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RS R
0 #
R7 R10

OR!?

OR?2 I
[ne RY, R?, R®i R* ogHakoBi abo piaHi i KOXHWII SBNISIE
coboro atom BogH, Cig-ankinbHy rpyny, -CO,R*®, -
COR" a6o C7.12-aparnkinbHy rpyny, HeoGOB'si3KOBO
3amillleHy ogHuM abo Ginblue 3amicHukamu, Bubpa-
HMMW 3 rpynu, fKa CKNagaeTbCa 3 atoma ranoreHy, -
NO; i -OMe (ge R* sBnsie co6oto Cie-ankinbHy rpy-
ny, i R” sBnsie coGoto Cye-ankinbHy rpyny, Cr.io-
apankineHy rpyny abo deHinsHy rpyny),
A saBnse cob6ow -(CHz)n-, -CONH(CH2)n-, -
NHCO(CHa)n-, -O-, -S-, -NH- abo -(CH2)nCH=CH-
(oe n o3Havae uine yucro Big 0 go 3),
Ar' siBnsie co60to apuneHoBy rpyny, reTepoapuneHo-
BY rpyny abo reTepoumknoankineHoBy rpyny,
Ar® aBnsie cobolo apunbHy rpyny, reTepoapurbHy
rpe/ny abo reTepoumKNoankinbHy rpyny, i
R, R® R’, R®, R%i R™ opnHakoBi aGo pi3Hi i KOKHMIA
aBnse coboto
(i) aTom BOAHIO,
(ii) aTom ranoreHy,
(iiii) rigppokcunbHy rpyny,
(iv) Cig-ankineHy rpyny, HeoOOB'I3KOBO 3aMillleHy
ogoHuM abo Binblue 3amicHUkamu, BUOpaHUMK 3 rpy-
nu, Kka CKNagaeTbCs 3 aToMa ranoreHy i rigpokcunb-
HOI rpynu,
(v) -(CH2)m-Q {oe m o3Havae uine yucno Big 0 4o 4, i
Q aBnsie coboto -CHO, -NH;, -NO;, -CN, -CO.H, -
SOzH, -OR®, -CO,R*, -CONH,; -CONHR*, -
CONR™R®, -COR™, -OCOR¥, -SR*, -SOR%, -
SO,R®, -NHC(=O)H, -NHCOR®, -NHCO.R%, -
NHCONH,, -NHSO,R®**, -NHR®* a6o -NR*R* (ge
koM 3 R, R*, R® R* i R sBnsie co6oio Cye-
ankineHy rpyny, R sBnsie coboio Ci.6-ankinbHy rpy-
ny, HeoOOB'A3KOBO 3aMilleHy aTOMOM(aMu) ranoreHy,
koknuit 3 R™, R, R® i R™ sBnsie coGow Ci.e-
ankineHy rpyny, Cr.io-apankineHy rpyny, cbeHian%/
rpyny a6o Cs7-LUMKNoankinbHy rpyny, i KoxHuin 3 R,
R®, R® i R* siBnsie coboto Cie-ankinbHy rpyny, de-
HiNbHY rpyny abo ToninsHy rpyny)},
(vi) -O-(CH2)m'-Q' {ge m' o3Havae uine uncno Big 1
0o 4, i Q' aenge coboto rigpokcuneHy rpyny, -COzH, -
OR%, -CO,R*®, -CONH,, -CONHR®, -CONR*'’R**’, -
NH., -NHR*!, -NR*?R*? a6o -NHCO,R™ (ge kox-
Hit 3 R®, R®, R R | R*'? ggnge coboto Cie-
ankinbHy rpyny, R aBnsie co6oio Ci-s-ankinbHy rpy-
ny, Heo0bOB'A3KOBO 3aMillleHy aTOMOM(aMu) ranorexy,
i R® sBnse coGotwo Cie-ankineHy rpyny, Cr.10-
apankinbHy rpyny, deHinbHy rpyny ab6o Csg-
LMKoankineHy rpyny)},
(vii) -OR' {ne R" sense coboio Ca.7-UMKNoankinbHy
rpyny, HeobOB'sI3KOBO 3aMilLleHy ogHMM abo Ginblue
3aMicHUKaMu1, BUBpaHNMK 3 rpynu, sika CKNagaeTbes 3
aToMma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinsHoi
rpynn i -OR™® (ne R*™® sBnsie coboto Cie-ankinbHy
rpyny); apunbHy rpyny, HeoOOB'SI3KOBO 3aMilLieHy
ogoHuM abo Binblue 3amicHUkamu, BUOpaHUMK 3 Tpy-
N1, sika CKNagaeTbcs 3 aToMa ranoreHy, rigpoKcub-
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Hoi rpynu, Cye-ankinbHoi rpynu i -OR™* (ne R*™ sB-
nsie cobot Cig-ankinbHy rpyny); Cr.io-apankinbHy
rpyny, HeoboB'A3KOBO 3amilleHy oaHuM abo Ginblue
3amicHVKamu, BUOpaHMmu 3 rpynu, ska cknagaerbcs 3
aToMma rarnoreHy, rigpoKcunbHoi rpynu, Cig-ankinbHoi
rpynn i -OR™® (ne R*™® sBnsie coboto Cie-ankinbHy
rpyny); abo reTepouuknoankinbHy rpyny, Heobos'as-
KOBO 3amilleHy oaHuMm abo 6inblue 3amicHuKamu,
BMOpaHMMK 3 rpynu, sika cknagaeTbes 3 atoma rasno-
reHy, rigpokcunbHoi rpynun, Cig-ankinbHoi rpynm i -
OR™® (ne R™® siBnsie co6oto Cy.g-ankinbHy rpyny)},
(vii) -NHR® {ge R° sBnse coboi Cq.jp-apankinbHy
rpyny, HeobOB'A3KOBO 3aMilleHy oaHuM abo Ginblue
3amicHVMKamu, BUOpaHMMu 3 rpynu, sika cKnagaeTbes 3
aToMa rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynn i -OR™ (ne R*™’ sBnsie coboto Cie-ankinbHy
rpyny)},
(ix) Cs.7-umknoankineHy rpyny, HeobOB'A3KOBO 3aMi-
LLeHy ogHMM abo Ginblie 3aMiCHUKamMu, BUbpaHumm 3
rpynu, sika CknagaeTbCsi 3 aToMa ranoreHy, rigpoKcu-
nbHOT rpynu, Cie-ankinbHoi rpynu i -OR™® (ne R™®
aBnse coboto Cqe-ankineHy rpyny),
(x) apunbHy rpyny, HeOGOB'A3KOBO 3aMillleHy OAHWUM
abo bGinblwe 3amicHMKamMu, BUOpPaHUMKU 3 rpynu, sika
CKnagaeTbCsl 3 aToMa ranoreHy, rigpoKCUbHOI rpynu,
Cue-ankinbHoi rpynu i -OR™® (ne R*™ sBnse coboto
1-6
Ci-s-ankinbHy rpyny),
(xi) C7.10-apankinbHy rpyny, Heob0B'A3KOBO 3aMilLleHy
ofgHuM abo Ginblie 3aMiCHMKamMu, BUOpaHUMK 3 py-
nu, sika CKNagaeTbCsl 3 aToMa rasnoreHy, rigpoKCuIb-
Hoi rpynu, Cye-ankinbHoi rpynm i -OR? 0 (ne R*% gg-
nsie coboto Ci.g-ankinbHy rpyny),
(xii) reTepoapunbHy rpyny, HeOGOB'SI3KOBO 3aMilLleHy
ofoHuM abo Ginblue 3amMiCHMKamu, BUOpaHUMK 3 rpy-
N, sika CKNARaeTbCs 3 atoma ranoreky, rigpokcunb-
Hoi rpynu, Cye-ankinbHoi rpynu i -OR** (ne R*' sB-
nsie coboro Cy.g-ankinbHy rpyny),
(xiii) reTepouuknoankineHy rpyny, HeobOB'A3KOBO
3amilleHy ogHuMm abo Binblue 3amicHukamu, Bubpa-
HAMW 3 TPYNK, Sika CKNAAAeTbCs 3 aToMa rasnoreHy,
rinpokcunbHOT rpynu, Cie-ankinbHoi rpynu i -OR? 2
(ne R* sBnisie cob60t0 Cy -ankinbHy rpyry),
(xiv) Co.6-ankeHinbHy rpyny, abo
(xv) Co--amkiHinbHy rpynyl.
2. Cnonyka 1-Tio-D-rroumnTony HwxkyeHaBeaeHo! ¢o-
pmynu A abo ii hapmaLeBTUYHO NPUNHATHA Cinb abo
rigpat cnonyku, abo rigpat coni:

R® R®
&), Do
R” R10'

OR!?

[ne R, R% R®i R* ogHakoBi aBo pi3Hi i KOXHUIA 3 HUX
ABNAe cobo atom BoAHK, Cig-ankinbHy rpyny, -
CO,R*, -COR™ a6o C.12-apankinbHy rpyny, Heobo-
B'I3KOBO 3aMilleHy ogHuMM abo Ginblue 3amicHuKamum,
BMOpaHUMK 3 rpynu, sika ckrnagaeTbcs 3 atoma rarno-
reHy, -NO, i -OMe (ge R* agnse coboto Cie-
ankineHy rpyny, i R sBnsie coGoto Ci.6-ankinbHy
rpyny, Cr.10-apankinsHy rpyny abo deHinbHy rpyny),
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A saBnse cobow -(CHz)n-, -CONH(CHz)n-, -
NHCO(CHz)n-, -O-, -S-, -NH- abo -(CH2)nCH=CH-
(ae n o3Havae uine vncno Big 0 oo 3),

Ar' siBnsie co6oto apwrneHoBy rpyny, rerepoapuneHo-
BY rpyny abo retepoumknoankineHosy rpymny,

Ar® sBnsie cobolo apunbHy rpyry, reTepoapumibHy
rpyny abo_retepouyKnoarnkineHy rpyny, i

R® R® R’ R® R iR ogHakoBi abo pisHi i KOXKHWMIA
3 HUX ABnsie cobo

(i) aTom BOAHIO,

(ii) aTom ranoreny,

(iiii) rippokcunbHy rpyny,

(iv) Cig-ankineHy rpymny, HeOOOB'I3KOBO 3aMillleHy
ogHuM abo Binblue 3amicHMKamu, BUOpPaHUMK 3 rpy-
N1, sika CKNagaeTbCs 3 aToMa ranoreHy i rigpokcunb-
HoOT rpynu,

(V) -(CH2)m-Q {ge m o3Hayae uine yncno Big 0 o 4, i
Q aense coboo -CHO, -NHz, -NO;, -CN, -COzH, -
SOzH, -OR®, -CO,R*, -CONH,, -CONHR*, -
CONR™R®, -COR", -OCOR¥, -SR®, -SOR¥, -
SO,R®®, -NHC(=O)H, -NHCOR®, -NHCO.R™ -
NHCONH,, -NHSO,R**, -NHR* aGo -NR*R¥ (ne
kokHui 3 R, R, R®, R*® i R siBnsiec co6oto Cyg-
ankinbHy rpyny, R sBnsie coboto Ci-6-ankinbHy rpy-
ny, HeobOB'A3KOBO 3aMilLleHy aTOMOM(aMu) ranorexy,
koxnmit 3 R™, R% R® i R spnse coGow Cie-
ankineHy rpyny, Cr.io-apankinbHy rpyny, deHinbH

rpyny a6o Ca.7-UMKNOoanKinbHy rpyny, i KoxHuin 3 R,
R%?, R® | R* aBnsie coboto Cyg-ankinbHy rpyny, de-
HiNbHY rpyny abo ToninbHy rpyny)},

(vi) -O-(CH2)m'-Q' {ne m' o3Havae uine uncno Big 1
bo 4, i Q' aBnse coboto rigpokcunbHy rpyny, -CO2H, -
OR%, -CO,R*, -CONH,, -CONHR®®, -CONR*'R*!?, -
NH2, -NHR*!, -NR¥2R**? a6o -NHCO,R® (ge kox-
Huit 3 R®, R®, R R | R*'? ggnse coboto Cie-
arnkinbHy rpyny, R® aensie co6oio Ci-6-ankinbHy rpy-
ny, HeoOOB'A3KOBO 3aMilleHy aTOMOM(aMu) ranoreHy,
i R® sBnse coboto Cig-ankinbHy rpyny, Cr.io-
apankineHy rpyny, deHinbHy rpyny abo Csg-
LMKNoankineHy rpyny)},

(vii) -OR {ne R" sBnsie co6oto Ca.7-UMKnoankineHy
rpyny, HeoboB'A3KOBO 3amilleHy oaHuMm abo Ginblue
3aMmicHuMKamu, BUOpaHMmu 3 rpynu, ska cknagaerbcs 3
aToma rarnoreHy, rigpokcunbHoi rpynu, Cig-ankinbHoi
rpynmn i -OR™® (ge R™® saBnsie coBoto Ci.g-ankinbHy
rpyny); apuibHy rpyny, HeoOOB'S3KOBO 3aMillieHy
ogHuM abo Binblue 3amicHUkamu, BUOpaHUMK 3 rpy-
Nu, Aka CKNIARAETLCA 3 aToMa rasnoreHy, rigpoKcunb-
Hoi rpynu, Cye-ankinbHoi rpynm i -OR™™ (ne R*** sig-
nae coboto Cie-ankinbHy rpyny); a6o Cr.io-
apankineHy rpyny, HeoGOB'I3KOBO 3aMilLleHy OAHUM
abo Ginblie 3amicHWkamu, BUOpaHUMKU 3 Tpynu, sika
CKINafaeTbCs 3 aTOMa ranoreHy, rigpoKCUITbHOI rpynu,
Cie-ankinbHoi rpymu i -OR™ (ne R*™ sBnsie coboto
Ci-s-ankinbHy rpyny)};

(vii) -NHR® {ge R° sBnse cobow Cr.ig-apankinbHy
rpyny, HeobOB'A3KOBO 3aMillileHy oaHUM abo Binblie
3aMiCHUKamu, BUGpaHUMK 3 rpynu, sika CKNagaeTbes 3
aToma ranoreHy, rigpokcunbHoi rpynu, Cig-ankinbHoi
rpynm i -OR™ (ne R* saBnsie coBoto Ci.s-ankinbHy
rpyny)},

(ix) Cs.7-umknoankinbHy rpyny, HeoOOB'I3KOBO 3aMi-
LLeHy oagHMM abo GinbLue 3aMicHMKaMmu, BubpaHumu 3
rpynu, sika CKknagaeTbcsi 3 aToMa ranoreHy, rigpoKcu-
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nbHOT rpynu, Cie-ankinsHoi rpynu i -OR™® (ne R*'®
aBnse coboto Cy.g-ankinbHy rpyny),
(x) apunbHy rpyny, HeobOB'A3kOBO 3aMilleHy OAHUM
abo 6Ginblwe 3amicHMKkamu, BUOpPaHUMK 3 rpynu, sika
CKINaAaeTbCa 3 aToMa ranoreny, rigpoKCunbHOI rpynu,
Cue-ankinbHoi rpynu i -OR™® (ge R*™ sBnsie coGoto
Ci-6-ankinbHy rpyny),
(xi) Cr.10-apankinbHy rpyny, Heo60B'A3KOBO 3aMilLieHy
ofgHuM abo Ginblie 3amMiCHMKamu, BUOpaHUMK 3 rpy-
MU, Aka CKNARAETLCA 3 atoma rasnoreHy, rigpokcunb-
Hoi rpynu, Cye-ankinbHoi rpynu i -OR° (ne R*° sB-
nsie coboro Cy.g-ankinbHy rpyny),
(xii) reTrepoapunbHy rpyny, Heob0B'A3KOBO 3aMilLleHy
ogHuM abo Binblue 3amicHMKamu, BUOpaHUMK 3 rpy-
N1, fka CKNagaeTbCcs 3 atoma ranoreHy, rigpoKcunb-
Hoi rpynu, Cye-ankinbHoi rpymu i -OR** (ne R*' sB-
nse coboro Cie-ankinbHy rpyny), abo
(xiii) reTepoumknoankineHy rpyny, HeobOB'A3kOBO
3amilweHy ogHuMm abo Ginblie 3amMicHMkamu, Bubpa-
HAMMK 3 Tpynu, sika CKNagaeTbCs 3 atoma rarorely,
rigpokcunbHoi rpynn, Cig-ankinbHoi rpynu i -OR? 2
(ne R*?? sBnsie coBoto Cy.-ankinbHy rpyny)].
3. Cnonyka 1-tio-D-rntoumTony abo ii dpapmaueBTny-
HO NpUWNHATHa cinb abo rigpat cnonyku, abo rigpat
coni 3a n. 2, fe Ar' siBnsie coboio apuneHosBy rpynmny.
4. Cnonyka 1-tio-D-rntounTony abo ii papmaneBTny-
HO NpUNHATHa cinb abo rigpat cnonyku, abo rigpat
coni 3a n. 2, ae Ar' sBnsie coboto deHinbHy rpyny abo
HadTUNEHOBY rpyny.
5. Cnonyka 1-tio-D-rntoumTony abo ii dapmaueBTny-
HO NpuUNHATHa cinb abo rigpat cnonyku, abo rigpat
coni 3a n. 4, ne A saBnsie coboto -(CHz)n-, -
CONH(CH2)n-, -O- abo -(CH2)nCH=CH- (ge n o3Ha-
yae uine yncno Big 0 oo 3).
6. Cnonyka 1-tio-D-rntoumTony abo ii dhapmaueBTny-
HO NpuWNHATHa cinb abo rigpat cnonyku, abo rigpat
coni 3a n. 4, ae A aBnse coboto -CHo-.
7. Cnonyka 1-tio-D-rntoumTony abo ii dapmaueBTny-
HO MpURHSTHa cinb abo rigpaT cnonng, abo rigpat
coni 3a 6yab-skum 3 nn. 1-6, ge Ar® siBnsie coboro
deHinbHy rpyny, TiEHINbHY rpyny, 6eH-
3o[b]TiocbeHinbHy rpyny, TieHo[2,3-b]TiodeHinbHY rpy-
ny, 6eH3odypaHrinebHy rpyny, 6eH3oTiasonineHy rpyny,
iHOonNiNbHY rpyny, MiponinbHYy rpyny, iMigasonineHy
rpyny, nipasonineHy rpyny, nipuauneHy rpyny, nipu-
MigMninbHy rpyny, nipasuHinbHy rpyny abo i3okcaso-
NinbHY rpyny.
8. Cnonyka 1-Tio-D-rntouunTony HwxyeHaBeaeHo! go-
pmynu 1l abo ii hapmaueBTU4HO NpUHATHA cinb abo
rigpaT cnonyku, abo rigpar coni:

RC

R*O

[me R, R% R®i R* ogHakoBi aBo pi3Hi i KOXHUIA 3 HUX
sBnsie cobo atoMm BogHio, Cie-amnkinbHy rpyny, -
CO,R™, -COR™ a6o Cr.1p-aparnkinbHy rpyny, Heo6o-
B'A3KOBO 3aMillleHy ogHUM abo Ginblue 3amicHuMKamu,
BUGPaHUMU 3 IPYNU, sika CKNaJaeTbCs 3 aToMa raro-
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reHy, -NO, i -OMe (ge R* saBnse co6oto Ci6-
ankineHy rpyny, i R sBnsie coGoto Ci.6-ankinbHy
rpyny, Cr.10-apankinsHy rpyny abo deHinbHy rpyny),
woHanmeHwwe oavH 3 R*, R®, R® ta RP aense coboto
aToM BOAHIO, Ta iHLWi 3 RA, RB, RCiRP ogHakoBi abo
Pi3Hi | KOXHWI sIBNsie coboto

(i) aTom BOAHtIO,

(i) aTom ranoreny,

(iiii) rippokcunbHy rpyny,

(iv) Cig-ankineHy rpyny, HeoOOB'A3KOBO 3aMilLieHy
ofgHuM abo Ginblie 3amiCHMKamMu, BUOpaHUMK 3 rpy-
nn, sika CKIagaeTbCsl 3 aToMa ranoreny i rigpokcunb-
HoOT rpynu,

(v) -(CHz)m-QA {ne m osHavae uine yncno Big 0 go 4,
i Q* aBnsie coboto -NH,, -CO,H, -OR®, -CO,R®*, -
CONH,, -CONHR*, -CONR™R®, -COR", -OCOR®,
-SR®, -SOR%, -SO,R®®, -NHC(=O)H, -NHCOR®, -
NHCO,R™, -NHCONH, -NHSO,R*, -NHR® a6o
NRYR¥ (ne koxHuit 3 R®, R*, R® R® i RY sBnse
coboto Cjg-ankinbHy rpyny, R sBnsie cobow Cie-
ankineHy rpyny, HeobOB'A3kOBO 3aMilleHy aTo-
Mom(amu) ranoreny, koxHuit 3 R*, R, R® i R* sB-
nse cobot Cig-ankineHy rpyny, Cr.io-apankinbHy
rpyny, deHineHy rpyny abo Cs.z-LuMKnoankinbHy rpy-
ny, i koxHuit 3 R®Y, R%, R®® i R* siBnsie coboto Cie-
ankineHy rpyny, deHinbHy rpyny abo ToninbHy rpy-
ny)},

(vi) -O-(CH2)m'-Q' {gpe m' o3Hayae uine uyucno Big 1
0o 4, i Q' aense coboto rigpokcuneHy rpyny, -COzH, -
OR%, -CO,R*®, -CONH,, -CONHR®, -CONR*'’R*"’, -
NH., -NHR™!, -NR*?R*?2 a6o -NHCO,R™ (ge kox-
i 3 R®, R R¥° R | R*2 ggnge cobowo Ci.e-
ankinbHy rpyny, R® sBnsie coboto Ci-6-ankinbHy rpy-
ny, HeobOB'A3KOBO 3aMiLLeHy aTOMOM(amMu) ranoreHy,
i R® sBnse coGoo Cig-ankinbHy rpyny, Cr.io-
apankinbHy rpyny, deHineHy rpyny ab6o Csg-
LMKIToankineHy rpyny)},

(vii) -OR {ne R" aBnse coboto Cs.7-UMKIoankinbHy
rpyny, HeobOB'A3KOBO 3aMillleHy oaHMM abo Ginblue
3aMiCHUKaMu, BUGpaHUMK 3 rpynu, sika CKNagaeTbes 3
aToma ranoreHy, rigpokcunsHoi rpynu, Ci.g-ankinbHoi
rpynm i -OR™® (ne R™® saBnsie coBoto Cie-ankinbHy
rpyny); apwnbHy rpyny, HeoOOB'A3KOBO 3aMillleHy
ofgHuM abo Ginblue 3aMiCHMKamu, BUOpaHUMK 3 Tpy-
N1, sika CKNagaeTbcs 3 aToMa ranoreHy, rigpoKcub-
Hoi rpynu, Cye-ankineHoi rpynm i -OR*™ (ne R*** sig-
nse cobow Cie-ankineHy rpyny); abo Cr.io-
aparnkinbHy rpyny, HeoOOB'SI3KOBO 3aMileHy OAHUM
abo Ginble 3amicHMkamu, BUOpaHUMKU 3 rpynu, sika
CKnagaeTbCs 3 aToMa ranoreHy, rigpoKCUnbHOI rpynu,
Cue-ankinbHoi rpynu i -OR™® (ne R™ sBnsie coboto
Ci-6-ankinbHy rpyny)};

(vii) -NHR® {ge R° sBnse coboi Cq.ip-apankinbHy
rpyny, HeobOB'A3KOBO 3aMillleHy ogHMM abo Ginblue
3aMiCHUKamu, BUBpaHNUMK 3 rpynu, sika CKNagaeTbes 3
aToMma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynn i -OR™" (ne R*™’ sBnsie coboto Cie-ankinbHy
rpyny)},

(ix) apunbHy rpyny, Heob6OB'A3KOBO 3aMilLeHy O4HUM
abo 6Ginblwe 3amicHWkamu, BUOpaHUMKU 3 rpynu, sika
CKINafaeTbcs 3 aToMa ranoreny, rigpoKCUnbHOI rpynu,
Cue-ankinbHoi rpymu i -OR** (ne R** sasnsie coboto
Ci-6-ankinbHy rpyny) abo

(X) reTepouuknoankinbHy rpyny, HeobOB'I3kOBO 3a-
MileHy ogHUM abo GinbLue 3amicH1kamu, BUGpaHUMM
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3 IPYNK, Aika CKIAAAETLCA 3 aToma ranorety, rigpoK-
cUnbHoi rpynu, Cie-ankineHoi rpynu i -OR** (ne R*?
aBnse coboto Cie-ankinbHy rpyny), i

RE, RF i R® ogHakoBi a6o pi3Hi i KOXHUI siBNISiE COBOLO
(i) aTom BOAHIO,

(ii) aTom ranoreHy,

(iiii) rigpokcunbHy rpyny,

(iv) Cig-ankineHy rpyny, HeoOOB'I3kOBO 3aMilLleHy
ofgHuM abo Ginblie 3amMiCHMKamu, BUOpaHUMK 3 rpy-
Ny, sKka CKNagaeTbCs 3 atomMa ranoreHy i rigpokcunb-
HOI rpynu,

(V) -(CH2)m-Q {ge m o3Hauvae uine uucro Big 0 0o 4, i
Q saBnsie coboto -CHO, -NH,, -NO2, -CN, -COzH, -
SOzH, -OR®, -CO,R*, -CONH,;, -CONHR*, -
CONR™®R®, -COR™, -OCOR¥, -SR*, -SOR%,
SO,R®, -NHC(=O)H, -NHCOR®, -NHCO.R", -
NHCONH,, -NHSO,R®**, -NHR* a6o -NR*'R¥ (ne
kokHui 3 R®, R* R® R* i R snsie co6oto Cye-
ankinbHy rpyny, R sBnsie cob6oio Ci.g-ankinbHy rpy-
ny, HeobOB'A3KOBO 3aMilleHy aTOMOM(amMu) ranoreHy,
kokimin 3 R™, R% R® i R™ sBnsie coboto Cie-
ankineHy rpyny, Cr.ip-apankineHy rpyny, d)eHiJ'IbH%/
rpyny a6o Ca.7-LMKNoankinkHy rpyny, i KoxHun 3 R,
R®?, R® i R® siBnsie coboto Cis-ankinbHy rpyny, de-
HiNbHY rpyny abo ToninbHy rpyny)},

(vi) -O-(CH2)m'-Q' {oe m' o3Havae uine uncno Big 1
0o 4, i Q' aenge coboto rigpokcunbHy rpyny, -COzH, -
OR%, -CO,R*®, -CONH,, -CONHR®, -CONR*'’R*"’, -
NH2, -NHR*!, -NR*?R**? a6o -NHCO,R™ (ge Kkox-
aui 3 R, R, R, R | R™? gpnsie coBow Cie-
ankinbHy rpyny, R® sBnsie co6oio Ci-e-ankinbHy rpy-
ny, HeobOB'A3KOBO 3aMilLleHy aTOMOM(amMu) ranorexy,
i R® sBnse coGoto Cie-ankinbHy rpyny, Cr.10-
apankineHy rpyny, deHineHy rpyny ab6o Csg-
LMKoankineHy rpyny)},

(vii) -OR" {ne R" siBnsie coBow Cs7-LMKNOANKinbHY
rpyny, HeoboB'A3KOBO 3amilleHy oaHuMm abo Ginblue
3aMiCHUKaMu, BUBpaHNMK 3 rpynu, sika CKNagaeTbes 3
aToMma rarnoreHy, rigpoKcunbHoi rpynu, Cig-ankinbHoi
rpynn i -OR™® (ne R*™® sBnsie coboto Cie-ankinbHy
rpyny); apunbHy rpyny, HeobOB'I3KOBO 3aMilLieHy
ofoHuMm abo Ginblue 3amMiCHMKamMu, BUOpaHUMK 3 rpy-
N1, sika CKNagaeTbCsl 3 aToMa ranoreHy, rigpoKcunb-
Hoi rpynu, Cye-ankinbHoi rpynu i -OR™™* (ne R* sB-
nae cobow Cie-ankineHy rpyny); Cr.ip-apankineHy
rpyny, HeobOB'A3KOBO 3aMilleHy ogHUM abo OinbLue
3aMiCHUKaMun, BUBpaHNMK 3 rpynu, sika CKNagaeTbes 3
aToma ranoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynn i -OR™® (ne R*™® sBnsie coboto Cie-ankinbHy
rpyny); abo retepoumknoankineHy rpyny, HeoboB'a3-
KOBO 3aMmiweHy ogHum abo OGinblie 3amicHuKamu,
BMOGpaHMMK 3 TpynK, sika CKNagaeTbes 3 atoma rano-
reHy, rigpokcunbHOi rpymu, Cig-ankinbHOI rpymm i -
OR™® (ne R™® aBnsie coboto Cy.g-ankinbHy rpyny)},
(vii) -NHR® {ge R° sBnse cobow Cq.ig-apankinbHy
rpyny, HeobOB'A3KOBO 3aMilleHy oaHMM abo Ginblue
3aMiCHUKamu, BUOpaHUMK 3 rpynu, sika CKNagaeTbes 3
atoma ranoreHy, rigpokcunbHoi  rpynu,  Cr.q0-
ankinsHoi rpynu i -OR™" (ne R*’ siBnsie coboto Cy¢-
ankinbHy rpyny)},

(ix) Cs.7-umKknoankinbHy rpyny, HeobOB'I3KOBO 3aMi-
LLeHy ogHMM abo Ginblue 3aMiCHUKamMu, BUOpaHumm 3
rpynu, sika cknagaeTbcst 3 atoma ranoreny, rigpokcu-
nbHOI rpynu, Cie-ankinbHoi rpymu i -OR*® (ge R*'®
aBnse coboto Cy.g-ankinbHy rpyny),
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(x) apunbHy rpyny, HeOGOB'AI3KOBO 3aMilLleHy OAHWUM
abo bGinblwe 3amicHMkamu, BUOpPaHUMKU 3 Tpynu, sika
CKNIaAAETLCA 3 aTOMA rasnoreHy, rigpOKCUNBHOI rpynu,
Cue-ankinbHoi rpynu i -OR™® (ne R*™ sBnsie coGoto
Ci-6-ankinbHy rpyny),

(xi) Cr.10-aparnkinbHy rpyny, Heob60B'A3KOBO 3aMilLieHy
onoHuM abo Binblue 3amicHUkamu, BUOpaHUMK 3 rpy-
N1, fKa CKNagaeTbCcs 3 atoMa ranoreHy, rigpoKCub-
Hoi rpynu, Cye-ankinbHoi rpynu i -OR*° (ne R*° sip-
nsie coboro Cyg-ankinbHy rpyny),

(xii) reTrepoapunbHy rpyny, HeobOB'A3KOBO 3aMilLleHy
ofgHuM abo Ginblie 3amiCHMKamu, BUOpaHUMK 3 rpy-
M1, Aka CKNARAETLCA 3 atoma rasnoreHy, rmpoxcmnb-
Hoi rpynu, Cye-ankinbHoi rpynu i -OR** (ne R** 5
nsie coboto Ci.g-ankinbHy rpyny),

(xiii) reTepoumknoankineHy rpyny, HeobOB'AI3KOBO
3amiweHy ogHum abo Ginblue 3amicHMkamu, Bubpa-
HAMW 3 Tpynu, sika CKINagaeTbcs 3 atoma ranoreHg
np,poxcmanm rpynu, Cie-ankineHoi rpymu i -O

(ne R*? saBnsic co6oto C1.-ankinbHy rpyny),

(xiv) Co.g-ankeHineHy rpyny, abo

(xv) Co.g-amkiHinbHy rpyny].

