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AlIWJI- N CYJbOOHUWINTPON3BOAHBIE
3,5-;IMAMHHO-1-R-1,2,4-TPUA30JIOB

IIpu anunupoBanuu 3,5-guamuHo-1-R-1,2,4-Tpra3010B 5KBUMOJISIPHBIM KOJIUYECTBOM aHIH[-
PHIOB, XJIOPAaHTHAPHIOB KapOOHOBBIX KHUCIOT U CYIb(OHIIXJIOPHIOB PErHOCEIEKTUBHO 00pa-
3yI0TCSl S-aMHHO-3-ammnaMuHO-1-R-1,2,4-Tpra3onsl, a npu n30BITKE aHTUIPUIOB U XJIOPAHTHUI-
PHAPUIOB KapOOHOBBIX KHCIOT 3,5-auanmnamMuHo-1-R-1,2,4-tprazomnsl. 5-AMHHO-3-alMIaMIHO-
1-R-1,2,4-Tpra3onbsl He B3aMMOJCHCTBYIOT C CyNbGOHMWIXJIOpUaaMH. boiee BrICOKas peaknuoH-
Hasl CIIOCOOHOCTH 3-aMHHOTPYHIIEI 110 OTHONICHUIO K AlWIMPYIONIMM areHTaM OHpEelseTCs
JJICKTPOHHBIMH, 2 HE CTePHUECKUMH (PaKTOPaMH.

KioueBbie ciaoBa: S-amuHO-3-ammiiaMuHO-1-R-1,2.4-tpuazonsl, S-aMuHO-3-Cynb(pOHIII-
amuHO-1-R-1,2,4-Tpnaszonsl, amuHO-, 3,5-mmamuHo-1,2,4-tprason, 3,5-auanunamMuHo-1,2,4-Tpu-
azonsl, 1,2,4-Tpra3on, auuInpoBaHNEe, PETHOCEICKTUBHOCTD, CTPOCHHE.

AnwiupoBaHue HezaMmelleHHoro 3,5-amamuHo-1,2,4-Tpra3ona B 3aBUCUMO-
CTH OT YCJOBHH TPOBENCHUS PEaKIMN MOXKET NPHUBOIUTH K 00pa30BaHUIO
NPOJYKTOB allMIMPOBAaHUA Kak aTomMa Ny LIMKIA, TaK U SK30LUKINYECKHX
amuHorpynm [1-4]. HampaBnenme anwmmupoBanus 3,5-muamuno-1-R-1,2.4-
TpHra3oJ0B 1 10 HACTOSIIIEr0 BPEMEHH TOYHO He YCTaHOBIEHO. bputo mokasaHo,
9TO HENPOAO/DKHTENFHOEC HarpeBanme 3,5-muaMuHO-1-heHnn-1,2,4-tpuazomna
(1a) ¢ YKCYCHBIM aHTHIPHIOM TIPHUBOIUT K OOpPa30BAHUIO MOHOAIICTHIIIPOU3-
BOJHOTO, a KHUIISIYeHHEe B M30BITKE aHTHIPHIA — K JUANETHINPOU3BOIHOMY,
CTpOeHHE KOTOpBhIX He ObuTo ompeneneHo [5]. Ilpomykry B3amMopeicTBus la
C aIeTOYKCYCHBIM 3(UPOM MPUITHUCHIBATOCH CTPOCHKE | -arneToaneTni-2-GeHn-
3,5-nuumuHO-1,2,4-Tpra3ona [6], a ¢ mM@aHaTaMu W THOITMaHAaTaMH — KapOa-
MOWJI- ¥ THOKapOAMOMIIIPON3BOAHBIX TI0 OJHON M3 SK30MUKIMYECKUX aMHHO-
rpynt [7]. Borpoc o HanpaBIeHHOCTH PEAKIIMH OCTAJICS OTKPHITHIM.

Lenpro HacTosmiel pabOTHI SIBIISIETCS OTpPEeIeHIe HalPaBICHHOCTH peak-
U amWIApPOBaHWS W CyJIb(QOHHIUPOBaHHS 3,5-muamuHO-1-R-1,2,4-Tpnaso-
7oB 1a,b.

YCTaHOBJIEHO, YTO B3aMMOJEUCTBUE coelUHEHHH la,b ¢ 3KBUMOJISIPHBIM
KOJTMYECTBOM aHTHUAPHUIOB 2a—¢, XiopanruapuaoB 2d—f,i kapOOHOBBIX KHCIOT
1 CyIb(OOHWIXIOPUIOB 2g,h MpoTeKaeT PernoCEIeKTHBHO W JaeT S-aMHUHO-3-
armramuHO- 1-R-1,2 4-tprazoner 3a—f,i,j u 5-amuHo-3-cynsdonmmamuHO-1-R-
1,2,4-rpuazonsr 3g,h,k ¢ xopommmu Berxogamu (Tadu. 1).
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1a, 3a—h R = Ph; 1b, 3i-k R =Bn; 2a, 3a,i, 10a R' = Ac; 2b, 3b R' = CF;CO;
3¢ R'=HO,C(CH,),CO; 2d, 3d R' = PrCO; 2e, 3e, 10b R' = p-MeC¢H,CO;
2f, 3f R' = p-0,NC(H,CO; 2g, 3g,k, 10c R' = Ts; 2h, 3h R' = MeSO,; 2i, 3j R' = PhCO;
2a,b X =OR'; 2d-i X =Cl

