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AJlaMaHTaHOBBINA (PparMEHT UTPAET BAXKHYIO POJIb
B MEIUIMHCKON XUMHH Kak (apmakodop B Touc-
K€ HOBBIX (DPU3HOJOTHYECKH AKTHBHBIX COCAMHEHUH
U €r0 BBEACHHEC B OMOAKTUBHBIC MOJCKYJIBI MOXKET
MPUBECTU K YITYUIICHUIO WX OWOMOCTYITHOCTH U MO-
Iu(UKAIIH TePATeBTUYECKON 2 (HEKTHBHOCTH. AMU-
HOaJaMaHTaHBl U WX MPOU3BOAHBIC [1, 2], mpuMeHs-
IOIUECS] MHOTO JIET B KaueCTBE IMPOTHBOBHPYCHBIX
[3-5] mpemaparoB, a Takke IS JIeUeHUS anadera
2 tuma [6, 7], 6onesnelt [lapkuacona [3] u Anbureii-
Mepa [8] (amMaHTagH ¥ MEMaHTHH, cxeMma 1), sBIs-
FOTCS 3HAYMMBIMHU (hapMaKOAKTUBHBIMH (parMeHTa-
MU JUTSL CO3JIaHHSI MYJIETHTAPTETHBIX JICKAPCTB, B TOM
qucliie, 00JaJaNUMH HEHPOIIPOTEKTOPHBIMH, KOT-

HUTHUBHO-CTUMYJIUPYIOIIUMHU I TPOHEHPOTreHHBIMU
cBoiicTBaMu. [pyrve n3BecTHbIE JIEKapCTBEHHBIE TIpe-
MapaTel, MPUMEHSIOINECS B MEAUIIMHCKONW MPAKTHUKE
MHOTHE Tonbl (HampuMep, GEHUTOMH W STOTOMH Kak
AHTHKOHBYJBCAHTBI, HUJTYTaMUJ — AHTUAHAPOTECHHBIN
npenapar) SBJSIFOTCS 110 CBOCH MOJICKYISIPHON OCHO-
BE€ UMUJIa30JIUJNH-2,4-TMOHAMU WIN THIAHTOMHAMHU.
O0630p, NOCBSIICHHBIH TTOCICAHAM yCIieXaM B CHHTE-
3€ THJIaHTOWHOB, TMTOMYEPKUBAET UX MEIHIINHCKYIO U
(hapMarieBTHIECKy0 3HAUUMOCTb M TIOCTOSTHHBIA WH-
Tepec K HOBBIM HaIPaBIICHHUSIM CHHTE3a U MOAH(HKa-
LMY 3TOW MOJIEKYJISIPHOU CTPYKTYpHI [9].

Panee Hamm OBUIO TOKa3aHO, YTO BBEICHUEM
S5-TpuTOPMETHITHIAHTONHOBOTO (h)parMeHTa B MO-
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Cxema 2.
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R! = H (1a), Me (16); R! = H, R2 = C(O)Et (2a, 3a), C(O)Hex® (26, 38), C(O)Ph (28, 31), 4-C1-C,H,SO, (2r, 3u);
R! = Me, R? = C(O)Et (36), C(O)Hex* (3r), C(O)Ph (3e), 4-C1-C,H,SO, (33).

Cxema 3.
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R = C(O)Et (2a, 5a), C(O)Hex (26, 56), C(O)Ph (2B, 58), 4-C1-C,H,SO, (2r, 5r).

Cxema 4.
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JIEKyJly PHIIy30Jia MOXXHO TOJYYUTh TUIAHTOWHBI 1
(cxema 1), akTHBHBIE B OTHOIIIEHHUH ITPOIIECCOB BEICBO-
OOKJIICHUSI U OOpaTHOTO 3axBara IiiyTamara U COIO-
CTaBUMBIE IT0 3TOM aKTHBHOCTH C 0a30BOH CTPYKTY-
poii [10].

