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HCCIHENOBAHMS B PIAOY MMUTA30JA

98*. PEAKIINY HHUTPOTAJNOTEHMMHMIA30JI0B C AMUHOKHCIOTAMU

Hsyuena peaxuus 1-metun(l,2-auMeTon) -4-HUTpo-5-x10p (6pOM) MMMIA30508 U
1-MeTUII-4-XJI0p-5-HUTPOMMHMAA30JIA C AMUHOKMCIOTAMH, ITI03BOJIMBIIAS CHHTE3UPOBATh
pan N-(4-murpoumunazonui-5)- u N-(5-Hutpoumunasommi-4)3aMerseHHbIX aMUHO~
K¥CN0T. T10MyYeHsl 3hupPhl HEKOTOPHIX U3 ITUX KUCIOT.

W 3BecTHE TPHE IPYIIILL OHOMOIHYECKE AKTHBHBIX AMHHOKHACIOT, CONEPKAIIUX
B CBOGH CTPYKTypE WMUNA30JBHOE DO, He3aMeHuMas aMWHOKHWCIOTA
rucTHAWH [2], OpeRmecTBeHHMK OHOCMHTE3a IYPUMHOBHIX  HYKJIEOTHAOB
4(5)-amuao-5(4) -mmunasonkapbokcamuy # ero amraromuwcrsl [3—7] um 1-
KapOoxcrankmnuManazonsl [8—11 ], y XOTOPBIX aTOM a30Ta IBAFETCH OOIM KaK
L9 aMAHOKWCIIOTE, TAK W WMMAA304.

N-3aMemenase AMHHOKHCIOTH, V KOTOPHIX OOWMH AaTOM BOHOPOAA
AMWHOTPYIIH 3aMEIIEH HA OCTATOK WMWHA30J14, B JMTEPATYDE HE ONHCAHBL.
C nemp0 MOAYUECHWS TAKOTO THUIA COCAMHCHWN HAMM W3YYEHA pPEaKIug
1-mermn-4-mmurpo-5-xnop- (1), 1,2-muMerni-4-aurpo-5-6pom- (1D u 1-metmn-4-
xaop-S-mrrpoumunazonos (1) ¢ pamom ammdatwueckmx W apoOMATHUCCKHUX
AMUHOKMCIOT (IVIMLVH, BAJIVH, B-aIauuH, y-aMAHOMACIMHAS, n-aMuHOMDCHIIYK~
CycHAs, M- M 0-aMUHOOSH3OMHHIE KHCIOTEL) .
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I Hal=Cl; I Hal =Br; I, IV, VI—X, XIT R =H; 11, V, XI, XIV R=Me; 1V, V R* = CH,COOH;
VIR! = CHCH2COOH; VII R = CH;CHo CHz COOH; VIIIRY = p-CsH4CH2COOH ;
IX RY = m-CsH4COOH; X, XI R = 0-C6H4COOH; XV R?=Me ; XVIR? =Et

* Coolmenune 97 om. [1].
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Peaxnima mwmrporanoremmmumnazonor 1 m II ¢ aMuHOKWCTIOTAME JIETKO
HOPOTEKAET IPM HAUPEBAHWW KOMIOHEHTOB B BOAE€ WM B H-OyTaHOJIC B
OPHECYTCTBUM EOKOTO Kajd¥ W TPUBOAUT X OOPA30BAHMIO COOTBETCTBYIOIMX
N-mpMmupa30III3aMeeHabx aMuaokucaoT IV—IX (Beixox 65...80%).

3HaUNTEABHO TPYAHEE IPOTEKAET PEAKINS 4-HUTPO-5-raJoreHEuMHARa30I0B 1,
II ¢ amrpammroBoi kucnoroi. OHa NPOXONWT JMIOh B VCAOBMIX pEaKkU#y
VYiasMmasa, T. €. NpA JIATEJBHOM KAMIYCHAN B AMIUIOBOM COMPTE B IPUCYTCTBUH
OuxapboHaTa HATPWS ¥ KaTaamsaTopa — MOBOXJIOpHCTOM Mermu. Dosee
peakiumorHocnocobmst  1-Mertnn-4-xmop-5-aurpommupaszon (1) pearuwpyer ¢
AHTPAHWIOBOY KHCIOTOM Oes xatammsaTopa. Boixombl N-WMMAA30AI3aMeNeH-
HBIX aRTpaHmIoBo# xucaoter X—XII 61...72%,.