CornacHo ganubM [8, 9], cnektpsl AMP 'H 3,5-guamuHo-1-R-1,2,4-Tpu-
azonoB B JIMCO-ds UMeIoT XOpoIIo pa3TuiuMbIe CHHTJIETHI TPOTOHOB TPYIII
3-NH, u 5-NH, B obnactu 5 u 6 M. 1. cooTBeTCTBeHHO. [I[poTOHAM amMHHOTPYTIIT
coequaennii 1a,b coorBetrcTByIOT XHMudeckue casuru 5.08 u 4.75 (3-NH,),
6.15 u 6.05 m. n. (5-NH,). B cnekrpax SMP '"H coemunenmii 3a-k
ucuesaet curHan 3-NH,, HO mosiBisieTcs cCUrHaja aMUAHOTO IMPOTOHA B 00J1aCTH
9.8-12.5 M. a. Cunriner nporoHoB 5-NH, HEMHOTO cMelIaeTcs B CTOPOHY cia-
00ro Mo ¥ MposABIsETCs B HHTEpBatie 6.25—6.60 M. 1. (Tabmn. 2). DTn 3HaYeHUS
XMMHUYECKUX CIBUTOB XOPOIIO COTJIACYIOTCSI C TAKOBBIMH IPOTOHOB aMHHO-
TpyIIbl  S-aMuHO-3-apunuaeHamMuHo-1-R-1,2,4-tpuazono 4 [9], HO cyme-
CTBEHHO OTJIMYAlOTCS OT XuMUueckux capuroB NH, coenunenuit 5 [10], koto-
pBle MOXHO CUHTAaTh CTPYKTYPHBIMH aHaJOraMH HW30MEPOB AalMJIIPOU3-
BoAHBIX 3a—f,L,j.

Ar
Ar \\N /N\J\N/R )3 — 6.40-6.70 m. 1. 8=5.27—5.43\£4. N
~N
—
: NH2 HzN{/ J\
N™ >N o
H

4 5
3Ha4yeHHs 4acTOT MOTJIOMEHHUS KapOOHWIBbHOM Tpynmnbl coequHeHnit 3a—f,i,j
(1650—-1680 cM ') CBHAETETBCTBYIOT O TOM, YTO AIMJIbHAS TPYIINA CBA3aHA C

OJTHO¥M M3 aMUHOTPYII, a HE C a30TOM TPHA30JbHOTO IHKia [2, 3, 11]. B mpo-
THBHOM CJIy4ae 4acToTa KoJieOaHui KapOOHMILHOW IPYIIbI JTOJHKHA ObLIa OB
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uMeTh Goree Bbicokoe 3mauenue (1700-1735 cv') [3, 11]. B UK crekrpax
coenuuennit 3a—Kk mMeercs xapakTepHas Ioyioca KojebaHuii CBOOOIHON amu-
HOrpyIIIBI B 061acTi 3370-3470 cm .

Y@ crnexTpsl aluINpOU3BOAHBIX, HE MMEIONIMX JIOTIOJHUTENBHBIX XPOMO-
(hopoB B aIWIBHON TPYMIE, aHAJIOTHYHBI CIIEKTpaM aIuiaMuHo-1,2,4-Tpua3o-
JIOB, OTIMCAaHHBIX B uTepatype [11].

JloToTHUTENbHOE T0KA3aTEeNIbCTBO TOJOXKEHHS alMJIbHOW TpyIIbl ObLIO
MOJYYEHO CIEAYIONIMMU MPEBPAILICHUSIMU:

PRCHO  Ac.  NuyoPP NaBH,
W=\ i
H — —
N7 SNph
6
Ph Ph
Ac N’ 4 Newr”
N H
- N g ——= N
H Ny EoOH N -~ Bn
7 H g H
Ph N _Ph
\\N y JN\ NaBH, Bn\N{/N\N
—
N NH, H NJ\NH
4a 9 2

IIpu xoHmeHcaruu CcOeAWHEHMSI 3a C OCH3AIBACTHAOM W THIPUPOBAHUU
o0pazoBaBierocs: OCH3MIUICHIIPOU3BOIHOTO 6 10 COeMHEHNUs 7 C TMOCIEeNyT0-
MM THIPOJIM30M 00pa3oBaloch OSH3WINPOW3BOJAHOE §, KOTOpOE OKa3alioch
W30MEPHBIM OEH3WINPOU3BOJHOMY 9, IMONy4eHHOMY HaMH THAPUPOBAHHEM
S-amuHO-3-0eH3mIuAeHaMUuHO- 1 -hennn-1,2,4-Tpuasona (4a), CTpOCHUE KOTO-
poro ycTaHoBieHO B pabote [9].

Coenunennst 3i—k ObITM TOMy4YeHBI BCTPEYHBIM CHHTE30M B pe3yJbTare
OeH3nMpoBaHus coenquHeHuil 10a—c, 4TO HCKIIOYaeT CTPYKTYPHI, B KOTOPBIX
alMiIbHAS WU CYJIb(OHWIBHAS TPYMIBI CBS3aHBI C SHAOIMKINYECKUM aTOMOM
asora.