B mpopomkenne moncka HOBBIX MYJIBTHTAPTETHBIX
MpenaparoB sl JICYCHHUS] HEUpOJeTeHEePaTUBHBIX
3a0oneBanmii [11] M W3y4eHHUS CHHTETUYECKUX BO3-
MOXKHOCTEH JEKOpPHpOBaHUS |-aMHHOAJaMaHTAHOB
pa3iuyHbIMU rerepouukiaMu [12—15] B naHHOM HC-
CJICIOBAaHUU TPEICTABICHO KOHBIOTHPOBAHHE |-amMu-
HOAJIaMaHTaHOB U  S-TpUPTOPMETHITHAAHTOMHOB
ITOCPENICTBOM PEAKITUH MEIb-KaTAIU3UPyEMOTO aTK1-
Ha3UAHOTO 1,3-IUMONIPHOTO HUKIOMPUCOCTUHCHUSI.

[Toydyenue 1eneBsIx MPOAYKTOB — 1,4-3amerieH-
HbIX 1,2,3-TpmazonoB 3a-3, BKIOYarmuX (Hapma-
KOOpHBIC (PparMeHThl ajaMaHTaHa W THUIAHTOMHA,
OCYILIECTBIISUIM  B3aUMOJICHCTBUEM HKBUMOJISIPHBIX
konm4uecTB N-(amamaHTaH-1-m)-2-a3umo0aneTaMuI0B
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la, 0 ¥ COOTBETCTBYIOIIMX MpPONaprHICOAepKaIINX
TMJAHTOMHOB 2a—T B XJIOPUCTOM METUJICHE B IPUCYT-
CTBHHM KaTaJIATHYCCKHX KOJIMYECTB BOJHBIX PACTBO-
poB cynb(dara Menu u ackopOara HaTpus (cxema 2).
Peaxmust mpotekana 3 4 npu 40°C; meneBbie Tpuaso-
761 32—3 BBIICISIIM U OYMIIAIN KOJOHOYHOM Xpoma-

Torpaduen.

Hcxonuble nponaprusiconepxaniie S-tpupropme-
TWITHAAHTOMHBI 2a—T TONXYyYald UKIOKOHIEHCAIIH-
el mponapruMo4YeBUHbl 4 C UMHUHAMH METUITPH]-
TOpNHpyBaTa Sa—r IO paHEe ONUCAHHOM METOAUKE

(cxema 3) [16].

Coenunenust 37, 3 ObUIM MOTYYEHBI TAKKE BCTPEU-
HBIM CHHTE30M U3 aJaMaHTAHCOAEPKAIIUX MOYEBHH
6a, 6 1 cynbQOHIMITUMHHA METHATPUPTOPITUPYBaTa ST
M0 ONMCAHHBIM BBILIEC PEAKLUSAM MEAb-KaTaJu3upye-
MOTO AJKWH-a3UJAHOTO 1,3-AMIONIAPHOTO IUKIOMPH-
COCIMHEHHs W TMOCIeayIomeld IHMKIOKOHACHCANN

(cxema 4).
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Coenunenus 2, 3 u 6 — TBepbIE BEILIECTBA, COCTaB
U CTPOEHHUE KOTOPBIX MOJATBEPKACHBI JaHHBIMU dJIe-
MEHTHOro aHanu3a u crnekrpockonuu JMP. B cnek-
tpax SIMP 'H Tpuasonos 3 u 6 HabmogaroTcs Xapak-
TEpHbIE CHUHIVICTHbIE CUIHAJIBl METHJICHOBBIX TPYIII,
CBSA3aHHBIX C TPUA30JbHBIM LUKIOM, npu 4.6—4.9
n 4.9-5.5 M. 1., a takxxke CH-mpoToHa Tpua3oabHO-
ro uukia B oonmactu 7.8-7.9 m. a. B cnekrpax IMP
F XapakTepHBIMH SIBJISIOTCS CHHIVIETHBIE CHIHAJIBI
CF;-rpymiiel THAaHTOMHOBOTO ITUKJIA B OONACTH —3+
—1 m. 1.

Takum 00pa3zoMm, MpenIokeH CHHTE3 KOHBIOTaToB
1-aMUHOaJTaMaHTaHOBOTO ¥ S-TPUPTOPMETHIITHIAH-
TOMHOTO (PParMeHTOB Ha OCHOBE PEAKIMH MeE/b-Ka-
TaTU3UPYEMOTO  IKUH-a3uaHOTO  1,3-AHUIMOISIpHOTO
OUKJIOTIpUCcOeTuHEeHU. [lomydeHHbie  coOeqmHEHUS
MIPEJICTABIIAIOT UHTEPEC B KAUeCTBE MOTEHIMAIBHBIX
MpenaparoB AJs JeUCHUsl HEHpOoJereHepaTuBHBIX 3a-
OoJreBaHUIA.