OnpencneHuH WHTEPEC MPENCTABALIA S(DUPH HEKOTOPHIX N-MMBAa30JIHI-
AMHUHOKHCIOT (B WACTHOCTH, aHTPaHWIOBEX) XII[I—XVI.

Kucmora X nerko srepudaiupyercs B METaHOJ e B IPUCYTCTBAN XJIOPUCTOTO
BOOOpOHA ¢ obpasosanmeM Metuiaosoro sdupa XIII (seixom 909,). biuskasa 1mo
CTPyKType xmcaora X1 B Tex Xe ycaosugx obpasyer merwiaoseil admp XIV ¢
paxomoMm  20%. C  Beicokmm meixogom  (86%) sbup XIV  momyuen
p3amMonencTeueM kucaoth X1 ¢ gumermicyasdarom B8 IM®PA B npucyrcrsum
moTama.

N-(1-Merun-S-aurponmuanasonni-4) aarpagmiosyio kucaory (XII) B summe
€€ KaJWMEBOM COJM WOABEPrajd STepuduiKanydd AUMETIICYIbdaroM =
ranomgeevMu amkwiavu (CH3zI, CoHsD e JIM®A. Tlpw stom OBLIM HOTYYCHEL
MeTwioBsi (XV) m astmrossni (XVID) acdwmpn ¢ smxomamu 61...65% . OGpazist
s¢upa XV, HOTyUCHHARE PA3HBIMI MECTORAMY, OKA3AJINCH MACHTHIHEIMM.

TlpuseneBHsle J2HHBE CBUACTEJILCTBYIOT O TOM, 4YTO alKWAMPOBAaHWE
N-mmrponMumasoamaanTpagmiossx kucaor X1, XII xax muMermacymbsdarom,
TAK ¥ TANOWTHBIME AIKAAAME HpPOTEKAeT MmO KapOOKCWIBHOA rpymme ¢
06pa30BaAHEEM CAOXHEIX 3(WPOB, HE 33TPATHRAY BTOPUUYHYIO aMHHOTDYIIILY.

Crpoerue cHHTE3NPOBadHbIX coenuueHm IV—XV] moarBepXaeHo NaHabMA
snemMeHTHOro agaamsa, K, IIMP u Macc-cnexTpos.

B Macc-cnextpax coepuuenni 1V, IX, X, XII u XVI 3aperacTpupoBassl MUKA
MOJEKYJIIPHBIX HWOHOB, COOTBETCTBYIOIIHE MOJECKYASPDHOM MAacCe YKa3aHHBIX
BETLECTB.

B UK cmextpax coenuuennit [ V—XVI umerorcd noa0CH DOIVIOMERRS TPYIIIEL
NO:3 8 obmacta 1350...1410 u 1500...1570, rpyunsr NH 8 obractz 1590...1640
3120...3350  rpymmsr CO & obaactu 1670...1740 ov .

Cuextpst [IMP, cmareie ang psfa COCAMHEHHH, TaKXeE IMOATBEPXNAIOT WX
CTPYKTYDY KakK N-uM#Ia30amI3aMeNEHHEIX aMIHOKHCIOT.

SKCHEPYMEHTAJIBHAY YACTb

UK cniexTpsi coeuuenuit cusTsl Ha npubope UR-20 B tabierkax KBr. Macc-CIeXTPBI IOJIY YEHbL
Ha cmextpoMerpe Varian MAT-112 npu npsimom BBOZE 0o0pasiia B MCTOYHMK MOHOB. Temnepatypa
MOHM3AIMOHHOE kameps! 180 °C; sneprus uoHMupyomux 21exrponos 70 5B. Cnextper [IMP sanuca-
upr ga cnexrpomerpe Tesla BS-497 ¢ paboueit wactoroir 100 MU', sayrpenmmit craugapr TMIC.
KOHTPOJIB 32 XOOM DEAKITHM U MHAMBUTY ATHHOCTHIO IOy YEHHBIX COEAMHEHNE OCYIECTBISUIM METOOM
TCX ma mwracrurkax Silufol UV-254.

1-Mermxn-4-marpo-S-xaopumunason (1) [12], 1,2-auMeTrn-4-murpo-5-6pomumupaszon (I [13]
u 1-metui-4-xn0p-S-murpoumupason (I1I1) [14] noxyueHs! Mo M3BECTHEIM METOAM.