Msl momaraeM, 4To OoJyiee BBICOKAsh HYKICO(PHIBHOCTH 3-aMHHOTPYIIIIEI
o0ycIoBiieHa 3JIEKTPOHHBIMH, a He CTEPHUECKUMHU (haKTOpaMH, IIOCKOJIbKY O€H-
3UIbHAs TPYIa B COEAMHEHUH 9 He BIMSAET Ha HalpaBieHHe peakiuu. B3anmo-
JEHCTBUE TpUaszoja 9 ¢ aluiInpyONUMH areHTaMu 2a,g TpoTeKaeT M0 aMHHO-
TpymIie B MOJOXKEeHUHU 3 IHKIa ¢ obpa3zoBanueM coenuHenuid 11a,b. IIpoxykTos
MOHOAIMJIMPOBAHIS TI0 aMUHOTPYTIIIE B MOJIOXKEHUHU 5 He o0HapyxeHo. Coemu-
HeHue 12, KOTOpOE SBJSIETCSA MOOOYHBIM IMPOIYKTOM, BEPOSTHO, 00pa3zyeTcs
B pe3yJIbTaTe aliInpoBaHus Tpuazoia 11a nu30bITKOM aHTHIpUIA 2a.
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9 11a,b 12
11aR!'=Ac,bR'=Ts

[ormxkenne HyKIeOOUIHPHOCTH S5-aMHHOTPYMIIBI 110 CPaBHEHUIO C aMHHO-
TPYIIION B IMOJIOXEHUH 3 OTMEUANOCh TakXke B paborax [9, 12] u, BeposATHO,
CBSI3aHO C TeM, YTO S5-aMHHOTPYIIIa HAXOAWTCS B JIMHEHHOM CONPSIKEHHU C
3JIEKTPOHOAKIIENTOPHON CHCTEMOM JBOMHBIX CBSI3€M TPUA30JIbHOTO IMKIIA, a
3-aMHUHOTPyTIa B KPOCC-COMPSHKEHNN. JTO pa3iuyue MOATBEPKIAeTC A, IO JaH-
HeiM PCA, ymenbmennem mmunbl cBssu Cisy-NH, no cpasnenuro ¢ Ci3~NH,
B MoJIeKyJax 3,5-mumamuHO-1,2,4-Tpa3zona U m3oMepHBIX 1-R-3(5)-ankunrmo-
5(3)-amur0-1,2,4-TpHazonos [13—15].

IIpu B3auMopeicTBUM coeMHEHNUS 1a ¢ M30BITKOM allMIUPYIOMINX areHTOB,
HECMOTpsI Ha TIOHIKEHHYI0 HYKI€O(HIBHOCT S-aMHUHOTPYTIITHI, YIAIOCh TTOJTY-
quTh 3,5-muarnuinamMuHo- 1 -permt-1,2,4-rpua3ons 13a,b.

Ph Ph
- ~ N-N
R J(H/« /)\E»\Rl 1h —oH /\E/«N/)\E/\RI
13a,b 14

13a R' = Me, 13b, 14 R' = p-MeC¢H,

B crektpax SIMP 'H coenuuenuii 13a,b OTCYTCTBYIOT CHIHAJIBI IPOTOHOB
CBOOOAHBIX aMUHOTPYII, HO MMEIOTCS CHUHIJIETH IBYX aMHUIHBIX IPOTOHOB B
obmactu 10.48-11.05 m. 1. B UK crekrpax mcdeszaer mosnoca KoiiebaHUi CBO-
6OIHOI aMHHOTPYIIBI B 061acTh 3370-3470 cM ' (Tabmuia). YO crieKTphl aHa-
JIOTUYHBI CHEKTpaM APYTUX auuiaamMuHo-1,2.4-TpuazonoB, onucaHHbeIX B [11].
Crpoenune coeauHeHus 13b MOATBEPKAECHO €0 TMAPHUPOBAHUEM 10 AUAIKHII-
pou3BoAHOrO 14.

[Ipu aumnupoBanuu Tpuazona 3g XJIOPAaHTHAPHUIOM 2e B KHIIALIEM aleTo-
HUTPHUJIC B IPUCYTCTBUU NMUPUANHA OBUIO IOJyYEHO COCAMHEHHE, KOTOPOMY Ha
OCHOBAHHUH CHEKTPAJIbHBIX NAaHHBIX U 3JIEMEHTHOTO aHAJIN3a MIPUITMCAHO CTpOe-
HUe S-amMuHO-3-(N-n-MeTundeH3omt-N-#-Toyoncynb(poHun )amuHo- 1 -penrmi-1,2,4-
Tpuazona (15). Takum oOpa3om, 3-aMHUHOTpYyIIA MPOSIBIISET OIPENEICHHYIO
HYKJICOQUIBHOCTh AaXe Mocie Cylb()OHWINPOBaHUS. ALMINPOBAHUE COCIHHE-
HUs 3¢ B KUILIILEM NMHUPUONHE WIM KUISTYEHHE COeOUHEHUs 15 B mupuauHe B
MPUCYTCTBUU KAaTATUTHYECKUX KOJIMUYECTB XJIOPAHTHIPHIA IPUBOAUT K 00pa3o-
BaHUIO TEPMOJMHAMHUYECKH Oojee CTaOMiIbHOro coeauHeHus 16. Murpamuu
NoJBepraeTcs A-METWIOCH30MIbHASA, @ HE TO3WJIbHAs Ipymmna. JTO JTOKAa3aHO
KHCJIOTHBIM THAPOIM30M coenuHeHus 16 no ucxognoro 3g.
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2e Ts N—N Py, 120°C N-N
> s
3¢ \N/« Z>NH, \N/« /)\N’R
MeCN+Py, | N 2 H N H
80 °C R
15 16
2e, Py, 120 °C *

