 2 3 4 5 [ 7 8 9 10 . 11 12 13 14

—Pro—Pro—Lys—Asp—OH
15 16 17 18

H—Ser—Tyr—Ser—Met—Glu—His—Phe—Arg—Try—Gly—Lis—Pro—Val—Gly—Lys—
1 2 3 4 5 6 7 8 ] 10 11 12 13 14 15

—Lys—Arg—Arg—Pro—Val—Lys—Val—Tyr—Pro—Asp—Gly—Glu—Ala—Glu—Asp—

16 17 18 19 20 21 22 23 24 25 26 27 28 29 30
NH,
!
—Ser—Ata—Glu—Ala—Phe—Pro—Leu—Glu—Phe—OH

31 32 33 34 36 36 37 38 39

H—Ser—His—Leu—Val—Glu—OH H—Ser—Gly—Gly—Gly—Glu—OH
(Thr) (Phe) H—Cys—His—Leu—Val—Glu—OH

—Leu—Val—Cys—Gly—Glu—Arg—OH | -
A—Leu—Val—Cys—Gly—Glu—irg H—Cys—His—Leu—Val—Glu—OH
H—Leu—Val—Cys—Gly—Glu—Arg—OH
H—Leu—Cys—Leu—Val—Glu—OH

I
H—Leu—Cys—Leu—Val—Glu—OH

1959

PparMeHTHl
1—20, 10—20
1—19
1—19, 1—24
1—23, 1—13, 10—23,
1—-20
1—9, 10—21, 22—28
12—22
19—24
33—39

1956

32—39

40—43

44, 45
46, 47, 47a
48—50
51—54

54a
55
56
57

58—61
62



TABJAHIIA I (npodoasicere)

I'lepsyiil cunres CcblIKH Ha
Haspanue CTpyKTYypa (rom) JTEPATYDPY
NH, ' NH, DparMenTH
{ (Ser) | B 10—14, 1722 58, 61
H—Gly—Ile—Val—Glu—Glu—Cys—-Cys—Ala—Gly—Val—Cys—Ser—Leu— Tyr—Glu— A 711 o
A 1 2 3 4 [ 7 8 9 10 11 12 13 14 15 s
NH, NH, A 8—-11 64
| |
H—Phe—Val—Asp—Glu—His—Leu—Cys—Gly—Ser—His—Leu—Val —Glu—Ala—Leu— B 2329 6
Hucynvn B 1 2 3 4 5 6 7 8 9 10 11 12 13 14 15 B 1—8, 14—18, 23—-30 66—68
I\IIH2 I\IIHz B 13—20 69
—Leu—Glu—Asp—Tyr—Cys—Asp—OH B 13—30 70
16 17 18 12 |20 21 A A1—4, 1—9, 59, 71—75, 154
1221, 13—21, 1721
B 1—5, 6—12, 7—9,
11—19, 13—-20, 2130
) B 7--12, 23—30 76, 77
—Tyr—Leu—Val—Cys—Gly—Glu—Arg—Gly—Phe—Phe—Tyr—Thr—Pro—Lys—Ala—OH
16 17 18 19 20 21 22 23 24 25 26 27 28 29 30 B
Tpamunupun C — Val - Orn — Leu — D-Phe — Pro__L 1956 78—86
Auanorn ——Pro « D-Phe « Leu « Orn « Val <
TomouJtoru
.~ Val - Orn — Leu — D-Phe —» Pro—
Tupomupuu A, ; \ 87, 88
YaCTHYHEIH CHHTE3 —Tyr < Glu « Asp < D-Phe — Phe <«
R iiinae S A




Bauurpauus A,
YacTHYHBIA CHHTE3

ITonumukcus B
Anajorn

Axrunomunun Cg

dannougnu
YACTHUHBIA CHHTE3

H—Ile — lCys -» Leu - DGlu - Ile — Lys — D-Orn — lle —

1
NH,

!
HO—D-Asp < Asp « His « D-Phe «

Ipel = Dab — Thr — Dab — Dab - Dab — D-Phe — Leu —
1

Thr <« Dab < Dab «—
Ipel == H30IeNapronoBas KHcJaoTa
Dab = puamunoMacssnas KucJora

O 0 -
N |
CH3_<>7,>—C——Thr—D—Ile-Pro—Sar—Meval —
7N
o N9
7 >—C—Thr——D—Ile——Pro-—Sar—Meval-—\
7\ O
(6] NH,

(Sar=capkoans, N-MeTH/TNxLIHH)
(Meval=N-MmeTtnnBajnn)

~> Hypro — Try — Hyleu — Ala— Hyleu=7y-oKcH- uan

|
‘\ T 7, O-nmokcu-L-nefiupn
' Ala « Cys « D-Thr «—

1960

89

90—93

94

95, 96



CuHTeTHUECKHE

aHa4Joryu, romMoJiord U npou3BOAHLIC OKCHTOLHHA

TABJHLA 2

o

Hamerenue OGosHaueHne CebIIKH Ha
8 n(})‘ﬁzme- OKCUTOUHH ,l JuTepatypy
H - Cys —Tyr C Pro—-Leu—Gly—NH,
Heamnuo-O  (1-3-mepranTtonponuo-| 3-Prop 98
Hui1-O)
1-MepkanToanerun-O Ac 99
D-Luctun-O H—D-Cys 100, 101
N-MeTtun-O CH3—Cys 101
1 Cauuun-O H—Gly—Cys 101, 102
Capkozua-O H-—Sar—Cys 101
Jlefuuar mauuar apnua-O H—Leu—Gly—Gly—Cys 101
1-(T'emu-romo-nuctan)-O H—homo-Cys 103
Fucrupuncepun-O i H—His—Ser—Cys 104
Cepunructupun-O \ H-—Ser—His—Cys 104
Tupoauarupoann®-O Tyr—Tyr 105, 106
Pennnanasun-O Phe 107, 108
2 Cepun2-O Ser 109
Jlefinun2-O Leu 101
OMe 101, 110
O-Metua-O '1! " m
F
p-Drophenunananun?-O | 101
Phe
Me
N-Meruaruposun®O L 101, 112
Tyr




Penunanauun®0O Phe 113, 114
(Okcunpeccnn)

3 Jlefiuus-O Leu 113
Basuu®-O Val 115
Trposun™O Tyr 116
Tpunrodaus-O Try 109
(Pennnanannn®dennnananuud)-O Phe Phe 116

243 (Pennnanannn?-Tuposuus)-O Phe Tyr 116
(Cepun?-ructupnus)-O Ser His 109
(T'uernann-penunananun’d)-O His Phe 109

(is0)
4 Hsorayramunt-O |~ 117, 118
—GIU—NHg
HN,
Faytamuns-O | 113
5 Glu
5 (is0)
Wsoacnaparun’-O - 19
—Asp—NH,
74849 | llukinueckre H30Mepbl : |Cys—NH,| — | — — I 120, 121
Banuus-O Val 122

3 Hzonelupnsd-O Ile 122
Tpuruit-nefiunus-O Leu® 123
LLurpysiuns-O Cit 124

9 I Capkozun?-O | lSaP—NHg 125

S —
* MegeHbl#l TPUTHEM,



CuvterdyecKkue aHaJord W NPON3BOJHBIE Ba3onpeccuHa

TABJMHIA 3

| et

1 2 3 4 5 6 7 8 9
" O6osHauenue B
3MCHEHHE
B Jluzun-rasonpeccun (JIB) NH, NH, (Jfg;ﬂedggliylzay
HOJIOKEHHH Apruuun-sasonpeccus (AB) | |
H—Cy Tyr—Phe Glu Asp Cys. Pro Lys Gly—NH,
(Arg)
I
Anernncepuarnposuiacepua-JiB - | Ac—Ser—Tyr—Ser—Cys | ] 104
AnerniacepHarTHposua-JIB : Ac—Ser—Tyr—Cys ! | 104
1 Uuctrauncepun-JIB H—His—Ser—Cys 104
Cepuarucruaun-J1B H—Ser—His—Cys 104
Apnetun-AB Ac—Cys 127
1-B-Mepkanrtonponuonua-JIB 3-prop ; 128
(neamuno-J1B) | |
9 ®enunananny-J1B Phe 116,129
Tucruann®JIB His 109
HWsosneiiunus-J1B ile Lys 15,130
(/113HH-Ba30TOLHH)
Uszonennuas-AB Ile Arg 131,132
3 (ApruHu1H-Ba30TOILHH)
(Tuposun-ruposun)3-JiB Tyr—Tyr 133
Tupoauus-JIB Tyr 116
Cepuns-JIB Ser 109
Tpunrodans-JIB Try 109
(Pennnanaunn-ruposnn’)-JIB Phe Tyr 116
2-+3 (Cepun2-uzoefinnnd)-J1B Ser Ile 109
(Cepun-rucrupund)-JIB Ser His 109
(Cuctupun®-cepun’)-JIB His Ser ‘ 109
8 TucTURHHS-BA30MPECCHH His 132
L utpynnuud-razonpeccHn Cit 124
9 Capkosun?-JI1B l l Sar—NH, 134
Buonoruueckue aktuBHocTH cp. Dyaccowa u np. 1961 126
—~



TABJIHI[A 4

CuHTeTHueckHe aHagoru GpaJuKHHHHA

M;n;:u;» O60o3HaueHie L 2 3 4 5 6 7 8 9 (ifabIJ::”
noﬁ::{}w Bpagukusun (Bp) H—Arg—Pro—Pro—Gly—Phe—Ser—Pro-—Phe—Arg—OH ! Cg;“'
1 Lys-GpaiuK i HH ==K aTH T HH H—Lys—Arg 29, 30

Citt-Bp . H—Cit 124
19 1iDab*—Dab®)-Bp ) H—Dab Dab—OH ‘ 130
24-44- |(Phe?—Ser*—Glys—Pro®)-Bp Phe Ser Gly Pro 137
6-4-8 (ofpaTHOe YepeaoBanue )
3 ‘ (des-Pro?)-Bp l — ' 138, 139
347 \ {des-Pros—Pro?)-Bp \ — — l 138, 139
34447 «(Gly3»Pro‘—des-Pm7)-Bp l Gly Pro — l 138, 139
44-5-+7 l(Phe‘—GlW—des-ProU-Bp l Phe Gly — l 138, 139
_Pro’}-B _ 138,
7 ‘ (des-Pro?)-Bp ‘ ‘ 140142

B 1958 r. 6bi1 ony6auxkosan o63op Ilsuuepa (Bazsens) Y, nocesuieH-
HBIH CHHTE3y OHOJOrMUECKH aKTHBHBIX noJunentuaoB. C tex nop pasjany-
HBle NPHUMHBL M LEAH MOCHYKHJAKX [OBOJAOM [AJsl CHHTE3a MHOTHX JPYrUX
HENTHAOB.

1. Jlast noATBepKACHHS CTPOEHHS, YCTAHOBJIEHHOTO IYTEM OMpeaeIeHHs
[OC/IeJOBATENBHOCTH  AMHHOKHCJOTHBIX OCTATKOB, ODbLil CHHTE3HPOBAHBI
OKCHTOUUH, JU3UH-Basonpeccud, auruotedsud | n Il, o-MCI', 6panukunuH,
KaJJUnH, 3Jenou3nd u rpamunuaua C, obgagaloutue GHOJOIMYECKON akK-
THBHOCTBIO NMPUPOIHBIX COeluHEHUH (cM. Taba. 1),

2. C mesbid BLISICHEHHS 34BHCHMOCTH MeXJy CTPOEHHEM, GHOJIOTHYeC-
KOH aKTHBHOCThIC M clieuuduuHocThio {10 BuHBO, Hampumep, CHHTE3UPOBAJI
MHOTOYHC/IEHHble aHAaJOrd, FOMOJOTH U NPOH3BOJHBIE OKCHTOIMHA H Ba30-
npeccuHa (cM. Taba. 2 u 3).

3. ®apmakoJOrHUECKH HHTEPEeCHBIM HANpPABJIEHHEM SBUJIOCH H3MeHeHUe
AKTHBHOCTH HJH CIelHGbHYHOCTH HPHPOAHBIX NENTHAOB NyTEM BapbHpOBA-
HHsT UX CTpoenusi; nanpumep, Byaccona '8 cunTesnposan MOAU(UIMPOBaH-
Hble OKCHTOLUHMHBI (cM. Taba. 2), Ba3onpeccUunl (cM. Tabi. 3) ¥ KHuuHB 135
(cMm. Taba. 4), a llpunep — uaMeHeHHBIe aHTHOTEH3UHB! (cM. Taba. 5).

4. CooBpaxeHusi 5KOHOMHYECKOr0 XapaKTepa TaK:Ke MOCJY>KHJH IOBO-
JOM [/ CHHTe3a HeKOTOPhIX OHOJMOTHUECKHM AKTHUBHLIX mentupos. Tak, Ha-
npumep, hapManeBTHYECKOH NPOMBIIIJIEHHOCTH YK€ B HACTOslLlee BpeMs Bbl-
rojiHee MOJYYaTh OKCHTOLUH CHHTETHMYECKHM IMyTeM, a He BBIAEJSATb €ro U3
NPHPOAHEIX O0BEKTOB.

5. Hakouell, weaplo Oyayuiero sBJAsfeTcs CHHTe3 OeakoB. Tak, ceHyac
B Tpex MHCTHUTYTaX BeAyTcd pabOoThl 10 OCYIIECTBJIEHHIO CHHTE3a HHCYJ/IHHA
(Kamosiuuucom ¢ cotpynHukamu, [Iurc6ypr, CIIA; Meitenxodepom
lna6enem u Llanom, Aaxen, PPI; Tcoy, XyaHroMm c¢ cOTpyAHHKaMH,
anxafi, KHP) *. '

B panabnefimieM 06CY3KAAIOTCH TOJMBKC Te CHHTETHUECKHEe METOMBI, KOTO-
pble K HACTOSIIeMy BPEMEHH OKa3a/HCb JA0CTaTOYHO 3¢dekTHBHbIMU. [IpH-

* B gactosimee Bpems rpynmoit [lana 3%, a Takxe Kauosuumcom ¢ corpypHuxamu ¥
OCYIUIeCTBJIEH TOJHBIN CHHTe3 WHCYymuHa. ([Ipum. pedakxropa).

5 Ycnmexw xumuu, Ne 12 1473



MeHeHHe 3THX METONOB Oy/eT NOKa3aHO Ha NpHMepPe TpPeX CHHTE30B INeNTH-
JlOB, TIPEACTABJEHHbIX B BUJE HArMAAHBIX cxeM. [/ J1eTalbHOTO O3HAKOM-
JIGHHsl C 3THMH METOMAMH CM. 0630pbl 97, 126, 344, 384, 386393,

II. CXEMA NENTHAHOro CHHTE3A

O6pazopanne MeNTUAHBLIX CBfA3€d OCYIIECTBJsETC B TpU CTalAHH
(cM. cxemy 1).