N-(1-Metur-4-aurporMuasonwi-5) rimnud (IV). K pacreopy 1,12 r (0,02 mons) KOH 5 70 M
BOxBI fobasaszoT 1,5 r (0,02 Monb) mmviuea u 1,61 r (0,01 Mons) coemunenus I. Cvmeck garpesator 1,54
npu 70...90 °C, oxnaxparor, nogkucuszor pasbasrensoil HCI xo pH 6, soipenusmmiics 0Ca0K OT-
bUIBTPOBBIBAIOT, IPOMBIBAIOT BOZOH, cymat. [loxyuaror 1,5 r coeaunenusa IV.

ABagorv9HO MOTy9eHs! coequuennd V, VI, VIIL, IX (tabn. 1).
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Ta6bnuma 1

JaHgsle JJEMEHTHOTO aHaIM3a coeguHeHumd I1V—XVI

Haitmeno, %
Coepu- Bpyrro- BoraucieHo, % T eC Brixon,
HeHMe dopmMyma ik %
[&d H N
Y CeHsN4O4 35.97 4,13 27.83 217...218 75
36,00 4,03 27,99
\' C7H10N404 39.45 4,79 25.91 193,5...194,§ 70
39,26 4,71 26,16
Vi C7H30N404 39.29 4.82 25.77 203,5...204,5 78
39,26 4,71 26,16
vl CgH12N404 . H20 39.74 5.85 22.41 158...161 65
39,02 5,69 22,76
Vil C12H12N404 52.60 4.43 20.33 190...192 80
52,17 4,38 20,28
X C11HioN404 50.72 4.19 20,97 214...215 61
50,36 3,84 21,37
X C11H10N404 30,56 4.00 21.32 206...207 72
50,36 3,84 21,37
X1 C12H12N404 51.95 4.51 19.85 228...230 63
52,17 4,38 20,28
X1 C11H10N404 S50.73 4,12 21.34 221,5...223 61
50,36 3,84 21,37
Xur Ci2H12N404 51.90 4.21 20.15 213...214 90
52,17 4,38 20,28
Xiv C13H15N404 23.86 4,88 19.24 210...211 86
53,60 5,15 19,24
XV C12H12N4O4 S51.85 4.30 20.47 192...193 61...65
52,17 4,38 20,28
XVI C13H14N404 53,57 5.19 18.77 138...140 62
53,79 4,82 19,31

Tabnuma 2

WK coexippl ¥ NHKW MOJEKYJSPHBIX HOHOB M") coemmmenmit IV—XVI

CoeguaeHze Mt MK cmextp, ¥, CM_l
NOy NH co

v 201 1350, 1550 1640, 3300 1740
v 1350, 1550 1640, 3300 1740
VI 1410, 1550 1610, 3280 1680
vl 1360, 1550 1620, 3340 1710
VIII 1350, 1540 1620, 3350 1730
X 262

X 262 1370, 1500 1600, 3120 1760
X1 1370, 1550 1590, 3260 1670
X1 262 1350, 1570 1620, 3120 1680
Xnr 1600, 3300 1700
X1v 1370, 1560 1600, 3310 1690
XV 1350, 1540 1610, 3140 1700
XVI 260 1355, 1540 1600, 3140 1700
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is