R = p-MeC¢H,CO

[Ipu momeITKax MOMYyYUTh AMALMINPOU3BOIHBIE TpHa3oioB la,b, coueraro-
IMUE PAa3IMYHBIC allMJIBHBIC I'PYIIIbI B OIIHOI>'I MOJICKYJIC, ITYTEM allUJIMPOBAHUA
coenuHennii 3a—fi,j, oOpazoBBIBaNack cMech NMPOAYKTOB peakiuu. BeposTHo,
HpH‘IHHOﬁ 9TOI0 SABJIACTCA O6p330BaHI/Ie HUHTCPMEANATOB, aHAJIOTMYHBIX II0
cTpyktype coeauaennio 15. BceneactBue n1abUIBHOCTHM W BO3MOXKHOCTH
MUTpAIIH JII000H U3 aIlMIIBHBIX IPYII HeperpynnyupoBKa 3THX UHTEPMEANATOB
MIPUBOJHUT K 00Pa30BaHUIO CMECH COETUHEHHH.

Tabnunma 1
XapakTepuCTHKH coequHeHUIl 3a—k

Coenu- Bpyrro- Haiineno, % T. ., °C * Brxon, %,
HEHHE dbopmyna Beruunciieno, % N (mMeroJ cuHTE3a)

3a CoH{NsO 322 239-241 90 (A)
322

3b C,oHgF3N5sO 259 213-214 61 (A)
25.8

3c Ci2Hi3Ns04 252 206 63 (A)
25.4 (c pasi.)

3d C,H5NsO 28.8 177-179 75
28.6

3e Ci6H;sNsO 24.0 231-232 71 (A)
23.9

3f C5H15N¢O; 26.1 282 89 (A)
25.9 (pasi.)

3g Cy5HsNsO,S 21.3 256-257 73 (A),
21.3 96 (B)

3h CoH;N50,S 27.7 262-263 81 (A)
27.8

3i Cy1H;3N50 30.5 224-225 75 (A),
30.3 70 (B)

3j C¢HisNsO 239 168-170 63 (A),
23.7 45 (b)

3k Ci6H17N50,S 20.4 271273 65 (A)
20.4

* PactBopurenu: EtOH (coenunenus 3a—e, h—j) u DMF-EtOH (coenunnenus 3f,g k).

Tabnuma 2

XapakTepucTHKH coequHeHUIl 3a—k
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Coenn- 1 UK cnextp, YO cnexrp,
Henme Cnexrp AMP 'H, 8, m. 1. (J, I'y) v, on! Aoy 1M (£:10°%)

3a 2.05 (3H, ¢, CHs); 6.38 (2H, ¢, NH,); 1670 (CO), 246 (8.9)
7.30-7.55 (5H, m, C¢Hs); 9.92 (1H, ¢, NH) 3430 (NHy)

3b 6.40 (2H, c, NH,); 7.25-7.40 (3H, M, apoMm.); 1680 (CO), 288 (21.5)
8.0 (2H, M, apom.); 12.5 (1H, ¢, NH) 3430 (NHy)

3¢ 2.45 (4H, m, 2CHy); 6.47 (2H, ¢, NH,); 1700 (CO), 244 (9.6)
7.30-7.55 (5H, m, C¢Hs); 10.12 (1H, ¢, NH); 3470 (NH,)
12.10 (1H, ymr. ¢, HO)

3d 0.94 (3H, 1, J=17.4, CH;), 1.60 (2H, M, CH); 1650 (CO), 246 (9.1)
2.25 (2H, m, CH,); 6.38 (2H, ¢, NH,); 3360 (NH,)
7.28-7.56 (5H, m, C¢Hs); 9.89 (1H, ¢, NH)

3e 2.40 (3H, ¢, CH3); 6.35 (2H, ¢, NH»); 1670 (CO), 246 (18.2)
7.21-7.88 (9H m, apom.); 10.27 (1H, ¢, NH) 3470 (NHy)

3f 6.45 (2H, ¢, NH»); 7.35-7.50 (SH, m, C¢Hs); 1680 (CO), 256 (15.1)
8.17 (2H, n, J= 8.9, apom.); 8.33 (2H, 7, 3440 (NH,)
J=18.9, apom.); 10.80 (1H, ¢, NH)

3g 2.38 (3H, ¢, CH3); 6.40 (2H, ¢, NH,); 1160 (SO,), 223 . (18.7),
7.30-7.85 (9H, m, apom.); 10.65 (1H, ¢, NH) 3470 (NH,) 248 1. (8.3)

3h 3.25 (3H, ¢, CHs;); 6.60 (2H, ¢, NH,); 1150 (SO,), 246 1.
7.32-7.50 (5H, m, C¢Hs); 10.46 (1H, ¢, NH) 3440 (NH,) (5.5)