9. Cnonyka 1-tio-D-rntoumTony abo ii dapMmaueBTny-
HO NpuWNHATHa cinb abo rigpat cnonyku, abo rigpat
coni 3an. 8, ne

koskHuit 3 R* i RC siBnsie co6oto aTom BoaHIo,

R® aBnsie coboto atom BOZHIO, aTOM rarnoreHy, rigpo-
Kcmany rpyny, Cig-ankineHy rpyny, -O-(CHz)m'-Q'
{oe m' o3Havae uine uucno Big 1 0o 4, i Q' aense
coboto FI/:I,pOKCMJ‘IbHy rpyny, -CO,H, ORC2 -CO.R™®, -
CONH,, -CONHR® CONRalORam -NH;, NHRall -
NRAZR 460 -NHCO,R® (e koxHun 3 R® Rag,
R R | R*2 genge coBO0 Cre-ankinioHy rpyny.
R% aBnsie co6oto Cy.6- ankinoHy rpyny, Heo60B'A3KOBO
3amillieHy aToMOM(amu) ranoreys, i R® sBnsie coboto
Cie-ankinbHy rpyny, Cr.i0-apankinbHy rpyny, CbeHIJ'Ib-
Hy rp}lny abo Cs.7-umknoankineHy rpyny)} abéo -OR"
{ne R™ sBnsic coboto Cy.-ankinbHy rpyny, HeoBOoB's3-
KOBO 3aMmilweHy atomom(amu) ranoreHy, abo Cr.io-
aparnkinbHy rpyny, HeoOOB'SI3KOBO 3aMilleHy OAHUM
abo bGinblwe 3amicHMkamu, BUOpaHUMKU 3 Tpynu, sika
CKNIAARETLCA 3 ATOMA rasoreHy, rl,qpoxcmanm rpynu,
Cue-ankinbHoi rpynn i -OR™ (ge R*® sBnsie cooto
Cl 6-ankKinbHy rpyny)},

RP sBnsie co60io aTOM BOAHIO, aTOM ranorexy, rigpo-
KeunbHy rpyny, Cyg-ankinbHy rpyny a6o -OR™ {ge R
aBnse cobot Cig-ankinbHy rpyny, HeobOB'I3KOBO
3amilleHy aTtomom(amu) ramnoreHy, a6o Cr.io-
aparnkinbHy rpyny, HeobOOB'I3KOBO 3aMilleHy OAHUM
abo 6Ginblwe 3amicHMkamu, BUOpaHUMK 3 rpynu, sika
CKNIAARETLCA 3 ATOMA rasoreHy, riapOKCUINBHOT rpynu,
Cue-ankinbHoi rpynu i -OR® (ge R*™ sBnsie coGoto
Cy.6-ankinbHy rpyny)},

RE i RF OfHaKoBi abo Ppi3Hi i KOXHMI sABNsAE coboto
aTOM BO/IHIO, 8TOM rasoreHy, Cy.g-ankinbny rpyny abo
-OR® (ge R® siBnsie coGoto Cie-ankinbHy rpyny, He-
O60B S13KOBO 3aMilLieHy aTOMOM(amMK) ranoreHy), i
R® siBnsie coboto
(i) aTom BOAHIO,

(i) aTom ranoreny,

(iii) rigpokcunbry rpyny,

(iv) Cig-ankinbHy rpyny, HeobOOB'A3KOBO 3aMilLleHy
ogoHuM abo Binblue 3amicHUKamu, BUOpaHUMK 3 Tpy-
N1, sika CKNagaeTbCs 3 aToMa ranoreHy i rigpoKcunb-
HOI rpynu,

91531 10

(V) -(CH2)m-Q {ge m osHa4ae uine 4ncno Big 0 fo 4, i
Q aBnsie coboto -CHO, -NH,, -NO,, -CN, -COzH, -
SOsH, -OR™, -CO,R®, -CONH, -CONHR*, -
CONR™R®, -COR", -OCOR¥, -SR®, -SOR¥, -
SO,R®®, -NHC(=O)H, -NHCORd3 -NHCO,R*, -
NHCONH,, -NHSO, R**, -NHR* a6o NRa7Ra7 (ne
KoHMiA 3 R®, R*, RaS R* i RY snsie coboto Cie-
ankineHy rpyny, R siBnsie coboto Ci.g-ankinbHy rpy-
ny, Heo6os' H3KOBO 3aMileHy aTOMOM(aMVI) ranorey,
koknmit 3 R™, R? R® i R™ spnse coGow Cie-
ankineHy rpyny Cr.10-apankineHy rpyny, deHinb 1y
rpyny a60 037 LMKMoAarnkinbHy rpyny, i KoxHuin 3 R®,
R%, R® | R* siBnsie coBoto Cy.g-ankinbHy rpyny, cbe-
HIJ'IbHy rpyny abo TonineHy rpyny)},

(vi) -O-(CH2)m'-Q {ge m' o3Hauae uine yncno Big 1 go
4, i Q' sasnse coboto rI,D,pOKCI/IJ'IbH rpyny, -CO2H,
OR%, -CO,R*®, -CONH,, -CONHR® CONRalORam -
NH,, NHRall, NR*ZR*2 260 -NHCO,R® (ze Kox-
Hit 3 R®, R, R R | R*'? ggnge coboio Cie-
ankinbHy rpyny, R sensie co6oio Ci.g-ankinbHy rpy-
ny, HeobOB'A3KOBO 3aMilLleHy aTOMOM(aMu) raroreHy,
i R® sBnse coBoto Cig-ankinbHy rpyny, Cr.io-
apankineHy rpyny, deHinsHy rpyny ab6o Csg-

LMKIoarnkinbHy rpyny)}

(vii) -OR" {ge R siBnsic coBow Cs.7-LMKNOanKinbHy
rpyny, HeoboB'A3KOBO 3amilleHy oaHuM abo Ginblue
3amicHMKamu, BUGpaHMMu 3 rpynu, ska ckrnagaeTbcs 3
aroma ranoreny, rl,quKcmanm rpynu, Ci.g-ankinbHoi
rpynm i -OR™® (ge R™® saBnsie coBoto Ci.g-ankinbHy
rpyny); apuibHy rpyny, HeoGOB'A3KOBO 3aMilLieHy
ogHuM abo Binblue 3amicHMkamu, BUGpaHUMK 3 rpy-
N, Aka CKNIARAETLCA 3 aToMa rasnoreHy, np,poxcmnb-
Hoi rpynu, Cyg-ankinbHoi rpynm i -OR™™ (ge R** 5
nse cobot Cie-ankineHy rpyny); Cr.io- apanKmbHy
rpyny, HeoboB'A3KOBO 3amilleHy oaHum abo Ginblue
3aMiCHUKamMu, BUBpaHUMM 3 rpynu, sika CKNagaeTbest 3
aToma rarnoreHy, rigpoKcunbHoi rpynu, Cig-ankinbHoi
rpynn i -OR™® (ne R*™ sBnsie coboo Cie-ankinbHy
rpyny); abo reTepouuknoankinbHy rpyny, Heobos'as-
KOBO 3amilleHy oaHuMm abo 6inblue 3amicHuKamum,
BMOpaHMMK 3 rpynu, sika cKNagaeTbcsa 3 atoma rasno-
rewy, FIApOKCVIJ'IbHOI rpynu, Cig-ankinbHoi rpynm i -
OR™® (ne R™® aBnsie coboto Cy.g-ankinbHy rpyny)},
(vii) -NHR® {ge R° sBnse coboi Cq.jp-apankinbHy
rpyny, HeoboB'A3KOBO 3amilleHy oaHuM abo Ginblue
3aMiCHUKaMun, BUBpaHNMK 3 rpynu, sika CKNagaeTbes 3
atoma rasnoresy, FI,EI,pOKCVIJ'IbHOI rpynu, Cis-ankineHoi
rpynu i -OR™ (,u,e R’ aBnsie co6oio Cig- -ankinoHy
rpyny)},

(ix) Cs.7-umknoankineHy rpyny, HeobOB'A3kOBO 3aMmi-
LeHy oaHuM abo Ginblue 3aMmicHMkamu, BUGpaHumm 3
rPYN, sika CKIIaAAETECA 3 aTOMa rasnoreHy, FI,CI,pOKCI/I-
neHoi rpynu, Cig-ankinbHoi rpynu i -OR* ( e R¥8
aBnsie coboto Cie-ankineHy rpyny),

(x) apunbHy rpyny, HeObOB'A3KOBO 3aMillleHy OA4HWUM
abo Ginblie 3amicHMKamu, BUOpPaHUMKU 3 Tpynu, sika
CKNAAaeTbCs 3 aToma ranorexy, FI/J,pOKCVIJ'IbHOI rpynu,
Ci.s-ankinbHoi rpynu i -OR* (,u,e R** aBnsie coboto
Ci-6-ankinbHy rpyny),

(xi) C7.10-apankinbeHy rpyny, Heob0B'A3KOBO 3aMilLleHy
ofHuM abo Ginblue 3aMiCHMKamMu, BUOpaHUMK 3 Tpy-
M1, Aka CKNARAETLCA 3 aToma rasnoreHy, rmpoxcmnb-
Hoi rpynu, Cye-ankinbHoi rpynu i -OR*° (ne R*

nsie coboro Ci.g-ankinbHy rpyny),
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(xii) reTepoapunbHy rpyny, HeOGOB'I3KOBO 3aMilLleHy
ogHuM abo Binblue 3amicHUkamu, BUOpaHUMK 3 rpy-
N, sika CKNapaeTbCs 3 atoma ranorewy, rigpokcunb-
Hoi rpynu, Cye-ankinbHoi rpynu i -OR*' (ne R*' sip-
nsie coboro Ci.g-ankinbHy rpyny), abo

(xiii) reTepoumknoankineHy rpyny, HeobOB'A3kOBO
3amillleHy ogHuM abo Ginblue 3amicHukamu, Bubpa-
HAMW 3 Tpynu, fKa CKNagaeTbCa 3 atoma rasnoreHy,
rigpokcunbHoi rpynn, Cie-ankinbHoi rpynu i -OR® 2
(ne R*? aBnsie coboto Ci.-ankinsHy rpyny).

10. Cnonyka 1-Tio-D-rmouutony abo ii papmavuesTu-
YHO MpUNHATHA cinb abo rigpat cnonyku, abo rigpat
coni3an.9, oe

R® aBnse coboro atom BoaHI0, Cy-ankinbHy rpymy, -
OR" (ne R™ siBnsiec coBoto Cyg-ankinbHy rpyny, He-
060B'A3KOBO 3aMilleHy aTtomom(amu) ranoreHy) abo
aToM rarnoreny, i

RP sBnsie cobolo aTom BoAHIO, rigpoKCUnbHY rpyny
abo -OR™ {ne R sBnsic coboto Cy.g-ankinbHy rpyny,
HeobOB'A3KOBO 3aMilleHy aTomMoM(amu) rarnorexy,
abo Cy.ig-apankinbHy rpyny, HeobOB'A3KOBO 3aMmiLle-
Hy ogHMM abo 6inblie 3amicHWkamu, BMOpaHUMK 3
rpynu, sika CKNnagaeTbcs 3 atoma ranoreHy, rigpoKcu-
nbHOI rpynu, Cie-ankinbHoi rpynu i -OR*™ (ge R
aBnsie coboto Cqg-ankinoHy rpyny)}.

11. Cnonyka 1-Tio-D-rnouutony abo ii papmavesTu-
YHO NpURHATHA cinb abo rigpat cnonyku, abo rigpat
coni 3an. 9 a6o 10, oe

R® sBnsie coboro

(i) aTom BOgHtIO,

(ii) aTom ranoreHy,

(iii) rigpokcunbHy rpyny,

(iv) Cig-ankineHy rpyny, HeoOOB'I3KOBO 3aMillleHy
ofgHuM abo Ginblie 3amiCHMkamu, BUOpaHUMK 3 rpy-
nu, Kka CKNagaeTbCs 3 aToMa ranoreHy i rigpokcunb-
HOI rpynu,

(v) -COzH,

(vi) -OR%,

(vii) -CO.R®,

(viii) -CONH,

(ix) -CONHR™,

(X) -CONR™R®,

(xi) -COR™,

(xii) -OCOR®,

(xiii) -SR*,

(xiv) -SOR®,

(xv) -SO,R%,

(xvi) -NHR®,

(xvii) -NR*R* (ge koxnuit 3 R®, R* R® R* i RY
aBngae cobow Ci.e-ankinbHy rpyny, R sBnsie coboto
Ci.6-ankinbHy rpyny, HeobOB'A3KOBO 3aMilleHy aTo-
MOM(amu) ranoreHy, KOXHUN 3 R™ i R* siBnsie coGoro
Cis-ankinbHy rpyny, Cr.ip-apankineHy rpyny, deHinb-
Hy rpyny abo Cs7-UMKNoankinbHy rpyny, i KOXHU#A 3
R®!, R*? | R® siBnsie coBoto Cyg-ankinbHy rpyny, de-
HiNbHY rpyny abo TonineHy rpyny),

(xviii) -O-(CH2)m'-Q' {ge m' o3Hauvae uine 4mcno Big 1
bo 4, i Q' aBnsie coboto rigpokcunbHy rpyny, -CO2H, -
OR%, -CO,R*®, -CONH,, -CONHR®, -CONR*'’R**’, -
NH,, -NHR™! a6o NR*?R*? (ge koxHuit 3 R*®, R,
R R | R™? gense coBoto Cie-ankinbHy rpyny, i
R siBnsie co6oto Ci.6-ankinbHy rpyny, Heob60B'sI3KOBO
3amillieHy aTomoM(amu) ranoreny)},

(xix) -OR" {ne R' siBnsic co6oio Cs.7-LMKNOAnKinbHY
rpyny, HeobOB'A3KOBO 3aMillleHy oaHMM abo Ginblue
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3aMiCHUKamu, BUGpaHUMK 3 rpynu, sika CKNagaeTbes 3
aToma ranoreHy, rigpokcunbsHoi rpynu, Ci.g-ankinbHoi
rpynn i OR™® (ne R*™® sBnsie coboto Ci.g-ankinbHy
rpyny); apunbHy rpyny, HeoOOB'A3KOBO 3aMilleHy
ogHuM abo Binblue 3amicHMKamu, BUOpaHUMK 3 rpy-
N1, fKka CKNagaeTbCcs 3 atoma ranoreHy, rigpoKcunb-
Hoi rpynu, Cye-ankinbHoi rpynm i -OR*™ (ne R*™* siB-
nsie cobot Cie-ankinbHy rpyny); Cr.io-apankinbHy
rpyny, HeoboB'A3KOBO 3amilleHy oaHuM abo Ginblue
3amicHMKamu, BUOpaHMMu 3 rpynu, ska ckrnagaerbcs 3
aToma rarnoreHy, rigpoKcunbHOi rpynu, Cie-ankinbHoi
rpynu i OR™® (ne R*™ sBnsie coboto Ci.g-ankinbHy
rpyny); abo retepoumknoankineHy rpyny, HeoboB'a3-
KOBO 3amiweHy oaHuMm abo 6inblue 3amicHuKamu,
BMOpaHMMK 3 rpynn, sika cKNagaeTbecsa 3 atoma rano-
reHy, rigpokcunbHoi rpynu, Cie-ankineHoi rpynu i
OR™® (ne R™® aBnsie coboto Cy.g-ankinbHy rpyny)},
(xx) apunbHy rpyny, HeOGOB'A3KOBO 3aMilLleHy OAHUM
abo Ginble 3amicHWKamu, BUOpPaHUMKU 3 rpynu, ska
CKINafaeTbCs 3 aToOMa ranoreHy, rigpoKCUIbHOI rpynu,
Cue-ankinbHoi rpynu i OR™ (ge R™® siBnsie coGoto
Ci-6-ankinbHy rpyny),

(xxi) C7.10-apankineHy rpyny, HeoGoOB'A3KOBO 3amiLLe-
Hy ogHMM abo Ginblie 3amicHMkamu, BMOpaHUMK 3
rpynu, sika cknagaeTbcst 3 aToma ranoreHy, rigpokcu-
nbHOT rpynu, Ci.g-ankinbHoi rpynu i -OR*?° (ge R*°
aBnse coboto Cie-ankineHy rpyny),

(xxii) reTepoapurnbHy rpyny, HeObO0B'A3KOBO 3aMilLleHy
ofgHuM abo Ginblie 3aMiCHMKamu, BUOpaHUMK 3 rpy-
N1, fKka CKNagaeTbCcs 3 atoma ranoreHy, rigpoKcunb-
HOT rpyny, Cyg-ankinbHoi rpynu i -OR** (me R*' gB-
nsie coboro Cy.g-ankinbHy rpyny), abo

(xxiii) reTepouuknoankineHy rpyny, HeobOB'S3KOBO
3amilweHy ogHum abo Ginblie 3amicHMkamu, Bubpa-
HAMW 3 Tpynu, Sika CKNagaeTbCsl 3 atoma rarnoreHy,
ri,ug)oxcmanoT rpynu, Cie-ankinbHoi rpynm i OR*? (ne
R%? aBnsie co60oto C1.-ankinbHy rpyny).

12. Cnonyka 1-Tio-D-rmouutony abo ii papmavneBTu-
YHO MpUNHATHA cinb abo rigpaTt cnonyku, abo rigpat
coni3an. 11, ne

R® siBnsie coboto

(i) aTom BOAHIO,

(i) aTom ranoreny,

(iiii) rippokcunbHy rpymny,

(iv) Cig-ankineHy rpyny, HeOOOB'A3KOBO 3aMillleHy
oaHuM abo Binblue 3amicHMkamu, BUOpaHUMK 3 rpy-
N1, sika CKNagaeTbCa 3 aToMa ranoreHy i rigpokcunb-
HoOT rpynu,

(v) -CO2H,

(vi) -OR™,

(vii) -CO.R®,

(viii) -CONH,

(ix) -CONHR*,

(X) -CONR™R®,

(xi) -COR™,

(xii) -OCOR®,

(xiii) -SR®*,

(xiv) -SOR®,

(xv) -SO;R%,

(xvi) -NHR?,

(xvii) -NR¥R¥ (ge koxHuit 3 R®, R* R® R* i RY
aBnse cobot Ci.g-ankinbHy rpyny, R aBnsie coboto
Ci-6-ankinbHy rpyny, HeobOB'A3KOBO 3aMilleHy aTo-
Mom(amu) ranoreHy, koxHuit 3 R™ i R* sensie cooto
Cis-ankinbHy rpyny, Cr.ip-apankinbHy rpyny, geHinb-
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Hy rpyny abo Cs7-UMKNoankinbHy rpyny, i KOXHUA 3
R®!, R®? | R® aBnsie coboto Cy.g-ankinbHy rpyny, de-
HiNbHY rpyny abo TonineHy rpyny),

(xviii) -O-(CH2)m'-Q' {oe m' o3Hauvae uine 4mcno Big 1
bo 4, i Q' asnse coboto rigpokcunbHy rpyny, -CO2H, -
OR%, -CO,R*®, -CONH,, -CONHR®, -CONR*'’R*"’, -
NH,, -NHR*** a6o NR*R**? (ne koxHuit 3 R®, R®,
R R | R™? gapnsie cobolo Cie-ankinbHy rpyny, i
R% sBnsie coboto Ci.6-ankinbHy rpyny, Heob0B'sI3K0BO
3aMilLieHy aToMoM(amu) ranorexy)},

(xix) -OR" {ne R siBnsie co60t0 Cs.7-LMKNOANKINbHY
rpyny, HeoboB'A3KOBO 3aMilleHy ogHuM abo Ginblue
3aMiCHUKaMu, BUBpaHNMK 3 rpynu, sika CKNagaeTbes 3
aToMma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynn i OR™® (ge R™® sBnsie coBoio Cie-ankinbHy
rpyny); abo reTepouunKnoankinbHy rpyny, Heobos'as-
KOBO 3aMmilweHy oaHum abo 6inblie 3amicHuKamu,
BMOpaHMMK 3 rpynu, sika cKNagaeTbcs 3 atoma rarno-
reHy, rigpokcunbHoi rpynu, Cie-ankinbHoOi rpynu i
OR™® (ne R™® sBnsie coGoto Cy.g-ankinbHy rpyny)},
abo

(xx) reTepoumknoankineHy rpyny, Heobos'si3koBoO 3a-
MileHy ogHMM abo BinbLue 3amicHMkamu, BUOpaHumu
3 IPyNK, Aka CKNAAAETLCA 3 atoma ranorety, riapok-
cunbHoi rpynu, Cie-ankinbHoi rpynn i OR*? (ne R*?
aBnse coboto Cie-ankineHy rpyny).

13. Cnonyka 1-Tio-D-rntounTony HacTynHoi hopmynum
Il abo ii dapmaueBTUYHO NpuHATHA cinb abo rigpat
cnonyku, abo rigpaTt coni:

R*O

OR? 1l

[ne RY, R?, R%i R* opHakoBi abo pisHi i KoxHWi SIBASiE
coBoto aTom BoaHio, C1e-ankineHy rpyny, -CO.R*, -
COR™ aBo C7.i,-apankinbHy rpyny, HeoBGOB'SI3KOBO
3aMilweHy ogHuUM abo Ginblie 3aMicHMkamu, Bubpa-
HUMW 3 TPYNu, fKa CKNagaeTbCa 3 atoma ranoreHy, -
NO; i -OMe (ge R* siBnsie co6oto Cy. ankinbHy rpy-
ny, i R sBnsie coGoto Cis-ankinbHy rpyny, Cr.10-
aparnkinbHy rpyny abo deHinbHy rpyny),

R" i R' ongHakoBi abo pisHi i KOXHUIT siBRsiE cOBOIO
aToM BOAHIO, aTOM ranoreHy, rigpokcuneHy rpyny, Ci.
g-ankinbHy rpyny a6o -OR™ {ne R" siBnsie co6oto Cy.¢-
ankineHy rpyny, HeobOB'A3kOBO 3aMilWleHy ato-
MoM(amu) ranoreHy, abo Cr.ip-apankineHy rpyny,
HeobOB'A3KOBO 3aMillleHy ofHUM abo Oinblue 3amic-
HVUKamu, BUOpPaHMMWM 3 rpynu, fKka CKNagaeTbcs 3
aToma ranoreHy, rigpokcunsHoi rpynu, Ci.g-ankinbHoi
rpynn i OR™® (ge R™° sBnsie coBoio Cie-ankinbHy
rpyny)h
Ar aBnse  cobow  TieHinbHy  rpyny,  6eH-
3o[b]TiocbeHinbHy rpyny, TieHo[2,3-b]TiodeHinbHY rpy-
ny, 6eH3odypaHinbHy rpyny, 6eH3oTiasonineHy rpyny,
iHOoniNbHY rpyny, AiponinbHy rpyny, iMigasonineHy
rpyny, nipasonineHy rpyny, nipuauneHy rpyny, nipu-
MiAMHINBHY rpyny, NipasuHinbHy rpyny abo i3okcaso-
NinbHY rpyny,

R® i R% opHakoBi abo pisHi i KOXHWUI SIBNsiE cOBOIO
aToM BOAHIO, aTOM ranoreHy, rigpokcuneHy rpyny, Ci.
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g-ankinbHy rpyny a6o -OR® (ne R® sensie co6oto Cy.
g-amnkinbHy rpyny, HeobOOB'A3KOBO 3aMilleHy aTo-
MOM(amu) ranoreHy), i

R'% aBnsic coBolo aTom BOAHIO aBo apumbHy rpyny,
HeobOB'A3KOBO 3aMillieHy ofHUM abo Oinblue 3amic-
HUKamMu, BMOpaHMMWU 3 Tpynu, siKa CKNagaeTbcs 3
aToMma rarnoreHy, rigpoKkcunbHoi rpynu, Ci.g-ankinbHoi
rpynn i OR™® (ne R™® sBnsie coBoio Cie-ankinbHy
rpyny) abo reTepoapurnbHy rpyny, HeobOB'A3KOBO
3amilweHy ogHum abo Ginblie 3amicHWkamu, Bubpa-
HUMKU 3 TPYNU, SIKa CKNadaeTbCs 3 atoMa rarnoreHy,
riﬂg)OKCI/IJ'IbHO'I' rpynu, Ci.g-ankinbHoi rpynm i OR¥! (ne
R*! sBnsie coboto Cy-ankinbHy rpyny)].

14. Cnonyka 1-tio-D-rntountony abo ii papmaneBTu-
YHO MpURHATHA cinb abo rigpaTt cnonyku, abo rigpat
coni 3a n. 1 abo 2, ne Ar! sBnsie coboro retepoapu-
neHoBy rpyny.

15. Cnonyka 1-Tio-D-rmouutony abo ii papmaveBTu-
YHO MPUNHSATHA cinb abo rigpat cnonyku, abo rigpat
coni 3a n. 14, ge A saBnse cobow -(CHz)n- (ge n
o3Hadae uine uucno Big 0 go 3).