Tabauia

Coexrpel IIMP coepmuenmit 1V, VI, VII, IX—XVI

Xumugeckuit cupur, 6, M. 4*

*

Coepu-
Hewme N—CH3 (3H, ¢) Co—H (1H, ¢) TIPOTORB! BEH30JLHOIO KOJIbIA NIPOTOHBL J{PYTUX IPYIIT
v 3,85 7,52 4,48 (2H, n, J = 6 I'u, NCH2); 7,74 (1H, r, J = 6 T'u, NH)
Vi 3,79 7,38
vl 3,80 7,32 1,88 (2H, M,ﬁ-CI‘Iz); 2,39 (2H, 1, J = 8 'y, CH2NH);
3,61 (2H, M, CH2COOH)
IX 3,46 7,71 6,95 (1H, M, 2-H); 7,40 (3H, M, 4,5,6-H) 9,06 (1H, yu. ¢, NH)
X 3,65 8,31 6,40 (1H, g, J = 8 F'u, 3-H); 6,85 (1H, 1, J = 8 Fu, 4-H);
7,20 (14, 1, J = 8 Iy, §-H); 7,80 (1H, g, J = 8 Fu, 6-H)
XI 3,45 6,60 (1H, M, 4-H); 6,90 (1H, M, §-H); 7,38 (1H, v, 3-H); 2,38 (3H, ¢, C2CH3)
8,00 (1H, M, 6-H)
XII 3,95 7,02 (1H, 1, J = 6 Fu, 4-H); 7,54 (1H,1,/ =8 I'u, 5-H), 5,50 (1H, ymL. ¢, OH); 12,30 (1H, ym. ¢, NH)
7,96 (2H, M, C2-H + 3-H); 8,90 (1H, x, J = 7 I'u, 6-H)
X1 3,65 8,32 6,40 (1H, n, J = 5 I'u, 3-H); 6,85 (1H, 1, J = 6 'u, 4-H); 3,42 (3H, ¢, OCH3)
7,15 (1H, r, J = 6 T'u, 5-H); 7,76 (1H, n, J = 5 I'y, 6-1)
X1v 3,74 2,41 (3H, ¢, CCH3); 3,32 (3H, ¢, OCH3)
XV 4,10 8,46 7,12 (1H, 1, / = 8 Fu, 4-H); 7,65 (1H, 1, J = 8 Ty, 5-H); 3,99 (3H, ¢, OCHz); 11,90 (1H, ¢, NH)
8,00 (1H, n, J = 6 Fu, 3-H); 8,95 (1H, x, J = 8 Fu, 6-H)
XVI 4,11 8,45 7,12 (1H, 7, J = 6 T'u, 4-H); 7,64 (1H, 1, J = 6 F'u, 5-H); 1,40 (3H, T, J = 8 Tu, CH3CH2); 4,40 (2H, «xg, J =6 T'y,
8,

00 (1H, m, J = 8 I'u, 6-H); 8,98 (1H, g, J = 8 F'u, 3-H)

CH2CH3); 11,91 (1H, ym. ¢, NH)

CrieKTpbl CHATH! B pacTBopax: IV, XV, XVI -— ITMII-D18; VI, VII, IX, XI, XIl — B JIM®A-D7; X, XIII — B CF3COO0D; XIV — B D2S04,




N-(1-Mem—4-HmponMuna30nm-5)—ﬁ-a.uanmx (VD). K pacreopy 1,12 r (0,02 mons) KOH B
100 mn n-6yranona mobamngror 1,78 r (0,02 mosm) ﬁ—anamma u 1,61 r (0,01 momp) coemuuenus I.
CMech KMIISTAT 2 4, OXJTAXKNAIOT, 0CAJ0K CMECH XJIOPHIA Kajusl ¥ KaJIMEeBOH COJNM KUCIOThI VI 07-
rTETPOBBIBAIOT, PACTBOPSIOT B BOAE M 00pPafaThBAIOT Kak IPHM IOIydeHuy coenuHeHus 1V. Brxon
coeguuesus VI 1,7 r.

N-(1-Mertna-4-BATPONMHIAA30MMI-S) arTparmnosas kucxora (X). Cmecs 6,85 r (0,05 mons)
aHTPAaBMIOBOM KMCIOTHL, 8,4 r (0,1 mons) NaHCO3 u 50 M1 H-aMMIIOBOTO CIMpPTa HArpeBAIOT
30...40 vy npu 140...145 °C c nacankoi Jrra—Crapka X0 OKOHYAHHMS OTIOHKM BOAbI. K romyyeHsH0#
CYCIIeH3MY HaTPUEBOHM COM aHTPAHMIOBOM KMCOTH KobasmstoT 8,05 r (0,05 mons) coemuuenus [u 1,01
MOHOXJIOPUCTOI Mepu. CMECh KUmSTST 5...6 U, OXJIaXKIA0T, 0CAN0K OTQMIIBTPOBEIBAKT, PACTBODSIEOT
B BOJE, GuiabTpyroT, dhuisTpaT Hopkucasior pasdarrennoi HCI go pH 6, ocafok otdhribTPOBLIBAIOT,
IIPOMBIBAIOT BOOM, cymar. [Toxyuaror 9,2 r coequuenus X.

AHATOrMYHO CUHTE3UPOBaHbI KUCIOTE X1, X1 ¢ TeM OTstMameM, 4To coeunenue X 11 noxyueno 6es
TIPUMEHEHUT MOHOXJIOPUCTOM MEIH.