R, O R,
+ | Il = 00 -
H;N—CH—C—-0 H;N—CH—C—0
Monyyenne ) l
] cmadus  aumMueHHBX 4
AMHHOKHCAOT T‘ (l)l T2 i
Z—NH—-CH—C—O0OH HyN—CH—~C~Y
N-3awuenuas C-3awnwerHnas
AMHHOKHCAOTA AMHHOKHCAOTA
—
Axmanponaﬂuel
i i
O6pasosannc Z—=NH—CH—C—X + Hy;N—CH—C—Y
2cmadus neaTHIHON { J
CBA3M l
-HX
Pnkg
Z—NH—CH—C—NH—CtH{—C—Y
~ JawnWeHHBH TenTHI
A B
R, O r R, R, © R
Uabuparensnoe | I I
3cmadug ~ OTUenaeuie Z—NH—CH—C—-NH—CH—C—0H NH,—CH—C—NH—CH—C—Y
3aWHTHRX N-3a i weHHNH NerTHA C-3auUlMUleHHBIE NENTHA
rpynn KapGokcuabHui AM i HHBIH
KOMNOHEHT KOMMOHEHT

Cxema 1. O6wn#i nyTh CHHTE3a NENTHLOB

! cradus: nosyueHue 3alUMILEHHBIX AMHHOKHCJOT. BpemeHuast 3aumurta
AMHHHBIX U KapOGOKCHJBLHBIX TPYII TaK HA3HBAEMBIMHM 3aLUTHEIMH Tpymnma-
MH TO3BOJISET, C OMHOI CTODOHBI, COEIHHATb AMHHOKHCJOTHBIE OCTaTKH B
KeqaeMoli  IOCAeNOBaTeNbHOCTH ¥, a ¢ JAPYroi — JIMIaeT aMHHOKHCJIOTH
aM(bOTepHbIX CBOUCTB, [lJisi KHCJBIX aMHHOKHCJOT, TAKHX, KaK NMTyTaMHHO-
Bas M acnaparHHOBas HeoGXOoJMMa [ONOJHHTeNbHAs 3alldTa KapOOKCH/b-
HOIl TPYNNBI, /sl OCHOBHBLIX (HampuMep JH3HHA M APrUHHHA) — AOTMOJHU-
TeJbHAsl 3allluTa AMHHO-TPYNOBl 196, a mad Takux NOJHQYHKIHOHAJBHBIX
aMHHOKHCJOT, KaK IIUCTeHH, THPO3HH WM CePHH — CIIeLHAJbHEIE 3allUTHbIE
rpynnsl. [Ipy 3TOM 3aIUTHBIE TPYNNBl AOJXKHBL yAOBJAETBOPATL CAEIYIOLIHM

* B 0cofBbIX CAYYasxX CHHTE3 HU3IMKMX MeENTHAOB CO CHeUH(HYECKOl M0C/ae10BaTeNbHO-
CTBIO Y1aeTCs OCYILECTBUTL 6e3 NpUMeHeHHst aMHHOKHMCIOT, CONepXKallliX CeleKTHBHO CHHMae-
Mble 34ilUTHbIE TPYMIbL, HANpHMep, H3 KapGOKCHAHTHAPHIOB; cp. '
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*G

LYy

CHHTeTHYeCKHEe aHaJOI'd, IOMOJOrH H NMPOHU3BOJHBIE AHTHOTEH3HHA 1ull

TABJHIA S

O6ognaveHue 1 2 3 4 5 6 7 8 9 10
(OH)
Usmene- Aurdorensun 1 (Al) (NH:)
HHE B TIO- HeA . . R . - Ccoliaky Ha
JIO3KeHHH —Asp- Arg Val Tyr Val-—  His——Pro——Phe————His Leu—OH | nureparypy
. Val® ) Aursorensun 11 (All) (%g) ;
1 f (Vals-All, Hes-all) (s tvab
H-—Asp Arg Val Tyr- 1le Hi Pro Phe—OH — —
Glyl—Vvals-All H—Gly Val —_ — 143
Argl—TIles-All H—Arg Ile — — 144
1 B-Aspt—Vals-All OI‘{

. B—Asp Val 145
(des-Aspl)—Vals-All — Val — — 146
(des-Aspl)—Tles-All — Ile 144
O.N-Argz—Vals-All NIHg I\IIOz

H—Asp™ | Arg Val — - 147
(OH)
9 Orn2—Vals-All (NHe)
1{—Asp "Orn Val — — 143
His2—Iles-All IOH
H—Asp His Ile — - 148
des-(Aspt—Arg%)—Vals-All — Val 146
142 des-(Aspt— Arg?)—Iles-All — - Ile - — 144
[(des-Aspt)—His?]—Iles-All H—His Ite 149
Leus—Vals-All NH, Leu Val — — 150
i
H—Asp
3 (OH)
Leud—|les-All (NHy) Leu Tle - —_ 97, 151
H—Asp




LYY

TABJHLL A 5 (npodonycerue)

O6osnaueHue 1 2 3 4 5 6 7 8 9 10
(OH)
HsMenenue Anrnorensus I (Al) (NHj)
B NOJIONKE- ' | CCLUIKH Ha
HAR \ H—Asp Arg Val Tyr Val His Pro——- Phe. His Leu—OH | nureparypy
Val® ) Anruorensus II (AII) (OH)
Hes § (Vals-All, Ie™All) (NH:) (Val)
H~— Asp——Arg: Val Tyr. 1le His Pro-——Phe—OH — —
1-+24+3 | des-(Aspl—Arg?—Val3)—Iles-All — —_— — Ile —_ —_ 144
[(des-Asp')—Val2—Tyr?*|—Iles-All — H-—Val | Tyr Tle — —_ 152
(OH)
Phet—Val5-All (NHy) Phe Val — — 143
|
H—As
4 Y
(OH)
(Tyr—Tyr)*—Vals-All (NH), Tyr—Tyr| Val — — 146
H—Asp '
. des-{Aspl—Arg?)—Phe4]—1Iles-All — — Phe Ile — —_— 144
1o 4 | [des(Aspi—Argh—Phet)—Tle
[des-(Asp'—Arg?)—Alat]—Iles-All — — Ala Ile — — 144
(OH)
5 Leus-All (NHy) Leu — — 97, 150, 151
H—Asp
Lysz—Leub-All NH, Lys Leu — - 97, 150, 151
215 |
H—Asp

e




(Phes—OMe)— Vals-Al} NH, Val Phe—OMe| — — 147
f
H—Asp
(Phe8—NHy)—Vals-All NH, Val Phe—NH,| — — 147
[
H—Asp
(OH)
{p-Br-Phe®)—Vals-All (NHy) Val Bir — — 150
8 H-—Asp Phe
(des-Phes)—Vals-All NH, Val Pro— — — — 146
| —OH
H—Asp
D-Phes—Vals-Al OH Val Phe-D | His Leu 24
]
H—Asp
Alas—Tles-All OH Ile Ala — — 144
|
H—Asp
148 [(des-AspY)—D-Phes]—Iles-All — Ile D-Phe — — 150
) | | |
14246 | (Z-OBZL-Asp!—O,N-Arg2— OBZL ' NO, Tle BZL | Phe—OMe — — 153
* -8 imBZL-Hisé—Phes—OMe)—Iles-All { | J | ‘ ’
Z—Asp Arg His |
t l l
(OH)
9410 (Pro®—Phel?)—Vals-A) (NHy) Val Pro Phe 150
l
H—Asp
10 (Leu'®—NHy)—Vals-Al NH, Val ’ Leu—NHzl 150
g \ - !
H—Asp l

NMpumewanue: Braosornueckne axrusHoeTH cM. Ulsuuep 1961159 4 Tlefimx u gp. 196114
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Tpe6oBaHUAM: 1) BBeJeHHe HX B MOJIEKYJY aMHHOKHMCJIOTH He JOJKHO
BBI3BIBATL PalleMH3alHH; 2) OHH JOJKHBI ObITh YCTONUHUBBIMH B YCJAOBHSX
NenTU/HOTO CHHTE3a.

2 cradua: o6pa3oBaHve NENTHAHON cBA3H. IlAst 3TO¥ LeaH KapGOKCHIIb-
Hble Tpynnbl N-3aMeleHHbIX aMHHOKHCIOT MM NMEeNTHIOB aKTHBHPYIOT Npe-
BpalleHleM B 3(QUPbl WM CMellaHHbie aHTHAPHAH *. Bo BpeMs peakuun
NPUCOEHHeHUA-OTUIEN/IeHHs] aMHMHOKOMIIOHEHT aTakyer C-aToM KapGOHH-
Ja 158, pmelomuil NOHHKEHHYIO 3JEKTDOHHYIO IIOTHOCTh. [IpH oleHKe NIpu-
FOJHOCTH METOJa AaKTHBHPOBAHHA DYKOBOJCTBYIOTCH HATBIO KPHTEPHIMH:

1. Orcyrcreue payemusayuu y a-C-aToMa aMHHOKHCJIOTHI, Y4acTBYIOLIEH
B 06pa30BaHMN NCNTHAHOH CBSI3H. MexaHU3M paueMH3alHd TAKOro POLa
ellle He BBIACHEH OJHO3HayHO !59-181 Panemusaunsa spjsercs NOCTOAHHOM
npo6semoii nentuaHoro cuHresa. Ilpu Bcex MeTofax aKTHBMPOBAHMS, KpO-
Me a3uAHOTO, AaKTHBHpyeMble aMHMHOKHMCJOTEL MOTYT  DPalleMH30BAThCH;
MCKJIIOUeHHEe COCTaBJser NMPOJHH 162-165 J[ns BEIICHEHHS CKJIOHHOCTH K pa-
HeMu3auuu OBUJIO NPEAJIOKEHO MHOTO peakiinit 15168 gnnako moka elie Her
HH OJIHOTO NPSMOT0 METOAA, NO3BOJSIONIEr0 KOHCTATHPOBATH YACTHUHYIO
paleMH3aUMI0 NPy o6pa3cBaHuy 1060 NMENTUAHON CB#3H B XOfe CJIOKHOIO
HEeNTHAHOTO CHHTe3a. BMeCTO 3TOro peKOMEHIYITCA KOCBEHHBIE METOMBI,
Tpebyloliine 6OMLIIOA 3aTpaThl BpeMeHH, KaK HallpuMep, NoJNy4yeHre NaHHOTO
NenTHAA PAa3JVYHBIMH NYTAMU, SH3HMAaTUUECKOE DPACUIENIEHHE NenTuia 1oc-
Je yaaJeHMs 3aIUUTHBIX rpynn '8 183, 169-171" pecnenoBaHue NpoaykTOB 10J-
HOTO THAPOJM3a NpPH NOMCUIM aMHMHOKHCJOTHBIX OKcuzas ! 172173 gy cpe-
nupuyecknx OGakTepu#l. YaaJjieHne HeXelaTelNbHBIX IHACTEPEOMEDPOB 4acTo
OblBaeT 3aTPYJHHTENBHO, TaK KaK Pa3HUNa B HX PACTBOPUMOCTH ¢ YIJHHe-
HUeM IeNH Pe3Ko CHHKAETCH.

2. Orcyrcreue no6ounolx peakyuil.

3. llpocrora npoyecca solenenus nentudos W OTAENEHHS] UX OT APYIHX
IPOAYKTOB peaknuu. ITO OOCTOATENBCTBO CYLIECTBEHHO TMOTOMY, YTO
OOBIUHO OTCYTCTBYIOT TOYHLIE KPHUTEPHH YHCTOTHl BHICIUHX MNEHTULOB, AM4
XapaKTePUCTHKH KOTOPBIX TeMIlepatypa TJaBJ/ieHHs, 3J1eMeHTapHEIH aHaJus3,
ONITHYECKOE BpAallleHWe WM COEKTPHl HMEIOT JIMIIb OTHOCHTEIbHO HeGOJbINoe
3Hayenue %, BmecTo 3TOro NPHXOAMTCA NPUMEHATH MJHTENbHBIE METOIbI
onpeneNneHus aMHHOKHCJOTHOTO COCTaBa 74 MM KOHUEBBIX AMHUHOKHCJOT 175,
Hcnoab3oBanie TaKOro TCYHOrO KPUTEPHsl YHCTOTHL KaK OHOJOrHYecKas ak-
THBHOCTb, OTPAHUUMBAETCsi, €CTECTBEHHO, Jullb AKTHBHEIMH NeNTHIAaMH;
B 3TOM CJydYae TOJHOe CGOTBETCTBHE aKTHBHOCTH IO CHJie M CHELH(PHUHOCTH
JeHCTBUS Y CHHTETHYECKOTO M NPHUPOJHOTO COeIMHEHMH SIBJsSeTCs] OLHO3HaU-
HbIM JIOKa3aTeJbCTBOM — YCHOEHIHOCTH INPOBEJEHHOrO CHHTesa !+ 138, 141,142
OuncTka NpPOM3BOJHEIX BEICIIMX NENTHJAOB TaKXKe OdYeHb 3aTPyINHEHA H3-3a
OTCYTCTBHS TOUHBIX KPHTEPHEB YHCTOTbI H, KaK NPAaBHJO, IVIOXOH pacTBOpH-
mocti. i amopdHbIX BelleCTB peKOMEHAYIOTCS TakKue MHOTOCTYNeHYaTble
METO/IBl OUMCTKH KaK NPOTHBOTOYHOe pachnpeleleHde HaAM xpomarorpadus.

OnHako HeGXOAUMO NPUIOKHUTL BCE YCUIHA, YTOOB ZOOHTHCA MOJMYYEHIis
KPHCTAJNHUECKOTO COefMHeHusl. MHOroxkparHas NepeKpHCTa/IM3alus [0
NPUGJIU3UTENBHO NOCTOSTHHON BENUYMHBl ONTHYECKOTO BPAIUEHHS IO CBOEH
upocrore H 3G (HEKTHBHOCTH B GOJBLUIMHCTBE CAyuaep NPEBOCXOAUT XPOMAaTO-
rpadui0 ¥ NPOTHBOTOYHOE pacnpefederne. [{Jisg yCHEIHOro BHINOJHEHHSA
CHHTE3a KOHEYHOIrO NEenTHAda HMmeeT O00JblIOe 3HAYeHHe MNePeKpHucTau3a-
M BO3MOXKHO GOJbLIETO YMCAa POMEXYTOUHBIX coefuHeHui [npumep (I)
cu. pasfen V). 3a nocaefnue TOJAB, MHOTHe IPOM3ROJHLIE BHICUIMX NENTH/I0B
Bhifle/IeHE B KPUCTAJLIHUECKOM BUIE 4, 8, 13, 14, 24, 28, 41, 45, 49,65, 67, 83-85, 152.

4. Bouixo0 ponaxen ObITb BHICOKHM, Tak KaK B IPOTHBHOM cJaydae ajd
MHOTOCTaJHNHOr0 CcHHTe3a NOoHajxobaTcd CAMIIKOM OOJbIINE KOJMYecTsa
JIOPOTOCTOSIINX aMHHOKHCJIOT.

* OTHOCHTENBHO METOLOB TaK HasniBaemMoro N-aKTHBHpOBaHHA, cM. %7,
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5. HauteavnocTo OTHENBHBIX CTajMii CHHTE3a He NOIKHA IPEBBILATH
2—3 nHei.