16. Cnonyka 1-Tio-D-rnioumTtony HwK4YeHaBeLeHoi
dopmynun IV abo ii dhapmaueBTU4YHO NPUAHATHA Cinb
abo rigpat cnonyku, abo rigpaTt coni:

R?20a RL

RK

RY

[ae RY, R?, R®i R* ogHakoBi a6o piaHi i KOXHWIN SBRSiE
coboto aToM BoAHIO, aToM ranoreHy, Ci.g-ankinbHy
rpyny, -CO,R*, -COR™ a6o C;.1,-aparnkinbHy rpyny,
HeobOoB'A3KOBO 3aMillleHy ogHuUM abo BinbLie 3amic-
HUKamu, BUOPaHMMW 3 Tpynu, sika CKNagaeTbcs 3
atoma ranoreny, -NO i -OMe (ge R* aensie coboko
Cre-ankinbHy rpyny, i R™ siBnsie co6oto Ci.-ankinbHy
rpyny, Cr.10-apankinsHy rpyny abo deHinbHy rpyny),
Ar'  sBnsie  cobolo  TieHinbHy  rpyny,  GeH-
30Lb]Tiog)eHiany rpyny abo nipuguneHosy rpyny,

R R#1a oaHakoBi abo pi3Hi i KOXXHUI siBNSie coboto
aToOM BOAHIO, aTOM ranoreHy, rigpokcunsHy rpyny, Ci.
g-ankinbHy rpyny a6o -OR® (ne R® sensie coGoto Cy.
g-anKinbHy rpyny, HeOoOOB'A3KOBO 3aMillleHy aTo-
MOM(amu) ranoreHy), i

R i R® OfHaKoBi abo pi3Hi i KOXHUIA sIBNSiE cObOK
aToOM BOAHIO, aToMm ranoreny, Ci.g-ankinbHy rpyny abo
-OR% (ge R® siBnsic coGoto Cie-ankinbHy rpyny, He-
060B'AA3KOBO 3aMillleHy aToMoM(amu) ranorexy), i

R" siBnsie coboto

(i) aTom BOAHIO,

(i) aTom ranoreny,

(iiii) rippokcunbHy rpymny,

(iv) Cig-ankineHy rpyny, HeOOOB'A3KOBO 3aMillleHy
oaHuM abo Binblue 3amicHUkamu, BUOpaHUMK 3 rpy-
N1, sika CKNagaeTbCa 3 aToMa ranoreHy i rigpokcunb-
HOT rpynu,

(v) -CO:H,

(vi) -OR™,

(vii) -CO:R®,

(viii) -CONHa,

(ix) -CONHR*,
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(X) -CONR®™R®,

(xi) -COR™,

(xii) -OCOR®,

(xiii) -SR*,

(xiv) -SOR®,

(xv) -SO,R%,

(xvi) -NHR?,

(xvii) -NR*R* (ge koxnuit 3 R®, R* R*® R* i RY
aBngae cobow Ci.e-ankinbHy rpyny, R sBnsie coboto
Ci.6-ankinbHy rpyny, HeobOB'A3KOBO 3aMilleHy aTo-
Mom(amu) ranoreHy, koxnuit 3 R™ i R siBnsie coboto
Ci-s-ankinbHy rpyny, Cr.ip-apankineHy rpyny, deHinb-
Hy rpyny abo Cs7-UMKNoankinbHy rpyny, i KOXHUA 3
R®!, R®? | R® sBnsie coBoto Cyg-ankinbHy rpyny, de-
HiNbHY rpyny abo TonineHy rpyny),

(xviii) -O-(CH2)m'-Q' {oe m' o3Ha4ae uine yucno Big 1
0o 4, i Q' aenge coboto rigpokcuneHy rpyny, -COzH, -
OR%, -CO,R*, -CONH,, -CONHR®®, -CONR*'R*!?, -
NH,, -NHR*! a6o NR*™?R*? (ge koxHuit 3 R*®, R,
R R | R™? gBnse coBoto Cie-ankinbHy rpyny, i
R% aBnsie co6oto Cy-ankinbHy rpyny, He0GOB'3KOBO
3amillieHy aToMoM(amu) ranoreny)},

(xix) -OR™ {ne R” siBnsic co60i0 Cs.7-LMKNOAnKinbHY
rpyny, HeobOB'A3KOBO 3aMillleHy oaHMM abo Ginblue
3aMiCHUKamu, BUGpaHUMM 3 rpynu, sika CKNagaeTbest 3
aToma ranoreny, rigpokcunbHoi rpynu, Cig-ankinbHoi
rpynm i OR™® (ne R*™® sBnsie coboto Ci.g-ankinbHy
rpyny); abo reTepoumknoankineHy rpyny, HeoboB's3-
KOBO 3aMilweHy opgHum abo 6Ginblie 3amicHuKamu,
BMOpaHMMK 3 rpynn, ska CKNagaeTbca 3 atoma rasno-
reHy, rigpokcunbHoi rpynu, Cie-ankinbHoi rpynu i
OR™® (ge R™° sBnsie coBolo Cig-ankinbHy rpyny)},
abo

(xx) reTepouumknoankineHy rpyny, HeoboB'ss3kOBO 3a-
MileHy ogHMM abo binbLue 3amicHrkamu, BUGpaHumu
3 TPyMK, KA CKNAAAETLCA 3 atoma ranorey, rigpokK-
cunbHoi rpynu, Ci.-ankineHoi rpynu i OR# (ge R*?
aBnsie coboto Cig-ankineHy rpyny)].

17. Cnonyka 1-Tio-D-rmouutony ab6o ii papmavuesTu-
YHO MpURHATHA cinb abo rigpat cnonyku, abo rigpat
coni 3a n. 16, B SKuxX R" sBnsie co6olo atom BOAHIO,
aTom ranoreHy, Cig-ankinbHy rpyny a6o -OR® (ne
R® sBnsie coboto Ci.s-ankinbHy rpyny, Heob0B'I3KOBO
3aMileHy aToMOM(amu) ranoreHy).

18. Cnonyka 1-Tio-rntoumTony abo ii hapmaLeBTU4HO
npunHaTHa cinb abo rigpaTt cnonyku, abo rigpaT coni
3a n. 1, ge cnonyka BubpaHa 3 rpynu, sika cknagacTb-
ca3
(1S)-1,5-aHrigpo-1-[3-(4-eTokcnbeH3unn)-6-meTokcn-4-
mMeTundeHin]-1-tio-D-rnounTony;
(1S)-1,5-aHrigpo-1-[4-xnop-3-(4-
MeTunbeHsun)deHrin]-1-tio-D-rnoumTony;
(1S)-1,5-aHrigpo-1-[4-xnop-3-(4-
MeTunTiobeHann)deHinl-1-tio-D-rnouunTony;
(1S)-1,5-aHrigpo-1-[4-xnop-3-(4-eTun6eH3unn)deHin]-
1-Tio-D-rntoumnTony.

19. Cnonyka 1-Tio-D-rntouutony ab6o ii papmavnesTu-
YHO MpUIAHATHA cinb abo rigpaT cnonyku abo coni 3a
n. 1, oe cnonyka BubpaHa i3 rpynu, Lo CKknagaeTbcs 3
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20. Cnonyka 1-tio-D-rntountony abo ii papmarestu-
YHO NpuIHATHa cinb abo rigpaTt cnonykx abo coni 3a
n. 1, 4e cnonyka BubpaHa i3 rpynu, Lo CKNnagaeTbcs 3
Cl OEt

OH
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21. dapmaueBTUYHMI 3acib, WO MICTUTb CMONyKy 1-
Tio-D-rntouutony, i papMaueBTUYHO NPUNHATHY Cifb
abo rigpat cnonyku, abo rigpat coni 3a 6yab-gkum 3
nn. 1-20.

22. ®apmaueBTnYHMIM 3acib 3a n. 21, akun € iHribiTo-
POM aKTMBHOCTI HaTpif3anexHoro koTpaHcnopTepa-2
TIOKO3N.

23. ®apmaLeBTMYHMIA 3acib 3a n. 22, sk € hapMa-
LEeBTUYHMM 3acoboM Anst npodinakTnku abo nikyBaH-
Hs piabeTy, nos'a3aHoro 3 giabeTom 3axBOpPHOBAHHSA
abo ycknagHeHHs!, BUKNMKaHoro aiabetom.

24. dapmaueBTUYHMI 3acib, WO MICTUTb Cnonyky 1-
Tio-D-rntouuTony, i dhapMaueBTUYHO NPUAHATHY Cinb
abo rigpat cnonyku, abo rigpat coni 3a Oyab-gkum 3
nn. 1-20, y noegHaHHi WoHariMeHLwe 3 ogHuM chap-
MaueBTMYHUM 3acobom, BuOpaHuM 3 rpynu, ska
CKMagaeTbCsa 3 areHTiB, WO NiABULLYIOTb YYTRAMBICTb
[0 iHCyniHy, siki BUOpaHi 3 rpynu, Lo ckrnagaeTbcs 3
PPAR-y-aronictiB, PPAR-a/y-aroHicTiB, PPAR-6-
aroHicTiB i PPAR-a/y/3-aroHicTiB; iHriGiTopiB rniko3m-

R5 R8
RS
OR™2 Art A Ar2 RO
XMg R R10
VI IX

ne R™, RY R™ i R™ ogHakosi abo pisHi i KOXHMI
sBnse cobow Cie-ankinbHy rpyny, -SiR*s, -
CH,CH=CH, abo C7.12-apankinbHy rpyny, HeoboB'a3-
KOBO 3amiweHy oaHuMm abo 6inblue 3amicHuKamu,
BMOpaHUMK 3 Tpynn, sika cknagaeTbcs 3 atoma rano-
reHy, -NO; i OMe (ge R* aBnsie coboto Ci- 6] aJ'IKIJ'Ib Q’
rp6yny) X HBJ‘IHG co6oro aToM rarnoreHy, i Art,

R", R R R® i RY asnsitotb coBoto 3HaquHﬂ, FIKI
BU3Ha4eHi B n. 1.

Aasu; BiryaHigis; pe4oBuWH, siKi NPUCKOPIOOTL Cekpe-
uito iHcyniHy; npenapartiB iHCyniHy; Ta iHribiTopis an-
nentungunnentungasu V.

25. dapmaueBTVYHMI 3acib, WO MICTUTbL CNOnyky 1-
Tio-D-rntouuntony, i papmMaueBTUYHO NPUNHATHY Cinb
abo rigpat cnonyku, abo rigpat coni 3a 6yab-akum 3
nn. 1-20, y noeaHaHHi WoHaviMeHLe 3 ogHuM 3 dap-
MaLeBTMYHUX 3acobiB, BUOpaHMX 3 rpynu, ska ckna-
Aaetbes 3 iHribiTopis rigpokcumeTunrnytapun-CoA-
peaykTasun, ibpaTHuUX cnonyk, iHribiTopiB CuHTa3n
CKBareHy, iHriGiTopi auun-
CoA:xonecTtepuHauunTpaHcdepasn,  nigcunioBadvis
peuenTopiB NinonpoTeigiB HU3bKOI LWiNbHOCTI, iHribi-
TOpiB MikpocomarnbHoOro 6Ginka-nepeHocHWka Tpurni-
LepuaiB i aHOPEKTUKIB.

26. Cnoci6 opepaHHsi crnonyku 1-Tio-D-rnouutony
Hwxk4YeHaBeneHoi popmynu | abo ii dhapmaLeBTUYHO
npurHATHOI coni abo rigpaTy cnonyku, abo rigpaty
coni:

OR? I
ae Art, Ar?, A i RL-R™ BusHaueni B n. 1,
LLIO BKIMOYa€e HACTYMHI cTagii:
AodaBaHHs TIONAKTOHY HuxYeHaBedeHoi ¢opmynu
VIl go 6Ginblie HiX OOHOrO eksBiBaneHTa peakTuBy
puHbsIpa HWxYeHaBeaeHoi popmynu IX, 3 ogepxan-
HAM crnonyku V;
BiAHOBIIEHHA cnonyku V; i
AKLWO HEeoOXiQHO, 3HATTA 3axMCTy 3 oepXaHoi B pe-
3ynbTaTi CNOMyKK, BiANOBIAHO 4O HACTYMHOI CXeMu:

27. Cnoci6 3a n. 26, B skOMy A0 cTajii AoAaBaHHSA
peaktnBy puHbApa dopmynu IX go TionakToHy do-
pmynu VIII ana opgepxaHHs crnonyku V, nonasanm
npubnusHo Big 0,8 go 1,2 eksiBaneHTIB R® MgX (R
aBnse coboo Cig-ankinbHy rpyny a6o Csg-
umknoankineHy rpyny, i X asnse coboto aTtom ranore-
Hy) o TionakToHy copmynu VIII.

28. Cnoci6 ogepxaHHsa cronyku 1-Tio-D-rmouuTony
HWk4YeHaBeneHoi opmynu | abo ii dhapmaLeBTUYHO
NpuRHATHOI coni abo rigpaTy cnonykx abo coni:
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OR? |
pe Art, Ar?, A i R:-R Busnaueni B 1. 1, wo skniovae
HacTynHi cTagii:

X Xl

ae Y sBnse coboi atoM BoAHK abo rigpoKCUnbHY
rpyny (3a ymoBuW, WO, AKwWo Y siBnsie coboto aTom
BOAHIO, TO 1-MONOXEHHA Mae S-koHirypauito),

ne R, RY¥, R™ i R™ ogHakoBi abo pisHi i KOXHMI
sBnse coBoo Cie-ankinbHy rpyny, -SiR*%; -
CH,CH=CH; abo Cy.12-apankinbHy rpyny, HeoboB'a3-
KOBO 3amiweHy oaHuMm abo 6inblue 3amicHuKamu,
BMOpaHUMK 3 rpynn, sika cknagaeTbcsd 3 atoma rano-
reHy, -NO; i OMe (ge R* sBnsie coboto C1-6-ankinbHy
rpyny), Ar®, R®, R? i R™ matoThb Ti % 3HaueHHs!, Wo i B
n1,i

R", R®, R® i RP mMaioTh Ti % 3HaueHHs1, WO i B . 8,

Aa sBnsie coboto -CH(W)(CHz)n'-, -CONH(CH3)n- abo
-CH=CH- (ne W sBnse cobot atom BogHi0 abo rig-
poKcuMbHY rpyny, n o3Havae uine yncno Big 0 go 3, i
n' o3Hayae uine yucro Big 0 o 2),

Ea aBnse coboto -CHO, -CO,H abo -CHX, i

Da saBnse cobow -(CHz)n'Li, -(CHz)n'MgX, -
CH3PPhs*X’, -CH,PO(OR?®), -(CH2)nNH, a60 -SnBuy
(ne X sBnsie cobolo atom ranoreHy, R** ssnse co-
60to Cie-ankinbHy rpyny, n o3Havae uine ymcno Big 0
0o 3, i n' o3Havae uine yncno Big 0 oo 2),

3a yMOBM, WO, AKwo Ea sense coboto -CHO, To cno-
nyka X, B gkin Da saBnsie coboto -(CHzgn'Li, -
(CH2)N'MgX, -CH:PPhs"X a6o -CH,PO(OR%%), B3a-
emogie 3 peareHTom Xl, 3 ogepxaHHam cnonyku Xll, B
Ak Aa sinsie coboto -CH(W)(CH3)n'- abo -CH=CH-,
akwo Ea ssnsae cobowo -CO2H, To cnonyka X KOHAEH-
coBaHa 3 peareHTtom Xl, B skomy Da siBnsie coboto -
(CH2)nNH, 3 opepxaHHam cronykn Xll, B skin Aa
aBngae coboro -CONH(CHz)n-, abo

akwo Ea asnse coboto -CH2X, To cnonyka X KOHAEH-
coBaHa 3 peareHToMm Xl, B sikomy Da siBnsie coboto -
SnBus, 3 ogepxaHHsam cnonyku Xll, B gkii Aa aBnsie
co6oto -CHo,.

29. Cnonyka Hwxk4eHaBegeHoi cdopmynu Xl abo ii
cinb, abo rigpaT cnonyku, abo rigpat coni:
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(1) mopaBaHHa Ao cronyky dopmynu X peareHty
dopmynu Xl, 3 ogepxaHHam cnonyku Xll; i

(2) popatkose BigHOBReHHsA crnonyku Xll, skwo Y €
rigpOKCMNbBbHOIO  Fpynot, 3 odepXaHHaMm -
CTepeoceneKkTMBHOI Cnomnyku, B ki Y aBnge coboto
BOAEHb, i

y BUNaaKy HeobXxiQHOCTI, NoAanbLue 3HATTS 3aXMCTY 3i
crnonyku, ofgepxaHoi Ha ctagisx (1) abo (2), srigHo 3
HaCTYMHOI CXeMOI:

OR12
Xl

OR# Xl

[oe Y sBnsie coboto atom BoAH abo rigpokcUnbHy
rpyny (3a ymoBu, Wo, AKkwo Y sBnse coboto atom
BOAHIO, TO MONOXeHHs 1 Mae S-koHdirypauito), i

R?, R%, R® i R* ogHakoBi aGo pi3Hi i KOKHWIA 3 HUX
sBnse cobow Cie-ankinbHy rpyny, -SiR*s, -
CH,CH=CH, -CO,R*, -COR"™ a60 C7.1o-aparnkinbHy
rpyny, HeobOB'A3KOBO 3aMilleHy oaHMM abo Ginblue
3aMicHVMKamu, BUOpaHMMU 3 rpynu, sika cKrnagaeTbes 3
aToma ranoreHy, -NO; i -OMe (ae koxHuit 3 R* i R
aBnsae coboto Ci.g-ankinbHy rpyny, i R"! sBnsie co6oto
Cuie-ankinbHy rpyny, Cs.i0-apankineHy rpyny abo ce-
HINBHY rpyny), 3a yMOBM, WO, SKWo Y ABnse coboto
atom BogHio, To R%, R?, R | R* He € ogHouacHo

aTOMOM BOJHHO, NP LibOMY iHLUi NO3HAYeHHS BiAMNOBI-
0aloTb NO3HAYeHHAM, HaBegeHuM B n. 1].
30. Cnonyka Hwx4yeHaBegeHoi dopmynu XIV abo ii
cinb, abo rigpat cnonyku, abo rigpat coni:

RC

OR? XIV

[oe Y saBnse coboto atom BoAH abo rigpoOKCUNbHY
rpyny (3a ymoBu, Wo, AKkwo Y sBnse coboio atom
BOZHHO, TO MONOXeHHs 1 Mae S-koHdirypauito), i
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E sBnsie co6oto -CHO, -CO,H, -CO,R*** (ge R*** siB-
nse cobow Cig-ankinbHy rpyny), -CH,M? (ne M? sB-
nge coboto rigpokcunbHy rpyny abo atom ranorewy),
1,3-piokconan-2-inebHy rpyny abo 1,3-giokcaH-2-inbHy
rpyny,
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R* R??, R® i R* MaloTb Ti % 3HauYeHHs, Wo i B n. 29,
i

A B C. D . .
R"™, R, R~ i R” MatoTb Ti  3Ha4yeHHs, wo i B n. 8].

HaHuvin BuHaxig crtocyetbca noxigHux 1-Tio-D-
rnioumTony, Sk iHribyloTb  aKTUBHICTb  HaTpin-
3anexHoro Ko-TpaHcrnopTepa rnwokosu (SGLT2), akui
3B'A3aHuin 3 peabcopOuieto rMoKO3nN B HUPKaX.

BBaxkaeTbcs, WO MpW XPOHIYHIN rinepriikemit
3MEHLUYETbCA CeKpeLis iHCYNiHY, i KpiM TOro, 3HUXy-
€TbCA YYTNMBICTb A0 iHCYNiHY, WO AOAATKOBO CMpu-
YMHSAE NiOBULLIEHHS PIBHIB MNHOKO3WM B KPOBI i NpuU3Bo-
OVTb O NOriplweHHs cTaHy npw giaberi. Mineprnikemis
BBa)aETbCSl OCHOBHUM (DAKTOPOM PU3MKY Npwu yckna-
OHEHHAX fiabeTy. TakMm YMHOM, BBaXaeTbCs, LUO
nigTpMMKa HopMarnbHUX PIBHIB LYKPY B KPOBi Cnipusie
NoninweHH0 YyTAMBOCTI 0 iHCYMiHY i ranbmye noya-
TOK PO3BWTKY ycknagHeHb npwu piabeti. [Jo paHowo
yacy B Tepanii giabeTy BMKOPUCTOBYOTLCS BiryaHiaw,
CynbOHINCeYoBUHY, iHrBITOPM rmiko3naasm i areHTy,
AKi noninwyloTe YyTnuBICTb A0 iHCcyniHy. OpHak €
NnoBiAOMIEHHSI Npo HebaxaHi peakuii abo nobiyHi
edeKTn, TaKi K MOSTIOYHUIA aunaos, Npu BUKOPUCTaHHI
6iryaHigis, rinornikemito Npy BUKOPUCTAHHI CYNbMOHi-
NICEYOBMH, a TaKoX fiapeto i Ceprio3Hi NopyLUEeHHs
YHKUIT NeYiHKKu Npu BMKOPWUCTaHHI iHribiTopiB rmiko-
3upasn. OTxe, BiguyBaeTbCa roctpa HeobXigHiCTb B
PO3BUTKY NiKapcbkux 3acobiB Ansi nikyBaHHs fiabeTy,
aki Mmanu 6 mexaHiam i, SKuin Biapi3HAETLCA Big Me-
XaHiaMiB il 3BMYaHMX NiKapCbknxX npenaparisB, SKi
BMKOPUCTOBYIOTLCS 4151 LibOTO.

Byno nokasaHo, WO PnopULUH, KU € NOXiAHUM
rNIOKO3M, BUAINEHNM 3 MPUPOOHMX MPOAYKTIB, iHribye
peabcopbuito HaaMIpHUX PIBHIB FMOKO3N B HUPKaXx i
iHILLItOE eKCKpeL,ilo TroKo3u, 3 NPOSIBOM aHTurineprii-
KeMiyHoi Aii (HenaTeHTHi gokymeHTn 1 i 2). Qani, Taka
peabcopOLis  rMOKO3W  MPUNUCYETBCA  HaTpin-
3anexHoOMy Ko-TpaHcnopTepy rmwoko3n 2 (SGLT2),
NPUCYTHBOMY Ha AinsHUi S1 npokcMManbHOro HUPKO-
BOro KaHanbua (HenaTteHTHUA JoKyMeHT 3). OcKinbku
Oyno nokasaHo, Lo BBeAEHHsS hropuuuHy. cneumndi-
yHoro iHribitopa SGLT. wypam 3 giabetom nocunioe
BUAINEHHS IHOKO3M 3 ceyeto | BUKNUKae aHrurineprni-
KeMiyHy gaito, SGLT2-cHeundiyHi iHriGiTopu posrns-
0alTbCA FK HOBi MONEeKynu-MilleHi Ans TepaneBTuy-
HOro BNNvBY npwu aiabeTi.

Ha ubomy cboHi gocnigxyBanu uinui pag cnopi-
OHEeHnX fo drnopuumHy cronyk, i 6ynu onucadi O-
apunrnioko3nam (nateHTtHi gokymeHtn 1-11). OpgHak
npu nepopansHoMy BBegeHHi O-apunrmoko3ngis ix
rMiko3naHMM  3B'A30K rigponidyetbca nig  pieto  B-
rniko3naasu, NPUCYTHbOI B TOHKOMY KWULLEYHUKY, a B
He3MiHEHOMY BUMMSAI BOHW BiOpi3HATLCA HU3BbKOK
edekTUBHICTIO abcopbuii. TakMM YMHOM, X nponikap-
Cbki (hopMu nepebyBatoTb 3apa3s Ha CTafii BUBYEHHS.

Byno ony6nikoBaHO MOBIJOMIIEHHSI MPO CMOMYKW,
AKi ABNSATL cobolo O-apunrioko3nam, nepeTBopeHi
Ha XiMiyHO cTabinbHi C-apunrniko3van (NaTeHTHUN
OOKyMeHT 12). C noBiaOMMNEHHS TaKOX i MPO CMOMyKu,

B SIKMX LyKPOBWUI 3anuLlok 6e3nocepeaHbo 3B'si3aHui
3 apunom abo retTepoapusnom, ik onncaHo BuLlie (na-
TEeHTHI gokymeHTn 13-15). OgHak C-apunrniko3mgm,
AKi onuncaHi y BKasaHuX LOKYMeHTax (NaTeHTHi JOKy-
MeHTK 12-15), B GaraTbox Bunagkax aBnswoTb coboro
aMOpdHi PEYOBUHM, i, TaKUM YMHOM, iX hapmaueBTu-
YHe BMPOOHMUTBO € npobrematuyHnM (NaTeHTHUN
BOKyMeHT 12). 3 uiei npuuMHKN BKasaHi cnonyku nor-
pebytoTe TOro, wob ix niggaBanu kpucTtanisauii 3
BiAMOBIAHMMW aMiHOKMCROTaMn, Takumu 8K beHina-
naHiH i nponiH (nateHt CLWA US6774112). Bignosia-
HO, icHye noTpeba B crnomnykax, SKi BiApi3HATbCA
BUHATKOBOIO KPUCTaNIYHICTIO, | OUMLLEHHS, 36epiraHHs
i dhapmaueBTUYHE BUPOOHMLTBO SKNX NONErLUeHe i SKi
nerko BKIoYaTh A0 cknagy nikapcbkvx npenaparis.

ICHYlOTb MOBIZOMMEHHA NpPO crnocobu npoayky-
BaHHs noxigHux apun-5-tio-B-D-rntokonipaHosugy (O-
apin-5-tio-B-D-rnoko3ngy) abo retepoapwn-5-Tio-f3-
D-rntokonipaHo3nay (O-retepoapin-5-tio-B-D-
rnroko3unay), B sikux 5-tiorntokosa i apun abo retepo-
apwvn 3B'a3aHi Yepes B-rnioko3ug (NaTeHTHi JOKYMEeH-
™ 16-17). € nosigomneHHs Takox i npo SGLT-
iHridyBanbHy Ajl0 UMX Cnomnyk (NaTeHTHi OOKYMEHTH
18-19). OpgHak, 3rigHo 3 nybnikauieto (NaTeHTHUI Oo-
KyMeHT 16), xapakTep peakLii rmiko3unioBaHHA OyXe
CWMbHO 3aneXuTb Bif TUNY LYKpY, i YMOBK peakuil, aKi
CrpUSItOTb FNIKO3UIIOBAHHIO 3 THOKO3M, CUIbHO Biapi-
3HAIOTBCSA | HE MOXYTb OYyTW BMKOPWUCTaHI BifHOCHO
TIOrNOKO3N.

TakMM 4MHOM, BIACYTHI CnNOCOOM NPOAYKYBaHHS
noxigHux 1-tio-D-rrouutony, B AkMx 5-Tiornwokosa i
apun abo retepouukn 6e3nocepeaHbO 3B'si3aHi OQUH
3 ogHwM, i BigcyTHi ny6nikauii npo noxigHi 1-Tio-D-
rnoumTony. [eski 3i cnonyk, HaBegeHUX B NaTeHTHUX
pokymeHTax 1-15, Bxe 6ynu nigaaHi KniHiYHUM BU-
npobyBaHHAM, i € NeBHa iMOBIpHICTb, WO B ManbyT-
HbOMY 3'ABMATLCA HOBI Nikapcbki 3acobw Ana niky-
BaHHa pdiabeTy, ki OyOoyTb KOMEpPLINHO OOCTYMHI.
OpHak B npoueci KniHiYHMX BUNpoOyBaHb Ha NIOAWHI
po3pobka Takmx 3acobiB 3 AEKiNbKOX MPUYMH MOXe
BMSIBUTUCS CKINAaZHOM0, i B 3B'A3KY 3 UMM 3anuLlaeTbCcs
notpeba B Uini rpyni cnomnyk, Ski MatoTb OHAKOBUIA
MexaHi3m Aii, ane npu UboMy siki MaloTb HOBY, paHille
HeBIOOMY, CTPYKTYpY KiCTSKa.

HenateHtHun gokymeHT 1: Rossetti, L., et al. J.
Clin. Invest., vol.80. 1037, 1987

HenateHTHun gokymeHT 2: Rossetti, L., et al. J.
Clin. Invest., vol.79, 1510, 1987

HenatentHun pokymeHnT 3: Kanai, Y., et al. J.
Clin. Invest., vol.93, 397, 1994

MaTteHTHWIN gokymeHT 1: My6nikauis €sponence-
Koi naTeHTHoI 3asaBkM N0.0850948

MaTeHTHWUN pokymeHT 2: lMy6nikauis €sponewnce-
Koi nateHTHoi 3asaBku No.0598359
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MateHTHWU gokymeHT 3: MixHapogHa ny6nikauis
No.WO 01/068660

MaTeHTHWUN gokymeHT 4: MixkHapogHa ny6nikauis
No.WO 01/016147

MaTeHTHU gokymeHT 5: MixHapogHa ny6nikauis
No.WO 01/074834

MaTeHTHWIN aokymeHT 6: MixHapoaHa ny6nikauis
No.WO 01/074835

MaTeHTHW aokymeHT 7: MixkHapogHa nybnikauis
No.WO 02/053573

MaTteHTHWU gokymeHT 8: MixkHapoagHa nybnikauis
No.WO 02/068439

MateHTHMIN gokymeHT 9: MixHapogHa nybnikauis
No.WO 02/068440

MaTteHTHWMn gokymeHT 10: MixHapogHa ny6nika-
uiss No.WO 02/036602

MaTeHTHWn gokymeHT 11: MixHapogHa nybnika-
uis No.WO 02/088157

MaTeHTHWN gokymeHT 12: MixHapogHa nybnika-
uis No.WO 01/027128

MaTteHTHMn gokymeHT 13: lMybnikauia naTteHTHOT
3asaBku CLUA No.US2001/0041674

MateHTHMI gokymeHT 14: MixHapogHa ny6nika-
uiss No.WO 04/013118

MaTteHTHWM gokymeHT 15: MixHapogHa nybnika-
uis No.WO 04/080990

MaTeHTHWN gokymeHT 16: MixHapogHa nybnika-
uis No.WO 04/014930

MaTeHTHUN gokymeHT 17: MixHapogHa nybnika-
uist No.WO 04/089966

MateHTHMI gokymeHT 18: MixHapogHa ny6Gnika-
uigs No.WO 04/014931

MaTeHTHU gokymeHT 19: MixHapogHa ny6nika-
uis No.WO 04/089967

Mpobnemu, ki nignaraioTb BUPILLEHHIO 3a AOMNO-
MOTO A4aHOro BUHAxXo4y

OpavH 3 00'ekTiB JAHOr0 BUHAxXo4y MOB'A3aHUM i3
3abe3neyeHHsIM HOBMX, HEBIJOMMX paHille crnonyk 1-
Tio-D-rmounTony, sIKMX iHribyTb aKTMBHICTb HaTpin-
3anexHoro Ko-TpaHcnopTtepa rnwoko3n 2 (SGLT2),
noe'ssaHy 3 peabcopbuieto rMKo3n B HUPKaX, CTU-
MYIIOIOTb BUAINEHHSA LKPY 3 CeYelo i MaloTb aHTuri-
neprnikemMiyHy Aito. IHWun o6'ekT AaHoro BuHaxody
NnoB'a3aHni i3 3abe3neYeHHSM BUKITHOYHO CENEKTMB-
Horo iHribiTopa aktmBHocTi SGLT2. e ogHuM 06'ex-
TOM JaHOro BMHaxoay € 3abesneyeHHs Cronyku, sika
Ma€e BUHATKOBY KPUCTamiYHiCTb i O4YMLLEHHs, 36epi-
raHHs i papmaueBTMYHEe BMPOOHMLTBO SIKOro nmorner-
LLEHi | sIke nerko 3a3Hae BKIMOYEHHS OO cknagy nikap-
cbkmx npenapartis. LLle oamH o6'ekT AaHoro BuHaxogy
noe'a3aHun i3 3abesneyeHHsM cnocoby OTpMMaHHSA
crnonykn 1-Tio-D-rnoumTony Ta OTpuMaHHs ii noxig-
HUX.