3i 2.0 (3H, ¢, CH;); 5.01 (2H, ¢, CH,); 1660 (CO), 227 1.
6.25 (2H, ¢, NH,); 7.15-7.38 (5H, m, CHs); 3370 (NHy) (7.1)
9.80 (1H, ¢, NH)

3j 5.07 (2H, ¢, CH,); 6.30 (2H, ¢, NH,); 1670 (CO), 224 .
7.25-7.50 (8H, M, apom.); 7.92 (2H, M, apom.); 3450 (NHy) (13.6)
10.15 (1H, ¢, NH)

3k 2.41 (3H, ¢, CH3); 4.93 (2H, ¢, CH,); 6.27 (2H, c, 1150 (SO,), 223 .
NH,); 7.09-7.28 (7TH, m, apom.); 7.73 (2H, m, 3430 (NH,) (14.4)
apom.); 10.40 (1H, ¢, NH)

IIpu nonbITKax MOJIYYUTh AUALMIIPOU3BOHBIE TpHa3oiioB la,b, couerato-
II¥ie pa3iInyHbIe aIlMIIbHBIC TPYMITE B OJHOW MOJIEKYJIe, ITyTEM aIMInpOBaAHS
coenuuennii 3a—f,i,j, oOpazoBEIBaach cMech MPOAYKTOB peakituu. BeposTHo,
MPUYUHONW 3TOTO SABIsETCS OOpa30oBaHWE HWHTEPMEIUATOB, AHAIOTHYHBIX I1O
CTpyKType coeanHeHMIo 15. BemeacTeue maOMIBEHOCTH W BO3MOYKHOCTH MHTPa-
MU TI000W M3 aIFIbHBIX TPYIN MEePEeTpyNIUpOBKa 3TUX HHTEPMEINATOB IPH-
BOJIUT K 0Opa30BaHMIO CMeCH coenuHeHui. [IpoarmmmpoBaTs S-aMHHOTPYITITY
cynbhoHmIXIopuaamMu 2g.h He yaaiock, BEpOSATHO, IO MPUIMHE TTOHMKESHHOM
PEaKIIMOHHON CIIOCOOHOCTH CYNb(OOHMIXIOPHIOB 10 CPABHEHHUIO C XJIOPAHTHI-
puAaMy W aHTHApHIAMHU KapOoHOBBIX KuchoT. [Ipm B3ammoneiicTBum coenn-
HeHnit 1la,b m 9 ¢ M3OBITKOM CyIbMOOHWIXJIOPUAOB B MHUPUANHE OOpPa30BHI-
BaJIUCh TOJIBKO MOHOCYJIb(QoHMIIpon3BoaHbIe 3g,h,k u 11b, a mpu HarpeBanun
5-amuHO-3-amminamMuHO-1-R-1,2,4-tpuazonoB 3a—f ¢ cynphoHIIXIOpHIAMHA B
AHAJIOTUYHBIX YCIOBHUAX OBUTH BBIJEIICHBI NCXOIHbBIE COCTNHEHMS.

SKCIHHEPUMEHTAJIbBHASI YACTb

Crextper SMP 'H zammcamsr Ha mpuGope Varian UNITY-300 (300 MI'm) B JIMCO-dg,
BHyTpeHHM cranaapt TMC, UK cnextper — Ha npubdope Specord IR-75 B BazennHOBOM Macie.
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Y® criekTpbl nonmyyeHsl Ha criekrpodoTomerpe CD-26 B Bose.

Hcxoanble coeqMHEeHNsT CHHTE3UPOBaHbI 110 M3BECTHBIM MeToaukam: 1a [7], 1b, 4a [9], 10a,b
[3], 10c [16].

5-Amuno-3-anmnamuno-1-R-1,2,4-rpuazoast 3a—f,i,j u S-amuno-3-cynsdonuiamuno-1-
R-1,2,4-tpua3oant 3g,h,k. A. K cmecn 6 Mmmons coenunenus la wmu 1b, 0.5 mu nupunuaa u
5 MII alleTOHUTpPUIIA MPUOABISAIOT 1O KaIUIsIM pacTBop 6.6 MMOIJIb aHTUApHIA (U COCAMHEHUH
3a—c,i), xnopauruapuna (s coeaunenuit 3d—f,j) wmu cynbdonunxnopuaa (s coenUHEHUIt
3g,h,k) B 3 mu aneronutpuna. Peakupmonnyro maccy kumsatat 10 muH, oxnaxmatot mo 20 °C,
BBINIABIIMH 0OCaNOK OT(QIIBTPOBBIBAIOT W KPHUCTALIM3YIOT M3 JTaHona. J[ns BBIIEICHUS
coeMHEHHs 3¢ PeaKIMOHHYI0 CMeCh MOAKUCIIOT 2 H. pactBopoM HCl o pH 3-4.

B. K cmecu 1.00 1 (7.09 mmonb) coegunenns 10a u 10 mn JIMCO npunmsatot pactsop 0.2 T
(8.51 mmoimp) Na B 2 M1 MeOH, 3arem npu nepememmBanuu no6asiusaor 1.33 r (7.8 mmonb)
Gensunbpomuna. Peakmonnyto cmech nepemermBaroT 10 4 npu 20 °C, pacTBOPHUTENL OTTOHSIOT
B BaKyyMe, OCTaTOK IIPOMBIBAIOT BOAOH M KPHCTAIM3YIOT U3 3TaHona. [lomydaror coeguHeHue
3i, koTopoe 1o HU3MKO-XUMHIECKHM CBOMCTBAM HACHTUYHO MOJyYEHHOMY 10 METOAY A.