Kak cieacrBue TakuXx BBICOKHX TpPeGOBAaHWH, HOCTATOYHO TNDHTOAHBIMH
175t TIOCTPOEHHSI BBICIIHX IENTHAOB O0Ka3ajJHCh IO HACTOSILIErO BpeMeHH
TOJBKO 4 MeTOAa, 4 HMeHHO: a3WAHblY, KapOOAHUMMIHBIN, METOA CMellaH-
HBIX AHTHAPHJOB H METOJ HHUTPO(EHHJOBBIX 3pHPOB (cM. paszen IV).

3 cradusa: yhaleHue 3aUUTHBIX IPynn. MeToAsl CeJeKTHBHOFO OTIenJe-
HHSl 3aIUMTHBIX TPYNI AOJXKHBL yAOBJETBOPATH CJAELYIOUIHM TpeOOBaHUAM:
1) saluTHbIe Ipynnel, NoAJeXKalue yAaJdeHHIO, NOJAKHBl OTLIEILISTHCSH KO-
JHYEeCTBEHHO, a OCTaJbHble IOJHOCTBIO COXPAHATHCS; 2) YyBCTBHUTEJbLHBIE
NeNTHAHbIe CBA3H He JOJIXKHBI 3aTpParuBaThes *; 3) He M0/KHA HMETh MecTa
pauemusauua. Idupoko ucneabsyenca auiub HeOGOAbIIOE UYHCAO 3aAIUATHHIX
rpynn (cM. pasgmen III).

Bricuive nenTHAB NMOJY4alOT MHOTOKPATHHIM HOBTOPEHHEM CTaauit 2 H
J. Ilpu 3TOM HCHOJB3YIOT JIBA METOJA: METOH NOCHeIOBATENbHOTO YAMHHE-
HuA uenun* (cM. cxemy 2) B MeToJ KOHAeHcauuu (dparmeHToB?! (cMm. cxe-
my 3). Ilpu nocneoBareIbHOM YAJHHEHWY LENH K NEnTHAY HPHCOEIMHSTIOT
¢ onHoro koHna (vame Bcero ¢ C-KOHIIA) KaX/BIH pa3 TOJbKO OAHY aMHu-
HOKHCJ0TY. B mocieanee BpeMsi 3TOT MeToJ OBLI € YCOEXOM NPHMEHEH INpH
CHHTe3¢ OKCHUTOIHHA 4, an3miu-sasonpeccuna 4 [cm. npumep (I)})] u Gpanu-
kuHHHA 28, B cayuae /msuH-BaszompeccuHa 4 1pH BOCBMHKDAaTHOM 006paso-
BaHMM NENTUAHBIX cBA3ed, Bhixox noctHr 55%, 1. €. B cpennem 92,59 ua
KaXIylo NenTHOHYIO cBA3b **. Taxum o6pasoM, Hanpumep, NPH CHHTe3e
puboHyK/ea3bl, colepxamel 124 aMUHOKHCJIOTHBIX OCTATKa, 0OUIMHA BLIXOJK
cocraBua Obl ToneKO 0,019 Teoperuueckoro. st MOJYYeHHS ONTHUMAJbHBIX
BBHIXOJOB IIPH CHHTe3e TakKHX OOJBIIMNX MOJIEKYJ CcJelyeT KCMOMHHPOBATh.
o00a MeToia, UCTOAB3YS METOA NOCTENeHHOTO VAJWHEHHS Henu JJsd NocTpoe-
HUS OTHEJNbHBIX (PparMeHTOB, a METOJ KOHIEHCAIMH — /Ui COEJAHHEHHs I0-
JYyYeHHBIX uacreit Mexay co6oit'’® OpHako nmpu COBPEMEHHOM COCTOSTHHH
METOAOB CHHTE€3a MNENTHAOB HeJb3s NOAXONHTh K COCTABJEHHIO CXEMbI CHH-
Te3a BBICIIEro MENTHAA H, B YACTHOCTH, K pas/leJIeHHI0 MOJEKYJbl Ha ¢par-
MEHTHl ¢ TOYKH 3DCHUS NOJYUEHHS ONTUMAJbHBIX BHIXOAOB. [;apHOe BHU-
MaHHe J0J/DKHO OLITh OOpallleHo Ha BLHIGOp NMOAXONSIUIMX 3alIMTHBIX TPYNI
(cm. paszgen I1II) u Haubosee iesecooOpasHBIX METOJOB aKTHBHPOBaHHS,
a TakKe Ha ycTpaHeHHe BO3MOXKHOCTH paueMmusauuu (cMm. pasgen IV).

111, HAUBOJIEE YNOTPEBUTEJILHBIE 3AIIUTHLIE TPYMIIbI
A. 3amura aMHHO-TPYNIbI

Odns obpatumoro 6/J0KMPOBAHHA AMHHO-IpyNNBl Hanbojiee NPHTOLHBIMU
0Ka3aJuch YeTHPEe 3aUHTHBIX TPYINIHPOBKH, a HMeHHO, KapOGoOGeH30KCH-
rpynna 7%, p-ronyonacyiabboHuabHas (TO3uJAbHas) 80, rpudenuamersabHas
(TputHabHast) 81 g Tper.-6yTHAOKCHKapOOHHAbHAs 182 18 rpynnel. B Tabia. 6
yKasaHbl peareHTsl, NpHMeHseMble JIJIsi BBEIEHHS 3aLIUTHHIX TPYNIN, H yCJa0-
BYSL HX OTHIENJIeHHS.

a. Kapbobensokcu-epynria 17 npuMensiercss dalle Bcero. dra rpynna,
Haxo/ACh B Na-IIOJIOKEHHH aMHHOKHCJOTBI, 3HAUUTEAbHO NOBBIIAET YCTOM-
YHBOCTh HOCAENHeH K palleMusanud 223, OriuenneHde KapOOGEH30KCH-IPYII-
nbl KaTaJHTHYECKHM TruapupoBanuem (1, 8) WAl manjalueBof uyepHbio !88
B CIHpPTe, JeAsHON yKCyCHOH xucnoTe wuiau AuMeTniadopmamupe !48. 224, 225
MOXKHO 3HAUMTENbHO YCKODHTH NpHMEHEHHEM BHOpOMeIlaJiKH.

Ilpu rugpupoBaHuu 3(PpHPCB KapOOOEH3OKCHIRIENTHAOB HeoOX0AUMO [0-
6aBsienne MuHepaabHoH KuciaoThl (HCI), urobel n3bexarh 3aMbiKaHUS

* YVeTONUWBOCTL NEeNTHAHBIX CBHA3€H 3aBHCHT OT UpHpOI[bI AMHHOKHWCJIOT, y'{.’dCTBy}OUJJ/IX
B ux oBGpasosanuu, cu. 76 177,
** O6uull BLIXOA OOLIMHO PacCUHTHIBAOT HA C-KOHLEBYIO AMHHOKHCJOTY.
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3amura aMHUHO-TPYINIbL;

TABJHIA 6

METOAb!I BBEJEHUA U OTIMENJAeHHS 3aLUTHLIX TIpyna

3awurHast rpynmna; hopMyJaa

U THII COeQHHEHHST

CoxkpauleH-
HOe 060-
3HayeHHe

YcaoBHS BBeeHHHA
B dMHUHOKMCJIOTbL
H TeATHLL!

Cchlky Ha
JUTeparypy

Y C0BHS OTLUCTIJICHHS!

CCLIIKH HA
JUTEPATYDY

Kapgobersorcu
O

Il
C¢H;CH,OCNHR
(yperan)

N

1. KapGoGensokcH-

2. beH3us-p-HUTpO-

3. DBensunosbiit

xnopug (mo Ilot-
Ten — DBaymany)

tpennnkapbonar *

CIUPT -+ 5dup
H30LHaHKUPHOM
KHCJIOTHI *

186

1.
2.

3.
4,

N

®

10.

Karanwruueckoe
rUIpHpOBaH He
BpomucToiii Bogopox

a) B Jel. YKCYCHOH KHC-
JIoTe  TIpH
(10 mun. — 2 yaca)

6) B HHTPOMeTaHe

B) B YeTHIPEX XJIOPUCTOM
yrJaepoze

r) B QuOKcaHe

1) B TpHBTOPYKCYCHOM

KHCJI0Te

e) wuaxuii HBr
—67°

20°

npe

Harpuii B Xugxom
amMMuaxe
Kouunenrpuposannas
COMAHAsE  KHCJOTA
npu 37° wam 60°
HonmcToit  hocdo-
HAR — HOZUCTBIN BO-
JIOPON, B JleAsiHOM
YKCYCHOH KHCJIOTe

. CouproBeii pacTBop

p-TonyoncyJisdoxnc-
JI0Ta B JIesIHOH YK-
CYCHOH  KHCJIOTe,
GeHsone WJIH TOYO-
Jie

Kunamas Tpudrop-
YKCyCHas KHCJIOTa,
20—40 muH.
XnopHeThlil u 6po-
MHCTBII BOJOpOJ B
xjopocdopme
Tpustuacuian -+
PdCl,, 3 waca npu
108°,

179,187—189

35,190—-194
195

196
191,197

35,36,194
198

199

58,200

201,202

203—205

62

206

207,208

209

p-Tonyoacyasgonuin-
Hasl

p-CH3C,H,SO,NHR

(cysdroramun)

Tos

Tosuaxaopun

. ViomncTsii

Harpuii B XHRKOM

aMMHake

tocdo-
HAH - HOJHCTHIH BO-
A0pOX

. bpomucThit BOROpPOR

- denos1 B JiesiHON
YKCYCHOH KHCJIOTE

180

2127 ™

TpudenunmeTHabHas
(CeH5)sC—NHR

(aJIK HuIaMuUH)

1480

TRI

1. AMHHOKHCJIOTA -
-+TRICi-- Et,NH

2. AnxunoBreii  adup)
aAMHHOKHCJ/IOTHL
WJIH nenTtHaa +
—+TRICI - E4N,
33aTEM OMELIeHHe

3. Benaunoselit adup,
AMUHOKUCJIOTH |-
TRIC] - EfgN,
3aTeM UacTHYHOE
BOCCTAHOBJIEHHE

213

170,181,

214,215,
216,217

218

1.

2.
2

3.
a)

6)

Karanuruyeckoe
rUApHpOBaHUe
ConsiHasi KMCJI0Ta
1—2N B cnupre HIH
anertoHe, 1 MuH. npu
400° umu npogosxcH-
TesabHee npu 20°

6) 0,2N B JeasHod VK-

CYCHOH  KHCJOTE,

5 MuH. npu 50° nam
100°

Pas6as/sienHas yKcyc-
Hast KHCJAOTa

509, 2 mun. npu 100°

213

213,215,
219

43,215

213,214

75%, 30 muu. npu 30°

217

iR




TABJIHIA 6 (npodoarcerue)

YcsoBus BRefeHHS
B AMHHOKHCJIOTHI
U TIENTHIbL

3allHTHAsT TPYNNa; GpopMynta

W THIL COeXHHEHHs YcaoBHA OTIICILIERUS

CokpanyeH
Hoe 0bo-
3HaYeHue
CchlIKH Ha
JHTepaTypy|
CebliKH Ha
ARTEPATYDY

1pet.-ByTHaokcukapGo- | BOC 1. Tper.-Byrus-p-nu- 1. Tpudtopykcycrasa
HUJIbHAST TpoheHnIKapOonaT(183,217 | KHcIoTa (GesBopHas),
O 2. TpeT.-byTuiokcn- 1 vac npu 25° 41,217
i KapOOHW/IA3K 290,221 | 2. Consinaf Kucjora
(CHy)3C—0O—~C—NHR 3. tper.-Byranon |- a) 2V, 30 wmun. nmpn 25 217
(yperan) + sup H3oUHAH— {0 153 6) KOHIIeHTpHpOBaHHas,
YKHPHON KHACJOTHI |194 HECKOJIbKO CeK. IIpH
250 217
B) 1,33N B JeasiHON K-
CYCHOH KHCJIOTE,
20 muu. npu 30° 182
r) B JeJisiHOfl  YKCYCHO#M
KHCJIoTe
1) 2—3N HCl B guok-
case, 45 mud. npu 20° 24
e) 1,8N B wmeraHoze,
1 yac npu 20° 219
3. DpomucTeili BOROPOX
a) B auaruiadochure,
1 Mun. mpu 30° 183
6) B JeAaHOH yKcyCHOl
KHCJIOTEe,  HECKONBKO
CeKYHI

222

183

* JIpaKTHYCCKHE MaJo TIPHMEHSIeTCH.

00pasyiollerocs COCAHHEHHs B AMKETONHUIEPA3UH; B JAPYTHX cAyyadx AOCTa-
TOYHO OJHOW KallJId JeAsnoli YKCyCHOM KUCA0TE. B cayyae mucrau- u UucTe-
HHCOJEPKALIMX MENTHAOB TMIPOreHonus He npuMenum 2% Anmponaus npo-
BOIST OGBIYHO OPOMHCTBIM BOAOPOIOM B JIeIsiHOH YKCYCHOH KHcJoTe 190-193
(1, e). Bappupysa yca0Busl, MOXKHO YCTPAHHTb HeXKeJjaTelbHble NMOOOUHbIE
peakuuu {cM. Taba. 7). Pexomenayercss NpuUMensiTb TOJAbKO COBEDIIEHHO
YHCTHIT ¥ GeclBeTHBI OPOMUCTHIH BOAOPO/A B OUHIIEUHON JAeTsoil YKCYCHOR
Kucaore 2%, npyueM NPOM3BOAHOE HenTHAa CJAEAyeT cHaua/ja pPacTBOPHUTH
B JIEASHOH YKCYCHOH KHC/O0TE, a2 3aTéM K IIP03DadHoMy PacTBOpy J00aBHTL.
4 N pactBop HBr B sensinoil ykcycHo#t kucaore a0 moaydenusa 2 NV pactsopa.

