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AIIMJINPOBAHUE AMHWHOB XJIOPAHTI'HJPUIOM
5-@EHUJITETPA30JI-2-MJIYKCYCHOM KHUCJOTBI

AUWIMpOBaHUE IEPBUYHBIX M BTOPUYHBIX aMHMHOB XJIODAHTUIPHIOM S-()eHHITETpa30JI-2-
MITYKCYCHON KHCJIOTHI IPUBOAUT K COOTBETCTBYIOIINM TETPa30IMIaleTaMUIaM BHE 3aBHCUMOCTH
OT MPHUPOABI 3AMECTUTEIIS B CTPYKTYpE aMHUHA.

KuaroueBble ciioBa: 5-heHmnreTpa3on-2-mialeTaMiuibl, XIOpaHTUApU S-perunrerpazon-2-
WITYKCYCHOH KHCIIOTBI, al{INPOBaHHE.

TerpazonuiyKkcycHble KUCIOTHl M MX MPOU3BOJHBIE PACCMATPHUBAIOTCS KaK
MOTEHIMATbHbIE OMOJIOTHYECKU aKTHBHBIE coeauHeHus. Ocoboe MecTo 3aHHU-
MalT aMufpbl TETPA30JUIYKCYCHBIX KHCIIOT, SBIISIOIIMECS IOIYNPOLYKTaMH
JUIsl CUHTE3a OMOJIOTMUYECKH aKTHUBHBIX coenuHeHud. Hanpumep, aHTHOMOTHKH
1e¢aoCIOPUHOBOIO PsAa, BKJIIOYAIOIIME B CBOIO XHUMHUYECKYIO CTPYKTYPY
(hparMeHT TETPa3OMMIYKCYCHOW KUCIOTHI (Ked301, medTe30u), HAUTH IIHpo-
KO€ TpUMEHEeHHUe B KIMHUYecKoi mpakTuke [1]. JlanHbIe TekapcTBEHHBIE TIpe-
napaThl COCTABIAIOT TPYMITy MOJIYCHHTETUYECKUX Le()aToCIOPUHOBBIX AHTH-
OMOTHKOB, O0JIATAOMINX BHICOKOH A(PGEKTUBHOCTEIO ¥ MPOJIOHTUPOBAHHBIM
TEpaneBTUYECKUM AeWCTBHEM. [IOMCK aHANOTHYHBIX COEOUHEHHH, o0sanaro-
IIMX JIyYIIMMH XapaKTePUCTHKaMM, a TaKXKe MCCIEIOBAaHHE PEaKIMOHHOM
CIIOCOOHOCTH KIIIOYEBBIX DPEAreHTOB CHHTE3a COEAMHEHHMH, MMEIOIIUX HHOE
NPUKIAJHOE 3HAYCHHE, SBJSIIOTCS aKTyaJbHOM 3afaueil COBpEMEHHOH Meau-
MHCKOW XuMuH [2, 3].

Oco0yto ponb B CHHTE3€¢ aHTUOMOTUKOB, CO/IEPIKAIINX TETPa30JIbHBIN (par-
MEHT, UTPAIOT 3(QUPBI TETPA3OIMIYKCYCHBIX KUCIOT [4]. B mpenpimymeii pado-
T€ Ha NPHUMEPE ATWIOBOrO 3dupa S-GpeHmITeTpazon-2-wIyKCyCHONH KHCIOTHI
Ham# OBLIO TOKA3aHO, YTO MOJOOHBIE 3(PUPBI MOKHO paccMaTpUBaTh B Kade-
CTBE KIIIOYEBBIX PEAreéHTOB CHMHTE3a HEKOTOPBHIX TETPa3ojMIaleTaMHuIoB [5].
OnHako aMUHOJIM3 CIIOXKHBIX 3(HPOB TETPA3OIMIYKCYCHBIX KHCIOT HE MO3BO-
JISIET TOJIyYUTh COOTBETCTBYIOIIME aMUIbl U3 aMHUHOB Pa3BETBICHHOI'O CTpOe-
HUS1, UMEIOIUX apOMaTHYECKUE WIH TeTePOLUKINYECKUE 3aMeCTUTeNu [5].

ANbTEpHATHBON aMUHOJIM3a CIOXHBIX 3(PUPOB MOXKET CIYKUTh aAlMIMPO-
BaHHE aMUHOB TaJIOT€HAaHTHAPUAAMHU KapOOHOBBIX KHCJIOT. K cokanenuto, B
JUTEpaType HeT JaHHBIX, KOTOpbIe Obl MOJHO XapaKTEPH30BAIN CIIOCOOHOCTh
XJIOPAHTUIPHUJIOB TETPA30JIMIYKCYCHBIX KHCJIOT BCTYNAaTh B PEaKHI0 alliiInpo-
BaHUsI a30TUCTBIX COCOUHEHUH. VICKIIoueHHeM SBISIeTCSl peakUuu C 7-aMHHO-
1edanocnopaHoBO KUCIIOTOH, €€ MPOM3BOAHBIMHU, a TaKXKe TPaHCAMIHPO-
BaHME TeTpa3oios [4, 6, 7].
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B macTosmmeit pabore u3ydeHO anMIMpPOBAHME aMHHOB Pa3IHYHOTO CTpOe-
HUS XJIOPAHTHIPUIOM S-(hEeHUITETPA30I-2-MITyKCYCHOW KUCTIOTHL. J1J1s Tomyde-
HUSI COOTBETCTBYIOIIMX aIleTAMHIOB MBI MCTOJIB30BAIM aMHUHBI, 00JIa/afomTie
HU3KOW OCHOBHOCTBHIO (QHWJIMH M €r0 MPOW3BOJHEIE), UMEIOIINE Pa3BETBIICH-
Hble anudaTHaeckne 1 00beMHBIE 3aMECTUTEIH, COJIepIKAIINe HECKOIBKO peaK-
[IMOHHBIX aMUHOTPYIIII, a TAK)K€ HEKOTOPBIE TETEPOIUKINIECKIEe aMHUHBI, 00J1a-
Jaromme craboil HyKIeo(pUIbHOCTHIO.