OKCIIEPUMEHTAJIBHA S YACTb

Crnextpsl SIMP 'H u '°F 3anmceiBanu Ha crek-
tpomeTrpe Bruker DPX 200 orHocuTenbHO TeTpa-
MeTwicuiana (BHyTpeHHui crangapt) u CF;COOH
(BHEIIHUI 3TaJIOH) COOTBETCTBEHHO. TemmepaTypbl
TJTaBJIEHUS OTNPENENSIN B CTEKJITHHOM KaluIIsipe.
Komnonounyro xpomarorpaduio MpoBOAMIN HA CHIIH-
karene Silica gel 60 (0.032—0.063 mwm, 230-450 mer,
Alfa-Aesar).

N-(Anamanras-1-wn)-2-a3ugoaneramuel  1la, ©
[13], npormonmi- (Sa) [17], muknorekcui- (56) [18],
oemsomn- (SB) [16] m 4-xmopcynbhoHIIMMAH (5T)
MeTuiTpudToprnupysara [19] moayyand Mo COOTBET-
CTBYIOIITIM METOJFKaM.

N-[2,5-Inokco-1-(npon-2-un-1-ua)-4-(tpud-
TOPMETHJI) MMU/IA30IHANH-4-UJI|IPONUOHAMH
(2a). K pactBopy 10 MMOIb TIpONIaprUIMOYEBUHEI 4
B 10 mi JIM®A npu nepememmBanuu mpu 20°C no-
Oasms 10 Mmone nMuHA S5a. PeakiimoHHYIO cMech
nepememnBany 1 4, 3arem qo6asmsu 0.2 r Ei;N. Tlo-
Jy4YeHHYI0 cMech HarpeBaiu 2 4 npu 90°C, 3arem ox-
JIaKJ1aTM ¥ BBUTHBAIM B 50 MJT HACBIILIEHHOTO BOJTHOTO
pactBopa NaCl. Ocanok kpucrammzoBain u3 50%-
voro EtOH. Brxon 1.4 1t (51%), 1. . 189-190°C.
Cnextp SIMP 'H (IMCO-dy), 8, M. . (J, T'n): 0.96
T (3H, CH;CH,, *Jyyy = 7.7), 2.23 x (2H, CH;CH,,
3gn = 7.7), 3.25 1 (1H, CH, *Jyy = 2.6), 4.22 1 (2H,
CH,, *Jy3 = 2.6), 9.52 ¢ (1H, NH), 9.65 ¢ (1H, NH).
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Crextp AMP F (JIMCO-d,): 5 —1.98. Haiineno, %:
C 43.21; H 3.78; N 15.23. C,,H,(F;N;0;. Beruncie-
HO, %: C 43.33; H 3.64; N 15.16.
N-[2,5-Inokco-1-(mpon-2-un-1-un)-4-(tpud-
TOPMETHJ)UMHUIA30IUAUH-4-1JI | HUKJIOTeCaH-
kapOokcamua (20) mosiyyanau aHajdoruyHoO. Berxon
1.5 r (45%), 1. 1. 185-186°C. Cnexrp SIMP 'H
(AMCO-dy), 6, m. 1. (J, T'm): 0.94-1.40 m (6H, CH,),
1.47-1.84 m (4H, CH,), 2.18-2.44 m (1H, C,H), 3.24
T (1H, CH, */;3 = 2.6), 4.20 1 (2H, CH,, “/;3; = 2.6),
9.51 ¢ (1H, NH), 9.54 ¢ (1H, NH). Cnekrp SIMP '°F
(AMCO-dy): o —1.72. Haiineno, %: C 50.55; H 4.73;
N 12.47. C,4H4F5N;0;. Beruucneno, %: C 50.76; H
4.87; N 12.68.
N-[2,5-Anokco-1-(nmpon-2-un-1-ua)-4-(Tpud-
TOPMETHJ)UMUIA30TUAUH-4-11|0en3amus (2B) 1o-