OTinensiende HATPHEM B XKHAKOM aMMHake !99230 (1 9) npoBoasr npu
TeMmnepaType xunenust (—33,4°), MeldaeHHo Ao0aBass HeGoAblike KOJHYE-
CTBA HATPHS, IpHYEM KOHEl peakuHH OnpelesIoT MO lieucyesamlieil B reye-
HHe 5 MHKYT cHHeil okpacke. AMMHAK y1anasioT JUOPHABHOH cylkol (BOg0-
CTPYHHBIN HACOC) M NOJYYAKT NPOAYKT PEakiHH B BHAE DPHIXJOTO TOPOII-
ka 13, HeoGxoaumo o6paTHTh BHHMaHKE Ha CHelyOLiHe MOSOUHbie PEaKUUHU:

TABJAHLA 7

MoGounne peakuud npu oTiendeHud KapGoGeuzokcu-rpynnel ¢ nomombio HBr 3 HOAc
H HX yCTpaHeHHe

Ilentug copepkur IMoGounas peaxnust Ycrpaterne noGouHoll peaknuu ]‘ ﬂgig;gﬁ{pl;a
' |

Cepur O-AneTuHpoBaH ue HBr 8 Tpudropykcycroil Kucnore | 35,365,194

Tpunrodan Pacumennetve HoGasnenne pustuadocdura | 35,170

Metuonus S-Bensuiuposanie HoGasnenue MeTunstuiacyasduag; : 35,195
HBr B TpudropykcycHoll KucJjote| 296

Hurpoaprurus Yactuunoe  otmennenue | Kupxuit HBr (—67°) 198

HHUTPO-I' PYIITBI
D(UpHEE TPYNIbi YacTuuHoe OMbWIEHHE 227,228
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MeTUOHHH JeMeTuaupyercs 3% 281-233; rpeonun npeTepreBaer JMulb He3HAUH-
TeJbHBIE U3MeHEHHs nocae 4- 4acOBOTO Bo3deitcTBuA 2%4; nalawonaercs pac-
ulensetne cesizn Lys—Pro %271

1 ﬁ O, o]
) ., —HCH ! —p-HOCH NO»
CeH;CHy—0O—C—Ci + Hq\R*ﬁ‘)CgHsCH?‘O“l*NHR(—“T“—;‘— HCH,—0— 1

—OCHNOyp + HyNR

wpgkai NHy HBr/HOAc
I,z
CeH; CHp—CHy CoHs, NayCO5, HoNR

CgH;Clly, CO,y , HoNR CeH;CH,Br , CO5 , H,NR

R=0CTaTOK aMUHOKHCJIOTHl HJH IeATHIAa

6. p-Toayoacyrvonureryro epynny '8 o6LIYHO OTLIENASIOT BOCCTAHOB-
JieHHeM HaTpHeM B XKHMIEKOM aMMuake?!l, uTto compomoxjaercs o6pasosa-
HueM CynbGHHOBON KucaoThl 2% (pacxoayercs 2 sxs. Na 3. 2i1) (2, 6). aa
0-TO3UNaMUHOKHCIOT CAMBIM NOAXOJALIHM METOAOM CO3/laHHsi MENTULHOH
CBsI3M sBJAsieTcss KapOOAMHMHUAHBIL MeTOA. BceieiacTBue HHAYKTHBHOTO 3¢-
(hexTa TOSHJIBHOH TPYNMbI XJOPAHTHADPHAB M a3Hibl G-TO3HJAMHHOKHCIOT,
ocofeHHO JedllHHa M BaJIHHA, JIETKO Pasjiaralorcs LIesoubio 238 Meron cme-
MIaHHBIX AHTHAPHIOB NPHMEHHM TOJABKO C XJOPAHTHJAPHAOM [HBAJIHHOBOM
KHCJAOTH B MPHCYTCTBHH NHPHAHHA 237, 238, ypucTaj/iHuyecKde HUTPOPEHHI0-
Bhle 3(QHUDPbl (-TO3WJIAMHHOKHCJIOT JO CHX NOp MOJYYHTb He YAanO0Ch 239,
MoOXKHO TPUMEHSITh MeNTUAL WIH aMHHOKHCJIOTHL C TO3UIUPOBAHHBIMH 3aMe-
CTHTEJIIMM B pajfiukaJe, Kak Hanpumep, N, -To3HIIU3HH 24 unu Ng-to3unap-
runuH %8 240 (em. npumep (I

2.
a/ KHAK

#-CHsCH=S0,C1 + HNR— Zm - CH3C6H4—SOQNHR———>/ s p-CHyCoH—S03H, Na™, HyNR,

HI/PH, 1 | 2.6

p-CH3C6H4SH ' HI1 HzNR
R=OCTaTOK AMHHOKHCJIOTBI HJAH NenTtujia

B. Tpupenuameruronas epynna 181. 214 216 xopomo cefst onpasBraia Ona-
rojaps Jerkoll OTIUenJAseMOCTH pa3GaBJjieHHBIMM KHCaAOTaMu (3, 8) Win Ka-
TAJNUTHYECKHM THADHpoBauuem (3, 6), PeakuuonHas crnocofHOCTb KapOox-
CHJIBHOH TPYNOB o-TPUTHJIAMHHOKHCJIOT MOHHXKEHA M3-3a CTEDHUYECKHX Tpe-
NATCTBUH M [O3TOMY, HalpHMep, B Cjydae CMEIIAHHBIX AHTHAPHJIOB B3a-
UMOJEHCTBHE C AMHHHBIM KOMIIOHEHTOM TPHBOIUT K 06pa3oBaHuIO ype-
tana 213, HauGosee scpdektnBen kapGoaunmunnbii Meron?®. B cayuae
TPHTHJANENTHIOB WM AMHHOKHC/IOT, COAEPKAUIUX TPUTH/IbHbIE IPyImbl B GO-
KOBOIl  IefM, HHKAaKUX CTEPHYECKHX 3aTpyJAHeHHH wse Habmwonaer-
cs1 170, 213, 218, 242 Qgcuronyuy GblI CHHTE3HPOBAH C NPHMEHEHHEeM AJs1 3alATHI
AMHHO- H MEpPKANTO-TPYIN TOJbKO TPUTH/BHOH IPYyNNHPOBKH 8.

3. P
(Cotla)sCCl + HZNR——>(CG shC~— NHR——"Q/ (CsH;)sCH , HoNR
HY )3 s

+
(C,Hs5);COH , H3NR

R=o0cTaToK aMHMHOKHUCJIOTH HJH MenTHia
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r. Tper.-6yruroxcuxapbonuivras epynna 82183 Moxer GuIThb yaajgeHa B
MSATKUX YCJOBHSX KMCJIOTHOrO Kataiusa (4,0) ¢ o6pasoBaHueM TOJbKO
JeTydux npoaykroB (H3o0ytuien, CO,). Benende 3Toi 3alIHTHON I'PYILIbE
B MOJIEKYJ1y aMHHOKHCJOTBI HJIM MeNTHAA NPH HOMOLIH TPET.-GyTHIOKCUKap-
Oonnnasuna 0,22 (4, a) noka eue NPOXOJAUT HEAOCTATOYHO YAOBJETBODH-
TeNbHO, HO BCE XKe yCMelHee, 4eM C NPHMEHEHHEM HEYCTOWUUBOTO TPET.-
OyTunorcukapboHunxaopuaa 183243 (4 2)  a Takxke TpeT.-6yTUJ-p-HUTPOde-
HUJI- (HIK denua)KapboHara ¥ (4, 6) uam cOOTBETCTBYIOMHUX 3)UPOB, MOIY-
Y3aeMbiX M3 H3OUMAHKHMDHBIX KHCAOT 244246 y rper.-Gyraunona 182194 (4 g).

A, o

o]
i i . ,
{CH,});C—Q—C—Ny + H,NR (CH3) ,C—0—C—0—C,HNO,p + H,NR
4&”3 ﬁ’ H/p-no——caH,—NOz

(CH)C—0—~C—NHR
4.4 HY[4 0 4.2\ — HC! 0

I _
{CHy); C—OH + O=C=NR + (CH).C—=0—C—Cl % HONR
(CHa)y =Cily €0, H3NR

R=o0cTaTok aMHHOKHCJIOTHI WY TENTAAAa

b. 3amuTa KapGOKCHILHOMH TPyRINbI

[TpuMmensioT cjienyiomiue NPOM3BOLHBIE AMHHOKHCJIOT: METHJOBLIA HJH
STHIOBBIA 9GHPbI 24, GeH3UMOBEI 248 uau p-HUTPOOEH3UIOBBIN 3hHUDBL 249,
TpeT.-OyTHJOBBIH 2dup 25 21 3ameilenHble THIPA3UAbI, a TAKXKe aAMHAbI
(cm. Taba. 8).

a. Merunosvle u 3TUAOBbIe 3PUPLL BCEX AMHUHOKHCJAOT H MHOrMX MENTH-
0B u3BecTHH 24, C yJJMHEHHEM MeNTHAHOH LeNH IIe10YHOe OMblIeHHE
MOKET OKa3aThCsl HEOCYIIEeCTBUMBIM 44 Wji CONMPOROKAATLCH paclienyendeM
TIENITHIHBIX CBfI3eH, KaK HampuMmep, B cJjyyae TMENTHAOB, COjepKallHX
cepun 194, 290,

6. llpu nonyuennu Gen3usoselx 3pupos aMHHOKUCIOT CAEAYET YAAASITh
BOJY a3e0TPONHOH TePerOHKOH ¢ GeH30/10M HJH YEeThIPeXXJODUCTHIM yrJe-
pOAOM; B KauecTBe KaTalH3aTopa NPHUMEHSAIOT, B OOJBbIIHHCTBe CAydYaes,
OeH30JI- HaU p-Toayoacyiabdokcuyory (cMm. Taba. 8). Ilentunwt stepudu-
uupylores 270 271 jerye, u peakuus ¢ GeHswjaoBeiM cunprom u HCI 29! yror-
Jla NpOTeKaeT KOMHYeCTBEHHO. BeH3HnoBLIe U p-HUTPOOEH3HIOBBIE 3(DUPLI CIIO-
COGHBl paACWIeMATHCA NPH KaTaJHTHYECKOM THADPHDOBAHHH, a TaKxkKe HAT-
pHeM B JKUAKOM aMMHAaKe WAM HIEAOYHBIM omblienueMm, Hutpobenaunosbie
3(upHl YCTOHYUBLI K AEHCTBHIO OPOMHCTOrO BOAOPOAA B JEeIASHOH YKCYCHOH
KHCJIOTE 249 ¥ yHorja MpealoudTaoT TOJAb30BATLCY HMH, a He GeH3HJIOBBIMH
athupamu 192, 227, 228, 280, 292 yoropHie MPH ALMA0JH3E YACTHUHO pAa3naraloTcd.

B. Tper.-6yrunogsie 3pupel paclIeNsIIOTCS B OUEHbL MATKHX YCJIOBHAX
KHCJIOTHOrO Karaausa %, manmpumep, TpHPTOPYKCycHOH Kucaoroi mpu 20°
B TeueHHe HeCKOJbKHX MHUHYT %% %0, OHM A0CTATOUHO YCTOHYHUBLI K OMBLIE-
HUIO IIEJOYBIO, YTO 7aeT BO3MOMXHOCTh H30MPATEJABHOrO THADOAM3A WM
THAPA3UHOJIH3a NIPHCYTCTBYIOUIX ONHOBPEMEHHO C HUMH METHJIOBBLIX, 3THJIO-
BoIX 4% 50 pin GensusoBbIX 9¢upoB 294, Tper.-6yTHAOBBle 3(GHPBl TOJAYYaIOT
neficTieM M300yTHNEHA IO AABJAEHUEM B TPUCYTCTBHU CEPHOH KHCAOTH
und nepestepudukauveli ¢ Tper.-OyTHJAAUETATOM W XJODHOH KHCJOTOH
(cMm. Taba. 8).

r. 3amewjennsle 2udpasuder moce OTLUIENJIEHHS 3AMECTHTENA IPUMEHSIOT
ISt CUHTe3a MeNTUA0B a3HAHBIM MeTojom. [Iag 3TOH ueau MCHoNb3YIoT Kap-
Go6eH30KcH- 287, TpaTHI- 288 289y TpeT.-6yTHIOKCHKAPOOHUATHAPa3HAbL 26, 88;
nocAelHuil moay4aror u3 rper.-GyTuikapbasara 22!,

A. AmuOnasn epynna TiyTaMuia, acnapariHa u nentujgos ¢ C-KOHIEBOH
AMUAHOH rpynnol (OKCHTOLMH, BazonpeccHH, a-MCI' 1 3/71e10u3UH) CHYKHT
OJIHOBPEMEHHO 3aLUHTHOH TPYNIoi KapOOKCH/IA 3THX COeJHHCHHH.
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TABJHIIA §

3awura KapGOKCHIBHON rpynnnl; METOAb! BBEIEHHA M OTL(EMIeHUsl 3amUTHLIX Tpynn

TIpuusitoe cokpa- YcaoBust BBEJICHUS B |Copinku wa Ccifm
SamurHas rpynra | menHoe oGosHade- | AMHHOKHCJIOTHL K TeN- | jureparypy |  CJIOBHS OTIMENICHHA | nurepa-
HHE THIbI TYPY
MetunoBriil sbhup OMe 1. Cnupr+-conanas 1. OMbleHHe meJo-
DtuioBni sdup OEt KHUCJOTa 247,252—2551  ubto (NaOH B aue-
2. Coupr+-SOCl, 246,256 TOHe, JHOKCAHE,
3. Huasomeran * 34,957—-260. MeTaHOJE, JUMe-
4. Coupr--AUIEKIo- TaAGopMaMupe) | 247,255
reKcuIKapboau- | 2. OMBLIeHUE KHCJIO-
AMHAJ-FTIHPHAHH *| 261,962 rofi (HC] B nnok-
5. JlnankuicyJb- case) 72,264
tut--p-Tonyodr- 3. Tunponus  xumo-
Cyab(OKHCI0TA 263 TPUTCHHOM (3H3UM-
cy6erpar 1:40000)| 265
4, O6pasoBaHue aMu-
na (cyxoft amMmuak
B abc. coupre) 266—268
Benaniioetit sbmp OBZL 1. Benannosrii cinpr 1. Karanntnueckoe
-+-KHcnota, aseo- rYMApUpoBaHue 278,279
TPONHAA [eperoH- 2. DpOMHCTHI BOJO-
Ka: POA B JeAsHOH yK-
a) beunsoacyasdoku- CYCHOH KucJIOTe,
cs0Ta/6eH3041 248 2 vaca npu50—70°[ 191,280
6) Consinast xuca0- 3. Harpuii B kKoM
Ta/GeHson 260—271 aMMHuaKe 281
B) [lomdocdopuas 4. OMblseHHe 11eJ10-(201,249,
KHCJI0Ta 272 YpBIo 282
r) p-Tonyoacynbdo- 5. O6pasoBatue aMmu-
KHCJI0Ta,/ 6eH30J1 973,274 7a 266,267
1)  Beusoscymsdo-
xucsaora/CCl, 63,275
e) Cyasdypuaxmo-
puj/TeTpaxaop-
sT1aH * 276
2. HMuasoromyon * 277
3. luGeHswicyas- 263
ur--p-Toayod-
cyJabpokucaoTa
p-HurpoGenzu.o- ONB 1. p-Hurpobensun- 1. Karanuruueckoe| 87,249,
BbIil 3up xaopug (GpoMuz) -+ THAPHPOBaHHE 284
TPUATHAAMHE * 87,249,283 12, OMblIeHWe LIeNO-
2. p-HutpoGenauno- Ybi0 87
BBIli  cnupT--GeH-
30J1CYIbGOKHCIOTA ‘
B CCi, 275 |
I
TpeT.ByTHJIOBEIH OBu! 1. Hso6yrunen-+- 1. DBespopnas Tpu-
aup 230, ¢dTOpyKCyCHAs K-
a) AMHHOKHCJIOTH 250 CJIOTa, HECKOMBKO M-
6) AnpnaMuHOKHCIIO- HYT npu 20° 49,50
THL 251 2. bpomucThit BogO-
2. Tper.-ByTuaane- POX B JIeAHOH VK-
Tar-+HCIO, CYCHOH KHCJOTE | 250,251
a) AMVHOKHCJIOTHL 285 3. p-Toayoncynsdo-
6) ALMIAMHHOKHCJO- K¥CJI0Ta 251
ThL 286
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TABJIHUA 8 (npodonserue)

[Npunsroe cokpa- YCJIOBHA BBEACHHA B | Copku Ha g: bLJ;[IfH
Sauuimaﬁ rpymnna [IeHHOe 0603HAYEHUC aMHHOKHC;:('IbOITbI A rientu- JMMTEPATYPY Yenosus OTH] erJIeHH A TepaTy-
Py
3aMelesHbE IH- O6mue MeToAB OG- CM. oTillemJienue
pasuinl Pas0BaHus NenTH- N-3aIHTHBIX
a)  KapGoGens- HOH CBSI3U NpH IO- rpynmn, Tadua. 6
OKcurupasuy | —NoH,—Z MolIH: Kap6oGeH3o-
6) Tper.-GyTun- KCUruapasusa * 287
OKCHKapGOOH UJl- Tper.-6yTunKapbasa-
THAPA3HE —NsH,—BOC Ta * 26, 88
8) Tpuraarnzpa- TPUTHArHApasyrHa * 288, 289
U _NzHg—“TRJ
Awng, —NH, 1. Amunonus sdupos He orwennsercsa
2. O6wpne wMertoani
o6pa3oBaHust 1en-
TUJAHOHN CBSI3H-|-aM-
MHAK 266—268

* Tosibko ¢ N-zaMeuleLHbIMH NPOH3BOXHBIMUA AMHHOKHCJIOT W/ NCNTHIOB.