B 3aBucuMOCTH OT pacTBOPMMOCTH aMHHA, MIPOIECC AlMINPOBAHUS MTPOBO-
e B adupe, xiopodopme mwm TI'® [7]. B kadecTBe 0CHOBaHMS, CBSI3BIBAIO-
IIeTO BBIACISIOMUIACS XJIOPHUCTBI BOAOPOJ, HWCIONB30BATH TPHUITHIAMUH.
CunTe3 aMUIOB 5-(peHUITETPa30N-2-WITYKCYCHBIX KHCIOT W3 COOTBETCTBYIO-
IIeTO XJIOPAHTHAPUAA TPOTEKALET 10 CIIEAYIONIEH cxeme:

7‘“ by 7"“\)&
\\ - NRLR2

N cl ~Et;N + HCI
1 2-14

2 R'= R?= Et; 3 R'= R*= CH,CH,CN; 4 R'R?= (CH,)s; 5 R'R*= (CH,),0(CH,)y;
6 R'R? = (CH,),N(CO,Et)(CH,),; 7-14 R' = H; R?= Ph, 8 R?= 4-O,NC¢H,, 9 R?= 3-NO,CqH,
10 R?=2-0,NCgH,, 11 R?=3,5-(NO,),CeH5 12 R?= MeCHPh, 13 R? = (1,2,4-tpuazon-4-ux),
14 R?= (4-mernndypasan-3-mn)

YcneuiHoe anuiupoBaHUE XJIOPAHTHAPHIOM S-(heHHITETPa30-2-HITyKCyc-
HOW KHUCIIOTHI MPOCTPAHCTBEHHO OJIOKMPOBAaHHBIX M HU3KOOCHOBHBIX aMHHOB,
TaKWX KaK HUTPOAHWIMHBI, TIO3BOJIMIIO PACTIPOCTPAHUTh 3Ty CTPATETUIO HAa CHH-
Te3 aMHUJIOB U3 OM(PYHKIIMOHATLHBIX aMUHOB. B kauecTBe MoJienbHBIX OUDYHK-
IIMOHATBLHBIX aMUHOB HaMH OBLIM BhIOpaHbI [ua30-18-kpayH-6 (MMeromii cTe-
pUUYeCKH OJOKHPOBAaHHBIE AMWUHOTPYIBI) M 3,4-muamuHOdypaszaH, copaep-
KAl aMUHOTPYIIBI ¢ TOHMKEHHON HYKJI€O(PHILHOCTHIO [§]. AnmiupoBaHue
yKa3aHHBIX BBIIIC aMUHOB MPOBOJMIN TPHU JBYKPATHOM MOJISIDHOM H30BITKE
xnopanruapua 1. B obonx ciydasx HaMu OBbIITH MOJTYYEHBI TPOIYKTHI UCUEP-
neiBaroriero 3amenieHus — N,N'-0uc(5-penunrerpazon-2-unanermn)-1,4,10,13-
Terpaokcu-7,16-nmuazonuknookronaekan (15) u N,N'-Ouc(5-penunrerpason-2-
wimMeTmiIkapooHmn)-3,4-muamunodypasan (16).
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[Ipomomkast 3T0 HampaBjiCHHE HCCIEAOBAHMS, MBI IONBITAIHUCH IPOBECTH
HCUYEPIBIBAIOIICE AIMIINPOBaHUE THapasuHa. OIHAKO MPH MPOBEICHUH peak-
uud B TT'® MBI BBIAENTHIN TOJBKO MPOIYKT MOHO3aMelleHUs. B CBsA3M ¢ 3TUM
MPHUIIUIOCH TPUMEHHUTH OOJiee KECTKHE YCIOBHS PEaKIHWHW W HCIIONB30BaTh B
KauecTBE PACTBOPHUTENS KHILAIIMKA TOIYOJ, B KOTOPOM XOPOIIO PacTBOPHM
MPOJYKT MOHO3aMEIIEHHs, 00pa3yIoIHUiCs Ha TePBOil CTaauy aIFIHPOBAHUS.
B sTx ycioBuAx mcuepIibIBaromiee ainpoBanue 3aBepmaercs 3a 10 9 (KoH-
1poib TCX) ¢ obpazoanrem N,N-0uc(S-hernnreTpason-2-miMeTHIKapOoHmn)-1,2-
rugpasuna (17).