AmnanornyHo u3 OeHzomanpousBogHoro 10b momyuaror coemuHeHue 3j, U3 TO3MIIIPOM3-
BogHOro 10¢ — coennnenue 3Kk.

B. Cmech 0.3 r (0.67 mmonp) coenunenus 16, 3 mi cnmpta u 1 ma korn. HCl kunsrar 2 g,
3aTeM HEHTpanu3yloT HAchIIIEHHBIM pacTBOpoM NaOAc, BBINABIIMM OCaZOK COeAMHEHUS 3g
O0T(GUIBTPOBBIBAIOT, IPOMBIBAIOT BoIoW U Kpuctauu3ytot u3 cmecu IMPA-EtOH. Coenunenue
UIEHTUYHO MOTyUYEHHOMY 110 MeTOy A.

3-AneTniiaMuHO-5-6eH3UINIeHAMUHO-1-penni-1,2,4-Tpua3oa (6). Cmecs 1 1 (4.6 MMoIIB)
coequueHus 3a, 0.59 r (5.52 mmonp) Oensanpaeruga u 1 mur IM®A xunsarsat 1 4, pazdaBisror
10 Mt Bogsl m 3KcTparupyor xmopopopmom (3 X 10 mim). Okcrpakt BeicymmBaioT CaCl,,
XJ10poOpM OTTOHSIOT, 0cTaTOK KprcTammm3ytoT u3 CCly u momydwatot 0.8 1 (57%) coenunenus 6,
T. . 148-149 °C. YO cnektp, Amax, HM (€): 248 (16 600), 320 wr. (9 900). UK cnektp, v, em b
1620 (C=N), 1670 (CO). Cmextp SIMP 'H, 8, m. a: 2.09 (3H, ¢, CH;); 7.60-8.05 (10H,
M, 2C¢Hs); 9.23 (1H, ¢, CH=N); 10.57 (1H, c, NH). Haiizeno, %: N 22.8. C;7H;sNsO. Bpruuc-
neHo, %: N 22.9.

3-AneTHJIaMHHO-5-0eH3nI1aMHHO-1-penni-1,2,4-tpuasoa (7). K pactsopy 0.6 r (2 MMoIIb)
coenmuaeHnst 6 B 10 mur stanona npubasisiror noprusamu 0.11 T (2.9 mmons) NaBH, B Teuenue
10 mun mipu 50-60 °C. 3atem cmech kumsaTat 30 MuH ¥ pasbasisitor 10 M Bojbl. Bermasriwmii
0CajIOK COeIMHEeHHs 7 KPUCTAILTH3YIOT U3 crmpTta. Bexox 0.52 T (85%), T. wr. 133-134 °C. YO
CIIEKTP, Amax, HM (€): 252 (8 000). MK crektp, v, cM: 1660 (CO). Crekrp SMP 'H, &, M. 1.
(/, T'm): 2.00 3H, ¢, CH3); 4.47 (2H, 1, J = 5.9, CH,); 7.08 (1H, T, /= 5.9, NH); 7.15-7.60 (10H,
M, 2C¢Hs); 10.02 (1H, ¢, NH). Haiizeno, %: N 22.8. C;H;7N;O. Beraucneno, %: N 22.8.

3-AMuHO-5-0en3uiamuno-1-¢penni-1,2,4-rpuazoa  (8). Cmecp 0.5 r (1.63 MMmoib)
coequueHus 7, 1 mu konr. HCl u 3 mu 3TaHONa KUMATAT 2 4, 3areM npuimBatoT 8 ma 10%
BoaHoro pactBopa NaOAc. BremmaBmmii ocajok KpUCTAIM3YIOT W3 3TaHoja. Beixox 0.36 T
(60%), T. 1. 127128 °C. Y® CrieKTp, Amax, HM (€): 264 (6500). UK criextp, v, cM ': 3420 (NH,).
Crextp SIMP 'H, §, M. . (/, T'm): 4.40 (2H, o, J = 5.8, CHy); 5.18 (2H, ¢, NHy); 6.97 (1H, T,
J=15.8, NH); 7.20-7.50 (10H, M, 2C¢Hs). Haiineno, %: N 26.5. C;sH;sNs. Beraucneno, %:
N 26.4.

5-Amuno-3-6en3unamuto-1-gpenuni-1,2,4-rpuazoa (9). K cycmensun 1 r (3.8 Mmornb)
S-amuHO-3-0eH3nnuaeHaMuHoO- 1,2,4-Tprazona 4a [9] B 10 mu sTaHONa NPHOABIAIOT MOPLMIMU
0.22 r (5.7 mmonb) NaBH, B Teuenne 10 mun npu 50-60 °C. 3atem cMech kunsatat 30 MUH u
paz6asiror 10 M Boapl. BeimaBimii ocaiok KpUCTAUTM3YIOT U3 3Tanona. Beixox 0.7 r (70%),
T. WL 165-166 °C. YO cnektp, Apax, HM (g): 264 (6600). UK cmektp, v, em !t 3450 (NH,).
Criextp SIMP 'H, 8, m. 1. (J, Tn): 4.25 (2H, 1, J = 6.0, CH,); 6.24 (2H, ¢, NH,); 6.27 (1H, ,
J=6.0, NH); 7.15-7.50 (10H, m, 2C¢Hs). Haiineno, %: N 26.2. C;sH;sNs. Beraucneno, %:
N 26.4.