B. CnennanbHble 3aU(HTHbIE TPYANbI AJdst 3aMecTHTeNell B OOKOBBIX LENsX

. Jlo CHX MOpP CAMBIM JYYIIAM CIIOCGOOM 3alUUTEl MEPKAUTO-IPYLNbLL B NeM-
TUle, COLEpMAIUEM UMCTEHH, SIBJISIeTCS BBeleHHe S-OeH3UAbHON rpyl-
npl H9 296, 297 erko OTHIEN/isieMOM HaTpHEM B KHAKOM amMmuake !9, S-Tpu-
THbHas rpynna 2% Obisia HCMOJAL30BaHA B OAHOM M3 CHHTE30B OKCUTOUHMHA 5.
[lxcTud  damea Jdmb OFpaHHYEHHOe INpPUMEHEHHE B CHHTE3e MelTHU-
0B 200, 201, 270, 299301 ' JT g QCyLIECTBJEHHS CUHTE3a HHCYJIHHA 11€0OXOLHUMBI
LOTIOJIHATE/IbHBIE CEJEKTHBHO cHUMaeMble HS-zawurable rpynme 92, Paspa-
6OTaHbl yCJAOBHS MENTHIHOTO CHHTE3a, NPH KOTODHIX HeT HeOoOXOAHMOCTH

TABJAHLA §

Y cToiunBOCTD 3aUiUTHBIX TPy U UX OTWEIVIEHHE B CTaHAAPTHBIX YCJAOBHAX

Peakuus orulerieHus

BOCCTAHOR-
KaTaJHTHYe-|{  ;opue

CKOC THADH- .
pOBaHHe Na
Hy/Pd | NHypey

Auugonaus

Onblire-
HHe
NaOH

3allUTHbIE TPYIIIsl HBr

aen. HOAc

Pasbas-
CF,COOH (siennas
HOAc

TK .

N-zamutHeie Tpynnb:
N-Kap6oGeHsokcH
N-p-Tonyoncynehoru
N-Tpudennamersa
N-Tper.-6y TrJIOKCHRAPCOHUT

|
=

| -+

e

I+ 1+

C-3amutTHble TPYHIBL
MeTHaoBBIl H STHJIOBEIR 5(Bpb
Bensusnosnifi adup
p-HurpoGensuosiit 3bup
Tper.-6yTninosnil apup

Amug

[l ++1
+x

[+ 1+
X | A

Jpyrue 3almyTHbE TPYHIHE
S-BenaunpHas rpynna
O-Bensunoesiit ahup

++
I

+1

X
+

-4 pacuienaserca; — yerofiunea;, X noGoyHble PeaKIUH.
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B 3alluTe (PYHKIHOHAJBHBIX rpynn OOKOBBIX Ilemeil ructuaudna 3%, cepHHa
H TpeonuHa 3%, a rtakxke THpo3uHa 3. Muorna unpHMeHswT Ny -OeH-
3uar- 216305 Ny ~rputua- 214 215 yiu N im-kKap60o6eH30KCHIIPOU3BOIHBIE [THCTH-
AuHa 37, 308 O-Gensusicepun 197-308,309 i O-Gensua- %1%, O-rperwi-218 uam
O-xap6oben3okcHnponspoinble THposuHa 3!, I'yanuaunOBy10 rpynny apru-
HHHa, KPOMe YXKe PacCMOTPeHHBIX Oaokupylomux rpynn (Z %12, Tos 38 241),
MOXHO 3alUMIIaTh HUTpO-Tpynnoi 813 314 yay npoToHupoBanueM 319,

I'. BuiGop HanGosee MOAXOAAIIMX 3AMMTHBIX TPynn

Ilpu cocraBieHHH cxeMbl CHHTe3a BBICIIHX NENTHIOB AJA 3ALIMTHI QYHK-
UHOHAJbHBIX TPYNI BHIOHDAIOT METOABI, O3BOMSICIIUE TToNyYaTh Tpebyemble
(bparMeHTbl ¢ YHH(PUIUPOBAHHBIMH 3aILUUTHLIMKM IpPymmaMy. B uleatbHOM
cayyae KOHEUHBIH IPOAYKT [OJKEH COLEpPKaTh TaKue 3allUTHble DPYMIb,
KOTOpble MOTyT OBITh ydaJieHbl OJHOBDEMEHHO B JOCTaTOYHO MATKUX YCJO-
Buax. [las oGJerdeHus Bor6opa B taba. 9 comocraBiena yCTOHUHBOCTL pac-
CMOTPEHHBIX 3aIUUTHBIX TPYIN K paclleflJedno 00MenpUHsITBIME MeTo1aM1
B CTAHAAPTHHIX YCJOBHSAX.

1V. PAILIHOHAJILHBIE METOJbl OEPA30OBAHHA NENTHIOHOM CBSI3H

UYersipe meToaa, Hanbosee oNpaBAaBIine cebd NPHU CUHTE3e BhICUIMX Mem-
TH/J0B, OOGCYKAAIOTCA HHXKE C TOUKH 3DEHHS CJEAYIOIUHX MNATH KPHTEpPHEB:
palleMH3aU#H, NOGOYHBIX peaKUHH, JIErKOCTH BbIAEJNEHHS, BbIX0da H IPOAOJI-
JKHTENBHOCTH IIpPOLEecca.

A. Asudnoii merod31® cocrour U3 ABYX CTanuil.

Ilepsas cragus: noiyyeHue (B GOJBLIMHCTBE CNIYYaeB KPUCTATIHYECKHX)
ruApasunoB N-3aMeIeHHEX AMAHOKHCAOT WJH TENTHAO0B B3aUMOIEHCTBUEM
COOTBETCTBYIOLINX 3GHPOB ¢ THAPASHHTUAPATOM B crupre 63316y nume-
ruapopmamuie ® (5, a).

Bropas crazus: mpespalleHHe PacTBOPEHHOrO B Pa3baB/ieHHOH COMSHON
KHCJIOTE TUApasupa AeicTBUEM HUTPHTa B asund (5, 0) v 3artem B3auMoneil-
CTBHE a3u]a C AMUHOKOMIOHEHTOM (5, 8); A TMOCAefHell pEaKUHH HpHMe-
HSIOT NMOJIYYEHHBL STH/AALETATHBIA PacTBOpP a3Wla WJH BBLAENSTIOT TBEPIBI
asuj 1225, 34,50, 88,317y npoROAAT peaKUHI0 B AMMETHI(OPMaMuIe

5.
i i I i
NoHq*Hy0 HNO HoNR’
R—-C—OCH32*;-—°—> R—c—Nn~—NHQ—;?—> R—C—N,—— >R —C—NH—R’ + [N}
.a , 5,8

R=N-3amuiieduslii 0CTATOK aMHHOKHC- R’=C-331]lI‘IL[leHHblﬁ OCTATOK aMHHOKHC-
JOTLL KJAW Nentdia JIOTBI HJH TenTuIa

Obcyocderue meroda. A3uaHbIl MeTOA ABJAAETCH €IHHCTBEHHBIM, IIPH KO-
TOPOM J0 CHX NOpP He OTMeYeHo Ccjyuaes payemusayuu 82 16416  Qrnako
Ha0J/10,1a10TCST MHOTOUHCJACHHBlE n0604Hble peakyuu 2'% 3% nampumep obpa-
3oBanue aMunoB 63320321 pacimennenne nmo Kypuuycy 1o H30UHaHATOB C
MOCJelyIOIUMM NpeBpallleHHeM B NPOW3BOJHBIE MOYeBHHBI 322-32¢ uyy ype-
Taupl 325 828 ofpasoBande Gucruapasuaos 2% 303,327 purTpoBanne OEH30Jb-
HOTO SIApa THPO3HHA %28, DasOKente a3u/I0B a-TO3MIAMHHOKHMCAOT 2, okuc-
JeHue NMPOH3BOAHBIX S-GeHsHILUUCTeHHa 10 cyabdokcuaos 8 [lpu npose-
JEHHH Peakuuy NpM HU3KHX TeMneparypax (or —10 po -+5°) Mmorue mno-
GouHble MPOUECCH B 3HAYUTENBLHON cTemeHu ycrpaHsiorcs. O6paborka peak-
[IHOHHON CMecH Obla Obl OYeHb TPOCTa, ecau Obl peaklUus npoTekasa Ko-
JIHYECTBEHHO, TaK KaK B 3TOM CjyYae e[WHCTBEHHBIM IOOOYHBIM MPOAYKTOM
SIBJISIeTCH a30THCTOBOAOPOAHAsA KucaoTa. [IDOAYKTH peakunw pacTBOPSIOT B
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TUJaleTaTe W pacrBOp NPOMBIBAIOT pas3baBJIeHHOH COJSHOH KHCJIOTOH u
pactBopoM OukapOoHaTa 15 yAajeHHs] HCXOAHBIX KoMIIOHeHTOB. OTxese-
Hue TOOOYHBIX NPONYKTOB PEAaKLHU YaCTO CONPHKEHO C BOJBLIMMH TPYAHO-
cramu 317, Boixoder noJtyuaiorcsi, B GOJBUIMHCTBE CyyaeB, B mpegesax 30—
0% ; npodoaxcuresvrocty o1 4 10 6 AHel, BKAIOYAs MOJyYeHHE ruapasuia
(1—3 nnsa).

Bb. Kapboduumudnsiii merod 32° Gpln BnepBble HCHOJAb30BAH JUIA CHHTE3a
nentafoB lluxanom u [eccom 330.3%31 TIpuMeHSIOT TMOYTH HCKIHUHTENLHO
auunkaorekcunkapooauumua (JACC). Tlonennuit npubaBasioTr K oxJaaxk-
aenHoMmy o 0°1!%7 MakcHMasbHO KOHLEHTPHPOBAaHHOMY 32 pacTBOopy Kap-
DOKCUIBHOTO M AMHHHOrO KOMOOHeHTOB (6, a,6), NpHMeHsss B KauecThe
pacTBOpuTens TeTpardipodypaH, aLEeTOHHTPUJ, AUXJIOPMETaH, ITHJAALETAT,
JUMEeTHAPOPMAMHI HAH AHOKCAaH. MOXHO HOJb30BAThCy H BOJIYCOAEpKa-
UMK pacTBOpHTeasAMHU 10, 13. 183,330 310 jaer GosbluMe MPeHMYLIECTBa NMPH
NOJY4eHHH BHICHIMX MENTHIO0B, KOTOPble 4acTO OUEHb IJIOXO PacTBOPSIOTCH
B 0e3BOJHBHIX OPraHU4ecKuX pacTBopuredsx. Ilpeisoxeno HeckoNbKo Mexa-
HHA3MOB PeakuuH (HanpuMmep, NocjaeICBaTeIbHOCTL NpeBpalleHuil 6, a, 6 332
33 yan 6, a, 2, O34 335),

6. o
R—g-oH+XN;c:Nx NoRD R (’? NIH—R' + XN ?)
£ HoN - —C—NH=—R’ + XNH—~C—NHX
\6,0\‘ R /O /ﬁi/”
o HoNR! (6.9
* R~ 0
- Q
0 o) AWNE X—HN~C< 7TOH R~
o8 N (9] ~\,
{l Il P NX \}\ SO F XNH~C—nHX
NS

R—C—NX—C—NHE<" 6-°

R=N-3auIMLIeHEb OCTATOK aMHHOKHCJIOTH M/l MeNTHAA
R’ =C-3amuuennblfi 0OCTATOK aMHHOKHCJOTHI HJHM TenTH/a
X =IHKJIOreKCHJ (HJAH APYCHe pagHKaJbl)

O6cyacdenue meroda. Oxaaxaenne 1o 0° mepen noGasjedreM KapGoau-
UMHa H IpUMEHEHHe 0 BO3MOKHOCTH HENOJAsPHBIX pacTBoputeneii 164 165, 167
cO3/laeT Takue YCJOBUSl KOHIEHCALMH, NPU KOTOPHIX payemusayus, B 60Jb-
IHHCTBE CAYYALB, COCTABAAET ML ~ 1%, XoTg unorga ona gocruraer 3018
1 gaxke 50% 271,

OnHo#t ¥3 OYeHb HeXxejsaTenbHbIX NMOGOUHBIX PeakLUil 4acTo SABJSeTCS
o6pa3oanue N-aUUIIUTHKAOreKCHAMOUEeBUHL (6, g) 58 165, 831, 836338 kgro-
pas He criocobHa K AadbHeHINeMYy aluAMpPOBaHMIO 333 ¥ ¥ TOMY XKe TPYAHO
otTneauMa. B auerountpusie 3ta nofouHas peaklusd, MO-BHAKMOMY, TODMO-
surcs 194 331 [Ipy akTHBUPOBAHMM NPOU3BONHBIX acmapardHa W TJyTaMHHa
Habaonaiach 4aCTHUHAs JerwjJpatalus aMUAHBIX TPymn ¢ oGpas’oBRaHueM
COOTBETCTBYIOUIMX HUTPUAOB 339 340 OfpaboTka peaklHOHHOH cMecu B CHy-
yae pacTBOPUMBIX HUM3INMX NENTHIOB QUeHb NPOCTA, TaK Kak TPYAHOPACTBO-
pumas Auuuknorekcuamoueruda (I CH) ualie Bcero MOUYTH KOJHYECTBEHHO
BBIKPHCTANAK30BbIBARTCS. Bricine MenTHasl OUUILAIOT MHOTOKDPATHON 3KCT-
pakuueil KUNAUUM MeTHIOBLIM criupToM. [losHoe yaanenne AUIMK/IOreKCH -
MOUEBHHB OOBIUHO 3ATPYLHUTENBHO, HO 3Ty TPYAHOCTL yraercs O0O00HTH
HCMIOABL30BAHUEM APYIHX KapOonunmuaos 16. 78 341-343 ' ofpasyiommx pacTeo-
pPUMBle TPOU3BOAHLIE MOUeBHHBEL. Boixodot monyuatorcs B npepenax 30—
80%:; npodoascuressHocTse oT 2 Ko 4 muei.