Et;N >—N
21 + NHNH, —— \/”\ J\/
r]kejk N\ ,N N N \

17

K coxanennto HaM He yIanoch MONYYUTh 1O STOMY MeTony amup 13. Ana-
JIU3 JINTEPATyPHBIX JaHHBIX TOKa3aJl, YTO TPHU allWIMPOBaHUU 4-amMHuHO-1,2,4-
TpHa3oJia XJIOPAHTHAPUAAMU KapOOHOBBIX KHCIOT, B3SATHIX B SKBHMOJISIPHBIX
KOJUIMYECTBAX, 00pa3yloTCs YeTBEPTHUHBIC conu 1,2,4-Tpua3oius. DTH COJH
MpH J00ABJICHUN OCHOBAHUS (TaKOTO KaK TPUATHIAMHH) MPETEPIICBAIOT pa3py-
[IEHUE TPUA30JIBLHOTO KobIa [9].

0
pu
+
o N-N N-N
rR— £ LY — £Y or
cl N N
NH, NH,
Et,N
0
\ R
0 o N-NA
NH,NH, + HCO,H + R—< — U _cho
NH-NH, N
NH

Jiist mpoBeieHus aluiIMpoBanus 4-aMuHo-1,2,4-Tprasoina o aMUHOTPYTIIIE,
HaMU B KaueCTBE OCHOBaHHUs ObLI UCIOJIB30BaH caM 4-amuHo-1,2,4-tpua3zoin. B
pesynbrate peakimu Obu1 BbigenaeH N-(1,2,4-tpuason-4-un)amun S-deHu-
TETPa3oi-2-WIyKCyCHON KUCIOThI (13).
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Takum 00pa3om, arMIUPOBAHUE XJIIOPAHTHUAPHUIOM 5-QEHUITETPA30I-2-HIT-
YKCYCHOW KHCJIOTBHI MPOTEKAET JOCTATOYHO JIETKO KaK C BBICOKOOCHOBHBIMU
aMHHAaMH, OOJaJaloNIMMHU Pa3BETBICHHBIMU 3aMECTUTEISIMH, TaK M C HU3KO-
ocHOBHBIMU. Hapsimy c stum, mpoBectn ammnmuposanne N,N-mudenmmamumna
xnmopanruapuioM 1 He yaanock. [lo-BuauMoMy, B JaHHOM cliydae, 3HaYUTENb-
HYIO pOITb UTPAIOT cTepudeckue npersarcTeus [10].

Tabnuma 1

Cnextpsl IMP 'H amunos 2-18

Co- XUMHYECKHE CIIBUTH CUTHAIOB, O, M. 1. (J, ')
1828 C—CsHs N@—CHz ()
—— (™) INH (©)] Jpyrue curxaisl
2 8.09-8.07 (2H), 5.91 3.43 (2H, x, J= 7.0, CHyp), 3.31 (2H, x, J = 7.0, CHy),
7.60-7.54 (3H) 1.20 (3H, T, J= 6.9, CH3), 1.05 (3H, T, J = 6.9, CH3)
3 8.09-8.07 (2H), 6.10 3.83 (2H, T,J=6.9, CHy), 3.63 (2H, 1, J = 6.9, CH>),
7.60-7.55 (3H) 3.03 (2H, 1, J=6.9, CH,), 2.78 (2H, 1, J = 6.9, CHY)
4 8.09-8.06 (2H), 5.95 3.48-3.43 (4H, m, CHy), 1.61 (4H, ¢, CHy), 1.48 (2H, c,
7.60-7.56 (3H) CHy)
5 8.09-8.06 (2H), 5.99 3.69 2H, T, J=4.4,CHy), 3.61 (2H, 1, J = 4.4, CHy),
7.61-7.53 (3H) 3.54 (2H, 1, J=4.4, CH,), 3.47 2H, 1, J = 4.4, CHy)
6 8.08-8.06 (2H), 6.01 4.08 (2H, &, J = 7.2, CHy), 3.54-3.47 (6H, m, CHp),
7.60-7.55 (3H) 3.42-3.40 (2H, m, CHy), 1.20 (3H, 1, J =7.0, CH3)
7 8.10-8.08 (2H), 5.77 7.61-7.55 (2H, m, CONH-C¢Hs), 7.35 2H, 1, J=7.1 I'ry,
7.61-7.55 (3H) [10.64] CONH-CgHs), 7.11 (1H, T, J = 7.0 'y, CONH-CgHs)
8 8.11-8.07 (2H), 5.87 _ _
7.60-7.52 (3H) [11.25] 8.25 (2H, n, J=9.5, CH), 7.84 (2H, 1, J = 8.7, CH)
9 8.11-8.07 (2H), 5.84 8.58 (1H, ¢, CH), 7.98-7.90 (2H, M, CH), 7.65 (1H, T,
7.60-7.53 (3H) [11.11] J=8.4,CH)
10 8.11-8.09 (2H), 5.90 8.01 (1H, x, J=7.0, CH), 7.76 2H, n, J = 7.0, CH), 7.45
7.60-7.55 (3H) [10.92] (1H,J=35, CH)
11 8.11-8.08 (2H), 5.92 _ _
7.61-7.55 (3H) [11.57] 8.82 (2H, 1, J = 2.2, CH), 8.56 (1H, 1, J = 2.0, CH)
12 8.10-8.01 (2H), 5.57 7.40-7.31 (4H, m, CH-CgHs), 7.30-7.22 (1H, m,
7.61-7.51 (3H) [9.01] CH-C¢Hs), 4.94 (1H, kB, J = 7.2, CH), 1.41 (3H, &,
J=17.2,CHs)
13 8.13-8.03 (2H), 5.86
7.63-7.52 (3H) [12.30] 8.76 (2H, c, B Tpnazoine)
14* 8.18-8.11 (2H), 5.95
7.59-7.50 (3H) [1040] | 239 GH.c, CHy)
15 8.09-8.04 (4H), 5.95 (4H)
7.58.7.52 (6H) 3.80-3.54 (24H, m, CHy)
16 8.16-8.03 (4H), 5.89 (4H) .
7.65-7.49 (6H) [11.24 (2H)]
17 8.12-8.03 (4H), 5.68 (4H) o
7.61-7.51 (6H) | [10.92 (2H)]
18 8.12-8.03 (2H), 5.99 17.1-12.8 (2H, yu. ¢, CN4H), 3.87 2H, 1, J = 6.9, CHy),
7.60-7.53 (3H) 3.69 (2H, 1, J=6.9, CHy), 3.37 (2H, 1, J = 6.9, CH>), 3.16
(2H, T, J=6.9, CHy)