nmydanu anajgorudHo. Beixox 1.7 T (55%), T. ot 154—
155°C. Cnextp AMP 'H (AMCO-dy), 8, M. 1. (J, T'):
3.24 v (1H, CH, *Jygp; = 2.6), 4.29 1. n (1H, CH,, 2J;3y
= 17.5,%Jyy = 2.6), 7.40-7.68 m (3H, CH,,), 7.86 1
(2H, CH,,, *Jyy3 = 7.1), 9.69 ¢ (1H, NH), 10.08 ¢ (1H,
NH). Cnekrp AMP "°F (IMCO-d): 6 —0.98. Haii-
neHo, %: C 51.45; H 3.02; N 12.74. C,4,H,(F;N;0;.
Beraucneno, %: C 51.70; H 3.10; N 12.92.
N-[2,5-Anokco-1-(npon-2-un-1-un)-4-(tpud-
TOPMEeTWI)UMUIA30JMAUH-4-11]-4-XJ10pOeH3aMu g
(2r) momywanu anamorm4Ho. Beixon 2.7 r (69%),
T. 1. 163-165°C. Cnextp SIMP 'H (JIMCO-d), 3,
M. 1. (J,Tu): 2.351(1H,=CH, *Jyy=2.2),4.18 0. n (1H,
CH,, %y =17.5,%03y=2.2),4.29 1. n (1H, CH,, 2/, =
17.5,% 43 =2.2), 7.47 1 (2H, C,,H, *J;y; = 8.5), 7.84 1
(2H, CpH, 3 /iy = 8.5), 9.53 ¢ (1H, NH), 9.70 ¢ (1H,
NH). Cniekrp SIMP '°F (AIMCO-d;): 8 —2.37. Haiine-
HO, %: C 39.74; H 2.12; N 10.76. C;3H,CIF;N;0,S.
Brruucieno, %: C 39.45; H2.29; N 10.62.
N-[1-{[1-(2-AnamaHTaH-1-WIAMHHO)-2-0KCO-
atual-1H-1,2,3-Tpua3oua-1-uajmerunil-2,5-qu-
0KCO-4-(TpUGTOPMETHI)MMHUAA30TUAUH-4-1JI]
nponuonamu (3a). K pacteopy 1 mmons azumgoarie-
tamuza 1a B 20 M1 XJIOPHCTOrO METHIICHA ITPUOaBIIs-
mu 1 mmons N-niponaprunrugantonsa 2a, 0.05 Mmoins
CuSO, B 0.5 M H,O u 0.05 mmoub ackopOara HaTpus
B 0.5 mn H,O. PeaknmoHHyo cMech NepeMeninBa-
mu 3 g npu 40°C, 3arem npomeiBanu 10 mur 1%-H0TO
pacTBOpa BOIHOro ammuaka. OpraHudeckuil cioi
oraensanu u cymunn Na,SO,. XJI0pHCThIM METHIIEH
yHapuBajiH, OCTaTOK XpoMaTorpadupoBaid Ha CHITH-
Karesie (dIIOeHT — MeTaHo—xiopodopmM, 1:10). Bei-
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xon 0.31. 1 (61%), . 1. 115-118°C. Cnexrp SIMP 'H
(CDCly), 8, m. 1. (J, T): 0.96 T (3H, CH3CH,, 3,y =
7.6), 1.60 c (6H, C4H,), 1.90 ¢ (6H, C4H,), 1.99 ym.
¢ (BH, Cp4H), 2.24 x (2H, CH;CH,, *Jyyy = 7.6), 4.66 ¢
(2H, NCH,), 4.97 ¢ (2H, NCH,), 7.86 ¢ (2H, =CHN +
NH), 9.34 ¢ (1H, NH), 9.63 c (1H, NH). Cniektp SIMP
19F (CDCl): 8 —2.82. Haiineno, %: C 51.73; H 5.27,
N 14.23. C,,H,4F5N-0O,. Beuucneno, %: C 51.66; H
5.52; N 19.17.