B. Merod cmewannsix aneudpudos 3*, M3 pasnuublx BCIOMOraTelbHBIX
KACAOT (KapGonoBble 345346 cepuas xucnora 196347 nuadup docdopuoit
KHCROTH 196, 348-350) | yemblTaHHBIX NPH H3BICKAHHHM MOAXO/SAIUUX CMEIIAHHbIX
AHTHAPUAOB AMUHOKUCAOT, Haubonee MPUMEHHMBIME 0Ka3a/MuCh MOHO3(HUPHI
yrosbHof KucaoTh 351-%53 Pacrop N-zaMeuleHHON aMHHOKHCAOTEl WJIH [ell-
tHna (B TerparuapodypaHe, AHOKCAHE, TOAYOJE, XN0podOpPMe WA JAUMETH-
dbopMamMuie) BBOAAT B peakUUio ¢ H30GYTHAOBEIM 353 wau aTunoBuiM 52 3¢u-
POM XJOPMYpPaBbHHOU KUCAOTH B NMPHCYTCTBHH TPUITHIAMHHA npu —5 10
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—10° (7,a) n sarem uepe3 10—I15 munyr npubasadioT aMAHOKOMIOHEHT
(7,0).

LA i f
R—C—OH + Cl—C~0Alk ~_Et;p /ﬂﬁﬁ—?R-C—NH—R’+CO +AR
Pl —’OH
R R_C/O 7.8
)

i1
CO, + R—C—0Alk

O
o

i il
o AlkO—C—NH—R'+ R—C—0H
Il I !
Cn, + R—C—0—C—R + AIkO—C—OA Ik

Alk=wu3o6vTua, 3tua (8, 2: n-6ytun)
R =N-zaumiuenspiii 0CTaTOK AMHHOKHCJIOTHI HJH IENTHIA
R’=cBoGoauniii umn C-3alUUIEHHbIA OCTATOK AMHHOKYCJIOTH WX MENTH/1a

O6cyocderue meroda. TIpu aKTHBUPOBAUUH TIENTHIOB 4aCTO Hab/r0AaeTCs
3HAUNTENbHAN, 4 MHOTAA faxe TIOJHad payemusayus 83 164 165,354 [Tosromy
MpPH CHHTE3€ BBICIIUX NMENTHUNOB METOJ CMeLIAHHBbIX aHTHAPHIOB NPUMEHSIOT,
IO BO3MOXKHOCTH, TONLKO K (parmentam ¢ C-KOHLUEBBIM NPOJHHOM HIIH
rauiuHoM. OnacHoCTh paleMH3allMy B TeTparnjpodypaHe HauMeHbllas.
Ilobounasa peaxyus obpasoBanust yperanos (7,0) B pesy/abTare B3auMoiel-
CTBHS AMHHOKOMIIOHEHTA ¢ OCTATKOM BCTIOMOTraTeNbHOll KHCAOTHL 237, 355 cume-
LIaHHOTO AHTHAPHLA HAGMIONAJach B cilydae q-TPUTHA- 2!8 U q-TO3UIAMHUHO-
Kucjor 238, KuHeTHKa peakUHH TEPMHYECKOTO Da3JOKeHHs§ CMEeMIaHHBIX
AHTHPHAOB YrONbHOH M KapOGOHOBBIX KHUCAOT, MPHUBOIMALLEH UYaCTHYHO K
cioxHOMY 2hupy (7,8) B HaCTHIHO — K CMECH CHMMETDHYHOTO AaHTMApHIa
AMHHOKMCAOTH U JHAJKUIOBOrO 3(uUpa YroJbHO# KHCAOTH (7,2), 6blia H3y-
yeHa Ha IIpHMepe CMEIaHHOTO aHTHAPUAA A-ByTua0BOro 3QHpa YroabHOM
KHCAOTHl U GeH30fHO# KUCAOTH 3%, [ToKa3aHo, 4TO B CAydae IJIMUHHA HMeeT
mecto oOpasosauve N-amunamupna 37, O6paborka peakUMOHHON CMECH
OYeHb NPOCTA, TAK KAK BCE COMYTCTBYIOMIAe NPOoAYKTH Jetyuu (CO,, uzody-
TaHon uau sravon). Beixoder cocrasasiior 40—95%; npodosncuressHOCTs
1 nenn. TakuMm 06pa3oM, METOJl CMEIIaHHBIX aHTHAPHAOB Tpedyer HaUMeHb-
weil 3aTpaTbl BDEMEHH.

I'. Merod nurpogpernuroasix 3¢pupos. Y1z MHOTOUHCAEHHBIX AKTHBHPOBAN-
HBIX 3¢upop 260 283 358367  papyyyIUUMM = OKAa3aJdUCh pP-HHTPOQPEHUAOBbBIE
ahupel %Y mo caenyomum coobpamenuaM. 1. OHu MOTyT GBITH TIOAYUEHB
C XOpOIWUM BBIXOJOM TIYyTEM B3aHUMOJEHCTBHS KapOoOeH30KCHAMHHOKHC-
JOT 4 262,368,389 pny  gapboGensokeunentuaos 47 385370 ¢ p.purpodeHonom
B MNPHCYTCTBHH JuuMKJOTeKcHAkapBonuumuia *, 2. p-Hurpodennnosoie
sthupbl KapGOOEH30KCHAMHHOKHCIOT NMPEeACTaBAAIT coBOi Xopouwo 00paso-
BAHHbIE KPHCTa/Jbl; 3TH 3QUPHl MOTYT HEOTPaHHYEHHO JOJr0 COXPaHATHCA
B TEMIOTE NMpPU KOMHATHOH Temnepatype. 3. Mcnosb3oBanye ux A5 CHHTe3a
MeNTHIOB He TpeGyer AOMOMHUTENbHOK 06pabOoTKH.

HspecTHble B HacTOslee BPeMs p-HHUTPOQPEHUIOBbIE 3QHPEl 3aMelIeHHbIX
(-daMHHOKHCJIOT NMpuBedensl B Tada. 10.

8. o 0

I I}
R—(‘;—o-</_‘>xog + H,N—R/———=> R—C—NII—R’ + no@—xo?

R’=C-3aluuiieHHbHHE OCTATOK AMHHOKHCJAOTH MJH NenTHAa
R’=cBoGoaustit uan C-3alMHIIEHHBIH OCTATOK AMHHOKHCJIOTH HJAK MelTHAA

* [Tonryuenne u3 Z-aMHHOKHCJOTHL ¥ JAH-p-HUTPOQeHHICYbOUTA B NPHUCYTCTBHN NHUpPH-
OHHa cM. *0%; mosyueHHe JfeficTBHEM TPH-p-HuTpodeHundocuTa W NHPHAHHA HA Z-aMUHOKHC-
jgoty cM. %! a ua Z-nunentmp cm. ¥,
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TABJIHLIA 10

p-Hurpodennaoppie spHpel 3amemeHHbIX L-aMUHOKHCIOT

i OnrHuyeck. Cent
3aveleHHas aMEHOKHCIOTA ocgfﬁ(ﬁ;fi’fg&pa | T.mr, °C | spaul. {a)p P ;g;zgg:;:g;: Ha e
’ @) | 1oc paTypy
KapGoGensokcu-L-ananun| Z—Ala—ONP 79—79,5 |—38,0] 25 1,4, 372
Srunanerar
CN(®)
JKapBobensokcn fauan-L 136—137 |—81,8| 20 | 2, Aueron | s73
. Z—Ala—ONP
Auerns-B-anaHux Ac—B-Ala—ONP | 111113 374
Bensons-B-ananus Bz—3-Ala——ONP | 163—164 374
Oranouns-3-anaHuH Phth—B-Ala—ONP | 210—212 374
®ranonn-y-aMuHO-MacIa- .
#asg KdcJIoTa 131132 s
L (2)
m;ll‘ggxapéoﬁenaoxcuLap- | 2 126127 142
Z—Arg—ONP
Tos
Na-KapéoGeﬂschng- ] 50— 60 |—13,5/ 23 | 1,2, IM® 97
-TO3UJ1- L-apruHug Z—Arg—ONP
NH; ,
KapGoGensokcu-L-acnapa- g 165—166 {—31,5 20 | 2, JIM® 4
rad Z—Asp—ONP
N-Kap6oGensokcu-3- OBZL
-O-6enaua-L-acnaparuosas | 76 —16,6| 22 | 1, IM® 24
KHCJ0Ta Z—Asp—ONP
N,-Kap6oGensokcu-L- Z—Cit—ONP 163—165 |[—19 |20 | 1, IMd 124
LATPYJIIHH
BZL
N-Kap606eH30KCH-S-6€H- l 93— 94 |—43 20 2, IM® 4, 360
3UJ-L-LACTERH Z—Cys—ONP 364, 572
NBZL
N-KapGoGerisoxcS- | 105—107 |—39,8| 28 (1,03, AM® | 73
P-HUTPOGEH3UI- L-IACTeHH Z—Cys—ONP
NH,
Kap6oG6ensokcn-L-T1yTa- | 2 155—156 1—24 | 20| 2, OIM® 4
Mt Z—Glu—ONP
Kap6o6ensokcH-1-O-Get- OBZL 3,2,
3HJI-L-TJIyTAMHHOBAS KHCJIO- | 111 —20,4| 25 | Drunanerar | 372
Ta Z—Glu—ONP
Kap6o6ensokeu-y-O-Me- OMe
THJ-L-T1yTaMEHOBas KHCJIO- | 108 —33,8)25,5] 2, IM® | a75, 376
Ta Z—Glu—ONP
KapGo6ensoxcu-a-O-Gen- ONP
SUJI-L-TJIyTAMUHOBAA KHCJIO- | 66— 67 |—28,2f 22 0,55, EtOH | 376
Ta Z—Glu—BZL ‘
ONP 1,02,
LKap606eH30Kcn-a-S-afrm1- | 98— 99 |—22,4] 25 | 95% HOAc 377
-L-royTaMuHOBasg KHCJIOTA 7—Glu—SEt
Kap6o6eH30KCHITHIIHH Z—Gly—ONP 124—125 364
Z
Jukap6o6en3okcu-L-
FUCTHIHH Z—H[is——ONP 109—110 a8
KapGoGensoxcn-S-Gensna- B ik 5—15.5 35,820,511, 93, MeOH | 15
L-romouucreun Z—romo-Cys—ONP ’ ! ! e
Kap6o6ensokcu-L-13o- Z~—Ile—ONP 60— 62 |—15,5) 20 [ 2, OAM® 4
JeHINH
Kap6oGensokeu-L-nefiuun| Z—Leu—ONP 95 —33,5( 20 | 2, AM® 4, 364
6 Yenexn xumuH, Ne 12 1489



TABJHUA 10 (npodoadxtenue)

CoxpanienHoe BO: mlx((::)x. PacrBopuress u| CCBIIKH
3aMelieHHash aMHHOKHCTIOTa 0603}12‘3;“;;"9 strpa T. na., *C | Bpadi. l D xoﬂueg'rpauﬂﬂ ;;;;TJ;%;e-
(a) |7°C
N_-Kap6o6ensokcu-N - Tos
a-N\ap 3 ] 109—110 {—16,5{ 20 | 2, IM® 14
TO3WA-L-1U3uH Z—Lys—ONP
N, -Kap6obenzokcu-N ;- BOC
Tper.-6yTHIOKCHKapOOH HJI- | 88— 91 |—14,8| 26 1, 13, 217
L-my3uH Z—Lys—ONP Aneron
z
Jvxap6GoGensokcu-L-nu- ! 63 —19 |21! 1, IM@ 20
SHH Z—Lys—ONP
Kap6oGen3oxcu-L-perun- Z—Phe—ONP  |126—126,5{—24,7] 20 | 2, IM® 107, 372
aJlaHuH
Kap6o6ensokcu-L-nponun| Z—Pro—ONP 9%— 96 |—68 | 20| 2, MO | 4 372
BZL
Kap6o6ensokcu-O-6eH- | 55— 57 149 20 2, IM® 124
3uJ- L-cepun 7 —Ser—ONP
KapGoGensorcu- L-Tpun- Z—Try—ONP 103—105 |—4,3 1 25 | 2, OM® 78
Todhan
N-Kap6o6ensokcu-L-tupo| Z—Tyr—ONP 158—159 {—16,3 1, Aueron 379
3UH —8,1| 27 | 1, Aueton 365
BZL
N-Kap6oGensoken-O-6en- ‘ 148—150 | —9 20 2, IMd 4
3WJI-L-THPO3HH Z—Tyr—ONP
N, O-/lurap6oGenaokcH- z
L-tapoaun ] 135—137 10,5} 26 | 2, Anmerom 365
Z—Tyr—ONP
KapGoGensokcen-L-pasue |  Z—Val—ONP 63 —24,4) 20 | 2, IM® 364

O6pasoBanye MeNTHIOB aMHHOMM30M 3GHPOB (8) HpH KOMHATHOH TEM-
nepartype  KaraJdusupyerca  JeASHOH  YKCYCHOM  KHCJIOTOH (5—
10 mon.% ) %62 380, Peakuust npOBOAKTCA B PACTBOPE 3THJALETATA, ALETOHAT-
puaa, tuMeTHaAPOPMaAMUAa HAd xJopopopma.

Ob6cymcdenue meroda. Tlpu cuHTE3e NENTHAOB METONOM TOCTENEHHOTO
YAJHHEHHS UelHd 3aMeTHOH payemusayuu p-HUTPOGDEHHIOBLIX 3GUPOB KapBo-
GeH30KCHaMHHOKHCJOT NOKa He obGuapyxeHo 1428375 Onuako B 2%-HoM
pactBope auMeruiagopmamuia npu 20° B npucytcTBuu 19, TpUSTHIaMuHA
OHM MOTYT paueMusoBarthea 8!, D10 sgB/sieTCs 0HOH M3 MPHYHH, IO KOTOPOi
NpH CHHTE3e MeNTHLOB METOAOM HHUTPOQEHHIOBLIX 3()HPOB PEKOMEHIYETCS
npubaBisaTh KaTaJHTHYECKHe KOJMUECTBA JIEASHON YKCYCHOM KHCJOTHL,
[Tpr nonydyennu p-HUTPODEHUIOBBHIX 3G UPOB N-3aMeIUeHHBIX NENTHI0B OTMe-
4YeHa YaCTHUHAS WJAH NOJMHast paueMmusauus 365 370,382 [To6oyunpie npespauye-
HUs p-aATPo(heHHNOBBIX 3pUPOB KapGoGEeH30KCHAMHHOKHUCAOT A0 CHX IOP
He Haba101adMCh, TOTAA Kak HEKOTOpble P-HUTPOQEHHNOBBe 3hups Kapso-
GeH30KCHMIENTHAOB B PE3Y/bTaTe MEX- WIH BHYTPUMONEKYJSIPHOTO allHJlH-
pOBaHHMS MOTYT NpeBpalllaTbCsl B AHKeTOmHNepa3unbl 388 Ilpu ouuctke mogy-
YeHHBIX MEeNTHAOB YacTo ObIBaeT TPYLHO HANENO0 OCBOGOIUTHLCH OT P-HUTPO-
¢ernosra. OTIenuTh OCTATKH P-HATpOodeHOSa OT MOJMHOCTbIO 3allUUIeHHBIX
MEeNTHI0B MOXKHO XPOMaToTpaHUPOBaHMEM Ha HEHTPa/ibHOIl OKHCH aJIOMH-
Hus. Boixode: ouenb xopomme (50—100%), npodoascuressnocts cuutesa
2—3 nus.