Migxoaun 0o po3B'aA3aHHst Npobnem

ABTOpY [JaHOro BWHaxody MNPOBENW peTerbHUi
NOLyK i JOCNigKeHHA B cnpobi 3HaWTU po3B'A3aHHSA
BKa3aHWX BuLle npobnem. Y pesynbTaTi BOHU BUHAN-
LMK cnocié oTpMMaHHS NPsSIMOro 3B'A3yBaHHSA apuny
abo retepoumkny 3 5-TiO-rniOKO30K0 i BMABUNW, LLO
noxigHe 1-tio-D-rniountony, oTpumMaHe UMM CMOCO-
O0OM, Mae BWHATKOBY iHribyBanbHy Ail0 BiAHOCHO
SGLT2. Lle BigkputTs 4O3BOMMMIO 3aBEPLUNTM AaHUN
BUHaxig. byno BuaBneHo Takox, Wwo noxigHe 1-Tio-D-
rRIoUNTONY 3rifHO 3 BUHAXOAOM Mae 3afOoBifnbHY Kpu-
CTaniyHicTb. TakMM YMHOM, Lie NOXigHe He BuMarae
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cninbHOI KpucTanisauii 3 amiHokucnoTtoto abo iH., He
BMMarae ouulleHHsi, 3bepiraHHs, i dapmaueBTUYHe
BUPOGHULTBO LIbOro MOXiAHOrO € NerkMMm, a Kpim Toro,
BOHO € NpMAATHUM AN BUKOPUCTaHHSA SIK JTiKapCbKOro
3aco0y.

BTineHHs noxigHoro 1-tio-D-rniouutony 3rigHo 3
BMHAXOLOM (sIke Ha3uBaeTbCA Hagani "cnonyka 3rigHo
3 JaHUM BMHaxonom") 6yayTb OonucaHi HxYe.

OpHe 3 BTiNEHb AaHOro BWHaxO4y CTOCYETbCSA
cnonykn 1-tio-D-rmountony Hwxk4eHaBeneHoi dop-
myru | abo ii papmaueBTUYHO NPUNHATHOI coni, abo
rigpaTy cnonyku, abo rigpaty coni:

R® R R
9
R0 S @ A @ R
—\I/ FI? Hw |
R°0™ ™y OR'
H2

[ne RY, R? R®i R* ogHakoBi aBo pisHi, i KOXHMI
aBnse coboto atom BogHioo, Cig-ankinbHy rpyny, -
CO,R™, -COR™ a6o Cr.1,-aparnkinbHy rpymny, Heo6o-
B'A3KOBO 3aMillleHy ogHuUM abo Ginblue 3amicHMKamu,
BMOpaHMMK 3 Tpynu, sika cKnagaeTbes 3 atoma rano-
reHy, -NO, i -OMe (me R* gaBnse cobow Ci.e-
ankineHy rpyny, i R sBnsie coGoto Ci-6-ankinbHy
rpyny, Cr.10-apankinbHy rpyny abo deHinbHy rpyny),

A aBnse cobot -(CHy)y-, -CONH(CH2),-, -
HCO(CHy)p-, -O-, -S-, -NH- abo -(CH3),CH=CH- (ge n
o3Hauvae uine ynicno Big 0 go 3).

Ar' siBnsie coboto apuneHoBy rpyny, retepoapu-
neHoBy rpyny abo reTepoumKioankineHoBy rpyny,

Ar® aBnge coboro apunbHy rpyny, rerepoapunbHy
rpyny abo reTepouuKnoarnkinbHy rpyny, i

R® R® R, R® R®i R™ ogHakosi a6o piaHi, i kox-
HWIA siIBNsiE coboto:

(i) aTom BOAHIO,

(i) aTom ranoreny,

(iii) rippokcunbHy rpyny,

(iv) Cig-ankineHy rpyny, HeobOOB'A3KOBO 3amilLie-
Hy OOHMM abo OGinblie 3amiCHUKamu, BUOpaHUMK 3
rpynu, ska cknagaeTbCcs 3 atoma ranoreHy i rigpokcu-
NbHOT rpynu,

(V) -(CH2)m-Q {ge m osHadvae uine 4ucno Big 0
no 4, i Q asnse cobow -CHO, -NHz, -NO;, -CN, -
COH, -SO3H, -OR®, -CO,R™, -CONH,, -CONHR™, -
CONR®R®, -COR™, -OCOR¥, -SR*, -SOR%,
SO,R®, -NHC(=O)H, -NHCOR®, -NHCO,R%, -
NHCONH,, -NHSO:R**, -NHR* a6o -NR*R* (ge
R® R* R®, R® | R koxHui siBnsic coboto Cog-
ankinbHy rpyny, R sBnsie coboto Ci-e-ankinbHy rpy-
ny, HeOOOB'A3KOBO 3aMilLleHy aTOMOM(amMu) ranorexy,
R™ R% R® | R™ koxHuit siBnsie co6oto Ci.-ankinbHy
rpyny, Cr.o-apankineHy rpyny, deHinsHy rpyny ato
Ca.z-Lumknoankineny rpyny, i R®, R%, R® i R* koxHuit
aBnse coboto Cie-ankineHy rpyny, eHinbHy rpyny
abo ToninbHy rpyny)},

(vi) -O-(CH2)m'-Q' {ne m' o3Hayvae uine uucno Bia
1 0o 4, i Q' aBnse coboto rigpokcunbHy rpyny. -COzH,
-OR%, -CO,R®, -CONH,, -CONHR®. -CONR*°R**?, -
NH., -NHR*!, -NR*™?R*? a6o -NHCO,R® (ge R*,
R*® R R j R*2 yoxuuit sBnse coGow Cie-
ankineHy rpyny, R% sBnsie co6oio Ci-6-ankinbHy rpy-
ny, HeobOB'A3KOBO 3aMiLLeHy aTOMOM(aMu) ranoreHy,
i R® gaBnse coboto Cie-ankinbHy rpyny, Cr.i0-
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apankinbHy rpyny, deHinbHy rpyny a6o Csg-
LMKNoankineHy rpyny)},

(vii) -OR' {ne R" siBnsie coGoro Ca.7-UMKnoankinbHy
rpyny, HeoboB'A3KOBO 3aMillieHy oaHUM abo bGinblue
3aMiCHUKaMu1, BUBpaHNMK 3 rpynu, sika CKNagaeTbes 3
aToMma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynn i -OR™® (ne R*™® sBnsie coboto Cie-ankinbHy
rpyny); apuibHy rpyny, HeoOOB'S3KOBO 3aMilLieHy
ofgHuM abo Ginblie 3amicHMkamu, BUOpaHUMK 3 rpy-
nu, sika CKnagaeTbCs 3 aToMa ranoreHy, rigpoKcub-
Hoi rpynun, Cye-ankinbHoirpynu i -OR™ (ne R*** sp-
nae cobow Cig-ankineHy rpyny); Cr.ip-apankineHy
rpyny, HeobOB'A3KOBO 3aMillleHy ogHMM abo Ginblue
3aMiCHUKaMu, BUBpaHUMK 3 rpynu, sika CKNagaeTbes 3
aToMma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinsHoi
rpynn i -OR™® (ne R*™® sBnsie coboto Cie-ankinbHy
rpyny); abo retepoumknoankineHy rpyny, HeoboB'as-
KOBO 3aMmilweHy oaHum abo 6inblie 3amicHuKamu,
BMOpaHuMK 3 rpynu, sika cknagaeTbcsd 3 atoma rano-
reHy, rigpokcunbHOi rpynun, Cig-ankinbHOI rpynm i -
OR™® (ne R™® aBnsie co6oto Cy.g-ankinbHy rpyny)},

(viii) -NHR? {ne R® siBnsie coboto C7.jp-apankinbHy
rpyny, HeobOB'A3KOBO 3aMillleHy ogHMM abo Ginblue
3aMicHUKamu, BUGpaHUMK 3 rpynu, sika CKNagaeTbest 3
aToMma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinsHoi
rpynm i -OR™ (ne R* saBnsie coBoto Cie-ankinsHy
rpyny)},

(ix) Csz7-umknoarnkineHy rpyny, HeobOB'A3KOBO
3aMilweHy ogHuUM abo Ginblie 3aMicHMkamu, Bubpa-
HAMWU 3 Tpynu, fKa CKNagaeTbCa 3 atoma ranorexy,
rinpokcunbHoi rpynn, Cie-ankinbHoi rpynu i -OR? 8
(oe R™® aBnsie co6oto Ci.g-ankinbHy rpyny),

(x) apunbHy rpyny, HeobOB'sI3KOBO 3aMilLeHy Of-
HUM abo Ginble 3amicHMKamu, BUOpaHMMK 3 rpynu,
AKa CKnagaeTbcd 3 atoma ranoreHgl, riZPOKCUNBHOT
rpynu, Cie-ankineHoi rpynu i -OR™® (ne R™® siBnsie
coboro Cyg-ankinbHy rpymny),

(xi) C7.10-apankineHy rpyny, HeobOB'A3KOBO 3ami-
LeHy oaHMM abo GinbLue 3aMicHMKaMu, BUbpaHumm 3
rpynu, sika CKnagaeTbCsi 3 aToMa ranoreHy, rigpoKcu-

- . - : a20 a20
nbHoi rpynu, Cie-ankinbHoi rpynu i -OR™" (ae R
aBnse coboto Cie-ankinbHy rpyny).

(xii) reTepoapunbHy rpyny, HeoboOB'A3KOBO 3ami-
LeHy ogHMM abo Ginblue 3aMiCHUKamMu, BUbpaHumm 3
rpynu, sika CKrnagaeTbCcs 3 atoma ranoreHy, rigpokcu-
nbHOT rpynu, Cie-ankinbHoi rpynu i -OR** (ne R
aBnsie coboto Cqg-ankineHy rpyny).

(xiii) reTepoumknoankinbHy rpyny, HeoboB'A3KOBO
3amilleHy ogHuM abo Binblue 3amicHukamu, Bubpa-
HAMK 3 Tpynu, sika CKNagaeTbCs 3 atoma rarnorexy,
rigpokcunbHoi rpynn, Cie-ankinbHoi rpynu i -OR® 2
(ne R*? sBnsic co6oto C1.-ankinbHy rpyny).

(xiv) Co.6-ankeHinbHy rpyny abo

(xv) Co--ankiHinbHy rpynyl.

[HWe BTINEHHA [aHoro BMHaxXod4y CTOCYETbCS
crnonyku 1-Tio-D-rmounTtony HwxkyeHasegeHoi dop-
mynu 1A abo i dpapMaueBTUYHO NPUIHATHOT coni abo
rigpaTty cnonyku abo rigpaTy coni:
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1A

0

lme RY, R? R®i R* ogHakoBi a6o pisHi, i KOKHMIA
aBnse coboto atom BogHwo, Cig-ankinbHy rpymny, -
CO,R™, -COR™ a6o Cy.1,-aparnkinbHy rpyny, Heo6o-
B'I3KOBO 3aMilLleHy ogHMM abo Ginblue 3amicHMKamu,
BMOpaHMMK 3 rpynu, sika cKnagaeTbesa 3 atoma rano-
rery, -NO, i -OMe (ne R* sBnsie coboo Cie-
ankineHy rpyny, i R° siBnsie coboto Cie-ankinbHy
rpyny, Cr.10-apankineHy rpyny abo deHinbHy rpyny),

A gaBnsie coboto -(CHz)n-, -CONH(CH2)n-, -
HCO(CH3),-, -O-, -S-, -NH- abo -(CH2),CH=CH- (ge n
o3Hauae uine uucno Big 0 go 3).

Ar' saBnsic cobolo apuneHoBy rpyny, retepoapu-
neHosg rpyny abo retepoumknoankineHosy rpyny,

Ar® aBnse coboto apunbHy rpyny, rerepoapunsHy
rpyny a6o retepouuKnoankibHy rpyny, i

R% R% R’, R® RYi R ogHakosi aGo pisHi, i ko-
XHUI sBNSiE coBoto:

(i) aTom BOAHIO,

(i) aTom ranoreny,

(iiii) rinppokcunbHy rpyny,

(iv) Cig-ankineHy rpyny, HeoboB'A3KOBO 3aMilLie-
Hy oAHMM abo OGinblie 3amicHuKamu, BUOpaHUMKU 3
rpynu, ska cknagaeTbecsa 3 atoma ranoreHy i rigpokcu-
NbHOI rpynu,

(V) -(CH2)m-Q {ge m osHa4vae uine uncno Big 0
no 4, i Q asnse cobow -CHO, -NH;, -NO,, -CN, -
CO2H, -SO3H, -OR®, -CO,R™, -CONH,, -CONHR™, -
CONR®R®, -COR™, -OCOR¥, -SR*, -SOR%,
SO,R®, -NHC(=O)H, -NHCOR®, -NHCO.R", -
NHCONH,, -NHSO,R**, -NHR* a6o -NR*'R¥ (ne
R® R* R® R | RY koxnuin siBnsic cobot Cig-
arnkinbHy rpyny, R sBnsie coboio Ci-e-ankinbHy rpy-
ny, HeOOOB'A3KOBO 3aMiLLeHy aTOMOM(aMu) ranoreHy,
R R% R® | R™ koxHuit siBnsie co6oto Cy.-ankinbHy
rpyny, Cr.i0-apankinbHy rpyny, deHineHy rpyny abo
Ca.z-Lmknoankinbny rpyny, i R, R%, R®® i R® koxHuii
aBnsie coboto Cig-ankineHy rpyny, eHinbHy rpyny
abo TonineHy rpyny)},

(vi) -O-(CH2)m'-Q' {ae m' o3Hayvae uine uncno BiA
1 po 4, i Q' siBnsie coboto rigpokcunsHy rpyny, -CO2H,
-OR%, -CO,R®, -CONH,, -CONHR®®, -CONR™R*", -
NH., -NHR*!, -NR*™?R*? a6o -NHCO,R® (ge R%,
R*® R R i R*2 ykoxuuit sBnse co6ow Cie-
ankinbHy rpyny, R® sBnsie coboto Ci.6-ankinbHy rpy-
ny, HeobOB'A3KOBO 3aMilLleHy aTOMOM(amMu) ranorexy,
i R® sBnsie coBow Cig-ankinbHy rpyny, Cr.io-
apankineHy rpyny, deHineHy rpyny ab6o Csg-
LMKIoankinesHy rpyny)},

(vii) -OR' {ne R siBnsie co6oto Cs.7-LMKnoarnkinbHy
rpyny, HeobOB'A3KOBO 3amilleHy oaHMM abo Ginblue
3aMiCHUKaMu, BUGpaHNMK 3 rpynu, sika CKNagaeTbes 3
aToma ranoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynn i -OR™® (ne R*™® sBnsie coboto Ci.e-ankinbHy
rpyny); apunbHy rpyny, HeoOOB'A3KOBO 3aMillleHy
ofgHuM abo Ginblue 3amMiCHMKamMu, BUOpaHUMK 3 rpy-
nW, sika CKNagaeTbCsl 3 aToMa ranoreHy, rigpoKcunb-
Hoi rpynu, Cie-ankinbHoirpynu i -OR** (ne R** siB-
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nse coboto Cie-ankinbHy rpyny); abo Cr.io-
aparnkinbHy rpyny, HeoOOB'SI3KOBO 3aMilleHy OAHUM
abo 6Ginblie 3amicHMkamu, BUOpaHUMKU 3 rpynu, sika
CknagaeTbCs 3 aToMa ranoreHy, rigpoKCUbHOI rpynu,
Cue-ankinbHoi rpynu i -OR® (ge R™ sBnsie coGoto
Ci-6-ankinbHy rpyny);

(viii) -NHR?® {ge R aBnsie coboto C.jp-aparnkinbHy
rpyny, HeobOB'A3KOBO 3aMillileHy oaHUM abo Oinblue
3aMmicHMKamu, BUOGpaHMMu 3 rpynu, ska ckrnagaerbcs 3
aToma ranoreHy, rigpokcunbHoi rpynu, Cig-ankinbHoi
rpynm i -OR™ (ge R*™ saBnsie coBoto Cis-ankinbHy
rpyny)},

(ix) Cs7-umknoarnkineHy rpyny, HeobOB'A3KOBO
3amillleHy ogHuMm abo Ginblue 3amicHukamu, Bubpa-
HAMW 3 Tpynu, fKa CKNagaeTbCa 3 atoma rasnoreHy,
rinpokcunbHOi rpynu, Cie-ankineHoi rpynu i -OR? 8
(ne R*® ansie coboto Ci.-ankinsHy rpyny),

(x) apunbHy rpyny, HeOGOB'sI3KOBO 3aMillleHy Of-
HMUM abo Ginble 3amicHMKamu, BUOpaHMMK 3 rpymnu,
AKa CKnagaeTbcd 3 atoma ranoreHgl, TiAPOKCUIBHOT
rpynu, Cie-ankinbHoi rpynu i -OR™® (ne R™® siBnsie
coboro Cig-ankinbHy rpymny),

(xi) C7-10-apankineHy rpyny, HeobOB'A3KOBO 3ami-
LLeHy oaHMM abo GinbLue 3aMicHVMKaMu, BUGpaHumu 3
rpynu, sika CknagaeTbcsi 3 aToMa ranoreHy, rigpoKcu-
nbHOT rpynu, Cie-ankineHoi rpynun i -OR**° (ne R**°
aBnse coboto Cie-ankineHy rpyny),

(xii) reTepoapunbHy rpyny, HeoboB'A3KOBO 3ami-
LeHy ogHMM abo Ginblue 3aMiCHUKamMu, BUbpaHumm 3
rpynu, sika CKNnagaeTbCs 3 aToMa ranoreHy, rigpoKcu-
NbHOT rpynu. Cie-ankinbHoi rpynu i -OR** (ne R
aBnsie coboto Cy.g-ankinebHy rpyny), abo

(xiii) reTepouumknoankinbHy rpyny, HeoboB'A3KOBO
3aMilweHy ogHum abo Ginblie 3amicHMkamu, Bubpa-
HAMK 3 Tpynu, sika CKNagaeTbCs 3 atoma rarnorexy,
rinpokcunbHoi rpynn, Cie-ankinbHoi rpynu i -OR? 2
(ne R**? aBnsie coBoto Ci-ankinbHy rpyny)].

MepLi KOHKpPeTHI BTINEHHs AaHOro BUHaxoay Bia-
HocaTbcA Ao cnonyk 1-Tio-D-rmouunTtony copmyn |
abo IA, fe Ar' siBnisie co6oto apuneHoBy rpyny abo ix
dapmaLeBTUYHO NPURHSATHI coni abo rigpaTn conen.

OpHe 3 BuLe3ragaHux BTiNEHb AaHOr0 BUHaxody
ctocyetbea cnonyku 1-tio-D-rmountony dopmyn |
abo IA, ge Ar' siBnsie co6oio deHinbHy rpyny abo
HadTMneHoBy rpyny, abo ii hapmaueBTUYHO NPUIAHA-
THoI coni abo rigpaTty cnonyku abo rigpaTy conen.

[HWe BTINEHHA [aHoro BMHaxXod4y CTOCYETbCS
cnonykn 1-tio-D-rnounTtony abo ii dapmaueBTU4HO
npunHATHOI coni abo rigpaty cnonyku abo rigpaty
coni, ae A aensie co6oto -(CHz)n-, -CONH(CH2)n-, -O-
abo -(CH2)nCH=CH- (ge n o3Ha4vae uine uncno Big 0
ao 3).

IHWe BTINEHHA [JaHoro BMHaxoO4y CTOCYETbCA
cnonykn 1-tio-D-rntounTtony abo ii dapmaueBTUYHO
npunHATHOI coni abo rigpaty cnonyku abo rigpaty
coni, ge A ansie coboto -CH,-.

I[HWe BTINEHHA [aHoro BMHAaxXo4y CTOCYETbCS
cnonykn 1-tio-D-rnoumTtony abo ii dapmaueBTUYHO
npunHATHOI coni abo rigpaty cnonyku abo rigpaty
coni, Ae Ar sBnsie coboto eHinbHy rpyny, TiEHINbHY
rpyny, ©OeH3o[b]tiodpeHinbHy  rpyny,  TieHO[2,3-
b]tiodeHinbHy rpyny, 6eH3odypaHineHy rpyny, 6eH-
30Tia3oninbHy rpyny, iHAOMINBHY rpyny, NiPONifbHY
rpyny, iMigasonineHy rpyny, nipasoninbHy rpyny, mni-
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puauneHy rpyny, nipyuMigunineny rpyny, nipasuHinbHy
rpyny abo i3okcasoninsHy rpyny.

lMeplle KOHKpPeTHe BTINEHHs [aHOro BUHAaxoay
CTOCyeTbCs, 3okpema, cnonyku 1-Tio-D-rmouutony
HWx4eHaBeaeHoi chopmynu |l abo ii dhapmaueBTU4HO
NpuURHATHOI coni, abo rigpaty cnonyku, abo rigpaty
coni (ska Ha3nBaeTbCcsA Hadani sk "nepLue KOHKpeTHe
BTineHHs (1)"):

lne RY, R? R®i R* ogHakoBi a6o pisHi, i KOKHMIA
ABnsae cobot atom BoAHK, Cie-ankinbHy rpyny, -
CO,R™, -COR™ a6o C7.1,-aparnkinbHy rpyny, Heo6o-
B'AA3KOBO 3aMillleHy ogHUM abo Ginblue 3amicHUKamu,
BMOpaHMMK 3 rpynn, sika CKnagaeTbca 3 atoma rasno-
reHy, -NO, i -OMe (me R* asnse co6ow Ci.e-
ankinbHy rpyny, i R sBnsie coGoto C1-g-ankinbHy
rpyny, Cr.1o-apankinbHy rpynX abo eHinbHy rpyny),

woHarmeHwe oauH 3 R™, R®, R® i R® sinsie co-
0010 aTOM BOAHIO, Ta iHLWIi 3 HUX OOHAKOBI abo pisHi, i
KOXHWIA ABnsi€ coboto:

(i) aTom BOAHIO,

(i) aTom ranoreHy,

(iii) rinppokcunbHy rpyny,

(iv) Cig-ankineHy rpyny, HeoOOB'I3kOBO 3aMmilLie-
Hy oAHMM abo OGinblie 3amicHuKamu, BUOpaHUMK 3
rpynu, ska cknagaeTbCcsa 3 atoma ranoreHy i rigpokcu-
NbHOI rpynu,

(v) -(CH2)m-Q" {ne m o3Hauae wine uucno sia 0
no 4, i Q* ssnse cobow -NH,, -CO,H, -OR®, -
COR*, -CONH,, -CONHR*, -CONR*R*, -COR™, -
OCOR%, -SR®, -SOR%, -SO,R%, -NHC(=O)H, -
NHCOR®, -NHCO,R*, -NHCONH,, -NHSO,R**, -
NHRaG abo NRa7Ra7 (.D.e Razy Ra3, Ra4’ RaS, Raﬁ i Ra7
KOXHUI aBnsie coboto Cig-ankinbHy rpyny, R aBnsie
coboto Cyg-ankinbHy rpyny, HE0OOB'I3KOBO 3aMiLLEHY
atomom(amu) ranorery, R™, R%, R® i R* koxHuit
aBnse cobot Cig-ankinbHy rpyny, Cr.io-apankinbHy
rpyny, deHineHy rpyny abo Cs.;-LMKNoankinbHy rpy-
ny, i koxknun R®, R®?, R*®® i R* sBnsie coboto Cie-
ankineHy rpyny, deHinbHy rpyny abo ToninbHy rpy-
ny)},

(vi) -O-(CH2)m'-Q' {ae m' o3Hayvae uine uncno Bia
1 po 4, i Q' siBnsie coboto rigpokcunsHy rpyny, -CO2H,
-OR%, -CO,R®, -CONH,, -CONHR®®, -CONR™R*"°, -
NHz, -NHR*! -NR*™?R*? a6o -NHCO,R® (ge R*,
R*® R R i R¥2 ykoxHuit sBnse co6ow Cie-
ankinbHy rpyny, R® sBnsie coboio Ci-e-ankinbHy rpy-
ny, HeobOB'A3KOBO 3aMilLleHy aTOMOM(amMu) ranorexy,
i R® sBnse coGotwo Cie-ankinbHy rpyny, Crio-
apankineHy rpyny, deHineHy rpyny abo Csg-
LMKoankineHy rpyny)},

(vii) -OR' {ne R siBnsie co6oto Cs.7-LMKnoarnkinbHy
rpyny, HeobOB'I3KOBO 3aMilleHy oaHMM abo Ginblue
3aMiCHUKaMu, BUBpaHNMK 3 rpynu, sika CKNagaeTbes 3
aToMa ranoreHy, rigpokcuneHoi rpynu, Cie-rpynu i -
OR™3 (ne R* sBnsie coBot Cis-ankinbHy rpyny);
apunbHy rpyny, HeoboB'sI3KOBO 3aMilLleHy ogHUM abo
OinbLue 3amicHMkamu, BUOpaHMMK 3 rpynu, sika ckna-
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OaeTbCs 3 aToMa ranoreHy, rigpokcunsHoi rpynu, Ci-
s-ankinsHoirpynu i -OR** (ne R*™* aBnsie co6oto Cye-
ankineHy rpyny); Cr.io-apankineHy rpyny, HeoboB's3-
KOBO 3aMilweHy ofgHum abo 6Ginblie 3amicHuKamu,
BMOpaHMMK 3 rpynn, ska CKnagaeTbcsa 3 atoma rano-
reHy, rigpokcunbHOi rpynun, Cig-ankinbHoi rpynm i -
OR?*" (ne R*™ sBnsie co6oto Cy.g-ankinbHy rpyny)};

(viii) -NHR?® {ge R aBnsie coboto C7.jp-apankinbHy
rpyny, HeoboB'A3KOBO 3aMilleHy oaHuM abo Ginblue
3amicHMKamu, BUGpaHMMu 3 rpynu, ska ckrnagaerbcs 3
aToma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynmn i -OR™ (ge R*™ saBnsie coBoto Ci.s-ankinbHy
rpyny)},

(ix) apunbHy rpyny, HeOOOB'I3KOBO 3aMillleHy of-
HUM abo Ginblle 3amicHMKamu, BUOpaHUMK 3 Tpynu,
sika CKnapaeTbcs 3 aToma ranoreHy, rigpoKCUnbHOT
rpynu, Cie-ankineHoi rpynu i -OR™ (ne R*™® siensie
coboto Cyg-ankinbHy rpyny), abo

(X) reTepouuknoankineHy rpyny, HeobOB'sSI3KOBO
3aMilweHy ogHuUM abo Ginblue 3aMiCHMKkamu, Bubpa-
HAMW 3 TPYNu, fKa CKNagaeTbCa 3 atoma ranoreHy,
rinpokcunbHoi rpynn, Cie-ankinbHoi rpynu i -OR® 2
(ne R* aBnsie coBoto C1-ankinbHy rpyny), i

RE, R™ i R® ogHakoBi abo pisHi, i KOXHWIN SBNsiE
coboto:

(i) aTom BOAHIO,

(i) aTom ranoreny,

(iii) rippokcunbHy rpyny,

(iv) Cig-ankineHy rpyny, HeobOB'A3KOBO 3amilLie-
Hy ogHMM abo 6inble 3amicHMkamu, BMOpaHUMK 3
rpynu, sika cknagaeTbCcs 3 atoma ranoresy i rigpokcu-
NbHOI rpynu,

(V) -(CH2)m-Q {ge m osHa4vae uine 4ucno Big 0
no 4, i Q aense coborw -CHO, -NH,, -NO,, -CN, -
CO2H, -SO3H, -OR®, -CO,R*, -CONH,, -CONHR™, -
CONR™R®, -COR", -OCOR¥, -SR®, -SOR%,
SO,R®, -NHC(=O)H, -NHCOR®, -NHCO.R%,
NHCONH,, -NHSO,R**, -NHR* a6o -NR*R¥ (ne
R®. R* R®, R® | R koxHuin sBnsic coboto Cog-
ankinbHy rpyny, R sBnsie coboto Ci-6-ankinbHy rpy-
ny, HeOOOB'A3KOBO 3aMilLleHy aTOMOM(aMu) ranorexy,
R™ R% R® | R™ koxHuit siBnsie cob60to Ci.-ankinbHy
rpyny, Cr.ap-apankineHy rpyny, derinsHy rpyny abo
Ca.7-LMKIoankinbHy rpyny, i koxnuin R®:, R%, R®® | R®
aBnse coboto Cie-ankineHy rpyny, eHinbHy rpyny
abo ToninbHy rpyny)},

(vi) -O-(CH2)m'-Q' {ne m' o3Hayvae uine yucno Big
1 004, i Q' aBnse coboto rigpokcunbHy rpyny, -COzH,
-OR%, -CO,R™, -CONH,, -CONHR®’, -CONR™R**, -
NHz, -NHR*!, -NR*’R*? a6o -NHCO,R® (ne R,
R* R R i R*? gkoxnuit sBnsie coBow Cig-
arnkinbHy rpyny, R® sBnsie co6oio Ci-6-ankinbHy rpy-
ny, HeoOOB'A3KOBO 3aMiLleHy aTOMOM(aMu) ranoreHy,
i R® sBnse coboto Cig-ankinbHy rpyny, Cr.io-
apankineHy rpyny, deHinbHy rpyny abo Csg-
LMKIoankinbHy rpyny)},

(vii) -OR {ne R" sBnsie coGoto Ca3.7-UMKIoankineHy
rpyny, HeobOB'A3KOBO 3aMillleHy oaHMM abo Ginblue
3aMmicHuMKamu, BUOpaHMmu 3 rpynu, ska cknagaerbcs 3
aToma ranoreHy, rigpokcunbHoi rpynu, Cig-ankinbHoi
rpynn i -OR™?® (ne R*™® saBnsie coboto Cie-ankinbHy
rpyny); apwrnbHy rpyny, HeoOOB'AI3KOBO 3aMillleHy
ogoHuM abo Binblue 3amicHUKamu, BUOpaHUMK 3 Tpy-
N1, fKka CKNagaeTbCca 3 atoMa ranoreHy, rigpoKcub-
Hoi rpynu, Cye-ankinbHoirpynu i -OR* (ge R*™* sig-
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nsie cobot Cig-ankinbHy rpyny); Cr.io-apankinbHy
rpyny, HeobOB'A3KOBO 3aMillleHy oaHMM abo Ginblie
3amicHVMKamu, BUOpaHMmu 3 rpynu, ska cknagaerbcs 3
aToma ranoreHy, rigpokcunbHoi rpynu, Cie-ankinbHoi
rpynm i -OR™® (ge R™® saBnsie coGoto Ci.g-ankinbHy
rpyny); abo retepoumknoankineHy rpyny, HeoboB'a3-
KOBO 3amiweHy oaHuMm abo 6inblue 3amicHuKamu,
BMOpaHMMK 3 rpynn, sika cKnagaeTbecsa 3 atoma rano-
reHy, rigpokcunbHOi rpynu, Cie-ankinbHoi rpynm i -
OR™® (ne R™® aBnsie coboto Cy.g-ankinbHy rpyny)}.