N-(1-[{1-[2-(3,5-AumeTuaagamanTan-1-um)
aMuHo|-2-okcodTuia}-1H-1,2,3-rpuazoun-1-ui|me-
TH)-2,5-1U0KCO-4-(TPUPTOPMETUT)MMHUIA30TH-
AuH-4-un)nponuoHamu (30) nonyvyaad aHajIOrU4-
Ho. Beixog 0.28 r (53%), 1. . 197-199°C. Cnekrp
SIMP 'H (CDCly), §, m. 1. (J, Tm): 0.81 ¢ (6H, CHy),
0.98 T (3H, CH;CH,, 3 /iy = 7.6), 1.10 ¢ (2H, Cp4gH,),
1.17-1.40 m (4H, Cp4H,), 1.57 ¢ (4H, Cy4H,), 1.75 ¢
(2H, Cp¢H,),2.07 M (1H, C4H), 2.25 x (2H, CH;CH,,
3y = 7.6), 4.69 ¢ (2H, NCH,), 4.99 ¢ (2H, NCH,),
7.89 ¢ (1H, =CHN), 7.94 ¢ (1H, NH), 9.44 ¢ (1H,
NH), 9.68 ¢ (1H, NH). Crexrp SIMP '°F (CDCl,):
Op —1.80. Haiigeno, %: C 53.62; H 5.75; N 18.28.
C,4H3,F3N50,. Boruucneno, %: C 53.43; H 5.98; N
18.17.

N-[1-{[1-(2-AnamaHTaH-1-UIaAMHHO)-2-0KCO-
atuial-1H-1,2,3-tpua3on-1-uajmerui]-2,5-qu-
0KCcO-4-(TpudTOpMEeTHI)UMHUIA30JTUTUH-4-1J]
HMKJIOreKcankapookcammua (3B) monyyanu aHa-
nmornyHo. Bexonm 0.34 r (60%), T. min. 158-159°C.
Cnextp SIMP 'H (CDCl,), 8, m. . (J, T): 1.03-1.35
M (6H, CH,), 1.57 ¢ (6H, C,4H,), 1.53-1.74 M (4H,
CH,), 1.88 ¢ (6H, Cy4H,), 1.96 ym. ¢ (3H, C,4H),
2.25-2.42 m (1H, NCH), 4.63 ¢ (2H, NCH,), 4.95 ¢
(2H, NCH,), 7.84 ¢ (1H, =CHN), 7.86 c (1H, NH),
9.45 ¢ (1H, NH), 9.53 ¢ (1H, NH). Cniekrp AMP '°F
(CDCl): 6 —2.70. Haiineno, %: C 55.29; H 6.25; N
17.22. CycH34F3N-0,. Brraucneno, %: C 55.21; H
6.06; N 17.34.

N-(1-[{1-[2-(3,5-AumeTuaagamanTan-1-uma)
aMuHo|-2-okcodTui}-1H-1,2,3-rpuazou-1-ui|me-
THI)-2,5-1u0KCO-4-(TPUPTOPMETUI)MMHUTA30TH-
JUH-4-W1)IMKJI0reKcaHkapOokcamu (3r) monyya-
1 aHanorudHo. Beixon 0.4 1 (67%), T. . 146—-147°C.
Cnekrp SIMP 'H (CDCl,), §, m. a1. (J, T'm): 0.80 ¢ (6H,
CHj;), 1.09 ¢ (2H, Cy4H,), 1.10-1.42 m (14H, C, H, +
CH,), 1.57 ¢ (4H, C,4H,), 1.75 ¢ (2H, C,4H,), 2.07
M (1H, Cy4H), 2.25-2.42 m (1H, CH), 4.67 ¢ (2H,
NCH,), 4.98 ¢ (2H, NCH,), 7.87 c (1H, =CHN),

7.93 ¢ (1H, NH), 9.49 ¢ (1H, NH), 9.57 ¢ (1H, NH).
Cnextp SIMP '°F (CDCI,): 8 —2.70. Haiineno, %: C
56.78; H 6.22; N 16.26. C,gH;3F;N-0,. Brrancneno,
%: C 56.65; H 6.45; N 16.52.