* Crnextp IMP 'H coequHenus 14 cHUMaM B arieToHe-dg, OCTABHBIX coenuuenuii — B JIMCO-ds.
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Tabnuma 2

Cnextpol AMP B¢ amuaos 2-18

Co- XUMHYECKHE CIIBUTH, O, M. JI.
enu-
HeHue CH-C=0 CNy CeHs N@)—-CH2 Ipoune curnast

2 163.9 163.4 130.5, 129.3, 126.9, 126.3 53.9 13.9 (CH2), 12.7 (CHs)

3 165.2 164.1 130.6, 129.3, 126.8, 126.3 53.9 118.8 (C=N), 42.4 (CON-CHy), 41.5 (CON-CHy), 16.6 (CH>—CN), 15.2 (CH>-CN)
4 163.9 162.6 130.5, 129.3, 126.9, 126.2 54.0 45.3,425,25.7,25.1, 23.7 (CHy)

5 164.0 163.3 130.5, 129.3, 126.9, 126.2 53.9 65.8 (CH,-O-CHy), 44.8, 41.9 (CHy)

6 164.0 163.4 130.6, 129.3, 126.9, 127.3 54.0 154.6 (CO-0), 61.0 (CHy), 44.1, 43.1, 42.9, 41.3 (CH>), 14.5 (CHz3)

7 164.2 162.9 130.6, 139.3, 126.8, 126.3 55.3 138.2, 128.9, 124.0, 119.3 (NH-CsHs)

8 164.3 164.1 130.7,129.3, 126.7, 126.4 55.5 144.2 (C-NOy), 142.8 (CONH-C), 125.1 (CH-C-NO3), 119.2 (CONH-C-CH)

9 164.3 163.8 130.6, 129.3, 126.7, 126.3 55.3 139.2, 130.2, 125.3, 118.5, 113.5 (C B 3amectuTerne)

10 164.3 163.7 130.6, 129.3, 126.7, 126.4 55.0 142.5,134.1, 130.1, 126.1, 125.7, 125.1 (C B 3amecturene)

11 164.5 163.7 130.7,130.2, 126.7, 126.4 55.4 155.8, 151.5, 148.3, 140.1, 118.8, 113.2 (C B 3amecrurese)

12 164.1 163.2 130.6, 129.3, 126.9, 126.3 54.8 143.9, 128.3, 126.0 (CH-CgHs), 48.5 (CH), 22.4 (CH3)

13 164.6 164.4 130.8, 129.4, 126.6, 126.4 53.4 143.4 (C3 u C(s5) B TpHasoine)

14* 165.9 164.9 131.3,129.9, 128.3, 127.4 55.6 151.2, 149.2 (C3) u Cay B dypasane), 8.9 (CHs)

15 164.9 163.9 130.5,129.2, 126.9, 126.3 54.1 70.1,70.0, 69.4, 69.3, 68.4, 68.3, 49.5, 48.1 (C B 3amecrurene)

16 164.3 164.1 130.7,129.4, 126.7, 126.4 54.8 152.2 (C3) u Csy B bypaszame)

17 165.1 163.9 131.6, 130.2, 127.6, 127.2 54.2 -

18 164.8 164.1 130.6, 129.3, 126.9, 126.3 54.0 153.7 (C(s) Terpasom), 43.6 (CON-CHy), 42.4 (CON-CHy), 22.4 (CH>-C(s)), 21.2 (CH2-Cs))

* Cnektpsl IMP 'H coenunenus 14 caumany B aretone-dg, octanpHbIX coenuuennii — B JIMCO-dg.
2
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AMUBI TETPA3OIMITYKCYCHOW KHUCIOTHI, CTABIINE JOCTYITHBIMH B PE3yiIb-
TaTe TaHHOTO WCCIIEJIOBAHUS, B CBOIO OYepelb, OTKPHIBAIOT IYTH I Aalb-
Helmed nx (YHKIHATU3AIUH C TOJYYeHHEM TMOJHMAAEPHBIX TETPa30JIoB.
Tak, u3 amuja 3, UMEIONIETO JIBE IMMAHOATHIIBHBIC TPYIIBI, OBUT MOTyYeH
COOTBETCTBYIOIINH TpuTeTpazon 18.