(viii) -NHR® {ne R? sBnsie coboto C.jp-aparnkinbHy
rpyny, HeoboB'A3KOBO 3amilleHy ogHuM abo Ginblue
3amicHVKamu, BUOpaHUMU i i pyHu, sika ckrnagaeTbes 3
aToMma rarnoreHy, rigpoKcunbHoi rpynu, Cig-ankinbHoi
rpynn i -OR™ (ne R*™’ sBnsic coboto Cie-ankinbHy
rpyny)},

(ix) Cs.7-umknoankineHy rpyny, HeoboOB'A3KOBO
3amilweHy ogHum abo Ginblie 3amicHWkamu, Bubpa-
HAMW 3 TPynu, Sika CKNagaeTbCs 3 aToma ranoreHy,
rigpokcunbHOi rpynn, Cie-ankinbHoi rpynu i -OR? 8
(ne R™® aBnsie coboto Cy.g-ankinbHy rpyny),

(x) apunbHy rpyny, HeobOB'SI3KOBO 3aMilLleHy of-
HUM abo Ginblue 3amicHMKaMu, BUOpaHUMKU 3 rpynu,
slka CKnagaeTbCcs 3 aToma ranoreHy, rigpoKCUnbHOT
rpynun, Cig-ankinbHoi rpynu i -OR™® (ne R**° ssnsie
coboto Cyg-ankinbHy rpyny),

(xi) Cr.10-apankinbHy rpyny, HeoboB's3KOBO 3aMi-
LLeHy ogHMM abo Ginblue 3aMiCHUKamMu, BUbpaHumm 3
rpynu, sika CknagaeTbCsi 3 aToMa ranoreHy, rigpoKcu-
nbHOT rpynu, Cie-ankinbHoi rpynu i -OR*° (ne R
aBnse coboto Cie-ankineHy rpyny),

(xii) reTepoapunbHy rpyny, HeobOB'I3KOBO 3aMi-
LeHy oaHMM abo Ginblue 3aMicHMKaMu, BUGpaHumu 3
rpynu, sika CknagaeTbCsi 3 aToMa ranoreHy, rigpokcu-
nbHOT rpynu, Cie-ankinbHoi rpynu i -OR*! (ne R
aBnsae coboro Ci.g-ankinbHy rpyny).

(xiii) reTepounknoankineHy rpyny, HeoboB'a3koBO
3amilleHy ogHuMm abo Binblue 3amicHukamu, Bubpa-
HAMW 3 Tpynu, fKa CKNagaeTbCA 3 atoma rasnoreHy,
rinpokcunbHOT rpynun, Cie-ankinbHoi rpynu i -OR? 2
(oe R** aBnsie co6oto C1.-ankinbHy rpyny).

(xiv) Co.6-ankeHinbHy rpyny abo

(xv) Cag-ankiHinbHy rpyny].

IHWe BTINEHHA [aHoro BMHaxXO4y CTOCYETbCA
cnonykun 1-tio-D-rntoumTony cdopmynu |l abo ii cap-
MaLEeBTUYHO MPUIAHATHOI coni abo rigpaTty cnomnyku
abo rigpaTy coni (Lo Ha3MBaeTbCcsa Hagani sk "nepLue
KOHKpeTHe BTineHHs (1)-1"), B skin

R" i R® koxHui siBNsic cob0oto aToM BOAHIO,

R® aBnsie co6oo atom BOZAHIO, aTOM ranoreHy, ri-
apokeunbHy rpyny, Cig-ankineHy rpyny, -O-(CHz)m'-
Q' {me m' o3Havae uine yucro Big 1 oo 4, i Q' asnse
coboto riApOKCUnLHY rpyny, -CO,H, -OR%, -CO,R®, -
CONH,, -CONHR?*’, -CONR™R™?, -NH,, -NHR™", -
NR*?R¥?2 a60 -NHCO,R® (ge koxnuit R, R*, R,
R*! i R*2 aBnsie coboio Cye-ankinbHy rpyny, R sie-
nsie coboto Ci.g-ankineHy rpyny, HeoboB'si3KOBO 3a-
MilLleHy aToMoOM(amu) ranoreny, i R® sBnsie coboto
Ci-s-ankinbHy rpyny, Cr.ip-apankineHy rpyny, deHins-
HY rp¥ny abo Cs.7-umknoankineHy rpyny)}, abo -OR"
{ne R ! aBnsie coboto Ci-6-ankinbHy rpyny, HeoboB'a3-
KOBO 3aMilweHy atomom(amu) ramnoreHy, abo Cr.io-
aparnkinbHy rpyny, HeobOOB'I3KOBO 3aMileHy OAHUM
abo Ginblie 3amicHMKamu, BUOpaHUMKU 3 Tpynu, sika
CKInajaeTbcs 3 aToMa ranoreHy, rigpokCunbHOI rpynu,
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Cue-ankinbuoi rpynu i -OR™® (ge R**® sBnsie coGoto
Ci.s-ankinbHy rpyny),

R~ aBnsie cobolo atom BOAHIO, aTOM rarnoreHy, ri-
ApOKCUNBHY rpyny, Cyg-ankinbHy rpyny a6o -OR” {ae
R aBnsie co6oto Cy.g-ankinbHy rpyny, HeoGOB'SI3KOBO
3amilleHy aTtomom(amu) ramnoreHy, a6o Cr.io-
aparnkinbHy rpyny, HeoOOB'SI3KOBO 3aMilleHy OAHUM
abo Ginble 3amicHMkamu, BUOpaHUMKU 3 Tpynu, sika
CKnagaeTbCs 3 aToMa ranoreHy, rigpoKCUNbHOI rpynu,
Cie-ankinbHoi rpynu i -OR™® (ne R*™ sBnse coboto
Ci-6-ankinbHy rpyny),

RE i R' oHakoBi a6o piaHi, | KoXHUIT SBRsSiE cOBOI0
aToOM BOAHIO, aTOM ranoreHy, rigpokcuneHy rpyny, Ci.
g-ankinbHy rpyny a6o -OR* (ge R™ sensie coGoto Cy.
g-amnkinbHy rpyny, HeoOOB'A3KOBO 3aMilleHy aTo-
MOM(amwu) ranoreny), i

R® siBnsie coboto:

(i) aTom BOAHIO,

(i) aTom ranoreHy,

(iii) rippokcunbHy rpyny,

(iv) Cig-ankineHy rpymny, HeobOOB'SI3KOBO 3amilLie-
Hy ogHMM abo 6inblie 3amicHWkamu, BMOpaHUMK 3
rpynu, sika cknagaeTbCs 3 atoma ranoresy i rigpokcu-
NbHOI rpynu,

(V) -(CH2)m-Q {ge m o3Hayae uine uncro Big 0
no 4, i Q aense coboto -CHO, -NH,, -NO,, -CN, -
COzH, -SO3H, -OR®, -CO,R*, -CONH,, -CONHR™, -
CONR™R®, -COR", -OCOR¥, -SR®, -SOR¥, -
SO,R®, -NHC(=O)H, -NHCOR®, -NHCO.R%, -
NHCONH,, -NHSO,R**, -NHR* a6o -NR*R¥ (ne
R® R R® R® i RY koxHuit sBnse co6ot Cie-
ankinbHy rpyny, R sBnsie coboto Ci-6-ankinbHy rpy-
ny, HeOOOB'A3KOBO 3aMilLleHy aTOMOM(aMu) rarnorexy,
R R%. R® | R™ koxHuit siBnsie co60to Ci.-ankinbHy
rpyny, Cr.p-apankineHy rpyny, derinsHy rpyny abo
Ca.7-LMKIoankinbHy rpyny, i koxuuin R®:, R%, R®® | R®
aBnse coboto Cie-ankinbHy rpyny, eHinbHy rpyny
abo ToninbHy rpyny)},

(vi) -O-(CH2)m'-Q' {ne m' o3Hayvae uine yucno Big
1 004, i Q' aBnse coboto rigpokcunbHy rpyny, -COzH,
-OR%, -CO,R™, -CONH,, -CONHR®, -CONR™R**, -
NHz, -NHR*!, -NR*’R*? a6o -NHCO,R® (ne R,
R* R R i R*? ykoxnuit sBnsie coBow Cig-
arnkinbHy rpyny, R® sBnsie co6oio Ci-6-ankinbHy rpy-
ny, HeoOOB'A3KOBO 3aMileHy aTOMOM(amMu) ranoreHy,
i R® sBnse co6oto Cig-ankinbHy rpyny, Cr.io-
apankineHy rpyny, deHinbHy rpyny abo Csg-
LMKNoankineHy rpyny)},

(vii) -OR' {ne R" siBnsie coGoto Cs.7-umKnoankinbHy
rpyny, HeoboB'A3KOBO 3amilleHy oaHuMm abo Ginblue
3aMmicHuMKamu, BUOpaHMmu 3 rpynu, ska cknagaerbcs 3
aToma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynm i -OR™® (ge R™® saBnsie coGoto Ci.g-ankinbHy
rpyny); apuibHy rpyny, HeobOB'I3KOBO 3aMilLieHy
ogHuM abo Binblue 3amicHUkamu, BUOpaHUMK 3 rpy-
N1, fKa CKNagaeTbCcs 3 atoMa ranoreHy, rigpoKCcub-
Hoi rpynu, Cye-ankinbHoirpynu i -OR™ (e R*™* sie-
nsie cobot Cig-ankinbHy rpyny); Cr.ip-apankinbHy
rpyny, HeoboB'A3KOBO 3aMilleHy oaHuM abo Ginblue
3aMmicHMKamu, BUOpaHMmu 3 rpynu, ska cknagaerbcs 3
aToma ranoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynn i -OR*® (ne R™® sBnsie coboto Cie-ankinbHy
rpyny); abo retepouuknoankinbHy rpyny, Heobos'as-
KOBO 3amiweHy oaHuMm abo 6inblue 3amicHuKamu,
BMOpaHMMK 3 rpynu, sika CKNagaeTbcsa 3 atoma rano-
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reHy, rigpokcunesHoi rpynu, Cie-ankinbHOi rpynu i -
OR™® (ne R™® siBnisie co6oio C1.6-ankinbHy rpyny)}.

(viii) -NHR® {ne R? sBnsic coboto C.jp-aparnkinbHy
rpyny, HeoboB'A3KOBO 3amilleHy oaHuM abo Ginblue
3aMiCHUKaMu, BUBpaHNMK 3 rpynu, sika CKNagaeTbes 3
aToMma rarnoreHy, rigpoKcunbHoi rpynu, Cig-ankinbHoi
rpymn i -OR™ (ge R*™ sBnsie coGoto Ci.g-ankinbHy
rpyny)},

(ix) Cs.7-umknoankineHy rpyny, HeobOB'A3KOBO
3amilweHy ogHum abo Ginblie 3amicHWkamu, Bubpa-
HAMW 3 Tpynu, Sika CKNagaeTbCs 3 atoma ranoreHy,
rigpokcunbHOi rpynn, Cie-ankinbHoi rpynu i -OR? 8
(ne R™® aBnsie coboto Cy.g-ankinbHy rpyny),

(x) apunbHy rpyny, HeobOB'SI3KOBO 3aMilLeHy of-
HUM abo Ginblle 3amicHMKamu, BUOpaHUMK 3 rpynu,
slka CKnapaeTbCs 3 aToma ranoreHy, rigpoKCUnbHOT
rpynu, Cie-ankineHoi rpynu i -OR™ (ne R**® sense
coboto Cyg-ankinbHy rpyny),

(xi) Cr-10-apankinbHy rpyny, HeOOOB'A3KOBO 3aMi-
LLeHy ogHMM abo Ginblue 3aMiCHUKamMu, BUbpaHumm 3
rpynu, sika CknagaeTbcs 3 atoma ranoreny, rigpokcu-

. : - : a20 a20
nbHoi rpynn, Cie-ankinbHoi rpynm i -OR™ (ge R
aBnse coboto Cie-ankineHy rpyny),

(xii) reTepoapunbHy rpyny, HeoboB'sI3KOBO 3aMi-
LeHy oaHMM abo GinbLue 3aMicHMKaMu, BUGpaHumu 3
rpynu, sika CknapgaeTbCsi 3 aToMa ranoreHy, rigpokcu-

. . .- . a2l a2l
neHoi rpynu, Cig-ankineHoi rpynn i -OR™" (ge R
aBnse coboro Ci.g-ankinbHy rpyny), abo

(xiii) reTepounknoankineHy rpyny, HeoboB'a3koBO
3amillleHy ogHuMm abo Ginblue 3amicHukamu, Bubpa-
HAMW 3 Tpynu, fKa CKNagaeTbCa 3 atoma rasnoreHy,
rinpokcunbHoi rpynun, Cig-ankineHoi rpynu i -OR? 2
(oe R** aBnsie co6oto Ci.-ankinbHy rpyny).

IHWe BTiINEHHs [aHoro BUHAxXody CTOCYETbCS
cnonykn 1-tio-D-rntoumTtony abo ii dapmaueBTUYHO
NpurHATHOI comni abo rigpaty cnonyku abo rigpaty
coni (Lo Ha3nBaeTbCa Hagani sk "meplle KOHKpeTHe
BTiNeHHs (1)-2"), B skin

R® sBrsie coGoto aToM BoAHIo, C1.g-arnkinbHy rpy-
ny, -OR™ (ge R™ sBnsie co6oio Ci.e-ankinbHy rpyny,
He0obOB'AA3KOBO 3aMillleHy aToMoM(amu) ranoreHy),
abo aTom ranoreHy i

RP sBnsie cob0oio aToM BoAHIO, riAPOKCUNBHY rpy-
ny a6o -OR™ {ne R" siBnsic cobolo Cye-ankinbHy rpy-
ny, HeoOOB'A3KOBO 3aMiLLeHy aTOMOM(aMu) ranoreHy,
abo Cy.ig-apankinbHy rpyny, HeoboB'I3KOBO 3aMmilLe-
Hy ogHuM abo 6inblie 3amicHMkamu, BMOpaHUMK 3
rpynu, sika cknagaeTbCsi 3 aToma ranoreHy, rigpokcu-

. . . . als als
neHoi rpynu, Cis-ankineHoirpynu i -OR™™ (ge R
aBnse coboto Cie-ankinoHy rpyny)}.

IHWe BTiINEHHs [aHOoro BUHAXody CTOCYETbCS
crnonykn 1-tio-D-rntounTtony abo ii dapmaueBTUYHO
NpURHATHOI coni abo rigpaTty cnonyku, abo rigpaty
coni 3rifHO 3 MepLyM KOHKPETHWM BTiNeHHaM (1)-1
ab0o nepLuMM KOHKPETHUM BTineHHAM (1)-2, B kil

R® siBnsie co6oto

(i) aTom BOAHIO,

(ii) aTom ranoreHy,

(iii) rippokcunbHy rpyny,

(i v) Ci.g-ankinbHy rpyny, HeoboB'A3kOBO 3aMmilLie-
Hy OAHMM abo Oinblie 3amicCHMKamu, BUOpPaHUMK 3
rpynu, sika cknagaeTbCcs 3 atoma ranorexy i rigpokcu-
NbHOT rpynu,

(v) -CO2H,

(vi) -OR*,
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(vii) -CO.R®,

(viii) -CONHs,

(ix) -CONHR*,

(x) -CONR™R®,

(xi) -COR™,

(xii) -OCOR®,

(xiii) -SR®*,

(xiv) -SOR®,

(xv) -SO;R%,

(xvi) -NHR?,

(xvii) -NRTRY (ne koxHuit R*, R*, R® R* | R¥
aBnsae cobow Ci.g-ankinbHy rpyny. R sBnsie co6oto
Ci-6-ankinbHy rpyny, HeobOB'A3KOBO 3aMilleHy aTo-
Mom(amu) ranoreHy, R™ i R* koxHuit siBnsie co6oto
Ci-s-ankinbHy rpyny, C;.ip-apankineHy rpyny, deHinb-
Hy rpyny a6o Caz-UmMknoankinbHy rpyny, i R®!, R® i
R®® KoXHWit sBNsie coBOKo Cie-ankineHy rpyny, deHi-
nbHyY rpyny abo TonineHy rpyny),

(xviii) -O-(CH2)m'-Q' {ge m' o3Hayae uine uymucno
Big 1 oo 4, i Q' aBnse coboio rigpokcuneHy rpyny, -
CO,H, -OR% -CO,R® -CONH, -CONHR®, -
CONR™ R _NH,, -NHR™! a6o NR*?R*? (ge R*,
R® R¥™, R™ | R™ koxHuii siBnsie cobow Cie-
ankinbHy rpyny, i R® siBnsie coboto Ci-g-ankinbHy rpy-
ny, HeobOB'I3KOBO 3aMillleHy aTtomom(amu) ramnore-
HY)} .

(xix) -OR {me R saBnge cobowo Czr-
LMKIoankineHy rpyny, HeoboB'A3KOBO 3aMilweHy ofa-
HMUM abo Ginble 3amicHMKamu, BUOpaHMMK 3 rpynu,
sIka CKrnapaeTbCs 3 aToMma ranoreHy, rigpoKCUbHOI
rpynu, Cye-ankinbHoi rpymn i OR?™ (ne R* siBnsie
coboto Ci.g-ankinbHy rpyny); apunbHy rpyny, Heobo-
B'I3KOBO 3aMileHy ogHMM abo Ginblue 3amicHukamum,
BMOpaHMMK 3 rpynu, sika cKnagaeTbes 3 atoma rano-
reHy, rigpokcunbHoi rpynu. Cie-ankinbHoirpynm i -
OR™* (ne R*™* siBnsie coboto Cyg-ankinbHy rpyny); Cr.
10-apankinbHy rpyny, HeO0OB'A3KOBO 3aMilleHy OAHUM
abo Ginblie 3amicHWKamu, BUOpaHUMKU 3 Tpynu, sika
CKINajaeTbcs 3 aToMa ranoreny, rigpokCUnbHOI rpynu,
Cie-ankinbHoi rpynn i OR™ (ge R*® siBnsie coboio
Cie-ankinbHy rpyny); abo retepouuknoankinbHy rpy-
ny, HeoboB'A3KOBO 3aMileHy ogHUM abo Ginblie 3a-
MiCHUKamu, BMGpaHMMun 3 rpynu, sika cknagaeTbcsa 3
aToma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpymn i OR™® (ne R siBnsie coBot Ci.g-ankinbHy
rpyny)},

(xx) apwnbHy rpyny, HeoGOB'A3KOBO 3aMilleHy
oaoHuM abo Binblue 3amicHUkamu, BUOpaHUMK 3 rpy-
N1, ska CKNagaeTbCcs 3 aToMa ranoreHy, rigpoKcub-
Hoi rpynin, Cie-ankineHoi rpynn i OR™ (ne R**® sp-
nsie coboro Cy.g-ankineHy rpyny),

(xxi) C7.10-apankineHy rpyny, HeoGOB'A3KOBO 3a-
MileHy ogHUM abo binblue 3amicHMkamu, BUOpaHumu
3 rpynu, sika CKNagaeTbCA 3 atoma ranoreHy, rigpok-
cunbHOi rpynu, Ci.g-ankinbHoi rpynu i -OR* (ne R20
aBnsie coboto Cig-ankineHy rpyny),

(xxii) reTepoapunbHy rpyny, HeoboB'si3KoBO 3a-
MileHy ogHUM abo GinbLue 3amicH1kamu, BUOGpaHumu
3 rpynu, sika CKnagaeTbcs 3 atoma ranoreHy, rigpok-
cUnbHOI rpynu, C-ankineHoi rpynu i -OR** (ne R**
aBnse coboro Ci.e-ankinbHy rpyny), abo

(xxiii) reTepoumknoankineHy rpyny, Heob0B'si3KO-
BO 3amilleHy ogHuM abo Ginblie 3amicHukamu, BUG-
paHVMK 3 rpynu, sika CKNagaeTbCsA 3 aToMa rasnoreHy,
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ri,qg)ommanoT rpynu, Cie-ankinbHoi rpynu i OR®¥? (ne
R*? aBnsie co6010 Cie-ankinbHy rpyny).

IHWe BTiINEHHs [aHOro BUHAXody CTOCYETbCS
cnonykn 1-tio-D-rntoumTony abo ii dapmaueBTUYHO
npunHATHOI coni abo rigpaty cnonyku abo rigpaty
coni 3rifHO 3 MepLyM KOHKPETHWM BTiNneHHaM (1)-1
ab0 nepLuMM KOHKPETHUM BTiNeHHsAM (1)-2. B kil

R® siBnsie coboto

(i) aTom BOAH!IO,

(i) aTom ranoreny.

(iii) rippokcunbHy rpyny,

(i v) Ci-g-ankinbHy rpyny, HeobOB'A3KOBO 3amilLie-
Hy ogHuM abo 6inblie 3amicHMkamu, BMOpaHUMK 3
rpynu, sika cknagaeTbCcs 3 atoma ranoreHy i rigpokcu-
NbHOI rpynu,

(v) -CO2H,

(vi) -OR*,

(vii) -CO.R®,

(viii) -CONHs,

(ix) CONHR™,

(x) -CONR®R®,

(xi) -COR™,

(xii) -OCOR®,

(xiii) -SR®*,

(xiv) -SOR®?,

(xv) -SO;R%,

(xvi) -NHR?,

(xvii) NR*R? (ne koxuuin R, R*, R*®, R* i R*'
aBnsae cobow Ci.g-ankinbHy rpyny, R sBnsie coboto
Ci-6-ankinbHy rpyny, HeobOB'A3KOBO 3aMilleHy aTo-
Mom(amu) ranoreHy, R™ i R* koxHuit siBnsie co6oto
Cis-ankinbHy rpyny, Cr.io-apankinbHy rpyny, geHinb-
Hy rpyny a6o Csz-LUukrnoankineHy rpyny, i R®', R%? i
R®® KoXHWit SBNsie cOBOKO Cie-ankineHy rpyny, deHi-
nbHy rpyny abo TonineHy rpyny),

(xviii) -O-(CH2)m'-Q' {ge m' o3Hayae uine yucno
Bia 1 oo 4, i Q' sBnsie coboto rigpoKcunbHy rpyny, -
CO,H, -OR% -CO,R® -CONH,; -CONHR®, -
CONR™ R _NH,, -NHR*! a6o NR*R*? (ne R*,
R®, R R | R¥2 koxHuit sBnse cobot Cie-
ankinbHy rpyny, i R® siBnsie coboto Ci-6-ankinbHy rpy-
ny, HeobOOB'A3KOBO 3aMmilleHy aTomMom(amu) ranore-
HY)},

(xix) -OR? {ge R% sBnse co6olo Car-
LMKIOankinbHy i pyHy, HeOoDOOB'SI3KOBO 3aMilleHy oA-
HUM abo Ginblle 3amicHMKamu, BUOpaHWMK 3 Tpymnu,
sIka CKMapaeTbCs 3 aToma ranoreHy, rigpoKCUnbHOI
rpynn, Cie-ankinbHoi rpymu i OR™ (ne R*™® ssnse
coboto Ci.g-ankineHy rpyny); abo retepoumknoanki-
nbHY rpyny, HeobOB'A3KOBO 3amilleHy ogHum abo
OinbLue 3amicHVkamu, BUOpaHUMK 3 rpynu, sika ckna-
OAaeTbCs 3 aToOMa ranoreHy, rigpokcunsHoi rpynu, Ci-
e-ankinbHoi rpym i OR™® (ge R™® sBnsie co6oto Cyg-
ankineHy rpyny)}, abo

(xx) reTepoumknoankineHy rpyny, HeoboB'a3KoBO
3amillleHy ogHuMm abo Binblue 3amicHukamu, Bubpa-
HAMW 3 TPYNKU, sika CKNAAaeTbCs 3 aToma rasnoreHy,
rinpokcunbHOT rpynun, Cie-ankinbHoi rpynu i -OR?
(ne R*? aBnsic coboto, Cy-ankinbHy rpyny).

Meplle KOHKpPeTHe BTINEHHs LaHOro BUHaxoay
TAKOX CTOCYeTbCH, 30Kpema, cnomykum 1-Tio-D-
rniounTony HmkyeHasegeHoi dopmynu Il abo ii da-
pMaLeBTUYHO NPUMHATHOI coni, abo rigpaTy cnonyku,
abo rigpaTy coni (Lo Ha3MBaeTbCcsa Hagani sk "nepLue
KOHKpeTHe BTineHHs (2)"):



RO

CR?

[ae R R? R®i R* ogHakoBi a6o pisHi, i KOXHMI
aBnse cobo aTtom BopgHw, CragianbHy rpyny, -
CO2R™, -COR™ a6o Cr.1p-aparnkinbHy rpyny, Heo6o-
B'A3KOBO 3aMillleHy ogHum abo Ginblue 3amicHUKamu,
BMOpaHuUMK 3 rpynu, sika cKnagaeTbcd 3 atoma rano-
redy. -NO, i -OMe (ne R* sBnsie co6oi0 Cie-
ankineHy rpyny, i R" saBnsie coGoto Ci-6-ankinbHy
rpyny, Cr.10-apankinsHy rpyny abo deHinbHy rpyny),

RTiR OfiHaKoBi abo pi3Hi, i KOXXHUI SBNsSIE cO6OI0
aToOM BOJHIO, aTOM ranoreHy, rigpokcunbHy rpyny, Ci.
g-ankinbHy rpyny a6o -OR™ (ge R™ siensie co6oio Cy.¢-
ankineHy rpyny, HeobOB'A3kOBO 3aMilWleHy ato-
MoM(amu) ranoreHy, abo Cr.io-apankineHy rpyny,
HeobOB'A3KOBO 3aMillleHy ogHUM abo Ginblie 3amic-
HUKamMu, BUOPaHMMWU 3 Tpynu, sika CKINagaeTbcs 3
aToMma rarnoreHy, rigpokcunbHoi rpynu, Ci.g-ankinbHoi
rpynn | OR*™® (ge R*™’ ° sBnsie co6oio Cie-ankinbHy
rpyny)},

Ar ABNSeE coboto TIEHINbHY rpyny,
6eH3o[b]TiodheHinbHy rpyny, TieHO[2,3-b]TiodeHinbHy
rpyny, 6eH3odypaHineHy rpyny, 6eH3oTiasonineHy
rpyny, iHOOMINbHY rpyny, MiponinebHy rpyny, imigaso-
ninbHy rpyny, nipa3onineHy rpyny, NipuaunbHy rpyny,
nipyMiannineHy rpyny, nipasuHinebHy rpyny abo i3ok-
casonineHy rpyny,

R® | R% ogHakoBi a6o pisHi, i KOXHWIN SBASE CO-
6010 aTOM BOAHIO, aTOM ranoreHy, rigpoKCUIbHY rpy-
ny, C1.g-ankinsHy rpyny a6o -OR® (ne R*® siensie co-
6010 Cie-ankinbHy rpyny, HeOOOB'A3KOBO 3aMilleHy
aTomMoMm(amu) ranoreny), i

R gBnse coBow aTtom BoAHIO abo apumnbHy
rpyny, HeobOB'A3KOBO 3aMillleHy oaHuM abo Ginblue
3amicHMKamu, BUOpaHMMu 3 rpynu, sika ckrnagaeTbcs 3
aToma ranoreHy, rigpokcunsHoi rpynu, Ci.g-ankinbHoi
rpynn i OR™® (ge R™° sBnsie coBoio Cie-ankinbHy
rpyny) abo retepoapurnbHy rpyny, HeobOB'A3KOBO
3amiweHy ogHum abo Ginbliue 3amicHMkamu, Bubpa-
HAMMK 3 Tpynu, sika CKNagaeTbCs 3 atoma rarorexy,
rip,poxcmano'l' rpynu, Cie-ankinbHoirpynu i OR¥! (oe
R* siBnsie coboto Cyg-ankinbHy rpyny)].