5-Amuno-3-(N-anernin-N-Oen3uin)amuno-1-gpenni-1,2,4-tpuazon  (11a) u  S-amermi-
amuHo-3-(N-anetui-N-6en3umn)amuno-1-pennn-1,2,4-rpuazoa (12). Cmecy 0.8 r (3 Mmoinb)
coequuenus 9, 0.5 mi mupununa, 0.37 1 (3.6 MMoib) Ac,O 1 3 MIT aleTOHUTPUIIA KUIATAT 6 4,
OXJIQXK/IAIOT, BBIMABIIMH O0CAJ0K coequHeHus 11a OT(QUIBTPOBBIBAIOT M KPHCTAUIM3YIOT U3
sranona. Beixon 0.54 r (59%), 1. wi 194-196 °C. VO cnektp, Amax, HM (g): 242 (7500).
UK criektp, v, e 'z 1670 (CO), 3470 (NH,). Crekrp SIMP 'H, 8, m. 1. 2.26 (3H, ¢, CH;); 4.91
(2H, ¢, CH,); 6.66 (2H, c, NH,); 7.15-7.53 (10H, ™, 2C¢Hs). Haiineno, %: N 22.5. C;H7NsO.
Brruncneno, %: N 22.8.
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K peaknmoHHON cMecu Tmocie OTACICHUS coenuHeHus 1la moOamnsoT 8 M BOBI,
BBINIABIIMH OCaJOK OT(QMIBTPOBBIBAIOT, PACTBOPSIOT B XJOpodopMe M IpPOIYyCKAIOT dYepes
KOJIOHKY ¢ oxcumoM amomuHui (4 x 3 cm). XmopohopM OTTrOHSIOT, coenuHeHHne 12
KPUCTAILTH3YIOT U3 3Tanoia. Beixox 0.20 T (19%), T. mr. 131-133 °C. Y@ crektp, Apay, HM (€):
238 1. (7800). UK crextp, v, cM ' 1650 (CO), 1720 (CO). Cnexrp SIMP 'H, 8, m. a.: 1.98 (3H,
¢, CH;); 2.38 (3H, ¢, CH3); 5.00 (2H, c, CH,); 7.15-7.55 (10H, M, 2C¢Hs); 10.58 (1H, ¢, NH).
Haiineno, %: N 20.3. C9H 9NsO,. Boraucneno, %: N 20.0.

5-Amuno-3-(N-6en3u1-N-n-Tonyosicyab¢poHui)aMuHo-1-gpenn-1,2,4-Tpuaszon (11b)
CHH-TE3UPYIOT aHAJIOTUYHO coeauHeHnio 1la cynpdoHMNIHMpoOBaHMEM coequHEeHHI 9 n-
TomyosCyib-hormnxopunoM. Beixon 84%, 1. mi. 170-172 °C (u3 sranona). V@ cnektp, Amax,
uM (£): 250 (10 400). UK cmextp, v, cM " 1160 (SO,), 3430 (NH,). Ciextp SIMP 'H, 8, m. 1.:
2.41 (3H, ¢, CH3); 4.92 (2H, ¢, CH,); 6.38 (2H, ¢, NH,); 7.18-7.50 (12H, M, apom.); 7.78 (2H, m,
apom.). Haitneno, %: N 16.3. C5,H,N5O,S. Beraucneno, %: N 16.7.

3,5-Inanernnamuno-1-gpennn-1,2,4-rpuazon (13a). Cmecp 1.05 r (6 MMOJIB) COETMHEHHS
la u 5 mn Ac,O kumatat 6 4, W30BITOK aHTHIpHUIA OTTOHSAIOT B BaKyyMe, OCTAaTOK
Kpuctausyor u3 cmecu JIMPA-EtOH, 1:2. Beixox 1.28 r (82%), . mi. 210-212 °C. Y@
CITEKTP, Apax, HM (€): 218 . (18 000). MK criextp, v, cM 2 1680 (CO). Criexrp SIMP 'H, 8, m. x.:
1.96 (3H, ¢, CH3); 2.04 (3H, c, CH3); 7.35-7.58 (SH, m, C¢Hs); 10.48 (1H, ¢, NH); 10.58 (1H, c,
NH). Haiineno, %: N 27.2. C1,H13N50,. Boraucneno, %: N 27.0.