WHTepecHo, UTO MOMNBITKA MONIyYeHHs TpuTeTpasoia 18 ¢ ucmonb3oBaHneM
peaxkimy nukiaonpucoequHenus [11] quMmermiaMMoHMia3naa K JUHUTPUILY 3 B
JIM®A He mpuBena K xelmaeMoMmy pesynbraTy. llosTomy mist momydeHus
TpuTeTpasona 18 MBI NMpUMEHWIN HEJAaBHO TMpenioKeHHbIe ycioBus [12]:
a3uAMpOBaHKUE TPUATWIAMMOHHUIA3UA0M B Tomyose. OnTumMu3anus 3TuxX ycio-
BHI MTO3BOJIMIIa CHU3UTH Temneparypy npouecca co 110 go 95 °C u cokpaTuth
Bpemsi ¢ 24 1o 6 4 (koHTposb TCX).

SKCIHIEPUMEHTAJIBHASI YACTb

Cnextpel SIMP 'Hu BC CHHTE3MPOBAaHHBIX aMUJIOB 3aIlMChIBANK Ha mpubope Brucker
DPX-300 (300 MI'ty mmnst 'H u 75 MI'u s 13C), B KaueCTBE BHYTPEHHETO CTaHJAapTa WCIIOJb-
soBanu curHan pacrBopurens JIMCO-dg. MK crekrpsl monydamn Ha mpubope Perkin—Elmer
Spectrum 1000 B Tabnerkax KBr. DnemeHTHBII aHann3 NMPOBOAWIM HA IOJyaBTOMaTHYECKOM
npubope Hewlett—Packard 185, C,H,N-analyser. Temmneparypsl 11aBjieHus: ONpeaessii Ha Ipu-
6ope mapku ITTII co ckopocThio HarpeBa 1 °/muH B uHTepBaje iaBneHus. KOHTPOIb 3a X00M
peaxunu Bexn MetonoM TCX Ha mmactunax Merck Kieselgel 60F 45 ¢ mposiBiennem B YO caere.

Xuopauruapua S-¢penunnrerpazon-2-uiaykcycHoii kuciaorbl (1). Cmecy 6 T (30 MMoinb)
5-thenmnTeTpazon-2-uiaykcycHoi Kucimotel M 6.75 T (32 Mmonb) msatuxiopuctoro ¢ocdopa
HarpesatoT npu 100 °C 1o romorenusanuu ¢ obpasoBanueM GecreTHOro pactopa. K ropsaemy
pacTBOpy IPHIMBAIOT 75 MJI KMILIIEro rekcana. [1o Mepe ocTbiBaHHsI 00pa3yroTcst OeClBETHBIE
kpuctawipl. CycrneH3uio (UIbTPYIOT, XJIOPAHTHUIPUA KPHUCTAUIM3YIOT M3 rekcaHa. [lomydaror
6.43 1 (96%) coemuuenns 1 ¢ 1. 1. 103—-104 °C. Cnextp SIMP *H (CDCly), 8, m. 1.: 8.17-8.14
(2H, M, C¢Hs), 7.53-7.49 (3H, M, CgHs), 5.84 (2H, ¢, N(»—CH,). Cnextp JIMP B¢, §, M. 1.0 166.5
(C=0), 166.2 (CNy), 131.0, 129.2, 127.2, 126.6 (C¢Hs), 60.7 (Nz—CHy). UK cmektp, v, em
1777 (C=0), 2985, 2945 (C-H), 1450, 1278, 1148, 1073, 1022, 933 (konebaHue TETPa30JIbHOTO
mukia), 729, 688 (CgHs). Haiineno, %: C 48.31; H 3.20; N 25.60. CgH;CIN,O. Brraucneno, %:
C 48.55; H 3.17; N 25.17.

Monyuenue TerpazonmnameramugoB 2-12 (06mass meromuka). K pacropy 10 mmons
cyoctpara 1 B 50 mut adupa (xmopodopma uian TT'®) npu 0-2 °C u nepeMeminBaHuU 100aBISIOT
10 mmomnb amuHa B 20 Mt a¢upa (xnopopopma mimm TI'®D) u 10 mmors TpudTHiamusa B 10 M
TOTO e pacTBopuTens. B xoxe peakuuu HaOmromancs sk3oTepMudeckuii addext, depes 1-2 4
IIPY KOMHATHOW TEeMIEpaType pacTBOPUTENb YMNAPUBAIOT B BAKYyME€, OCTAaTOK HPOMBIBAIOT
JMCTHIUTMPOBaHHOH Boo# (3%20 MJI) M KPUCTAUIM3YIOT U3 COOTBETCTBYIOLIETO PACTBOPHUTEINS
WU CHCTEMBI PaCTBOPHUTEIICH.
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JmTninaMun 5-QpeHnaTerpa3on-2-miyKcycHoi kucaotsl (2). Kpucrammszanueit us 50%
sTaHoia nony4aT 1.25 v (48%) amunma 2 ¢ 1. . 98-99 °C. Ry  0.74 (CHCI;—MeOH, 9:1).
UK crektp, v, cM = 1658 (C=0), 2982, 2936 (C—H), 1425, 1269, 1205, 1144, 1100, 1073, 1023
(konebanue TerpazonbHoro 1ukia), 730, 690 (C¢Hs). Haiineno, %: C 60.57; H 6.97; N 27.34.
C13H17N50. Beraucneno, %: C 60.21; H 6.61; N 27.01.