[pyre KOHKpeTHe BTIMEHHA [aHOro BUHaxody
cToCcyeTbCs crnonyku i-Tio-D-rntoumTony cdopmyn | abo
IA, B siknx Ar' siBnsie coboto reTepoapuneHoBy rpyny,
abo i hapmaLeBTUYHO NPUIHATHOI coni abo rigpaty
cnonyku abo rigpaty coni.

[lpyre KOHKpeTHe BTINEHHA [aHOro BUHAXOAY,
KpiM TOro, CTocyeTbCsi crnonyku 1-tio-D-rniouutony
abo ii hapmaueBTMYHO NPUIHATHOI coni, abo rigpaTy
crnonykn, abo rigpaty coni, ge A sBnse cobow -
(CH2)n- (oe n o3Havae uine yncno Big 0 oo 3).

[pyre KOHKpeTHe BTIMEHHA [AaHOro BUHaxody
CTOCYeTbCS, 30KkpeMa, cnonyku 1-Tio-D-rnouutony
HWk4YeHaBeneHoi popmynu IV abo i hapmaueBTUYHO
npunHATHOI coni abo rigpaty cnonyku abo rigpaty
coni:
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lme RY, R% R®i R* ogHakoBi a6o pisHi, i KOKHMIA
sBNsie cobolo aTtoM BOAHKO, aTom ranoreHy, Cie-
ankineHy rpyny, -CO,R*. -COR™ a6o Cr.z-
apankineHy rpyny, HeoGOB'I3KOBO 3aMilLleHy OAHWUM
abo 6Ginblwe 3amicHMkamu, BUOpPaHUMKU 3 rpynu, sika
ckrnagaetbcsa 3 atoma ranoreHy, -NO; i -OMe (ge R*2
aBnsae coboto Ci.g-ankinbHy rpyny, i R’ sBnsie co6oto
Ci-s-ankinbHy rpyny, Cr.i0-apankinbHy rpyny abo de-
HINBbHY rpyny),

Ar’  aBnse cobot TieHinbHy rpyny, ©6eH-
3o[b]TiocbeHinebHy rpyny abo nipuauneHosy rpyny,

R? | R opHakoBi aGo pisHi, i KOXHUII SBNSIE
coboto aToM BOAHIO, aTOM rarnoreHy, rigpoKCUIbHY
rpyny, Cye-ankinbHy rpyny a6o -OR® (ne R® siBnsie
coboto Cyg-ankineHy rpyny, HE060B'I3KOBO 3aMiLLEHY
aTomMom(amu) ranoreny), i

R’ i R® ogHakoBi aGo piaHi, i KOXHUI SBNSIE CO-
60t0 aToM BOAHIO, aTOM ramnoreHy, Ci.g-ankinbHy rpy-
ny abo -OR® (ge R® siBnsie coboo Cie-ankinbHy
rpyny, HeobOB'A3KOBO 3aMillleHy aToMoM(amu) rano-
rewy), i

R! siBnsie coboio

(i) aTom BOAH!IO,

(i) aTom ranoreny,

(iii) rinppokcunbHy rpyny,

(iv) Cig-ankineHy rpyny, HeoOOB'I3KOBO 3aMmilLie-
Hy ogHMM abo Ginblie 3amicHWkamu, BMOpaHUMK 3
rpynu, sika ckrafaeTbCsl 3 aToMa ranoreHy i rigpokcu-
nNbHOI rpynu,

(v) -COzH,

(vi)-OR®,

(vii) -CO.R*,

(viii) -CONH_,

(ix) -CONHR™,

(x) -CONR™R®,

(xi) -COR™,

(xii) -OCOR®,

(xiii) -SR®*,

(xiv) -SOR®?,

(xv) -SO:R%,

(xvi) -NHR®,

(xvii) NR¥R? (ne koxuuit R, R*, R®, R* i RY
aBnsie cobot Cig-ankineHy rpyny, R sBnsie coboto
Ci-6-ankinbHy rpyny, HeobOB'A3KOBO 3aMilleHy aTo-
mom(amu) ranorery, R™ i R* koxHuii siBnsie co6oto
Cie-ankinsbHy rpyny, Cr.io-apankinbHy rpyny, deHinb-
Hy rpyny a6o Ca-LmMknoankinbHy rpyny, i R®:, R® i
R®® KOXHWit SIBNSiE COBOKO Cie-ankineHy rpyny, deHi-
nbHy rpyny abo ToninsHy rpyny),

(xviii) -O-(CH2)m'-Q' {oe m' o3Hayae uine yucno
Bia 1 oo 4, i Q' sBNsie coboto rigpokcuneHy rpyny, -
CO;H, -OR% -CO,R*, -CONH, -CONHR®, -
CONR™R™° _NH,, -NHR™" a6o NR*’R*? (ge R%,
R*® R R j R*2 yoxuuit sBnsie co6ow Cie-
ankineHy rpyny, i R% sBnsie coboto Ci-6-ankineHy rpy-
ny, HeoOOB'A3KOBO 3aMilweHy aTomom(amu) rarnore-
HY)}
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(xix) -OR? {ge R” sBnse coboo Cars-
LMKnoarnkinbHy rpyny, HeobOB'I3KOBO 3aMilleHy of-
HUM abo Ginble 3amicHMKamu, BUOpaHWMK 3 rpynu,
sika CKnajaeTbCA 3 aTtoma rarnoreHy, rigpoKCUnbHOI
rpynu, Cie-ankineHoi rpymu i (R* (ne R™® siBnsie
cobow Cig-ankineHy rpyny); abo retepoumknoarnki-
nbHY rpyny, HeobOOB'A3KOBO 3amillleHy oaHum abo
Oinblue 3amicHUkamu, BMOGpaHMMKU 3 Tpynu, ska ckna-
[aeTbCs 3 aToma ranoreHy, rigpokcunbHoi rpynu, Ci.
s-ankinbHoi rpynn i OR™® (ne R™° aBnse co6oto Cye-
ankinbHy rpyny)}, abo

(xx) reTepoumknoankineHy rpyny, HeoboB'a3KkoBO
3amillleHy ogHuMm abo Ginblue 3amicHukamu, Bubpa-
HAMMK 3 Tpynu, siKa CKNagaeTbCs 3 atoma raroreHy,
Fi,CI,POKCI/IJ'IbHOT rpynu, Ci.g-ankineHoi rpynm i OR?* (me
R** sBnsie coboto Cyg-ankinbHy rpyny)].

IHWe BTiNEHHs1 [aHoro BUHAxXody CTOCYETbCA
crnonykn 1-tio-D-rmouuntony Hwk4eHaBeaeHoi dop-
myrnu IV abo i papmaueBTUYHO NPUNHATHOI coni, abo
rigpaTy crnonyku, abo rigpaty coni, B SKux R" sBnsie
coboo atom BogHIO, aTom ramnoreHy, CrtagianbHy
rpyny a6o -OR® (ne R™ siBnsie co6oto Cy.g-ankinbHy
rpyny, HeobOB'A3KOBO 3aMillleHy aTomMoM(amu) rano-
reHy).

HacTtynHi BTineHHss dapmaueBTM4HUX 3acobis
BKMOYaTb B cebe cnonyku 3rigHo 3 JaHWUM BUHaXo-
OOM:

OpHe 3 BTiNEeHb AaHOrO BUHAXOA4Y BKIOYaE B ce-
6e byab-Aky 3i cnonyk 1-Tio-D-rmoumTony, ix dhapma-
LEBTUYHO MNPUAHATHI coni abo rigpatu cnonyk abo
rigpaTu conen, onucaHi BuLLe.

IHWe BTiNEHHA AaHOro BMHaxody nos'sA3aHe 3 iH-
riGitopom aKTUBHOCTI HaTpiN-3anexHoro KO-
TaHcnopTepa-2 rrKo3K, iHribiTopom, SKuA MICTUTL
cnonyky 1-tio-D-rntounTony, ii dapmaueBTU4HO npu-
NHATHY cinb abo rigpat cnonyku abo rigpaT coni.

IHWKUM BTINEHHAM [JaHOro BUHAxoay € iHribiTop,
AKAN MICTUTb Oyab-siky 3 OonucaHux BULLe Cronyk 1-
Tio-D-rntouutony, X dapMaueBTUYHO MPUNHATHUX
conewn abo rigpatiB cnonyk abo rigpatis conew i Ta-
KWI, L0 BUKOPUCTOBYETLCS sIK NiKapcbkuid 3acib ons
npodinakTukn abo nikyBaHHs giabeTy, NOB'A3aHOrO i3
3axBopoBaHHAM AiabeToM abo ycknagHEHHsSM, BU-
KNKaHum giabetom.

IHWe BTINEHHS JaHoro BMHaxody MOB'A3aHe 3
apMaueBTUYHUM MpenapaToMm, SIKUA MICTUTb Oyab-
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SIKy 3 onucaHux Bulle cnonyk 1-tio-D-rntounTony, ix
(hapMaLeBTUYHO NPURHATHUX conen abo ix rigpaTie y
NnoegHaHHI LWoHaMeHLLe 3 OOHUM hapMaLeBTUYHUM
3acobom, BUGpaHMM 3 rpynu, sika cknagaetbcs 3 are-
HTiB, AKi MiABMLLYIOTb YYTMAMBICTL A0 iHCYMiHY, LWO
BMbpaHi 3 rpynu, sika cknagaetbcs 3 PPAR-y aronic-
TiB, PPAR-a/y aroHnictiB, PPAR-3 aroHicTiB i PPAR-
a/y/d aroHicTiB; iHriGiTopiB rnikoauaasu; 6GiryaHigis;
PeYoBUH, SAKi NMPUCKOPIOKTL CEKpeLito iHCYniHy; npe-
napartiB iHCyniHy; i iHribiTopiB Avnentugunnentnaasu
V.

IHWe BTINEHHA OaHOro BMHaxogy MOB'si3aHe 3
dapmaueBTUYHUM MpenapaToM, SKUN MIiCTUTb Oyab-
AKy 3 onucaHux Bulle cnonyk 1-tio-D-rntouuntony, ix
hbapMaLeBTUYHO NPURHATHUX conen abo ix rigpaTis y
NoeAHaHHI LWOHaNMeHLWe 3 ogHMM 3 hapMaLueBTnY-
HUX 3acobiB, BUOpaHUX 3 rpynu, fka CKknagaeTbcs 3
iHriGiTopiB  rigpokcumeTunrnytapun-CoA-peaykrasu,
(hibpaTHMX cnonyk, iHribiTOpiB CUHTa3n CKBanexy,
iHridiTopiBa aumn-CoA:xonectepvHaumnTpaHcgepasu.
nigcunioBadvie  peuentopiB  NiNOMNPOTEIHIB  HU3bKOI
LWiNbHOCTI, iHribiTopis MIKPOCOMHOIo binka-
nepeHoOCHUKa TpurniLepuais i aHOPeKTUKIB.

HacTtynHi BTineHHs € mopgudikauismm cnocofy
OTPVMaHHS CMOJYKM 3riZHO 3 BUHAXO4O0M.

OpHe 3 BTiNEHb AaHOro BWHaxO4y CTOCYETbCS
cnocoby oTpumaHHsa cnonyku 1-Tio-D-rnouyutony
HWK4YeHaBeneHoi hopmynu | abo ii dhapmaueBTUYHO
NpURHATHOI coni, abo rigpaty cnonyku, abo rigpaty
coni:

e S R
9
R0 S @ A @ R
\]/ FI7 Hw |
R0 ™ OR
OR?

wo Bkntoyae B cebe HacTynHi cragii: JoaaBaHHs
TionakToHy Hwk4yeHaBeneHoi dopmynu VIII go Ginb
HDK 0gHOro ekBiBaneHTa peaktuBy [piHbsipa Hux4e-
HaBegeHoi cdopmynu IX, 3 oTpyMaHHAM cnonyku V,
BiQHOBMEHHSA cronyku V i, AKLo HeobXiaHO, TO 3HATTS
3axuCTy 3 OTPUMAHOI B pe3ynbTaTi Cnonyku, BiANoBi-
OHO 10 HACTYMHOI CXEMMU:

5
)
hd

[me R, RY, R™ i R" ogHakoBi a6o pisHi, i Kox-
HUN sBNsie coBot Cyg-anmkinbHy rpyny, -SiR*S,
CH,CH=CH, abo Cr.12-apankinsHy rpyny, HeoboB'as-
KOBO 3aMilwleHy ofgHum abo 6Ginblie 3amicHuKamu,
BUOpaHUMU 3 TPynK, sika CKNagaeTbcsa 3 aToma rano-
rery, NO; i OMe (ne R* sBnsie co6oto Cy.-ankinbHy

rpglny)i X sBnsie CO?OOIO aToM ranoreHy, i Ar', Ar’. R®,
R®, R, R°, R i R aBnsaAioTb cobolo 3HAYEHHS, SKi
BM3HayeHi B chopmyni |.

IHWe BTiNeHHsa gaHoro BUHaxody nos'd3aHe 3 no-
OiGHMM O onucaHoro Buue crnocobom, B SKOMy [0
cTagil pogasaHHsa peaktuBy [piHbsipa opmynu IX go
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TionakToHy dopmynu VIII gna otpumaHHsa cnonyku V,
nopasanu I'I(PVI6J'II/13HO Bia 0,8 oo 1,2 ekBiBaneHTiB
R*MgX (R* sBnsie coboto Cyg-ankinbHy rpyny a6o
Cs.7-umknoankineHy rpyny, i X aBnsie coboi atom
ranoreHy) go TionaktoHy cdopmynu VIII.

IHWe BTiINEHHA [aHoro BWHaxody CTOCYETbCS
crnocoby oTpumaHHs cnonyku 1-Tio-D-rnouutony
HWxYeHaBeaeHoi popmynu | abo i chapmaueBTU4HO
NPURHATHOI coni, abo rigpaTty cnonykn abo coni:

Oe BkasaHui cnocib Bkntoyae B cebe ctagito (1)
AodaBaHHsi 0O crnonyku dopmynu X peareHTy ¢op-
vy Xl gna otpumanHa cnonyku Xll, i cTagiio (2)
aogartkoBoro BigHoBneHHA cnonyku Xll, skwo Y €
rOPOKCUINBHOK  TPYMno, Ans  OTPUMaHHS  B-
CTepeoceneKkTMBHOI CMoMyku, B Ak Y ABnge coboro
BOZEHb, | CTafil0 3HATTSA 3aXMCTy 3i CNOnyku, oTpuma-
HOi Ha cTagisx (1) abo (2), sKwo HeobxiaHo, 3rigHo 3
HACTYMHOK CXEMOI0:

R® il R?
R'O—__S @ AF‘S
_\T/ H? R“, |
R*0™ “'oR’
OR?
At RC
HD HB HD HB RE
— (A2
9
H"O—\/s Ea Re A R
10
Yy B R
R130" ‘oRM Da
CR'? R0
X X

ne Y sBnsie coboo atoM BOAHIO abo rigpokcunb-
Hy rpyny (3a ymMOBM, L0 AKWO Y siBnsie coboo aTtom
BOLHIO, TO 1-MOMOXEHHs1 Mae S-koHdirypauito), Rll,
R™. R™ i R oaHakoBi aGo pi3Hi, i KOKHUI SBMSIE CO-
Goto Cyg-ankinbHy rpyny, -SiR*", -CH,CH=CH, a6o
C7.12-apankineH} rpyny, HeoOOB'SI3KOBO 3aMilLleHy
ofHuM abo Ginblie 3aMiCHMKamMu, BUOpaHUMK 3 Tpy-
nu, sika cknagaetbcsa 3 atoma ranoreHy, NO, i OMe
(e R* siBnsie coGoto Cye-ankinbHy rpyny), AR? R®,
R’ i R™ MaloTh Ti x 3HaueHHs!, o i B popmyni I, i R?,
R®, R®i R° MaloTb Ti X 3HaueHHs, Wo i 8 hopmyni Il

Aa aBnse coboto -CH(W)(CH3)n'-. -CONH(CH2)n-
abo -CH=CH- (ge W saBnse coboto aTom BoaHK abo
riApOKCUIbBHY Tpyny, n o3Hayae uine ymicno Big 0 go
3, i n' o3Havae uine ymcno Big 0 oo 2),

Ea aBnse coboto -CHO, -CO,H abo -CH,X, i

Da saBnse coboto -gCHg)n'Li, -(CH2)n'MgX, -
CH,PPh3" X", -CH,PO(OR? 3), -(CH2)nNH; a6o -SnBuy
(ne X siBnsie coboto aToM ranorexy, R%2 asnse co-
6oto Cmarnki nbHy rpyny, n o3Hayae uine yucno Big 0
0o 3, i n' o3Havae uine vncno Big 0 0o 2),

3a ymoBM, wo skwo Ea aesnse coboto -CHO, 10
cnonyka X, B sikin Da aBnsie coboto -(CHp)n'Li, -
(CH2)N'MgX, -CH;PPhs"X abo -CH,PO(OR%*%), B3a-
emogie 3 peareHtoM Xl, Ans otpumMaHHs cnonyku Xll,
B ski Aa siensie coboto -CH(W)(CH3)n'-a6o -CH=CH-,

skwo Ea sense cobotwo -CO.H, 10 cnonyka X
KoHOeHcoBaHa 3 peareHToM Xl, B skomy Da sBnse
cobor -(CH2)NNH,, ona otpumanHsa cnonyku Xll, B
akin Aa sisngae coboro -CONH(CHz)n-, abo

akwo Ea aense coboto -CH,X, To cnonyka X KoH-
AeHcoBaHa 3 peareHTom Xl, B sikomy Da siBnsie coboto
-SnBus, Ang otpumanHsa cnonyku Xll, B skin Aa asnse
coboto -CHo,.

HacTtynHi BTiNeHHs sBRsitoTb COGOK NPOMiXKHI
Cronykn, OTpuMMaHi B MNPOUECi OTPMMAaHHS CMOSyK
3rigHO 3 A4aHUM BUHAXOO0M.

BTineHHs gaHoro BMHaxody CTOCYETbLCH CMONYKM
Hx4eHaBeaeHoi dopmynu Xl abo ii coni, abo ria-
paty cnonyku abo rigpaTy coni:

X1l

[oe Y sBnse coboto aToM BOAHHO abo rigpoKCcub-
Hy rpyny (3a ymoBM, WO SKWo Y asnse coboto atom
BOZHIO, TO NONoxeHHsA 1 mae S-KoHdirypauito) i

R*, R%, R® i R* opHakosi abo pi3Hi, i KOXHUI
sBnse cobow Cie-ankinbHy rpyny, -SiR*S, -
CH,CH=CH,-CO,R*, -COR"™ aGo C;.1,-apasnkinbHy
rpyny, HeoboB'A3KOBO 3amileHy oaHuM abo Ginblue
3aMicHUKamu, BUBpaHUMK 3 rpynu, sika CKNagaeTbes 3
aToma ranoreHy, -NO, i -OMe (ge koxHuit 3 R* i R
sBnsie coboto Ci.-ankinbHy rpyny, i R™ siBnsie co6oto
Ci-s-ankinbHy rpyny, Cr.i0-apankinbHy rpyny abo de-
HiNbHY rpyny), 3a gMOBI/I, wo aKwo Y aBnse coboto
atom BogHio, To R?, R?, R?® i R* He € ogHouacHo
aTOMOM BOZHIO; Ta iHLIi MO3HAYEHHS TakKi X, SK y BU-
wesragaHin dopmyni I]. Cnonyka (bOPMyJ'IVI X, pe Y
aBnsie coboo atoM BoaHio, | R?! - R?* € samicHukamu,
AKi BiApi3HAIOTLCA Bif -SiR%® a6o -CH,CH=CHs, vac-
TKOBO CriBMajae 3 BULLE3ragaHo Cronyko AAHOro
BMHaxody. ToOMy WO nonepeaHs crnonyka yHKUioHye
He TiNbKM SIK MPOMiXKHAa Crosyka, ane TakoX i K KiH-
LeBUA MPOAYKT, SIKUMA € aKTUBHOK crnomykol abo ii
nikapcbKo hOpMOlL0.

IHWe BTiINEHHs [aHOro BUHAXo4y CTOCYETbCS
CMOMyKM HWKYeHaBeaeHoi hopmynm

XIV abo ii coni abo rigpaTy cnonyku abo rigpaty
coni:



XV

[oe Y siBnsie coboto aTom BOAHKO abo rigpokcunb-
Hy rpyny (3a ymoBM, L0 AKWO Y siBnsie coboo aTtom
BOLHIO, TO NOSOXeEHHA 1 mMae S- KOHq)lrypau,no) i

E sBnsie coboto -CHO, -COzH, -CO,R** (ne R**
aBnse coboto Cie-ankinbHy rpyny), -CH,M? (ge M?
ABNA€ COOOK rigpoKcunbHy rpyny abo atom ranore-
Hy), 1,3-gpiokconaH-2-inbHy rpyny abo 1,3-giokcaH-2-

IJ'IbHy r yny
? R%* R23 i R?* matoTb Ti X 3HAYeHHs, Wo i B
cbopmxnl XIII |
R, R RC i R® matoTb Ti % 3HaYeHHs, Lo i B ho-
pmyni II].

IHWe BTINEHHA [aHOro BWHaxody CTOCYETbCS
CMONyKN HKYeHaBeaeHoi hopmynu
XV abo ii coni abo rigpaty cnonyku abo rigpaty

coni:

R0
2 GZ' G3c

[ne AR® siBnsie coboto TieHiNbHY rpyny, OeH-
3o[b]TiocbeHinbHy rpyny, 6GeHsodypaHinbHy rpyny,
6eHsoTiasoninbHy rpyny, nipuauneHy rpyny abo de-
HiMbHY rpyny,

Gl sBnsie co60Io aTOM ranoreHy

G? ABNAE, coboto aToM ranoreHy abo rigpokcurb-
Hy rpyny, i G? sBnsie coboio aTom ramnoreHy a6o pa-
30Mm 3 G” yTBOPIOE OKCOrpynmny,

G* sBnsie cobolo0 aTOM BOAHIO, aTOM rarnoreHy;
rigpokeunbHy rpyny; Cig-ankinbHy rpyny, HeoboB'as-
KOBO 3aMmiweHy ogHum abo 6Ginblie 3amicHuKamu,
BMOGpaHMMK 3 rpynu, sika CKIaAjaeTbCA 3 aTtoma rano-
revy i rI}:lpOKCI/IJ'IbHOI rpynu; SR*®; -SOR®%; -SOZR6125
-OR™ (ge R*® s@nsic Co6OI0 Cre-ankinbHy rpyny, i
R™ sBnsie coGo Cig-ankinbHy rpyny a6o Cr.io-
aparnkinbHy rpyny, HeobOOB'A3KOBO 3aMilleHy aro-
MOM(amMu) ranoreHy); apunbHy rpyny, HeoboB'a3koBO
3amillleHy ogHuM abo Binblue 3amicHukamu, Bubpa-
HUMW 3 TpyMK, sika CKNIAAAETbCA 3 aToMa ranoreHy,
FI,EI,pOKCI/IJ'IbHOI rpynn, Cie-ankinbHoi rpynu i -OR?
(ne R* aBnsie co6oto Ci.6- -ankineHy rpyny); abo re-
TepoapwnbHy rpyny, HeoOOB'I3KOBO 3aMilLleHy OOHVM
abo Ginblie 3amicHWKamu, BUOpaHUMKU 3 Tpynu, sika
CKNapaeTbes 3 aToma ranorexy, rlnpoxcmanm rpynu,
Ci.s-ankinbHoi rpynu i -OR* (p,e R*" aBnsie co6oto
Ci.s-ankinbHy rpyny),

G® i G* opHakoBi abo pisHi, i KOXKHUII SBMSIE CO-
6oro ABnse coboo aToM BOAHIO, aTOM ranoreHy, rin-
pokcunbHy rpyny, Ci.g-ankinbHy rpyny a6o -OR® (ne
R® siBnsie co6oto Cy.e- ankinbHy rpyny, Heo0O0B'sI3KOBO
3aMILLI,EHy aTomMoM(amu) ranorey),

G” sBnsie co6oio Cyg-ankinbHy rpyny, HeoBoB's3-
KOBO 3aMilLieHy aToMamu ranoreHy abo aTomom rano-
reuy, i
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R™ sensie coboto Cye-ankinbHy rpyny a6o Cr.io-
apankineHy rpyny, B SKii KOXHWIA i3 3aMiCHUKIB He-
060B'A3KOBO 3aMilLieHVI aTOMOM(amu) ranorexy.

[ani ige 6inblw AoOKNagHWA ONUC OaHOro0 BMHAXO-
Ay, ogHaK npuknaau, sKi HaBefeHi 3 MeTolo incTpa-
Lii BUHaxopy, He obMexyloTb 0bcar BUHaxoay.

BusHauyeHHs TepMiHiB, SKi BUKOPUCTOBYIOTLCHA Y
BWHaAxo4i, i NpMKNagn Ons MOSICHEHHSA UMX TEPMIHIB
npusHayveHi, ane 6e3 obmexeHHs, Ans inocTpadii
onucy i ob6cary gaHoro BuHaxony.

TepmiH "apunbHa rpyna" BUKOPUCTOBYETBCA ANS
Nno3Ha4YeHHs1 MOHOLMKIIYHOT abo KOHAEHCOBaHOoiI Mno-
NiUMKNIYHOT apoMaTUYHOI rpynu BYrNeBOAHIB, WO Mae
Big 6 Ao 15 aTomiB Byrneuto, i Npuknagamm Takoi rpy-
nu € deHinbHa rpyna, HadTUnbHa rpyna (BKro4alun
1-HadTUNbHY rpyny i 2-HadpTuneHy rpyny), neHtane-
HiNbHa rpyna, iHAeHiNbHa rpyna, iHAaHinbHa rpyna,
asyneHinbHa rpyna, rentaneHinbHa rpyna i cgpnyope-
HinbHa rpyna. MNepeBaxHnMn € deHinbHa rpyna, Ha-
dTunbHa rpyna, iHOeHINbHa rpyna, iHgaHinbHa rpyna
Ta asyneHinbHa rpyna, i 6inbw nepeBaxHWMKN € Had-
TWUMbHa rpyna i peHinbHa rpyna.

TepmiH "reTepoapunsHa rpyna" BUKOPUCTOBYETb-
csl ANns No3Ha4yeHHs MOHoUMKNiYHOI abo apoMaTuyHoi
reTepoumKivYHOI rpynn KOHAEHCOBaHMX Kineup, LWO
MiCTUTb 0auH abo Ginblue retepoaTtoMiB, BUOpaHMX 3
O, S i N. Akwo apomaTnyHa reTepoumkniyHa rpyna
Mae KOHAEHCOBaHe KinbLe, TO BOHa BkItoyae B cebe
YaCTKOBO TiAPOreHi3oBaHy MOHOUMKNIYHY rpyny. Mpu-
Knagamu Takoi retepoapuribHOI rpynu € nipasoninbHa
rpyna, TiasoninbHa rpyna, i3oTiasoninbHa rpyna, Tia-
AiasoninbHa rpyna, imigasonineHa rpyna, dypunbHa
rpyna, TieHinbHa rpyna, okcasonifnbHa rpyna, i3okca-
3oninbHa rpyna, niponinbHa rpyna, imigasoninbHa
rpyna, (1,2,3)- i (1,2,4)-TpuasoninsHa rpyna, TeTpa-
3onineHa rpyna, nipaHineHa rpyna, nipyuavnbHa rpyna,
nipumigunineHa rpyna, nipaswvHineHa rpyna, nipuaa-
3UWHINbHa rpyna, xiHoninbHa rpyna, isoxiHomineHa rpy-
na, 6eH3odypaHinbHa rpyna, i3o6eH3o0dypaHinbHa
rpyna, iHgonineHa rpyna, i3oiHgoninbHa rpyna, iHoa-
3oninbHa rpyna, 6eHsoiMmigasoninbHa rpyna, 6eH3oT-
pvasonineHa rpyna, 6eH3okcasoninbHa rpyna, 6eH3o-
TiasoninbHa rpyna. 6eH3o[b]TiodeHinbHa  rpyna,
TieHo[2,3-b]TiocpeHineHa  rpyma,  (1,2)- i (1,3)-
OeH3okcaTionbHa rpyna, XpOMeHinbHa rpyna, 2-
OKCOXpOMEeHinbHa rpyna, 6eHsoTiagiasoninbHa rpyna,
XiHONIi3WHINbHa i pyHa, TanasuHinbHa rpyna, Had-
TUPUAMHINbHA rpyna, XiHoKcaniHinbHa rpyna, XiHaso-
niHinbHa rpyna, uUMHoniHiNeHa rpyna i kapbasonineHa
rpyna.