3,5-Au-n-metwidensomamuno-1-pennin-1,2,4-rpuazon (13b). Cmece 6 MMOJIb coelvHe-
Hus la, 2.78 T (18 MMoOnb) n-MeTHIOCH30MIXIOpHAA U 5 MJI NMUPUAMHA KUMATAT 6 4, 3aTeM
BbUIMBAIOT B 20 MJI BO/BI. BhInmaBiiee Macio MPOMBIBAIOT BOJOIT M PACTBOPSIOT B 5 MJI 3TaHOJA.
O0pa30BaBIIMICS OCAAOK OTPHUIBTPOBHIBAIOT U KPUCTALIM3YIOT M3 dTaHona. Beixom 1.53 r
(62%), 1. 1. 154-156 °C. Y@ cnektp, Apax, HM (g): 252 (37 700). UK cnektp, v, oM 1680
(CO). Criexrp SIMP 'H, 8, m. 1. 2.36 (3H, ¢, CH3); 2.38 (3H, ¢, CH3); 7.30-7.58 (9H, M, apom.);
7.78-7.91 (4H, M, apom.); 10.86 (1H, c, NH); 11.05 (1H, ¢, NH). Haiineno, %: N 16.7.
C,4H,N50,. Beruucneno, %: N 17.0.

3,5-In-n-meTuiioen3naamMuHo-1-gpenni-1,2,4-rpuazon (14). K cycnensuu 1 r (2.4 MMOIIB)
coemuaenns 13b B 30 mu TT'® moprmsmu mpubasmsror 0.37 r (9.6 MMoIB) amroMoruapuia
mutust. Cmech KUMATAT 3 4, M00aBIAIOT 2 MII BOABI M OTTOHSIOT pacTtBopuTenb. OcraTok
IKCTparupyroT xiopodopmom (3 x 20 mir), xI0podopM OTTOHSIOT, MOTYUYCHHOE COCIMHEHHE
KPHCTAILTM3YIOT U3 STaHoma. Beixox 0.63 T (68%), 1. mr. 105-106 °C. UK crextp, v, cM: 3450
(NH,). Criextp SIMP 'H, 8, m. 1. (J, Tw): 2.25 (6H, ¢, 2CH3); 4.18 (2H, 1, J = 6.4, CH,); 4.36
(2H, n, J= 5.7, CH,); 6.25 (1H, 1, J = 6.4, NH); 6.91 (1H, T, J = 5.7, NH); 7.07-7.45 (13H, M,
apom.) Haitneno, %: N 18.3. C,4H,sNs. Beruncneno, %: N 18.3.

5-AmMuno-3-(N-n-meTunoden3onsn-N-n-toayosacyabhonna)amuno-1-gpennin-1,2,4-rpuason
(15). Cmecb 1 1 (3 mmomb) coenunenust 3g, 0.5 mun nmupuaunHa, 0.7 T (4.5 MMONB) n-MeTHI-
OCH30MIXJIOpUAA M 3 MII allCTOHUTPWIIA KHIATAT 6 4, OXJIaXIArT U A00aBisstoT 10 M BOIBIL.
BemaBnimii 0caiok pacTBOPSIIOT IpU HarpeBaHuH B 70 Mi1 xsopodopma H JIBayKAbI MPOITYCKAIOT
4yepe3 KOJOHKY ¢ OKCHIOM amoMuHHA (4 x 3 cM). X10pohopM OTTOHSIOT, OCTATOK KpUCTal-
nu3yfoT u3 stanona. Bexox 0.31 r (23%), 1. wr. 187-188 °C. Y® cmektp, Ama, HM (€): 240
(25 200). VK cmextp, v, cm 'z 1170 (SO,), 1710 (CO), 3420 (NH,). Crextp SIMP 'H, &, m. 1.:
2.42 (3H, ¢, CH3); 2.64 (3H, c, CHj); 6.78 (2H, ¢, NH,); 7.14-7.20 (2H, ™, apom.); 7.36-7.52
(9H, M, apom.); 7.94 (2H, M, apom.). Haiineno, %: N 16.0. C,3H,1NsO5S. Berancneno, %: N 15.7.

5-n-Metunn6enzonnaMuHo-3-n-roanyoscyiabdonmiamuno-1-gpennn-1,2,4-rpuazon  (16).
A.Cwmech | r (3 mmoib) coenuHenus 3g, 3 mu nupuauHa u 0.7 T (4.5 MMoIB) n-MeTHIOEH30-
WIXJIOpHJA 2€ KUIATAT 6 49, OXJIXITAIT W J00aBISIFOT 5 MJ 3TaHONA. BhImaBmimii ocajok
Kpucramsyor u3 cmecn JIM®A-EtOH, 1:2. Beixog 0.82 1 (61%), 1. w1 276-278 °C.
UK criektp, v, cM 2 1160 (SO,), 1660 (CO). Criextp SIMP 'H, 8, m. 1. (J, Tr) : 2.34 (3H, ¢, CHy);
2.37 (3H, ¢, CHy); 7.28-7.44 (9H, m, apom.); 7.73 (2H, 1, J = 8.2, apom.); 7.85 (2H, 1, J=8.2,
apom.); 10.97 (1H, ¢, NH); 11.38 (1H, c, NH). Haiineno, %: N 15.8. C53H,;N5O5S. Boruncieno,
%: N 15.7.

B. Cmech 0.5 r (1.1 Mmmonb) coenuaeHus 15, 2 Ml MUpHAMHA U KaTAIUTHIECKOE KOJIMYECTBO
xyopanruapuaa 2e kumarat 6 4. CoeguHenne 16 BBIOETSAIOT M OYMIIAIOT aHAJIOTHYHO METOIY A.
Beixon 0.45 T (90%), coenuHeHre HASHTUYHO MTOTYYeHHOMY IO METOAY A.
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