Buc(2-unanodtun)amuy S-penumsirerpason-2-uiaykcycHoii kuciaorsl (3). Kpucrammmsa-
el u3 2-nporaxona nonydaot 2.25 T (73%) avuma 3 ¢ T. i 162-163 °C. R; 0.54 (CHCl;-MeOH,
95:5). UK cmektp, v, cM = 1672 (C=0), 2999 (C-H), 1435, 1261, 1203, 1177, 1072, 1027
(xonebanue TeTpaszoIpHOro HuKia), 729, 692 (CeHs), 2252 (C=N). Haiinexo, %: C 58.28; H 4.59;
N 32.03. Cy5H15NO. Beraunciieno, %: C 58.24; H 4.89; N 31.70.

Munepuann S-pennarerpazon-2-niykcycHoii kucaorsl (4). Kpucramummsanueit u3 staHona
nonydarot 1.32 1 (42%) ammma 4 ¢ 1. mi. 178-179 °C. Ry 0.76 (CHCI;-MeOH, 95:5).
UK crextp, v, cM ' 1662, 1649 (C=0), 2987, 2939, 2857 (C-H), 1425, 1254, 1230, 1138, 1097,
1030 (xonebanue TeTpasonpHOro mwkma), 728, 691 (CgHs). Haitmeno, %: C 62.25; H 5.67;
N 25.47. C14H17N5O. Boraucnieno, %: C 61.98; H 6.32; N 25.81.

Mopdomna 5-pennarerpason-2-miaykcycHoi kucaorbl (5). Kpucrammmsamuenn m3 25%
sranoia noiyvaror 0.71 r (26%) amuma 5 ¢ 1. . 178-179 °C. Ry 0.62 (CHCl;—MeOH, 9:1).
UK crextp, v, cM ' 1667, 1651 (C=0), 2986, 2944, 2851 (C-H), 1426, 1241, 1200, 1157, 1120,
1072, 1020 (xonebanue TeTpasonbHOro mukia),729, 691 (CgHs), 1273 (C-O-C). Haiineno, %:
C 57.27; H5.23; N 25.93. C13H:5N50,. Beruucneno, %: C 57.13; H 5.53; N 25.63.

N'-OToxcnkapooHnanunepasny S-peHuareTpa3on-2-uiyKkcycHoi Kucjaorsl (6). Kpucrain-
nmu3anueit u3 50% 2-nponaxona nonyyatot 1.24 1 (40%) amunga 6 ¢ 1. . 132-133 °C. R;0.72
(CHCI3-MeOH, 9:1). MK crextp, v, cM *: 1672, 1665 (N-C=0), 1730 (O-C=0), 2993, 2932,
2874 (C-H), 1421, 1254, 1210, 1154, 1090, 1071, 1027 (xonebaHue TeTpa3oIbHOTO MUKIA), 732,
694 (C¢Hs). Haiineno, %: C 56.70; H 5.41; N 25.03. CygH,0NgO3. Brruucneno, %: C 55.80;
H 5.85; N 24.40

Aunmma  5-pennnrerpazon-2-maykcycHoit kmeaorsl (7). Kpucrammmsammeir nz 60%
2-npomanona momyvatrotr 2.95 r (70%) ammma 7 ¢ 1. wi 189-190 °C. Ry 0.28 (CHCIy).
UK criextp, v, cM = 1672 (C=0), 2998, 2954, 2851 (C-H), 3440, 3275 (NH), 1447, 1255, 1204
1140, 1072, 1027 (xonebanue TerpazonbHOro 1ukia), 730, 692 (C¢Hs). Haiineno, %: C 65.03;
H 5.18; N 25.17. C15H13NsO. Brerancneno, %: C 64.51; H 4.61; N 25.07.

n-Hutpoanuann 5-denmnarerpaszon-2-maykcycnoii kucaorsl (8). Kpucrammmsanueit us
50% oaraHoma momy4aror 2.14 t (66%) amuzma 8 ¢ T. wr. 211-212 °C. Ry 0.58 (CHCI;—MeOH,
95:5). MK crextp, v, cM = 1694 (C=0), 3336 (NH), 2990, 2930, 2845 (C-H), 1555, 1512, 1345
(NO,), 1448, 1252, 1192, 1150, 1109, 1069, 1023 (kosnecGanue TeTpa3oIbHOrO HUKIA), 729, 688
(CgHs), 844 (1,4-nmu3ameniennsiii 6enson). Haiineno, %: C 55.77; H 3.58; N 26.10. Cy5H;5NgOs.
Brmuucneno, %: C 55.56; H 3.73; N 25.91.