TepmiH "reTepouuknoarnkinbHa rpyna" BUKOPWUC-
TOBYETLCA AN MO3HAYEHHS1 | eTepoUMKNoarnkifbHOI
rpynu, sika mae Big 3 o 12 atomiB i gka MiCTUTb OAMH
abo Ginble retepoaTomis, Bu6paHmnx 3 O, S i N. La
rpyna TakoX CTOCYETbCS, Hanpuknag, UMKNiYHOI ami-
HOrpynu, sika MiCTUTb oaMH abo BinbLie aTomiB asoTy
B KinbLji, i HEODOB'A3KOBO sIKa MICTUTbL oAuMH abo Oi-
NblUe aTOMIB KUCHIO i aToMiB Cipku. Npuknagwn rete-
POLMKIOANKINBHOI rpynu BKNIOYaKTb MOPEOniHOrpy-
ny, NiNepuavHIinLHY rpyny, ninepasvHineHy rpyny, 1-
NiponiguHINBHY rpyny, aseniHinbHy rpyny, Tiomopdo-
niHOrpyny, OKCOMaHinbHy rpyny, OKCaHinbHy rpymny,
AioKconaHinbHy rpyny i giokcaHinbHy rpyny.

TepmiH "apuneHoBa rpyna" BUKOPUCTOBYETbCS
ANs No3HayeHHs1 ABOBarieHTHOI apoMaTUYHOI LIMKNIY-
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HOi rpynu, 3B's3aHOi 3 5-TiOUYKPOBUM 3anuLlKOM 3
onHoro 6oky i 3B'A3aHoi 3 -A- 3 iHworo 6oky. Mpukna-
AaMun apuneHoBoi rpynu € deHinbHa rpyna, HadTu-
neHoBa rpyna (Bknovatoun 1-HadTuneHoBy rpyny i 2-
HadTUNEHOBY rpyny), NeHTaneHineHoBa rpyna, iHae-
HineHoBa rpyna, iHgaHineHosa rpyna, asyrneHineHosa
rpyna, rentaneHineHoBa rpyna i oTopeHineHoBa rpy-
na. lepeBaxHuUMu rpynamu € deHineHosa rpyna,
HadpTUNEeHoBa rpyna, iHAeHineHoBa rpyna, iHAaHine-
HOBa rpyna i a3yneHineHosa rpyna, i 6inbL nepesax-
HUMK € HadbTUNEeHoBa rpyna i heHineHoBa rpyna.

TepwmiH "reTepoapurneHoBa rpyna" BUKOPUCTOBY-
€TbCA ANA NO3HaYeHHSA ABOBareHTHOI apoMaTU4HoIl
reTepoumKnivyHoOI rpynu, 3B'A3aHOi 3 5-TiOLYKPOBUM
3anuWKOM 3 ofHoro OOKy i 3B'A3aHOi 3 -A- 3 iHLWOro
6oky. lNMpuknagamu retTepoapuneHoBol rpynu € nipa-
3onineHoBa rpyna, TiasonineHosa rpyna, i3oTiasoni-
neHoBa rpyna, TiagiasonineHosa rpyna, imigasonine-
HoBa rpyna, cpypvuneHoBa rpyna, TiEHineHoBa rpyna,
okcasonineHoBa rpyna, i3okcasonineHosa rpyna, ni-
ponineHoBa rpyna, imigasonineHosa rpyna, (1,2,3)- i
(1,2,4)-TprasonineHoBa rpyna, TeTpa3onineHoBa rpy-
na, nipaHineHosa rpyna, nipuauneHosa rpyna, nipu-
MigunineHosa rpyna, nipasuHineHosa rpyna, nipuga-
3UHiINneHoBa rpyna, XiHonineHoBsa rpyna,
isoxiHonineHosa rpyna, 6eHsodypaHineHoBa rpyna,
isob6eH30dypaHineHoBa rpyna, iHgonineHosa rpyna,
i3oiHOonineHoBa rpyna, iHgasonineHosa rpyna, G6eH-
3oimigasonineHoBa rpyna, ©OeH3oTpuasonineHosa
rpyna, 6eH3okcasonineHoBa rpyna, GeH3oTiasonine-
HoBa rpyna. 6eHso[b]tiodeHineHoBa rpyna, xpomeHi-
neHoBa rpyna, 2-oKCOXpoMeHineHoBa rpyna, 6eH3oTi-
apiasonineHoBa rpyna, XiHOmi3vHiNeHoBa rpyna,
hranasvHineHosa rpyna, HaTMpUAMHINeHoBa rpyna,
XiHOKcaniHineHoBa rpyna, XxiHasoniHineHosa rpyna,
LMHOMIHINeHoBa rpyna i kapbasonineHosa rpyna.

TepMiH "reTepoumknoankineHosa rpyna" BUKOpU-
CTOBYETbCS Afsi NO3HAYEHHSA [BOBANEHTHOI reTepo-
LIMKMNoankineHoBol KinbueBoi rpynu, 3B'd3aHoi 3 5-
TIOLyKPOBMM 3arnuLUKOM 3 0gHOro GOKy i 3B'A3aHOI 3 -
A- 3 iHworo 6oky. Mpuknaan Takoi reTepouumknoanki-
NbHOI rpynu BkMoYaloTb B cebe MopdoniHineHoBy
rpyny, niNepuAvHINEHOBY rpyny, ninepasvHineHoBy
rpyny, niponiavHineHoBy rpyny, aseniHineHoBy rpyny,
TioMOpPQONiHINEHOBY rpyny, OKCONaHineHoBy rpymny,
OKCaHineHoBy rpyny, AiOKConaHineHoBy rpyny i Aiok-
CaHineHoBy rpyny.

Y cnonyui AaHoro BMHaxody, sika 3anexwuTb Big
Tuny Ar', He Bci 3 Tpbox 3amichukiB R°, R® i R’ mo-
XyTb OyTW BKMOYEHI 0 Ui€i rpynu.

TepmiH "Cye-ankinbHa rpyna" BUKOPUCTOBYETLCS
AN NO3HAYEHHS ankinbHOI rpynu 3 NnpsiMuM abo pos-
rany>xeHMMm naHutorom, wo mMae Big 1 go 6 artomis
BYyrneuo, i Npuknagamu Takoi rpynv € MeTunbHa rpy-
na, eTunbHa rpyna, H-nponinbHa rpyna, isonponinsHa
rpyna, H-byTtunbHa rpyna, i3obyTunbHa rpyna, Tpet-
OyTuneHa rpyna, BTop-6yTunbHa rpyna, H-neHTunbHa
rpyna, TpeT-amineHa rpyna, 3-metunbyTtunsHa rpyna,
HEOVEHTWUIbHA rpyna i H-rekcunbHa rpyna.

TepmiH "Cy.s-ankeHinbHa rpyna" BMKOPUCTOBY-
€TbCA ON1A NO3HAYeHHs1 anipaTU4HOiI BYrneBOOHEBOI
rpynu 3 npsamum abo poarany>XeHuMMm NaHUoroMm, Lo
Mae Big 2 oo 6 aTomiB Byrnewuto, i npuknagamm Takoi
rpynu € eTeHinbHa rpyna, nponeHineHa rpyna i oyte-
HiNbHa rpyna.
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TepMiH "Cy.¢-ankiHinbHa rpyna" BUKOPUCTOBYETb-
Cs1 Ans no3HadeHHs anigaTuyHoi ByrneBogHEBOI rpy-
nn 3 NpsaMumM abo posranykeHMM JTaHLIroMm, LWo Mac
noTpiiHUI 3B'A30K i Big 2 0o 6 aTomiB Byrnewuo, i npu-
Knagamu Takoi rpynu € eTuHinbHa rpyna, nponiHisibHa
rpyna i 6yTuHinbHa rpyna.

TepmiH "aTom ranoreHy" o3Hayae atoMm dTopy,
aToM Xxropy, aTom 6pomy abo aTtom oay.

TepmiH "Cr.i0-aparnkinbHa rpyna" BMKOPUCTOBY-
€TbCA ANA NO3HAYEHHA apunarnkinbHOI rpynu, Wo mMae
Big 7 oo 10 aTtomis Byrneuto, i Ipuknagamu Takoi rpy-
nu € 6eH3unbHa rpyna i eHineTunesHa rpyna.

TepmiH "C;.12-apankinbHa rpyna, HeobOB'A3KOBO
3aMilleHa", Wo BMKOPUCTOBYETLCH Y BU3HAYEHHAX R*
-RY, R™ - R"™iR*™ - R*, crocyeTbcst 3aMileHoi a6o
He3aMillleHoT aparnkineHoi rpynu, wo mae Big 7 go 12
atomis Byrneuto. 3amicHukamu ansa Cr.12-apankinbHoi
roynu € oguH abo 6Ginblie 3amicHUKIB, BUGpaHuX 3
rpynu, sika cknagaetbcs 3 atoma ranoreHy. -NOy i -
OMe. lNepeBaxHMK 3aMiCHUKaMu € aToMm XJopy, -
NO; i -OMe. Mpuknagn 3amiweHoi Cr.12-apankinbHoi
rpynu BKNYawTb 4-mMeTokcnbensuneHy rpyny, 3,4-
OVMETOKCUBEH3NMbHY rpyny. 4-xnop6eH3unbHy rpyny
i 4-HiTPOBGEH3UNBHY rpyny.

TepMmiH " Cig-ankineHa rpyna, HeoOOB'SI3KOBO
3amillieHa" BMKOPUCTOBYETBCA ANA MO3HaYeHHs 3a-
MileHoi abo He3aMilLeHoi ankinbHOI rpynu, Lo mMae
Bio 1 pgo 8 artomiB Byrneuw. 3amicHukamym Cig-
arnkinbHoi rpynu € oanH abo Ginblue 3amiCHUKIB, BUO-
paHux 3 rpynu, sika CKNagaeTbCa 3 aToMa ranoreHy i
rAPOKCUNBHOI rpynn. epeBaXHOK KinbKiCTO 3aMi-
LyBanbHUX aToMiB ranoreHy € Big 1 go 6, 6inblw ne-
peBaxHo Big 1 go 4. MNepeBaxxHMMn aTomamm ranore-
HYy € aToM Xxnopy, aToMm Topy, a Ginbl NepeBaxHUM
€ atom dTopy. [NepeBaKHOW KINbKICTIO 3aMillyBanb-
HWX TigpoKcunbHMX rpyn € Big 1 oo 6, 6inbw nepesa-
xHo Big 1 go 3. Mpuknagu 3amiweHoi Ci.g-ankinbHoi
rpynu BKNoYawTb B cebe TpudTopMeTUnbHy rpyny,
andpropmeTunbHy rpyny, 1,1,1-TpudTopeTUnsHy rpy-
ny, 1,1,1-TpudpTopnponinbHy rpyny, 1,1,1-
TpucTOpOYTUNLHY rpYny, 1.3-gndTopnpon-2-inbHy
rpyny, riApOKCUMETWMbHY rpyny, FiApOKCIETUNBHY
rpyny (Taky sk 1-rigpokcieTunbHy rpyny), rigpokcun-
poninbHy rpyny i rigpokcnbytuneHy rpyny. MNepesax-
HUMKU Tpynammn € TpudpTopmeTunbHa rpyna, gudTtop-
MeTunbHa rpyna, 1,1,1-TpudptopetunbHa rpyna, 1,3-
AandTopnpon-2-inbHa rpyna, rigpokcUMeTunbHa rpyna
i rigpokcieTunbHa rpyna. binblw nepeBaxHuMK rpy-
namu € TpudTopMeTUnbHA rpyna, AndTopMeTUIbHA
rpyna, 1,1,1-TpudTopeTunbHa rpyna, rigpokcumeTu-
nbHa rpyna i rigpokcieTunsHa rpyna.

TepmiH "Cs.7-umknoankinbHa rpyna" BUKOPUCTO-
BYETbCHA AN MO3HAYEHHS LMKMNIYHOI ankinbHOi rpynm,
wo mae Big 3 Ao 7 aTtomiB Byrneut, i npuknagamu
Takoi rpynu € UuKonponinbHa rpyna, UMKnoodyTuneHa
rpyna, UMKIOMEHTUNbHa rpyna, LMKIorekcunbHa rpy-
na i umknorentunbHa rpyna. LiuknonponineHa rpyna,
UMKNobyTUNbHA rpyna, UMKIMONEHTUNbHA rpyna i Luk-
norekcunbHa rpyna € nepeBaXHUMWU, a LUKIonpori-
nbHa rpyna i umknobyTtuneHa rpyna € 6inblw nepesa-
XKHUMMN.

TepwmiH "Ci.¢-ankinbHa rpyna, HeoboB'A3KOBO 3a-
MilleHa aToMoM(amu) ranoreHy" CTocyeTbCs 3amille-
Hoi abo HesamilLleHOi ankinbHOT rpynu, wo mae Big 1
0o 6 atomiB Byrneuto. KinbkicTb 3amillyBanbHUX aTo-
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MiB ranoreHy ctaHoButb 1 abo GinbLue aTtomis. Mepe-
BaXXHOIO KifbKiCTIO 3aMilllyBaribHUX aTOMIB ranoreHy €
Big 1 0o 6, Ginbw nepesaxHo Bia 1 oo 4. NepeBax-
HUMKU aTOMaMu ranoreHy € atoMu xrnopy i dropy, i
Oinbw nepeBaxHUM € atom ¢Topy. lMpuknagn 3ami-
weHoi Cig-ankinbHoi rpyny BKM4YaTb TpudTopMe-
TUNbHY rpyny, AudptopmetuneHy rpyny i 1,1,1-
TPUTOPETUNBLHY rpyny.

TepmiH "Cs7-umknoankineHa rpyna, HeoboB'a3Kko-
BO 3aMilleHa" CTOCYeTbCs 3amilleHoi abo Hesamile-
HOI LMKMoarnkinbHoi rpynu, wo mae Big 3 o 7 atomis
Byrneu. 3amicHMkamn Onsi UMKIoankineHoi rpynu e
oavH abo Ginblue 3amicHuKiB, BUOGpaHUX 3 rpynu, sika
CKINagaeTbCsl 3 aToMa ranoreHy, rigpoKCUnbHOI rpynu,
C|.e-ankinbHoi rpynn i OR™® (a6o OR™®) (R**® i R*®
KOXHWI siBNsie coboto Ci.g-ankinbHy rpyny).

TepMiH "apunbHa rpyna, HeobOoB'A3KOBO 3aMilLe-
Ha" BMKOPUCTOBYETLCS ANSA MO3HAYEHHS 3aMileHOoi
abo HesamiweHoi apunbHOI rpynn. 3amiCHUKamMu ans
apunbHOI rpynu € oguH abo Ginblue 3amiCHuKIB, BUO-
paHux 3 rpynu, Ska CKNagaeTbCa 3 aToma raroreHy,
rigpokcunbHoi rpynn. Ci.g-ankinbHoi rpynu i OR**
(a6o OR™) (koxHuit 3 R** i R* aBnsie co6oto Cy¢-
ankineHy rpyny). lNepeBaxHnumn 3amicHMKaMm € aTom
ranoreHy, rigpokcuneHa rpyna, Ci.s-ankinbHa rpyna,
meTokeurpyna i etokcurpyna. Npuknagn 3amiweHoi
apunbHOI rpynu BKNOYalTb 4-xnopderineHy rpyny,
4-pTopdeHinbHy rpyny, 4-rigpokcudeHinbHy rpyny i
4-meToKCUpeHInbHy rpyny.

TepmiH "C;.i0-apankinbHa rpyna, HeobOB'A3KOBO
3amillleHa" BWKOPUCTOBYETBCA NS MO3HAYEHHs 3a-
MieHoi abo HesamilleHoi apankinbHoi rpynu, LWwo
Mae Big 7 go 10 aTtomiB Byrneut. 3amicHUKamu ang
apankineHoi rpynu € oamH abo OinblLue 3aMiCHUKIB,
BMOpaHUX 3 rpynu, Ska CKnagaeTbca 3 atoma ranore-
Hy, rigpoKcunbHOI rpynu, Ci.g-ankinbHOI rpynu i OR™®
(@6o OR*", aB6o OR*®) (koxHuit 3 R?°, R¥7 | R*°
aBnse cobow Cig-ankinbHy rpyny). lNepeBaxHnMu
3aMiCHMKaMM € aToM raroreHy, ripokcunbHa rpyna,
Cis-ankinbHa rpyna, MeTOKCUrpyna i eTokcurpyna.
Mpuknagn 3amiweHoi Cr.ip-apankinbHOi rpynu BKMO-
yawTb B cebe 4-metokcubeHaunobHy rpyny, 3,4-
AVMETOKCUBEH3NNbHY rpyny, 4-xnopbeH3nneHy rpyny
i 4-xnopdeHineTuneHy rpyny.

TepmiH "reTepoapwnbHa rpyna, HeoOOB'A3KOBO
3amillleHa" BMKOPUCTOBYETBCA AM1S MO3HAYEHHs 3a-
MileHoi abo HesaMilleHOi reTepoapunbHoi rpynu.
3aMicH1MKaMun ans reTepoapunbHoi rpynu € oanH abo
Oinblue 3amicHUKIB, BUOpaHUX 3 rpynu, sika cknaga-
€TbCA 3 aToMma ranoreHy, rigpokcunsHoi rpynu, Cig-
ankineHoi rpynu i OR*™! (R*! sapnsie cobolo Cie-
ankinbHy rpyny). lNepeBaxHUMKU 3aMiCHUKAMM € aTOM
ranoreHy, Ci.s-ankineHa rpyna, MeTokcurpyna ta eTo-
keurpyna. binblw nepesBaXxHUMK 3aMiCHUKaMN € MeTU-
NbHa rpyna Ta eTunbHa rpyna. lNpuknagn samiweHoi
reTepoapvnbHOl rpynu BKIOYalTb 4-mMeTunTiason-2-
inbHY rpyny, 2-metunnipuaunH-5-inbHy rpyny, 1-
MeTunnipason-4-inbHy rpyny, 1-eTunnipason-4-inbHy
rpyny, 1-meTunniponinsHy rpyny, 2-
MeTUMIMIAasonineHy rpyny i 4-MeToKCIHAONINbLHY rpy-
ny.

TepmiH "reTepoumknoarkinbHa rpyna, HeoboB'a3-
KOBO 3aMmilleHa" BMKOPWUCTOBYETLCH ANsl MO3HAYEHHS
3amilweHoi abo HesaMilleHoi reTepoumkoankinbHoi
rpynu. 3amicHvkamn Ansi reTepoumrKnoankineHoi rpy-
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nu € oguH abo BinbLue 3amiCHUKIB, BUBpaHMX 3 rpynu,
fIka CKnagaeTbCs 3 aTtoma rarnoreHy, rigpoKCUbHOI
rpynu, Cy.g-ankinsHoi rpynu i OR™® (a6o OR*?) (kox-
HUih 3 Ra™® i R* aBnsie co6oio Cig-ankinbHy rpyny).
MepeBaxxHUMKU 3aMicHMKaMK € aToM ranoreHy i Ci.a-
ankineHa rpyna, 6inblu nepeBaXHUMW C MeTWUNbHa
rpyna i etunbHa rpyna. lNpuknagamu 3amiweHoi re-
TepoumknoankinbHoi rpynu € 4-meTtunninepasuH-1-
inbHa rpyna i 4-etunninepasvH-1-inbHa rpyna.

TepMiH "thapmaLeBTUYHO NPUNHATHA Cinb" BUKO-
PUCTOBYETLCA AJ1S1 MO3HAYEHHST CONENn NMyXXHUX MeTa-
niB, Ny>XHO3eMenbHMX MeTanis, amoHilo abo ankina-
MOHil0, conen MiHepanbHUX KUCOT abo conew
OpraHivyHux kucnot. MNpuknagn Takux conewn BKYa-
I0Tb Ciflb HaTPIlO, CiNb Kanito, Cinb KanbLito, Ciflb amo-
HilO, CiNb anoMmiHilo, Cinb TPUETMMaMOHIl, aueTar,
nponioHat, Gytupat, dopmar, TpudTopaueTaT, mMa-
near, TapTapar, uuTpar, cteapaT, CyKUMHaT, eTUncy-
KUMHAT, nakTtobioHaT, rMIoKoHaT, rnoKorenToHaT, be-
H30aT, MeTaHCynbgOHaT, eTaHCynbgoHaT, 2-
rigpokcieTaHcynbdoHaT, 6eH3oncynegoHaT, napaTo-
nyoncynbgoHaT, naypurncynbgoHaT, manar, acnap-
TaT. raoTamart, agunart, Cinb uucTteiHy, cinb N-
aueTunuucteiHy, rigpoxnopug, rigpobpomig, doc-
dat, cynbgar, rigpornoaua, HikoTUHaT, okcanar, Mik-
paT, TiouiaHaT, yHAekaHoaT, Ciflb akpunoBOro noni-
Mepy, Cifnb KapOOKCUBIHINOBOro nonimepy.

TepMiH "cinb" BMKOPUCTOBYETLCA ONA MO3HAYEH-
HSA COnewn NyXHWX MeTaniB, Ny)kKHO3eMeNbHUX MeTa-
niB, aMoHito abo ankinamoHito. conen MiHepanbHUX
KMcnot abo comnew opraHivyHMX KUCIOT, ane, Kpim da-
PMaUEBTUYHO MPUNHATHUX CONEn, BKOYAE W iHLWI
coni.

Ockinbkun geski 3i Cnonyk i NPOMKHUX CNOMYK 3ri-
OHO 3 [JaHUM BMHaxO04OM MOXYTb MaTW XipanbHUN
LEHTP, TO BOHM MOXYTb OyTW npeacTtaeneHi sk giac-
Tepeomepu abo eHaHTiomepu. [eski 3i cnonyk i npo-
MiDDKHUX CMOMyK 3rigHO 3 AaHUM BMHAXOL4OM TaKOX
MOXyTb OyTW npeacTaBneHi, Hanpuknag, SK KeTo-
€eHonbHi TaytoMepu. bBinblw TOro Aeski 3i cnonyk i
NPOMDKHUX CMOMyK 3rigHO 3 AaHUM BWHAXOAOM MO-
XyTb O6yTV NpeacTaBneHi sk reomeTpuyHi isomepu (E-
dopma, Z-dopma). Takmm YMHOM, CNOMYKN i MPOMDKHI
CMOMyKN 3riAHO 3 AaHUM BMHAXOAOM BKIOYaloTb BCi
BVLLEBKa3aHi iHOMBiAyanbHi isomepu Ta ix CymiLLi.

Ak 6yne nokasaHo B TECTOBUX Npuknagax, npea-
CTaBMEHNX HWKYE, CMOMYKN 3riHO 3 AAaHUM BUHAXo-
OOM 30aTHi [0  iHribyBaHHA aKTMBHOCTI  HaTpil-
3anexHoro Ko-TpaHcrnopTepa-2 rnwoko3n (SGLT2),
noe'a3aHoi 3 peabcopbuieto rMKo3n B HUPKaX, i MO-
XyTb 3abe3ne4nT OTpMMaHHA BUMHATKOBOro dapma-
LEBTUYHOrO 3acoby, edpekTMBHOro Ans npodinakTukn
abo nikyBaHHsA AiabeTy, 3axBOpIOBaHHSA, MOB'SA3aHOr0
3 giabetoM, abo ycknagHeHHs, BUKMMKaHoro faiabe-
TOM.

Kpim Toro, cnonyku 3rigHo 3 BUHaxo4om, sik byae
nokasaHo AeTanbHille HWX4e, BUHATKOBI B TOMY BiJ-
HOLLEHHI, WO MalwTb BUCOKY KpUCTaniyHiCTb, Nerko
OouYMLLAI0TLCH, 3pYyYHi B 36epiraHHi, BUpobHULTBI ha-
pMaUEBTUYHOIO npenapaTty i € NpuaaTHUMK Y BUKO-
pucTaHHi sk nikapcbkoro 3acoby. Lo cTocyeTbes
CMonyK JaHoro BuHaxody, To crnonyku dopmyn |, 1A,
I, N 1V, B akux R'R*e BOAHEM, MalOTb BUCOKY KpU-
CTaniyHicTb.
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BaraTo 3i 3BM4aiHUX CNONYyK rMOLUTONY ABNSATb
co60t0 aMopdHi pe4oBUHM, SIKi B NpoLeci BUPOOHMLT-
Ba (papmaueBTMYHOro 3acoby noTpebytoTb kpuctani-
3auii pasom 3 NpuaaTHUMM aMiHOKUCIIOTaMM, Takumu
AK peHinanaHiH i nponiH, (nateHTHa 3asBka CLUA
US6774112). MNpoTe, cnonyku 3rigHO 3 BUHAaxo4om,
SKi MICTATb MMOUMTON, WO NEPETBOPIOETLCA Ha 1-Tio-
rNIOLUMTON, MaloTb BUCOKY KPUCTaNIYHICTb | He noTpe-
OyloTb CcninbHOI KpMucTanisauii 3 aMiHOKMCrnoTamu.

Hanpuknag, rnouuTton-cnonyku Xa, npeacras-
neHi B nateHTHIN 3aaBui CLUA US6515117, y Burnagi
CKIOMoAibHOI pPe4YOoBMHN, MakTb HWU3bKY KpucTariy-
HicTb. 3 iHworo 6oky, cnonykn Xb 3rigHO 3 BMHaxo-
AOM C crnonykamu 1-Tio-rnounTtony i sBnsaTbL coboto
6e306apBHUIA KPUCTANIYHUIA MOPOLLOK, O Mae TOYKY
nnaesneHHsa 79,0-83,0°C.

OH Xa; Z=0
Xb; Z2=5

[MepeBaxHi BTINEHHA CNOMyK AaHOro BMHAxXo4y
nepepaxoBaHi Hux4ye. Y cdopmynax | i |A nepesaxHu-
mMu npuknagamu ans A € -(CHz)n- (ge n o3Havae uine
yucno Big 0 po 3, nepeBaxHo, n=1 abo 2), -
CONH(CH2)n- (ge n osHauvae uine yucro Big 0 go 3,
nepesaxHo n=0) abo -(CH2)nCH=CH- (ge n o3Hauae
uine yucno Big 0 go 3, nepeBaxHo n=0 a6o 1) i -O-.

Binbw nepeBaxHum npuknagom A € -CH,-.

Y copmynax | i IA nepeBaxHUM MONOXEHHAM
ANs 3B'A3KY A-Ar? € MeTa-NoNOXEHHS ANs TioLyKpYy.

[MepeBaxHi BTiNeHHsa crnonyk dopmynu |l 3rigHo 3
AaHUM BUHaxonoMm 6yp,yTb Cpe,qCTaBneHi HIKYeE.

Y dopmyni (II) i R” nepeBaxHo € atomamu
BO[HIO.

[NepeBaxHMM 3aMiCHUKOM AN R® ¢ atom BOAHIO,
aTom ranoreHy, rigpokcunsHa rpyna, Ci.g-ankinbHa
rpyna abo -O-(CH;)m'-Q' {.qe m' o3Ha4vae uine 4ncno
Big 1 0o 4, nepeBaxHo, m'=1, i Q' sBnAe coboto rig-
POKCHTIbHY rpyny, COZH ORC2 -CO,R®, -CONHj, -
CONHR®, -CONR™°R™S, _NH,, INHRML NRUZRA
abo NHCOgRGIS (ne KOXHMIA 3 R618 R, Ralo, R
R*? aBnsie co6oto Ci.e-aikinbHy rpyny, R sensie co-
6ot0 Cie-ankineHy rpyny, Heo6039|3|<oso 3aMilLieHy
aToMOM (aToMamu) ranoreHy, i R® siBnsie co6oto Ci.6-
ankineHy rpyny, Cr.io-apankinbHy rpyny, eHinbHy
rpyny, a6o Csr- umxnoanklany rpyny)}; abo

-OR" {ne R™ sBnsie coboto Cyg- -ankineHy rpyny,
HeOoOOB'A3KOBO 3aMillleHy aTOMOM (aTomamu) ranore-
Hy; abo Cr7.ip-apankinbHy rpyny, HeobOB'A3KOBO 3a-
MileHy ogHMM abo Binblue 3amicHrkamu, BUOpaHumu
3 IPyNK, Aka CKNAAAETLCA 3 aToma ranorety, rigpok-
cunbHol rpynu, Ci.g-ankinbHOIrpynu i OR* (ue R
ﬂBnﬂe coboto Ci.g-ankinbHy rpyny)}.

R® nepeBaxHo siBMsie coBOIO aTOM BOAHIO, Cie-
ankineHy rpyny, atom ranoreHy, Ci.g-ankokcurpyny
abo -O-CH,-Q' [ne Q' sBnse coboto -CO,H abo -
CO.R® (R""8 BM3Ha4YeHWU BuLle)], i ocobnmeo nepe-
BaXXHi MeTanbHa rpyna, aTom xnopy abo MeToKcurpy-
na.