MeTuaossii adup N-(1-MeTun-4-HATPORMEAA30UA-5) aHTPAHII0BOH KucroTsl (XIII). B cyc-
renzuio 0,5 r (3,7 Mmoim) kxucnoter X B 40 M MeTanona rmporryckaroT ymeperasnd Tok HCL B Tegerune
1,5 9. 3arem pacreop HarpesaroT 2 7 npu 50...60 °C, 0xyaxnaror, HEUTPANTHUIYIOT BOXHBIM PACTBOPOM
compt g0 pH 7, pacTBOpUTENH OTIOHSIOT B BAKYYME, TBEDABIA OCTATOK IIPOMBIBAIOT BOZXOM, CYIMIAT.
TMonyuaror 0,47 r coegunenus XII1.

MeTtmtoBbi a¢up N-(1,2-1uMeTHI-4- HUTPOUMHAAA30IWI-5) aHTPAHUAOBOM KHCHOTHL (XIV).
Cwmecs 2,76 v (0,01 moms) xucnorst X1, 3,5 ma (0,04 mous) pumermicyiedara u 1,4 v (0,01 Moms)
Gessoxuoro motarma B 10 v JIM®PA marperaror 5 u npu 70...80 °C. PeakIMOHHYIO CMECEH OXJIAXKIAI0T,
BBUTMBAIOT B 100 M BOAbI, 0CafoK OTHMIBTPORBIBAIOT, IIPOMBIBAIOT BOXOHM, cymar. Ioayuarwr 2,5 r
coeguHeHMs X1V.

Merranopbrit a¢up N- (1-MeTri-5-BATPOUMHIIA30E-4) aHTpasniaosoH kucaorsl (XV). A. Cuecs
5,21 (0,02 moab) kucaorsi X1, 4,7 mu (0,05 Monb) mumetruicyabhara u 3,5 r (0,025 Moss) 6e3B0RHOTO
nmotama B 150 mu anerona xunarar 5 u. Topstamit pacteop GuiusTpyioT, GUIBTPAT OXJIAXKAAIOT, BhIE-
JUBOIMECE 0CaXOK (PUILTPYIOT, IPOMBIBAIOT aleToHOM, cymart. Ilomygaror 2,2 r coemunernus XV.
YrnapuBaHMEM MaTOYHOTO PACTBOPA M MPOMBIBAHMEM OCTATKA BONOIM BBIAEISIOT AOMOIHMTENRHO 1,17 1
coeavmenus XV. Cymmapusiit serxog sdupa XV 3,37 ¢ (61%).

B. Cmecs 0,5 (1,7 MmMoutb) Kanmesoi conu kuenorkl XII, 0,2 ma (3,4 MMOJIB) MOTUCTOTO METHNIA
u 0,3 r (2 MMomp) GesBoguOro notama B 5 M Gezsomroro IM®PA marpesaior 30 mun apw 30...40 °C,
3aTeM kungraT 30 MuH. Peaxumosuyio CMech OXJIAXXHAXOT, BbUIMBAKT B 50 MI BOABI, 0CANOK OT-
(PUTETPOBLIBAIOT, IPOMBIBAIOT BOJOE, cymarT. Ilonygart 0,3 r (65%) adupa XV. Ilpoda cMemenus
ofpasnos coenuuenus XV, MOIyYeHHOro Do MeTofaM A ¥ B, He maer nenpeccuy TeMIepaTypsl IUIaBIIe-
HUS.

DTrA0BLI 3¢up N-(1-MeTHI-5-HUTPORMEIA30.A1I-4) AHTPAHUIOBOM KuCI0TEl (XVI). CMmecs
1,0 r (3,3 mMonp) xamuesoir comu kucaoTret XiI, 0,6 r (4 mmoms) Gessommoro motama u 0,5 Mu
(6,6 MMoaB) MommcToro sTia B 10 M Gessomsoro JIM®A marpesaior 30 mun npu 90 °C (8 6age),
OXJ1a3XA210T, BhUMBAIOT B 100 M1 BOZB!I, 0CaJOK OTMIIBTPOBBIBAIOT, IPOMBIBAIOT BOAOHM, cymat. Io-
sryaator 0,6 r apupa XVI.

Coeguuenus [V—XVI — xenTbie KpUCTAUIMUECKME BEIECTBA, TPYAHO PACTBOPMMBIE Ha XOJ0AY
B BOJE M B OONBIIMHCTBE OPraHMUYECKMX pacTBopureneit. g aHaIW3a BEMISCTBA OYMINEHBI
KpucTammsanmeit us sopst (IV—VIID, cmecu soma—CH3COOH (X, X), cmecu soga—AIM®A (XTI,
XII), metamona (XIII) u auerona (XIV—XVD).
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