N-[1-{[1-(2-AnamanTaH-1-NJIaMHUHO0)-2-0KCO-
atui|-1H-1,2,3-tpua3on-1-na}merni|-2,5-nuok-
co-4-(TpuPTOPMETHI)UMHUAAZ0JTUANH-4-1J1|OeH-
3amua (31) momydanm aHajmorndHo. Brerxom 0.36 T
(64%), T. 1. 130-131°C. Cniextp AMP 'H (CDCly), 8,
M. 1. (J, I'n): 1.58 ¢ (6H, C,4H,), 1.88 ¢ (6H, C,4H,),
1.97 ym. ¢ (3H, C,4H), 4.80 ym1. ¢ (2H, NCH,), 4.84
yur. ¢ (2H, NCH,), 6.08 ¢ (1H, NH), 7.24-7.56 m (3H,
CH,,), 7.62-7.88 M (2H, CH,,), 7.89 ¢ (1H, =CHN),
7.96 ¢ (1H, NH), 8.21 ¢ (1H, NH). Cnexrp SIMP '°F
(CDCly): 6p —2.36. Haiineno, %: C 55.97; H 5.22; N
17.34. CycH,3F3N;O,4. Beruncneno, %: C 55.81; H
5.04; N 17.52.

N-(1-[{1-[2-(3,5-AumeTnaagaMmanTan-1-uj)
amMmuHo|-2-oxkcodTuia}-1H-1,2,3-rpuazou-1-uia]me-
TH)-2,5-1U0KCcO-4-(TpUTOPMETHI)MMUIA30TH-
auH-4-un)oenzamua (3e) momyyanu aHaJIOTHYHO.
Brixom 0.33 r (56%), T. 1. 154-155°C. Cnextp SIMP
"H (IMCO-dy), 8, m. 1. (J, Tm): 0.80 ¢ (6H, CH;),
1.09 ¢ (2H, C,4H,), 1.17-1.40 m (4H, C,4H,), 1.57 ¢
(4H, C,4H,), 1.75 ¢ (2H, C,4H,), 2.07 m (1H, C4H),
4.76 ¢ (2H, NCH,), 5.01 ¢ (2H, NCH,), 6.08 ¢ (1H,
NH), 7.39-7.70 m (3H, CH,,), 7.91 ¢ (1H, =CHN),
7.92-8.04 m (3H, CH,, + NH), 9.67 ¢ (1H, NH), 10.10
¢ (1H, NH). Cnexrp SIMP "°F (IMCO-d,): 8y —2.31.
Haiineno, %: C57.83; H5.29; N 16.42. C,4gH3,F3N;0,.
Brraucneno, %: C 57.65; H 5.49; N 16.69.

N-(Apamanrtan-1-ni)-2-[4-{[4-(4-xa0pPenui-
cyiabpamuno)-2,5-1uokco-4-(rpudropmMeTna)uMu-
aazoauauH-1-wi|merni}-1H-1,2,3-tpuazon-1-ui|
aneramua (3:K) moinyyaad aHAJIOTMYHO METOAY d.
Beixon 0.47 r (74%).

0. K pactBopy 2 MMoib Mo4eBHHBI 6a B 10 mu
JAM®A npu nepemermmBanuu npu 20°C nobasisum
2 MMOJIb UMHUHA ST. PeakuoHHy0 cMech nepeMelu-
Banu | 4, 3arem pobasmsm 0.2 r Et;N u HarpeBanu
2 g npu 90°C. Ilocne oxnakAeHUs CMECh BBUIMBAIN
B 50 M1 HackmeHHOTO BogHOTO pacTBopa NaCl. Oca-
JIOK XpoMmaTorpadgupoBaiy Ha CHIUKarene (JI0eHT —
metaHosi—xyopodopm, 1:10). Bexog 0.61 1 (48%),
T. 1. 174-175°C. Cnexrp IMP 'H (CDCly), §, m. 1.
(/, I'm): 1.59 ¢ (6H, C,4H,), 1.91 ¢ (6H, C,4H,), 1.98
yiur. ¢ (3H, Cy4H), 4.19 ¢ (2H, NH,), 4.96 ¢ (2H,
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NCH,), 5.55 ¢ (2H, NCH,), 6.38 ¢ (1H, NH), 7.79
¢ (1H, NH), 7.87 ¢ (1H, =CHN). Cnextp SIMP '°F
(CDCly): 6 —1.75. Haiineno, %: C 47.58; H 4.22; N
15.41. C,5H,,CIF;N,05S. Braucneno, %: C 47.66; H
4.32; N 15.56.