Conocrasnenne H OneHKa PaCCMOTPEHHBIX MeTOI0B 06pa30BaHUs MENTH-
HOH CBSI3M € TOYKM 3DEHH§i YKA3aHHBIX BBl MATH KPUTEPHUEB TIPHBENEHBI
B Taba. 11.

. Obaacre npumenenus, npeumyuiecTsa u 02PAHUYEHUS HeTbipex MeTO-
Oos. Tlpn noayuesud BLICHIMX NENTHAOB HE OTPAHHYHBAIOTCH OGBIYHO HPH-
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TABJHIA IT

Kpurepuu BJA OLEHKH METOJNOB CHHTE3a MNENTHAOB
Kpurephii ASHZHEI METOR LIHLIHKJ‘IOI‘CKEHJIKapﬁo- Mertog cMemaHHbiX  [MeTo[l HHTPOGEHHIOBLIX
A JHHMHIHbL METOR AHTHRPUJOB a¢upos
Panemusa-{ OtcyrcTByer Ho 50% (cmenyer{lo 100% (caenyer|Hesnauutensnas
uus pa6orats npu 0° u| paGorath B TeTpa-| (cleiyer ualerars
10 BO3MOXKHOCTH ¢| ruapodypaHe) H36HTKA TPHITHI-
HETIOJISIPHEIMH  pac- aMHHa)
TBOPHTENSIMH)
TloGounnle | OGpa3oBanue  amu- |N-Aumiamouesuna, (Pasnioxenne aurua-|OTcyTCTBYIOT (B CaOY-
peaKuHH| N0B, H3OLHaHATOB| OOpa3OBaHHE HHT-[ pHAa [PH TemIepa-| uae HHUTPODEHHIO-
(pacmensiense no| puJIOB W3 aMHJOB| Type Bble -+5°. BHIX  30HpOB
Kypuuycy), mMoue- BsaumozeficTsue Z-aMHHOKHC/IOT)
BHHBI, yPEeTaHOB, AMHHOKOMIIOHEHTA
GHC-TH/IPa3H]IOB, C OCTaTKOM BCHO-
HHUTPOBaHHE, OKHC- MOraTeJIbHOH KHC-
JeHue  THO3(DHpA, JIOTH;  06pasoBa-
pasjioxKeHHe asuja Hue N-anmaamu-
TO3HJIAMUHOKHCJIO- IOB (TVIHLKH)
TH
OcpaboTtka] Brensercsa rasoo6- |TpyaHo pactBopuMasn|Brjenserca raszool-|[nst ynaneHHs HuT-
pasHas HNj. JHUHKJOTreKCHAMO-| pasHass CO, H Jie-| podeHosa NpoMbi-
YeBHHA  BBIKPHC-| Ty4H#l 3TaHOJ BAIOT TENTHL
TaJJII30BHIBAETCS. (naoGyTanomn) 6UKapGOHaTOM HJIH
Ilnoxo  pacTeOpH- aMMHaKOM; Iepe-
Mble MeNnTHIBl JKC- OCAXKAAIOT W3
TParupyloT KHns- AMO/3pup uam
UM MeTaHOJIOM JMd/Boga, 3KCT-
ParupyioT ropsiuuM
3hHpoM, XpoMaTo-
rpagupyroT  Ha
Al,O;
Buxon B
% 30—170 30—80 40—95 50—100
JLautenn-
HOCTh B
JHAX 4—6 2—4 1 2—3

MeHeHHEeM K4aKOTo-HUGYAb OZHOro Meroia. Jlas yCmemlHOro ocyluecTBAeHHS
cunTe3a Tpebyercs JeTajJbHOe 00CYK/AeHHEe CXeMbl, B KOTOPOH NPHMEHSIOTCH
nauboJiee lesecoobpasible 3alllUTHble TPYHNB U MeToabl. BriGop ¢parmen-
TOB TIPOH3BOJMTCH NPEINMOYTHTENBHO C TAKUM pacuerToM, uTodn C-xoHlle-
BOI aMHHOKUCJIOTOW OKAa3aJCst TJUUUH UV NpoJMH, TaK KdK B 3TOM caydae
yeTpausieTcss OfacHOCTb palleMH3allud NpH TIOCAEAYIOULEH KOHAEHCAIHH.
Ecau npenycMoTpenHas peakliusi He HAET, To caelyeT 6e3 OOJBUIHX NOTEPDH
BeLIECTBA M BPEMEHH NMPOBECTH CHHTe3 NMeNTHAA APYruM nyrteM. PykoBoicT-
BOM AJs BbI6Opa CXeMBI CHHTe3a MOXKeT CJIYXHTb NpHBejeHHas B Taba. 12
CpaBHHTEJNbHAs OLlEHKA MeTO/I0B, JaHHAS B COOTBETCTBMH ¢ NPHHSATHIMH KPH-
TepusaMu (cm. Taba. 11).

AsuaHbli 1 KapGOAHUMHAHBIH MeToAbl 0co6eHHO 3(GdEKTHBHEI MpU KOH-
JeHcalnu GparMeHToB, a METO] HHTPO(PEHUNOBbIX 3QHPOB MM CMEIlaHHbIX
AHrMAPUIOB — JJis IOCTENEHHOr0 YAJHHeHUs llenu. Haubosee npumeHuMoin
A 3AIUHTHL @-aMHHO-TPYNNBL sIBJAsieTcsl KapOoOEH3OKCH-TPyNNa, TakK Kak
MPH 3TOM ONAcHOCTb palleMH3allud MHHUMaJbHa. A3HIHBII MeTO] H METOMb
CMENI&HHBIX AHTHJPUAOB U HHTPO(EHHNOBLIX 3()HPOB 1alOT BO3IMOXKHOCTDL
BBOIHUTb aMHHOKOMIIOHEHTbl CO CBOOOAHON KapOOKCHABHON Tpynmoll. Paue-
MH3alHM He HaOJ0JaeTcsd TOJNbKO INPH a3UJHOM METOle H MO3TOMYy OH
OUeHb IeHEH MJs TIOJyYeHHsi ONTHUECKH YHCTBIX BBICIIMX NenTua0B. bojb-
IUMMH HEI0CTaTKAMH 3TOTO METOJa fBJSIOTCS HH3KHE BBIXOIBI H TPYLHOCTH
B BEIGOpE PACTBODHUTEJS. Y AJIHHEHHe TeNTHAHOHN lenH MeTOAOM HUTPOQeHH-
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TABJIHIA 12

CpasHm‘eJleaﬂ OLleHKa MeTOAOB CHHTE3a MNenTHI0B

KpHrepuit Asugubii | Kap6oauumuyg- | Metox cmemuran-| Merop Harpode-
MeTOx ‘ HBIH MeTof HbIX aHI'HAPHAOB| HHJIOBHIX 3(upoB
‘OnTHdecKas yuCTOTa [ — —_— +
IloGouknle peakuuu —_— —_— + ++
O6paboTka “++ — + —
Brixon, —_— — + -+
JlaurensHocThb I — + 4 +
Xopomo -+, YAOBJ/ICTBOPUTENLHO -f=, HEZOCTATOYHO YROBJIETBOPHTEJLHO —, HEYAOBJETBO-

‘UTEJBHY — —.

JIOBBIX 2(UPOB IPOTEKAaeT, [O-BHAMMOMY, Oe3 MOGOUYHBIX peakUHil U jgaeT
MakciMaJabHbiil BbIxoA. Haubo/bline 3aTPpyAHEHUSA [PH BbIILEJEHHH NPOLYK-
TOB peaKlIHH BO3HHKAIOT OOHIYHO IPH CHHTE3ax yepe3 HUTPOQEeHHJOBLIE
a¢Upbl WM NPH NMOMOLIM KapOOJHMMHIHOrO METOJAa, HO 3aTO CaMo TpOBe-
JAeHHe peakUuH odeHb npocTo. CUHTE3 ¢ NpPHMEHEeHHEM MeTOo]a CMeLIaHHBIX
AHrUJPHIOB TPeOYyeT HaHMEHbIICH 3aTpPaThl BPEMEHH, HO 3TOT MeETOJ BeleT
K 3HAYMTE/bHOH palleMHU3alHH M, KPOMe TOro, OH CBSi3aH C TPYAHOCTAMH,
BBI3BIBaEMBIMU MJIOXOH PaCTBOPHMOCTBIO.

Jo cux mop eute He HaHIeHO COBEPIIEHHOTO METOAa CHHTe3a HENTHIOB,
M MOMCKU HOBBIX METONOB aKTHBHPOBaHHA (cp.3%) ¥ zamiurhl (yHKUHOHANb-
HBIX rpynn (cp.3%) ocrawoTcss W BIPeAb AKTYaJbHBIMH.

V. IPUMEPBI .CHHTE3A INENTHAOB

Ulupokne BO3MOXKHOCTH KOMOHHHPOBAHHMS METOIOB KOHAEHCAIMH M 3a-
IIMTHBEIX TPYNI N0Ka3aHbl Ha TpUMepe Tpex cuuTe3oB. Vzobpaxenue myreil
CHHTE30B B BHAE HATVIAJHBIX cXeM %% 78 okaszanoch oueHp Lieseco00pa3HBIM.
Ha cxemax 2—4, Boinonnennbix no IlBunepy % 78 (kpucrasinueckue mpo-
JYKTHl MOJYepKHYTHl XUDPHOH 4YepTOH), yKa3aHH YC/AOBHs PeakLHu, pacTBO-
puTenab (B KBaAPaTHBIX CKOGKaX) W BbIXOABL IlyThb CHHTE34 OTYETIMBO MpEN-
CTaB/IeH Ha 3THX cxXeMaxX. B mpuUBeIeHHBIX CHHTE3aX OTPAXKEHB CAEAYIOLIHE
0COOEHHOCTH:

Npumep (I), cxema. 2. Cuntes ausun-sazonpeccuna'* 6uLT OCyILeCTBIEH
TOCTeTNeHHBIM YAJHHEHHEeM HeNTHAHOH LeNnu myTeM MPHCOeNHHEeHHS KaXABIH
pPas no OAHOM aMHHOKHCJIOTE ¢ NPHMEHEHHEM TOJbKO MeToJa HHUTPOdeHHJ0-
BbIX 3¢upos. [l NpefoTBpalleHHs] palleMH3alli¥l o-aMHHO-TPYNNa 3aliu-
manach kKap6obeHsokcu-rpynno. Bbixon Ha KaXAyl0 NENTHAHYIO CBS3b
pocTur B cpeaneM 92,8%, uTo fBAsieTCS HAWBBLICUIMM BBIXOJOM, NOJYYEHHBIM
JO CHX IOD NPH NOCTPOEHHU MEeNTHIHOH Lenu Takol IJIHHBL. Bce mpoMmexy-
TOYHbIE TIPOAYKTbl yAaJ0Ch BHIAGNUTb B KPHCTAJJIHueckoM Bupe. M3 mepe-
KDHCTAJJH30BAHHOIO 3alHLUIEHHOTO HOHAmemTHia Obll ToJyden 1mochae
OTLIENJIEHUS 3alIUTHBIX TPYNN BBICOKOAKTUBHBIA mpenapar (83%-Hoi un-
CTOTHI), M3 KOTOPOTO XpoMaTorpadupoBaHHeM Ha KATHOHOOGMEHHOH CMOJC
(Amberlite IRC-50) 6bln1 BblAeNeH COBEpPIIEHHO YHCTBIH TOPMOH, B KOJHYe-
CTBE NOPSAXKA TPAMMOB.

Ilpumepamu (II) u (III) mokasano, Kak npu OJHOHA H TOH Ke aMHHOKHC-
JIOTHOH MOCJAeL0BATEIBbHOCTH TO PA3HOMY OblJ1 HCIIOJb30BAH METOJ KOHIEH-
cauvu ¢pparMeHTOB.

Mpumep (II), cxema 3. [l1s npenoTBpalleHHst paueMH3alluK IPH KOHIEH-
cauuy (parMesToB, CHHTe3 MeNTHAa € NOCIeJ0BATeNbHOCTHI) AMHHOKHCJOT
1—19 AKTT %47 ocymecTBasiics TakuM 06pasoM, u4TO IBa pas3a HMeJo
Mecto 06pa30BaHHe TENTHAHBIX cBfA3eH ¢ yuactHeM C-KOHLEBOro IJIMLIHHA
(10/11 n 14/15), a N-xonueBo#t ¢parmeHT 1-—4 npHCOEIHHAJICS PH TIOMOLIH
asuanoro Merofa. B kKauecTBe H3GHPATENbHO CHUMAEMBIX 3aLUTHBIX TPYI
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BZL