m-Hutpoanmnun 5-peHmnrerpazoni-2-uiaykcycHoit kucjaorol (9). Kpucrammmsamnuein u3
50% ostanona moxy4arot 2.53 v (78%) amuma 9 ¢ 1. . 217-218 °C. Ry 0.70 (CHCIl;—-MeOH,
95:5). UK crektp, v, cM = 1686 (C=0), 3330 (NH), 3000, 2943, 2840 (C-H), 1551, 1529, 1355
(NO,), 1450, 1255, 1207, 1150, 1104, 1072, 1021 (konebanue TeTpa3oibHOrO HUKIA), 729, 689
(CgHs), 801 (1,3-nu3ameniennsiii 6enson). Haiineno, %: C 55.32; H 4.00; N 26.28. Cy5H;5NgOs.
Brmuucneno, %: C 55.56; H 3.73; N 25.91.

o-Hurtpoanumnn 5-dennarerpason-2-miaykcycnoii kuciaorsl (10). Kpucrammsanueit us
50% osranona momy4arot 2.31 1 (71%) amuma 10 ¢ 1. mr. 196-197 °C. Ry 0.85 (CHCl;-MeOH,
95:5). UK crektp, v, cM = 1718 (C=0), 3293 (NH), 2995, 2950, 2860 (C-H), 1560, 1520, 1353
(NO,), 1450, 1269, 1203, 1149, 1098, 1073, 1020 (kosiebGanue TeTPa30ILHOIO IKKIa), 730, 689
(CgHs), 743 (1,2-mu3ameniennsiii 6enson). Haiineno, %: C 55.21; H 4.06; N 25.80. Cy5H;5NgOs.
Brmuucneno, %: C 55.56; H 3.73; N 25.91.

3,4-Iunutpoanniup 5-pennmarerpaszon-2-miaykceycnoii kucaorsl (11). Kpucrammm3zanueit
u3 50% sraHona noxy4atot 2.52 r (68%) amuna 11 ¢ 1. . 218-219 °C. Ry 0.40 (CHCI;—EtOH,
95:5). UK crmektp, v, cM = 1713 (C=0), 3361 (NH), 2994, 2948, 2843 (C—H), 1550, 1536, 1346
(NO,), 1452, 1261, 1199, 1147, 1109, 1076, 1025 (konebanue TeTpa3oibHOrO HUKIA), 727, 685
(CgHs), 828, 787 (1,3,5-tpusamemennniii Genson). Haiineno, %: C 48.27; H 2.91; N 26.34.
C15H11N;Os. Beruucneno, %: C 48.79; H 3.00; N 26.55.

N-(1-@enmnTHi)amMua  5-pennarerpaszon-2-uiaykcycHoi kuciaorst (12). Kpucrammmsa-
et n3 70% 2-mpomanona moiydaror 2.0 T (65%) ammma 12 ¢ 1. mn. 169-170 °C. Ry 0.63
(CHCI;~MeOH, 9:1). MK crektp, v, eM 1 1657 (C=0), 3270 (NH), 2990, 2947 (C—H), 1448,

1003



1247, 1205, 1100, 1043, 1026 (konebanue TerpasonpHoro nukna), 1385 (C—N), 731, 692 (CgHs).
Haiineno, %: C 66.64; H 5.73; N 22.55. Cy7H17NsO. Beruuciaeno, %: C 66.43; H 5.57; N 22.79.

N-(1,2,4-Tpua3on-4-ua)amua 5-peHnsirerpaso-2-uiaykcycHoii kucaorst (13). Tlpu cun-
Te3e MAHHOTO aMHJa BMECTO TPHATWIIAMHHA HCHONB3YIOT 4-amMuHO-1,2,4-Tpua3ol, B3sTHIA B
MOJIIPHOM COOTHOIIEHUH 2:1 1o oTHomieHHI0 kK Xxnopanruapuny 1. Kpucrammmzanueit uz 50%
sranona momydaror 1.83 T (68%) ammma 13 ¢ 1. mr 216-217 °C. UK cmektp, v, cM = 1722
(C=0), 3120 (NH), 2994, 2950 (C-H), 1451, 1260, 1200, 1173, 1071, 1044 (xonebGanue
TerpasonbHOro nukia), 1359 (C-N), 734, 694 (C¢Hs). Haiineno, %: C 48.93; H 4.09; N 41.46.
C11H1oNgO. Brruucneno, %: C 48.89; H 3.73; N 41.46.

N-(4-Metundypasan-3-ua)amun 5-penmnrerpaszon-2-uiaykcycHoii kuciuorsl (14). Kpu-
crayummzanueit u3 50% 2-nponanoia nonyyatoT 2.02 r (71%) amupa 14 ¢ 1. w1 190-191 °C.
R; 0.36 (CHCI;-MeOH, 9:1). UK cmextp, v, cM = 1704 (C=0), 3273 (NH), 2996, 2953 (C-H),
1448, 1252, 1200, 1155, 1100, 1043, 1024 (xonebauue TeTpasonsHoro mukia), 1388 (C-N), 727
686 (C¢Hs). Haiimeno, %: C 50.27; H 3.64; N 34.64. Cy,H11N;O,. Boruucieno, %: C 50.53;
H 3.89; N 34.37.