N-(3,5-IumMmeTHdTaqTaMaH -
Ttan-1-un)2-[4-{[4-(4-xnopdenuncyabdpamu-
10)-2,5-1uoKco-4-(TpupTOPpMETHI)UMHUIA30-
auaun-1-ua]lmernn}-1H-1,2,3-Tpua3zona-1-ua|
aneramuj (33) nonyyanu ananorunyHo. Beixog 0.48 T
(73%) (meton a), 0.74 t (37%) (meTon 6), T. 1. 176—
178°C. Cnektp SIMP 'H (CDCly), §, m. a. (J, T'n):
0.77 ¢ (6H, CHy), 1.07 ¢ (2H, Cy4H,), 1.14-1.38 M
(4H, C,4H,), 1.54 ¢ (4H, C,4H,), 1.75 ¢ (2H, Cy4H,),
2.04 m (1H, C4H), 4.59 ym. ¢ (2H, NCH,), 4.99 ¢
(2H, NCH,), 7.31-7.82 m (5H, CH,, + NH), 7.89 ¢
(2H, =CHN + NH), 9.22 ¢ (1H, NH). Crextp SIMP
F (CDCI,): 8 —2.00. Haiineno, %: C 49.51; H 4.52;
N 14.78. C,;H;,CIF;N,OsS. Beruucneno, %: C 49.28;
H 4.75; N 14.90.

N-(ApamanTtan-1-una)-2-(4-ypeungome-
Tui)1H-1,2,3-Trpuasoin-1-winaneramuj (6a) nomyya-
T aHamoTu4YHO coenuHenunto 3a. Berxon 0.28 r (84%),
T. . 209-211°C. Cnexrp SIMP 'H (CDCl5), 8, m. 1.
(/, I'm): 1.62 ¢ (6H, C,4H,), 1.93 ¢ (6H, C,4H,), 2.01
yu. ¢ (3H, C,4H), 4.22 ym1. ¢ (2H, NH,), 4.99 ym1. ¢
(2H, NCH,), 5.59 ym. ¢ (2H, NCH,), 6.45 ¢ (1H, NH),
7.81 ¢ (1H, =CHN), 7.91 ¢ (1H, NH). Haiineno, %: C
57.59; H 7.42; N 25.39. C,cH,4N4-O,. Boruncneno, %:
C57.81; H 7.28; N 25.28.

N-3,5-Inmerunagamantan-1-ui)-2-(4-ypeunao-
meTmi)-1H-1,2,3-rpuazon-1-unaneramug (60) mo-
JTydaiiyd aHaJoTuIHO coenmHeHuio 3a. Beixox 0.30 r
(83%), T. 1. 200-202°C. Cnekrp SIMP 'H (CDCl5),
O, M. 1. (J, I'm): 0.79 ¢ (6H, CHs), 1.08 ¢ (2H, Cy4H,),
1.14-1.41 M (4H, C,4H,), 1.44-1.86 m (6H, C,4H,),
2.05m (1H, Cp4H), 4.17 ym. ¢ (2H, NH,), 4.95 ¢ (2H,
NCH,), 5.53 ym. ¢ (2H, NCH,), 6.34 ¢ (1H, NH),
7.77 ¢ (1H, =CHN), 7.89 ¢ (1H, NH). Haiineno, %: C
60.09; H 7.64; N 23.23. C,gH,4NO,. Beruncneno, %:
C 59.98; H 7.83; N 23.32.
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5-Trifluoromethylhydantoins by 1,3-Dipolar Cycloaddition
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A synthetic approach was proposed for combining pharmacophore ligands, namely, 1-aminoadamantanes and
S-trifluoromethylhydantoins by the copper-catalyzed 1,3-dipolar alkyne-azide cycloaddition reaction.

Keywords: 1-aminoadamantanes, 5-trifluoromethylhydantoins, methyl trifluoropyruvate imines, 1,4-substituted

1,2,3-triazoles, 1,3-dipolar cycloaddition
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