Tos

z-{His |-OH + H—| Phe | -OMe z-{Pro }-on + H-{val }-ome z—m-orl + ti{Pro}-ome
“ ) DCC [CH,Cly)
77% pce [HN;?:] 569 159 apu 3° . DCC [CH;CN]
154 npn 6%6) 1 NaoH [MeOH} T2%) 64 apu 0° + 404 npn 20°
40mun opu 20°
B%L Tos | T(l)s
7 His-Phe ~0OMe 2Ty on + H—{ aly }—OMe Z— Pro-val oH + H—{aly Fome z-{ Arg }—on + ZOMC
: MeOH |+
0,5N Ba(OH), [MeOH] pcc [CH,CN] 1) Hy/ Pd [‘ 301] HCI
62% , . 70%] 24 20 DCC [CHaCly] 65% 44 apu 20
3a npu 20 -3 ap 90%| 154 npu 5° $ DCC [CH4CN]
Y 64 npu 0°+36u mpn 20°
B%L Tos T([)S T(I)S T?s T?S B) NPOTHBOTOUH. PaCUpea. (Al
7— His-Phe OH 22— Arg H + 7Z— Try-Gly —0OMe 7— Lys |~ONP + Z— Pro-Val-Gly OMe Z— Lys —ONP+Z— Arg-Arg-Pro —OMe
Btggpﬁ)g:fgg] K gl‘;z/j?s‘i[éfonO}l]*HOAC a) Hy/Pd [McOH]), 8u apu 20° o H,/Pd [MeOH], 45 npn 20°
79% %4 api Og+ 80% 6) DCC [CP;;;CN] 76%|6) aurpodenniosuit aup 84%|6) untpodennaonuit apup
+484 upu 20° 154 npu 3° [EtOAc), 60u mpu 20° . [CH4CN], 404 npu 20°
B%L T?S TC[JS T(')s T(I)s T(l)s T(')s
o Z—| His-Phe (—ONP + Zz— Arg-Try-Gly OMe Z Lys-Pro-Val-Gly [—OMe Z— Lys—ONP + Z Lys-Arg-Arg-Pro —OMe
7— Ser |-OH + H— Tyr —OMe . .
' a) Hy/Pd [MeOH], 4u npu 20° - ‘ 1 Hy/Pd [MeOH], 44 apu 20°
DCC [CHgCN] 63% | 6) nutpodennnoBbil 3pHUP [IlMCD] 93% 2N NaOi [32”0”] o 91%{6) vutpopennnosun 3dup
87%| 154 npu 3° 244 npu 20° 20muH upi 0 + lu opn 20 [CH,CN], 454 npu 35°
BZL Tc‘)s Tols T(I)s Tcl)s Tcl)s T?S
-]
7Z— Ser-Tyr —OMe Z— Ser ~OH + H—{ Met —OMe Z—His-Plic-Arg-Try-Gly—0OMe Z L.ys-Pro-Val-Gly OH ' 7— Lys-Lys-Arg-Arg-Pro l——oMe
a) 2N NaOH [aLLt:POH]
) IN NaOH [aueron/Hy0 95+5) . : a) 2N L .
= HHTPOd e HOT oo, | 20Muu apu 07 +50muy apu 20
CHLe H,Cl %| 25 0%+ 30; w 20° p=r % P
-8 1\3}14 HQQ 0[EtOH] 91% l;CC fc 325 2] 77 /)2 MHH npul : \4)1;1; HE)A] 91%| pee [LIoAd] 67 &) nporusorown pacupen. (5]
ol 159 gpn 3 4y npH 0) NpOTHBOTOUH. pacipel. Tu npw 0% 4 By apw 20° 348 uepenoos
OBZL BZL Tos Tos Tos Tos Tos Tos
] I L | 1 ! i !
7 Ser-Tyr —=NH—NH, + Z— Ser-Met —O Me 7— Glu |—ONP + Z His—Phe—Arg-Try—Gly}—oH 7 Lys-Pro-Val-Gly QNP + Z—Ltys—Lys-e\rg—/\rg—Pm _OH
a) H,/Pd-BaSO, [MeOH] +HCI a) Hy/Pd [MeOH/H,0 9+17], 29 upu 20° ) 2 Hy/Pd [MeOH], 44 apn 20°
42% 8u apu 20° 46%|6) nutpotennnosuiit adup [ﬂM(b]'Qmm apn 20 91% 6) MuTPodennAOBLI 3dhup
°16) asug [EtOA%] B) IPOTHBOTOUH. PaCi Pel. [A] 100 aepenocos [CHLCN]. 434 tpn 20°
364 npu 0-5 OBZL Tos T?S T(l)s T(")S T(l)s TTS
l l
Ser-Tyr-Ser-Met l-OMe 7 Glu-His-Phe-Arg-Try-Gly J—OH + Z l.ys-Pro-Val=-Gly-Lys-Lys-Arg-Arg-Pro —QOH
- 2 Hy/Pd [MeOHJ, 2 o
NyH, - Hy0 [MeOH/H,0 95+5) ) Hy/Pd [MeOHJ. 24 npi 20 ’
I 60° + 2 W 200+ 359% 0)  u306yTHA. 3PHP XJTOPMYPABLUHOA KHCAOTLI [[lMKI)]
S57% | 5Smun opnu o 4 ap ' 45mus upn -10%+ 150 upn 20°
+104 opu 3 B) upoTnsoroun. pacnpen. [B] 242 nepenoca
OBZL Tos Tos Tos Tos Tos Tos
- . L | | | | i | CueTenMul A1 APOTHBOTOUHOMO  pacHpegeacH s
Ser-Tyr-Scr-Met NH—NH, + Z Ghu-His-Phe-Arg-Try-Gly-Lys-Pro-Val-Gly-Lys-Lys-Arg-Arg-Pro I—OH
- A CHCl3/CCly/ MeOH/H,O 3-1:3:1

Venexu xumHe, Ne 12 (Bka. x cr. U. Meflenxodepa)

a) Hy/Pd [JIM®/MeOH 1+1]+HCl, 5,54 npu 20°

56%|6) agna [EtOAc/AM® 6+5], 2am upn 0°

¥ T(I)s T?s T(;s Tc|>s Tcl)s T?s

Ser-Tyr-Ser-Met-Glu-ths=Phe-Arg-Try-Gly-lys-Pro-Val-Gly-Lys-Lys-Arg-Arg-Pro

—OH

a) Na [NH3 wuaxun)
6) TRC-50 o6ecconnpanue

2e]
-
Y

18%

B) npOTHBOTOUH. PacOpen. [B] 240 +1188 nepenocon
r') NPOTHBOTOYH. pacnped. [T] 214 aepenocon

H-|

Ser-Tyr~-Ser-Met-Glu-His~-Phe-Arg-Try-Gly-Lys-Pro-Val-Gly-Lys-Lys-Arg-Arg-Pro

OH

12 3 4 5 6 7 8 9 10 Il 12 13 14 15 16 17 18 19

Cxema 3. AKTTI; ¢parment [—1947
XapaKTepHCTHKA BEIeCTBA: OXHOPOJHO NP NPOTHBOTOWHOM pacinpefenenun [B], amuHo-
KHCJOTHOM AHaJH3e, SH3HMATHYECKOM pacilemnjenud, DHOJOTHYeCcKas aKTHBHOCTD:
AKTI (Saifron — Schally) 39, 8¢. E.
Brifenenne ackKOpGHHOBOH KHCJIOTHI:
BuyTpuBenno 34,6 @. E., noaxoxuno 74 . E.

b

[

Toavoa/Cl lCl3/'Mo()l [/H,O 5:5:8:2

B ot% HOAc/#-BuOH/ nupunin

11:5:3

'l s-BuOl1/0.5% soain. CClLCOOLH




H——{ Qly ]*OEt
Tas

. z-Lys—oNp [cHc ]

=0
284 npu 35

Y
Tos
7-{ Lys=Gly  [—OF
w0/ Pd [MeO] 2 upn 20°
4% 5 Z—~Pro—OND [EtOAC]
211 apu 36Y
Tos
|
Z—  Pro-Lys-Gly OLt
51, Pd [MeOH] 24 npn 20°
. sov| o, ot
“16) Z ~Cys—ONP [ELOAC]
Y 2uin upu 35°
BZL Tos
| i
7~ Cys-Pro-Lys-Gly ——OEt
o1 NH,; [EtoH]
AN daun apn 20°
BZL T(l)s
|
7—|  Cys-Pro-Lys-Gly  =NIi,
fa)y 2 NHBr/HOAc 14 upu 20°
92 NH,
|6) Z—Asp—ONP [IM®)]
Y 204 apn 20°
H N BVI.I. T?S
|

Z__4

Asp-Cys-Pro-Lys-Gly —NI,

2,6 N HBr/HOAc la npn 20°
I\IIHZ
6) Z—Glu—ONP [[IM®]
244 npu 20°

93%

HQI}I Hﬁ] B%L Tc[>s
Z— Glu-Asp-Cys-Pro-Lys-Gly —NH,
a) 2,4 N HBr/HOAc 1u apn 20°
82%
6) Z—Phe—ONP [AM®]
2aua upn 20°
IIQI\II I'i.;)‘;\ll B%L T?S
Z Phe-Clu-Asp-Cys-Pro-Lys-Gly —NH,
a) 2N HBr/HOAc lu apu 20°
BZL
100% i ‘
6)Z—Tyr—ONP [IM®]
onna npu 20°
B%L HLN }iQNl' BZL T(J)s
| 1
Z - Tyr=-Phe-Clu=-Asp-Cys-Pro-Lys-Gly NI,
a) 2N HBr/HOAc 14 upu 20°
o BZL
99% |
6 Z—Cys—ONP [IM®]
3aHd npH 20°
BZL H.,1|\‘ HZY}I B%L Tos
I ‘ I
Z— Cys-Tyr-Phe-Clu-Asp-Cys-Pro-Lys-Gly }—NHQ
a) Na [)KHLLK. NHJ],
100% ANOPRAbIAA CYUIKa
) 6) odeccoansaane 1RC-50
— 220-240 H.LC. va mr
73%|B) xpomatorp. IRC-50
FLN H,N ] 0.5 MNILOAc-6vpep pHl 6,38
1 1
H— Cys-Tyr=Phe-Glu=-Asp-Cys-Pro-Lys-Gly NI,

-2HOAc. amoppu., 280 . L. na mr (noselwenie KPOBSAHOTO
AaBaACHNA Y KPBIC)

Cxema 2. Jlusun — Bosomnpeccun 14

Yenmexu xuMud, Ne 12 (8ka. Kk er. F. Meiflenxodepa)

|

OOWL I
IIII\O i

3

92

79

66

62

51

ro.
7Z— Phe —OI1 4 1{— Arg —0OMe
ITUAOBLIA 3pup Xnop-
70%| MypaBLuHOA KHCAOTH [:ILHOKcau]
15 muu npu 20°
i (J)But ]Ij()2
Z—{ Tyr =OH + H-{ Ser I—OMG Z— Glu H 4+ H His OMe Z— phe-Arg OMe  Z— Try ~OH + H— Gly OM
DCC [CH,CN] NaOl [MeOH/H0 1+1] DCC [anoxcan]
81% DCC [CHyCN] 80% 164 npn 0" 87% 10 npu 20° "l 6 upu  20°
°| 244 npn 20° }
OB NO,
]
BOC— Ser =NH—NH, + Z— Tyr-Ser —OMe Z— Glu-ths FOMe 7 phe-Arg O+ Z— Try-Gly -OMe
ay Hy/Pd-BaS0, [MeO11] + HC 3hsws N HLC[EIO1] a) Hy/Pd [McOlI]+ HCL
94%| . o 78%|6) DCC [IM®/CH,CN 1410]
63%[6) azua [E1OAC/TId 1+1] 60w upn U o
0 24q npu 0 -
484 npu 5
Y ()But NOy
1 |
BOC—| Ser-Tyr-Ser [~OMe 7 Glu-11s ENH—=NH, +  Z— Phe-Arg-Try-Gly OMe
5 NyHqe 11,0 [MeOI] @) 2N HBr/ HOAc, T upn 20°
. 68% 2q 3’52;2020 B ¢ 55% 6) asna [CLOAc], 164 apu 0°
\ (I)But I}IOZ
BOC Ser-Tyr-Ser NH—NH, 4+ H—{ Met —OMe 7 Glu-His-Phe-Arg- Try-Gly L. OMe
asna [EtOAc] 76% l’\/ NaOtl [ﬂmgucau/llzo 3+1]
52% 484 npu 20° 15 MuH (pu 20
VY (l)B”t II\]OZ
BOC— Ser-Tyr-Ser-Met —OMe Z Glu-1lis-Phe-Arg-Try-Gly OH
d-yroan (10%) [90%
3,2 916, NgH,*H,0 [MeOH] 100% Ha/Pd-yroa (10%) [90% HOAc]
o T T, 16u apit 20
91%| 184 apu 20
Y oBu' 1®]ac0°
1 1
BOC Ser-Tyr-Ser-Met | —~NH—NH, + H Glu-His-Phe-Arg -Try-Gly |—OH
., | TBEPA. asia [ILM(D]
70%} 99, npu 0°
oBu! }1€B
1 |
BOC— Ser-Tyr-Ser-Met-Glu-1{is~Phe-Arg-Try-Gly —-Oe

Cxema 4. AKTT; ¢parment 1—I10

Iecne otwennenus samutHpix rpynn CF3COOH (5 mun. npu 20°)— kpucraniuueckuil je-
kanentua (1. ma 210°), oanopoaueit npu ajektpodopese Ha Gymare M MO aMHHOKHCJOTHO-
MY aHaau3y; nosHocTeio paculenasercs JIATL



OBl UCIIONBL30BaHbI KapOOOEH30KCH-TPYNNA AJd «-aMUHO-TPYNN, TO3HAbHAS
3allUTa — VISl g-aMHHO-IPYNTLl JH3HHA H T'YaHWAUHOBON TPYNNBl apruHUHA
u Oedsu/bHag TPyNNa AJs HMHAA30JbHONO KOJblla THCTHAMHA, Bee ueThipe
pPACCMOTpEHHBIX BBHIIIE CHHTETHYECKHX METO/JAa HAalllM CBOE NPUMEHEHHE.
AMopdHble NPOMEXYTOUHBIE COeIUHEHHS OblIM OUHIIEHBI 1PH MOMOUIH [PO-
THBOTOYHOTO pacnpejeseHusi. B pesynbraTe 3TOro CHHTe3a BIEpBbie y1a/0Ch
MONYYUTE Npenapar, obmajaloliHil aJdpeHOKOPTHKOTPOIHOH aKTHBHOCTBEO
(okoro 409% artuBHOCTH AKTT).

Npumep (HI), cxema 4. dror cuntes yuactka Mosekyast AKTT ¢ nocie-
JOBATeJBHOCTBIO aMuHokucaoT /—I1050 npencrasnasier cofoil uacThb H3SLL-
woro cuuresa terpakocanentuaa AKTI-1—24 4938 camoro Gosplioro Hs
CUHTEe3UPOBAHHBIX [0 CUX Op menTHIoB *. Kpome KapGOOEH30KCH-TPYyNHI,
BHIODAHHON [JIf 3aLIUTHl @-aMHHO-TPYNI, HATPO-TPYIIILL — /sl TYaHHAHHO-
BOH CPYNNMHPOBKH APrHHHHA H METHJAOBOro 3(upa — [jist KapOOKCHALHOWM
rpynnel, 31ech HAILJIH OpHMEHeHHE TpeT.-OyTHAOKCHKapOOHNAbHAS Tpyna u
TPeT.-6yTUIOBLI 3HDP, Jerko OTIIenseMble B MATKHX YCJAOBHSX KHCJOT-
HOro Katajusa. 3allHIeHHBIH [ekKanenTHa Obil BBIAEJEH B KPHCTaAaH4ie-
CKOM BHIe U OJaarojapsd CONEPIKAIEMYCS B HEM C-KOHIIEBOMY TJIHLHHY OH
O4eHb yHoGeH Aas MOcCjaenyiolled KoHmeHcaiwu ¢ ¢pparmentom AKTL 11—
19 unn 11—24 38,

OTH npuMephbl NPHBEAEHBI AN TOTO, YTOBH 1aTh TIpeACTaBJeHHe o Npos-
JeMax U BO3MOXKHOCTAX COBPEMEHHBIX HCC/AeNOBaHHH B OGJacTu CHHTE3a
nentuaoB. HecMOTPA Ha CJIOXKHOCTH, CHIBHO BO3pacTawlide N0 Mepe YIJIH-
HeHHS Lelid, BCe JKe IPH HaJHYHH COBPEMEHHBIX METOJO0B MOXKHO HAJEATbLCsS
Ha JaJjbHefilliee YCIEUIHOE OCYILECTBJAEHHe CHHTE3a AKTHBHBIX MENTHIO0B,
4 BO3MOXHO H NPOCTEHMIHX GENKOBBIX MOJIEKYJI.
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