N,N'-Buc(5-dpennarerpazon-2-nnanerni)-1,4,10,13-rerpaokcn-7,16-ana3onquKkI00KTOAE-
kaH (15). IIpu cuHTe3e maHHOro ammpa Hcnonb3yloT 20 Mmonb coemmHeHms 1 B 100 mi
xsopodopma u 20 Mmous TpudTIIIaMuHa B 20 M xiopodopma. Kpucramnmzanmei n3 stanona
nony4atot 3.0 r (47%) mmammma 15 ¢ 1. i 183-184 °C. Ry 0.68 (CHCI;-MeOH, 9:1).
UK crextp, v, cM = 1665 (C=0), 3004, 2959, 2856 (C-H), 1450, 1249, 1203, 1140, 1110 1090,
1029 (xoneGanue TerpasonsHOro IMKIa), 1296, 1050 (C-O-C), 1336, 1029 (C-N), 730, 696
(CgHs). Haiineno, %: C 57.42; H 6.01; N 22.27. C39H3gN;oO¢. Borunciieno, %: C 56.77; H 6.03;
N 22.07.

N,N'-Buc(5-penmnrerpazon-2-uamerniakapoonmwn)-3,4-nuamunodypasan (16). [Ipu cun-
Te3e AaHHOTO amuja ucnonb3ytoT 20 Mmoib coequuerust 1 B 100 v TI'® u 20 MMons TpUSTHII-
amuiaa B 20 mu TI'®. Kpucrammmzamueir u3z 50% anetona mony4varot 5.34 r (62%) amuaa 16 ¢
1. 1. 196 °C (¢ pasn.). Ry 0.46 (CHCl;—MeOH, 9:1). MK crektp, v, eM % 1698 (C=0), 3000,
2948 (C-H), 1449, 1246, 1200, 1142, 1104, 1046, 1026 (xonebGaHue TETPa3OJbHOIO LHKIA),
1353 (C*N), 730, 690 (CGH5) HaﬁneHo, %: C 5021, H 383, N 36.06. C20H15N1203.
Brruncneno, %: C 50.85; H 3.41; N 35.58.

N,N'-Buc(5-¢pennnrerpason-2-unmernikapdonmi)-1,2-ruapasun (17). K pacreopy 4.7 v
(21 mmoip) xnmopanrugpuna 1 8 100 vt Tonryona npu 02 °C u nepemernvBaHuy 106asisiior 0.5 T
(10 mmomnb) ruppasuaruapara B 10 mu Tomyona u 2.02 v (20 mMmoinb) TpusTHiIamMuHa B 10 M
Tonyona. PeakunoHHylo Maccy KumATAT 10 4 Ha coysHOH OaHe, PacTBOPHUTENb YIapHBaIOT
B BaKyyMe, OCTaTOK MPOMBIBAIOT JUCTHIIIMPOBAHHOM BOgOH (3%20 MIT) M KPUCTAIUTU3YIOT U3 BOJI-
Horo JIM®A. Tlomyuator 1.66 T (41%) ruapasusa 17 ¢ 1. . 246-248 °C. UK crekrp, v, oM
1629 (C=0), 3217 (NH), 3001, 2994 (C-H), 1449, 1232, 1140, 1060, 1029 (xonebanue
TeTpazosibHoro nukia), 1399 (C-N), 729, 689 (CgHs). Haiineno, %: C 52.83; H 4.48; N 34.24.
C1gH16N1005. Beruncieno, %: C 53.46; H 3.99; N 34.64.

N,N'-Buc[2-(TeTpa3on-5-ua)sruia|amMmun 5-pennnarerpazon-2-uiaykcycnoii kucaorol (18).
K cycnensuun 1 1 (3.2 mmons) coemuneHus 3 B 100 mu Tomyonma nobGasisror 2.67 T
(19.2 mmosp) ruapoxsiopuaa TpusTHWIaMuHa 1 1.26 T (19.2 MMoJb) asuaa HaTpHsl, MepeMeNIr-
BatoT 5 4 npu 98-100 °C, peakHoOHHYI0O MacCy OXJIQKHAIOT IO KOMHATHOH TeMmeparypsl U
npoMbIBatoT Boxod (3x70 mur). Boauslit cioit otaensaoT u noakucisitor koui. HCl o pH 1-2.
Beimasiimii 0cagok OTGHIBTPOBBIBAIOT M KPUCTALIM3YIOT U3 3TaHona. [lomydaror 0.9 r (70%)
TpuTerpasona 18 ¢ T. mr. 124-126 °C. UK crextp, v, cM *: 1631 (C=0), 1453, 1238, 1100, 1066
(komebanne TetpasonpHOro I1mKia), 3428 (NH-terpazoma), 1379 (C-N), 731, 693 (CgHs).
Haiineno, %: C 45.12; H 4.65; N 45.65. C;5H;7N130. Beruucneno, %: C 45.57; H 4.33; N 46.05.

Paboma evinonnena npu urarcosoti noddepoicke Munucmepcmea obpa-
s06anust P@ (epanm T02-09.3-3222) u @edepanvroti yenesoi npoepammol
20CY0apCcmMBeH Ol NOOOEPHCKU U UHme2payuy 00pasosanus u yHoameHmany-
Hotl Hayku " Hnmeepayus" (epanm Ne H0667).
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