[NepeBaxHUM 3aMiCHMKOM ANd RP € aTom BOLHIO,
aTom ranoreHy, rigpokcunsHa rpyna, Ci.g-ankinbHa
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rpyna, a6o -OR™ {ne R” siBnsic co60to C1.s-ankinbHy

rpyny, HeobOB'A3KOBO 3aMillleHy aToMoM(amu) rasno-

reHy; abo Cr.jp-apankinbHy rpyny, HeobOB'A3kOBO

3amilweHy ogHum abo Ginblie 3amicHMkamu, Bubpa-

HAMMK 3 Tpynu, sika CKNagaeTbCsl 3 atoma raroreHy,

FI,EI,POKCVIJ'II:HOI rpynu, Ci.g-ankinbHoirpynu i OR?"® (ne
aBnse coboto Ci.g-ankinbHy rpyny)}.

RP nepeBaxHo siIBMsie COBGOI0 aTOM BOAHIO, Figpo-
KeunbHy rpyny abo Cig-ankokeurpyny i, ocobnuso
nepeBaxHo, rigpoKCUIbHY rpyny abo meTokeurpyny.

MepeBaxHi 3amicHukn ana R~ i R ogHakosi abo
Pi3Hi, i KOXHUIA ABNsiE coBOo0 aToM BOAHIO, aTOM raro-
reHy, Cig-ankinbHy rpyny a6o -OR® (ge R*® sBnse
coboro Cig-ankinbHy rpyny, Heob0B'sI3KOBO 3aMiLLEHyY
aTomM(amu) ranoreHy.)

MNepeBaxHo, R™ i R' ¢ aTomamu BOoAHIO abo aTo-
Mamu Topy.

[MepeBaxHUM 3aMiCHVKOM ANs R® € aTom BOJHIO,
aTom ranoreHy, rigpokcunbHa rpyna abo Cig-
arkinbHa rpyna, HeobOoB'sI3KOBO 3amillleHa ogHUM abo
Ginblue 3amicHUkamu, BMOGpaHMMK 3 rpynu, Ska ckna-
AAaeTbCs 3 aToMa ranoreHy i rigpoKCUNbHOT Fpynu.

[MepeBakHUMK 3 HUX € aTOM ranoreHy, rigpoKcu-
nbHa rpyna abo Ci.g-ankinbHa rpyna, HeoboB'A3KOBO
3amiweHa ogHuMm abo Ginblie 3amicHukamu, Bubpa-
HMMW 3 TPynu, sika CKNagaeTbCsA 3 aToma ranorexy i
rigpokcunbeHoi rpynn. Ocobnmneso nepeBaxkHUMKU € Me-
TUNbHa rpyna, eTunbHa rpyna, i3onponinbHa rpyna
abo rigpokcmeTunbHa rpyna.

IHWWMK nepesaxHMm 3amichukamu anst R e -
CO,H, -OR®, -CO,R® -CONH;, -CONHR™, -
CONR®R®, CORdl _OCOR®, -SR®, SOR¥, -
SO,R%, -NHR® a6o NRVR™ (p,e KOXHUM 3 R®3, Ra4
R® R* i R sgnsie coGoio Cye-ankinbH> rpyny, R
aBnae cobow Cig-ankinbHy rpyny, HeoGOB'I3KOBO
3aMileHy aToMoM(amu) ranoreHy, KOXXHUN 3 R j R®
aBnsae cobow Cie-ankineHy rpyny, Cr.ip-apankinbHy
rpyny, eHineHy rp}/ny a6o Cs.7-UMKIoarnkinbHy rpy-
ny, i koxHun 3 R® R®2 i R®® aense co6otw Cie
ankineHy rpyny, q)eHmbHy rpyny abo ToninsHy rpy 3y

MepeBaxHumn 3 HMX € -CO,H, -OR%, -CO,R?
SR i NR¥RY (ne R™, R®, R% | R TaKi, sk BU3HA-
YyeHo Buue). OcobnrBo NepeBaXHUMN € METOKCUIPY-
na, eTokcurpyna, i3oHponisiokeurpyna, MetuTiorpyna i
-COzMe.

IHWMM nepeBaXXHUM 3aMiCHUKOM Ans R ¢ -O-
(CH2)m'-Q' {ne m' osHavae uine uncno Big 1 go 4,
nepesaxHo m'=1 abo 2, i Q' saBnse coboto rigpokcu-
nbHY rpyrny, -CO;H, -OR%, -CO,R*®, -CONH,, -
CONHR®,  -CONR™R*°, -NH,, -NHR*' afo
NRalZRalz (,qe KOSKHUIA 3 RaB Ra9 RalO Rall RalZ
nsae cobor Cie-ankinbHy rpyny, RC2 sBNSA€ coGoro
Ci-6-arnkinbHy rpyny, Heo6oa'ﬂ3|<oao 3aMmilleHy aTto-
MOM(amu) ranoreny)}.

MepeBaxHumm 3 Hux € -0O-CH,CO,Me, -O-
CH2C03H, -O-CHzCONMEz, -O-CHzCHzOH- i -O-
CH,CH>NMes.

|HIJJVIM nepeBaxHUM 3amicHukom ansi R® e -OR"
{ne R? sensie co6ot Cs7-LMKNOAmKiNbHY rpyny, He-
000B'sI3KOBO 3aMmillieHy ogHUM abo Ginblue 3amiCHU-
Kamu, BUbpaHMMu 3 rpynu, gka CKnagaeTbCs 3 atoma
ranorexy, rigpokcunbHoi rpynu, Cie-ankineHoi rpynu i
OR™® (ne R™ sBnsie coboto Cis-ankinbHy rpyny);
abo retepoumKnoankineHy rpyny, Heo60B'A3KOBO 3a-
MiLLeHy ogHMM abo GinbLue 3amicH1kamu, BUGpaHumu
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3 TPynM, sika CKNAfAEeTbCA 3 atoma rasnoreHy, rigpok-
cunbHoi rpynu, Ci.s-ankinsHoi rpynn i OR™® (ge R*'®
aBnse cobow Cig-ankineHy rpyny)} abo retepouuk-
noarnkineHy rpyny, HeoOOB'A3KOBO 3aMillleHy OOHUM
abo Ginble 3amicHMkamu, BUOpaHUMKU 3 Tpynu, sika
CKINafaeTbCs 3 aToMa ranoreny, rigpoKCUnbHOI rpynu,
Cie-ankinbHoi rpynn i OR*? (ge R** siBnsie coboio
Ci-6-ankinbHy rpyny).

MepeBaxHumn 3 Hux € -O-Csz-UmknoankinbHa
rpyna, -O-retepouunknoankinbHa rpyna i retepoumk-
noankineHa rpyna. OcobnuBo NepeBaXHUMU €
TeTparigponipaHinokeurpyna, UMKNoneHTUIokeurpyna
i MopdoniHorpyna.

MepeBaxHi BTiNeHHA cnonykn dopmynu Il 3rigHo
3 JaHVM BUHaxXOA40M NpeACcTaBrieHi HDKYe.

Y dopmyni (I1), Ar’ nepesaxHo siBRsie coboto Ti-
€HinbHY rpyny, 6eHso[b]tiodeHinbHy rpyny, TieHo[2,3-
b]tiodeHinbHy rpyny, 6eH3odypaHineHy rpyny, 6eH-
30Tia3oninbHy rpyny, iHAOMINBHY rpyny, MiPONNbHY
rpyny, iMigasoninbHy rpyny, nipasoninbHy rpyny, ni-
puauneHy rpyny, NipuMigunineHy rpyny, nipasuHinbHy
rpyny abo i3okcas3onineHy rpyny.

R® R% iR wo e samichukamu ans Ar® rpynm,
ofHakoBi abo pi3Hi, i KOXHWUIA NepeBaXxHO SIBMSIE CO-
6010 aToM BOAHIO, aTOM ranoreHy, rigpoKCUnbHy rpy-
ny. Ci.g-ankinbHy rpyny abo Ci.g-ankokcurpyny.

Axkwo Ar® aBnsge coboro TiEHINbHY ré)yny, TO ne-
peBaxHo, LWo6 LoHaMeHwWwe oguH 3 R%, R% i R'*
aBnAe cobo apunbHy rpyny, HeOOOB'A3KOBO 3aMi-
LLeHy oaHMM abo GinbLue 3aMmicHMKaMu, BUbpaHumm 3
rpynu, sika CKNnagaeTbcs 3 aToMa ranoreHy, rigpoKcu-
nbHOi rpynun, Cie-ankinbHoi rpynu i OR™® (ne R**
aBnsie coboto Cig-ankinbHy rpyny), abo retepoapu-
nbHY rpyny, HeobOB'A3KOBO 3amilleHy ogHum abo
OinbLue 3amicHMKkamu, BUOpaHUMK 3 rpynu, sika Ckna-
OAeTbCs 3 aTOMa ranoreHy, rigpokcunbHoi rpynu, Ci.g-
ankinbHoi rpynu i OR** (ge R** siBnsie co6oio Cyg-
ankineHy rpyny), i KOXHWIM 3 OBOX iHLWMX ABMnsie coboto
aToM BOAHIO, atoMm ranoreny, Ci.g-ankineHy rpyny abo
Ci-g-ankokecurpymny.

MepeBaxHi BTiNneHHs cnonykn dopmynu (V) 3rig-
HO 3 JaHUM BUHaxo40M NPeACTaBeHi HKYe.

Y cpopmyni (IV) Ar* nepesaxHo siBnsie coboto Tie-
HiNbHY rpyny, G6eH3o[b]TiodeHinbHy rpyny ato nigm-
avneHoBy rpyny. NepeBaxHo, wWo6 koxHWMiA 3 R oa
R?"™® R’iR¥, wo € 3amichukamu gns Ar® rpynu, sensie
coboto aTom BOAHIO, aTom ranoreHy, Ci.g-ankinbHy
rpyny abo Ci.g-ankokcurpyny. MNepeBaxHo, R" e Tum
Xe. AK i Oygb-kui 3 nepepaxoBaHWX MNepeBaKHUX
3amicHukiB RC.

[MepeBaXxkHi KOHKPETHI CMONYKW ANs AaHOro BUHa-
XoAy npeacTasneHi HUxXYe.

(1S)-1,5-AHrigpo-1-[3-(4-eTnn6eHsun)deHin]-1-
Tio-D-rntouuTton

(1S)-1,5-AHrigpo-1-[3-(4-eTokcnbeH3un )deHin]-1-
Tio-D-rntouuTton

(1S)-1,5-AHrigpo-1-[3-[(1-6eH30TieH-2-in)meTunn]-
4-meTokcudeHin]-1-tio-D-rnouunTon

(1S)-1,5-AHrigpo-1-[4-xnop-3-(4-
eTokcnbeHann]deHrin]-1-tio-D-rnoumTon

(1S)-1,5-Anrigpo-1-[3-(4-eToKkcnMbeH3nn)-4-
MeTokcudeHin]-1-tio-D-rnoumTon

(1S)-1,5-AHrigpo-1-[3-[(1-6eH30TieH-2-in)meTunn]-
4-xnopdeHin]-1-tio-D-rntoumTon
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(1S)-1,5-AHrigpo-1-[3-[(1-6eH30Tien-2-
in)meTtun]derin]-1-tio-D-rnoumTon
(1S)-1,5-AHrigpo-1-[3-(4-eTokcnbeHsnn]-6-
meTokcudeHin]-1-tio-D-rmtounton
(1S)-1,5-AHrigpo-1-[3-[(1-6eH30TieH-2-in)meTnn]-
6-meToKcueHin]-1-tio-D-raounton
(1S)-1,5-AHrigpo-1-[3 -(4-eToKCNBEH3WM)-6-
rigpokcndeHin]-1-tio-D-rntounton
(1S)-1,5-AHrigpo-1-[4,6-gumeTokci-3-(4-
eTokenbeHnann)eHin]-1-tio-D-rnouunTon
(1S)-1,5-AHrigpo-1-[3-(4-eTokcnbeHsun)-4-
dTOpdeHin]-1-tio-D-rnouuTon
(1S)-1,5-AHrigpo-1-[3-(4-eTokcnbeHaun)-4-
rigpokcndeHin]-1-tio-D-rntounton
(1S)-1,5-AHrigpo-1-[4-xnop-3-(2,5-andpTop-4-
eTokcnbeHann)denin]-1-Tio-D-rnouuTon
(1S)-1,5-AHrigpo-1-[4-xnop-3-(3-dTop-4-
eTokenbeHnann)eHin]-1-tio-D-rnouunTon
(1S)-1,5-AHrigpo-1-[4-xnop-3-(3-xnop-4-
eTokcnbeHaun)deHin]-1-tio-D-rrouuton
(1S)-1,5-AHrigpo-1-[3-(4-eTokcuberown)-4-
meTundeHin]-1-tio-D-rntounton
(1S)-1,5-AHrigpo-1-[4-xnop-3-(3,4-
anmeTokeunbeHnann)denin]-1-Tio-D-rnouuton
(1S)-1,5-AHrigpo-1-[4-xnop-3-(4-
MeTokcnbeH3ann)deHin]-1-tio-D-rniouuton
(1S)-1,5-AHrigpo-1-[3-(4-eTokcnbeH3un)-6-
MeToKCU-4-meTundeHrin]-1-tio-D-rnoumTon
(1S)-1,5-AHrigpo-1-[3-(4-TpeT-6yTnnbeHann)-4-
xnopgeHin]-1-tio-D-rnounTon
(1S)-1,5-AHrigpo-1-[4-xnop-3-(2-cdTop-4-
eTokcnbeHann)denin]-1-Tio-D-rnouuTon
(1S)-1,5-AHrigpo-1-[3-[(1-6eH30TieH-2-in)meTunn]-
4,6-aumeTokcndeHin]-1-tio-D-ratounton
(1S)-1,5-Anrigpo-1-[4-xnop-3-(4-
MeTuno6eHsun)deHrin]-1-Tio-D-rnoumTon
(1S)-1,5-Anrigpo-1-[4-xnop-3-(4-
mMeTunTiobeHann)deHin]-1-tio-D-rnouunTon
(1S)-1,5-AHrigpo-1-[4-xnop-3-(4-
rinpokcubeHann)deHin]-1-Tio-D-rnouuton
(1S)-1,5-Anrigpo-1-[4-xnop-3-(4-
eTnnbeHsun)deHin]-1-tio-D-rnounton
(1S)-1,5-Anrigpo-1-[4-xnop-3-(4-
isonponin6eHaun)geHin]-1-tio-D-rrnouuTon
(1S)-1,5-Anrigpo-1-[4-xnop-3-(4-
eTokcumeTunbeHaun)deHin]-1-tio-D-rnouuton
(1S)-1,5-AHrigpo-1-[3-(4-eTokcnbeHaun)-6-
rigpokcn-4-meTtundenin]-1-tio-D-rnounTon
(1S)-1,5-AHrigpo-1-[3-[(1-6eH30dypaH-2-
in)metun]-4-xnopdeHin]-1-tio-D-rnouuton
(1S)-1,5-AHrigpo-1-[4-xnop-3-(4-eTokcnbeHsaun)-
6-meToKcueHin]-1-tio-D-raounton
(1S)-1,5-Anrigpo-1-[3-(4-eTokcnbeH3un)-4,6-
aurigpokcndeHin]-1-tio-D-rntoumTton
(1S)-1,5-AHrigpo-1-[3-(4-eTun6eH3un)-6-
MeTOoKCcUK-4-meTundpeHin]-1-tio-D-rntounton
(1S)-1,5-AHrigpo-1-[4-xnop-3-(4-eTun6eH3un)-6-
mMeTokcudeHin]-1-tio-D-rnoumTton
(1S)-1,5-Anrigpo-1-[4-xnop-3-(4-
isonponin6eHsun)-6-meTokcudeHin]-1-tio-D-
rIouUMTOnN
(1S)-1,5-AHrigpo-1-[3-(4-meTnnbewwnn)-6-
MeTOKCcUK-4-MmeTundeHin]-1-tio-D-rntounton
(1S)-1,5-AHrigpo-1-[3-(4-isonponin6eH3un)-6-
MeToKcu-4-MeTundeHin]-1-tio-D-rnouunTon.
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MpomixHi cnonykn cpopmynu XV 3rigHO 3 AaHUM
BVIHaXO,EI,OM XapakTepHi TMM, WO MalTb 3aMiCHUK -
OR"™ . IcHyBaHHA Takoro 3amicHuKa CTBOPKOE NepeBa-
ry B TOMy, LUO BUXid i CENEKTUBHICTb MPU CUHTES3i Ta-
KOT NPOMDKHOT CMOMYyKU BULLE, HIX Y BUNAAKy CNOMyK,
no3baBneHnx Takoro 3amiCHUKa.

3okpema, y cnocobi OTpMMaHHs MPOMIXKHUX Cro-
nyk copmynun XV (Hanpuknag, y cxemi 8, npeacras-
neHin Hwxkye), peakuia Ppigens-Kpadrtca pae suco-
K Buxig. Ao He06X|p,va| NPOAYKT € CrOMyKol
dopmynun XV, B skin AR® ¢ (hEHINbLHOIO rpymnoto B Na-
pa-nonoXeHHi Ans niHkepa, TO YTBOPKKTLCA TiNbKu
napa-3amillleHi NPoAyKTW i Aekinbka no3uuiiHUX i30-
MepiB (OpTO-3aMilleHi MPOAYyKTW), SKi YTBOPOOTLCA
Npu BUKOPUCTaHHI LIbOro MeToay.

Kpim Toro, Taki npoMixHi cnonyku cdopmynmu XV
3rifHO 3 AaHWM BUMHAXOAOM, SK cronyka, B akin G2
sBMsie cobolo OKcorpyny pasom 3 G2 (Bignosinae cro-
nyui llo Ha Cxewmi 8), i cnonyka, B sikin G° Ta G* €
aTtomamu ranoreHy (signosigae cnonyui llA Ha Cxewmi
8), Mac xopoluy KpuctanisoBaHicTb B 6aratbox Buna-
gkax, i Moxe OyTu nerko nepekpuctanizoBaHa Ha
©6e36apBHi NOPOLLKM.

[MepeBaxHi BTiNeHHs crnonyku dopmynu XV 3rig-
HO 3 JaHUM BUMHaxX040M NPeLCTaBeHi HMXKYe.

Axwo AR® sBnsie cobolo deHinbHy rpyny, To G*
nepeBaxHoO fABnsie coboto rigpokeuneHy rpyny; Ci.g-
ankineHy rpyny, HeoboB'sI3KOBO 3amilLeHy ogH1M abo
Oinblle 3amMiCHMKamu, BUOpaHUMK 3 TPYNK, sika CKna-
AAETLCA 3 atoma ranorexy i FI,EI,pOKCVIJ'IbHOI | Tpynu; -
SR _SOR®®: -SO,R*®: abo OR (ne R*® siBnsie
coboto Cie-ankinbHy rpyny, i R™ sBnsie co6oto Cye-
ankineHy rpyny abo Cr.ip-apankineHy rpyny, Heobo-
B'A3KOBO 3aMillleHy aTomMoM(amu) ranoreHy), i GinbL
nepeBaxHO sBnsie cobow Cig-ankinbHy rpyny, He-
00OB'sI3KOBO  3aMilLleHy aToMoM(amu) rarnoreHy),
SMe, -SOMe, -SO;Me abo Ci.g-ankokcurpyny, He-
060B'A3KOBO 3aMileHy aToMOM ranoreHy, abo GeH-
3UNOKCUTpyny, HeOOOB'A3KOBO  3aMilLleHy aTomom
ranoreHy. [epeBaKHUM NONOXEHHSIM 3aMilLeHHs G2
€ napa-nonoXeHHs Ans niHkepa. IHWi No3Ha4YeHHs Ti
)K O i B dopmyni XV, ane GinbLl nepeBaxHO, AKLLO

i G* opHakoBi a6o Pi3Hi, i KOXHMI aBNsiE coboto
aTom BOAHI abo aTtom ¢pTopy.

Akwo AR saBnsie cobowo GeHso[b]TtiodeHinbHy
rpyny, ©eH3odypaHineHy rpyny, 6eH30T|a30n|any
rpyny abo nipuaunnbHy rpyny, TO KOXHUNA 3 G*® G*
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G* nepeBaneHo sBNsic COGOK aTOM BOAHIO, aTOM
ranoreHy, rigpokcunbHy rpyny, Ci.g-ankineHy rpyny
a6bo Ci.6- ankokeurpyny.

Akwo AR® sBnsie coboio TiEHINbHY rpyny, TO G*
nepeBaxHO ABnse coboto apunbHy rpyny, Heobos'as-
KOBO 3amiweHy oaHuMm abo 6inblue 3amicHuKamu,
BMOpaHMMK 3 rpynn, sika cKNagaeTbcsa 3 atoma rano-
reHy, rigpokcunbHoi rpynun, Caig-ankinbHoi rpynun i
OR™ (ne R™ sBnsie cobol Cye-ankinbHy rpyny);
abo reTepoapunbHy rpyny, HeoboB'A3KOBO 3aMilleHy
ofgHuM abo Ginblie 3aMiCHMKamMu, BUOpaHMMK 3 py-
MU, Aka CKNARAETLCA 3 aToMa rarnoreHy, rmpoxcmnb-
HOi rpynu, Ci.g-ankinbHoi rpynu i OR (e R* sB-
nsie coboto Cig-ankineHy rpyny), i G*iGg¥* OﬂHaKOBI
abo pisHi, i KOXHWUI ABRsSie cObO0 aTOM BOAHIO, aTOM
ranorexy, Ci-g-ankinbHy royny  abo Cie-
ankokcurpyny.

AR® nepeBaxHO € PeHiNbHO rpynoto.

Pi3Hi cnocobu oTpymaHHsa cnonyk 3rigHo 3 AaHuM
BMHaxo4oM OyAyTb AeTanbHO ONMUCaHi HUXKYe Ha npu-
Knagax, gki HaBefeHi 3 MeTOolo intocTpadii BuHaxoay,
ane He Ans noro obmexeHHs. ICHye MOBIAOMNEHHS
npo Te, Wo noxigHi D-rnioumTony MoxyTb GyTW CUH-
Te3oBaHi 3 BUKOpUCTaHHAM C-apunrniokonipaHosunay,
AKMN MOXe OyTW OTpUMaHuii BHACNiOOK [O[AaBaHHS
O[HOro ekBiBaneHTa apunniTito abo apunbLHOro peak-
TmBY [piHbApa A0 NOXIOHWX TMHOKONMAaKTOHY (NaTeHT-
HUA gokymeHT 12). Mpote 1-tio-rmouuton 3rigHO 3
BMHAxXOAOM He BAanocs oTpMMaTy B ymoBax, onuca-
HUX BuLe. 3asBHWKM BHacnigoK peTenbHUX Aocni-
AXEeHb BUABWUMK, WO 1-TiO-MMIOUMTON MOXHa OoTpMma-
TW B HACTYMHUX YMOBaX.

Cnoci6 1 OTpUMaHHsi Cnonyku 3rigHO 3 AaHuM
BMHAaXOAOM

Cronyky dopmynn V oTpumyBanu 3i Crnomnyku
dopmynmn 1A (arnikoH) i cnonykn copmynu VI (Ti-
ONaKTOH) 3a [JOMOMOrol crnocobiB, NpeacTaBreHNX
Ha cxemax 1-3. lNMoTim cnonyky dopmynu V BigHOB-
noBanu i, AKwo 6yno HeobxiaHO, 3HIManM 3axucT, SK
nokasaHo Ha cxeMi 4, BianoBigHO A0 AKOI OTpMMYyBa-
nn cnonyky cdopmynum |. Cnocib cuHTesy cnonyku ¢o-
pmyna IllA (arnikoH) npeacTaBneHvn Ha cxemax 5-8, i
cnoci6 cuHtedy crnonyku copmynu VIII (TionakToH)
npeacTaBneHnin Ha cxemi 9.

Cxema 1: Peakuis yTBOpeHHs Byrneup-
BYrNeLeBoro 3B'a3Ky MiX arnikoHOM i 5-TioLykpom

Cxema 1

e X aBnsie coboto aTom | rarnorexy, 30kpema aTom
Gpomy, iloay abo xropy, Ar' sBnsie co6ol0 apumbHY,
retepoapunbHy abo reTepoumknoankineHy rpyny, Ta
iHWIi No3Ha4eHHs BiAMNOBIAAOTb 3HAYEHHSM, sIKi BKa-
3aHi ANs HUX BULLIE.

Ak nokasaHo Ha cxemi 1, cnonmyka moxe 6yTu
OTpUMaHa LWNSXOM AoAaBaHHA TiONaKTOHY (crionyka

VIIl) po peaktmBy piHbsipa, OTpUMaHOro 3 ranoreHigy
apwny, ranoreHigy retepoapuny abo ranoresigy re-
Tepouuknoankiny (cnonyka llA) i marHito. Jesiky Kinb-
KicTb peakTuBy [piHbsipa gogasanu 4o NpuUGnM3HO 2
abo Ginblle ekBiBaneHTiB TiONakToHy, 6inbl nepesa-
XHO, Big npubnusHo 2 ekeiBaneHTtiB oo npubnusHo
2,2 ekBiBaneHTiB, ANA OTPUMaHHSA NpUOMM3HO 1 ekBi-
BarieHTa HeobXxigHoi cnonykn V. Onsa uiei peakuii ne-
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peBaxHa Temnepatypa peakuii Big -20°C pgo 25°C.
Ona oTpymaHHsa peakTuBy [piHbsipa sIK PO3YMHHUK
BMKOpUCTOBYBanu pJietunosun edip, TeTparigpody-
paH abo pgumeTunoBun edip Ai€TUNEHrNIKOMo
(diglyme). Ak katanizatop mMoxe OyTV BUKOPUCTaHWN
nog abo 1,2-opnbpometaH. HeobxigHa Temnepatypa
peakuii B uboMy Bunagky Big 25°C go 150°C, nepe-
BaxkHo Big 40°C go 100°C.

ApunniTin, retep o apunnitin abo retepouuknoa-
NKINniTiA, CUHTE30BaHi 3a JONOMOrol B3aemogii crno-
nykn lIA i niTieBoro peaktuBy, BMOpaHOro 3 H-
Oytunnitito, TpeT-OyTunniTito i meauTunnitito (2,4,6-

1] n-BuLi
/‘ r@ﬂg 2) 2¢ul

TpuMeTUndeHinniTin) npn Temnepartypi Big -78°C go -
20°C, He MoxyTb B3aemopaistu 3i cnonykoto VIII. To-
My, ANs OTPUMaHHsA peakTuBy [piHbApa, KM Moxe
Bsaemo,qmm 3i cnonykoto VI, pogasanu 6pomig ma-
rHito (MgBR?) o apunniTito, reTepoapunnitiio a6o
reTepoumnKnoankinnmiTito. Y Uin peakuil K pO34YMHHUK
BUKOPWUCTOBYBanNu fJietunosun edip, Tetparigpody-
paH abo noAibHi OO HWX, | NepeBaxHO Temnepary-
poto peakdii € Big -20°C po 25°C.

Cxema 2: Peakuia 2 YTBOPEHHS ByrneLpb-
BYIMeLeBoro 3B'A3Ky MiX arnikoHoMm i 5-TioLykpom
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Cxema 2

e Ar' siBnsie coGoto apunbHy, retepoapunbHy
abo reTepoumknoankineHy rpyny Ta iHWi NO3Ha4YeHHs
BiANOBIAAOTb 3HAYEHHAM, SKi BKa3aHi ANsl HUX BULLLE.

Ak nokasaHo Ha cxeMi 2, cnonyka V TakoxX Moxe
OyTM CuHTe30BaHa LINSAXOM [OAaBaHHSA ranoreHigy
mMeTany, Hanpwuknag, vogugy wmigi (I) abo xnopugy
Lesito 4o apunniTito, reTepoapunnitito abo retepouu-
KnoarkinniTito, siki MoXHa oTpumaTtu cnocobom, onu-
CcaHuM BuLLe, 3 YTBOPEHHAM komnnekcy (cnonyka II'),
3a JOMNOMOroK nepemeTanyBaHHs, | B3aEMOZIl LbOoro
komnnekcy 3i cnonykoto VIII. MNepeBaxHo Temnepa-
TYpPOI peakLii B NpoLeci OTpMMaHHSA Takoro mniTieBoro

peareHTy € Temnepartypa Big -78°C po -20°C. Ak po-
34YMHHUK B LN peakLuil BUKOPUCTOBYBanu AieTUrnoBun
edip, TeTparigpodypaH abo iHwi. MoTim oTpumaHun
niTieBMN peareHT goaasanu no Kpannsx Ao CycneHsii
noaunay migi abo xnopuay Lesito i gieTnnosoro eqdipy,
B pesynbTaTi oTpumyBanu komnnekc II'. MNigrpumysa-
nu Temnepatypy peakuii Big -78°C pgo 0°C, nepeBax-
Ho Big 25°C po 0°C. Motim gogasanu TionaktoH VIII
3a TUX caMuX YMOB, Lo i Ha cxemi 1, abo komnnekc II'
aogasanu go tionaktoHy VI, B pesynbTati oTpumy-
Banu cnonyky V.

Cxema 3: Peakuia 3 YyTBOpPEHHS ByrneLpb-
BYrNneLeBoro 3B'a3Ky MiX arnikoHOM i S-TioLyKpom

1) Amgx
_._..._.-_._..’
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HQ
R1 0
2
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Cxema 3

ne Ar siBnsie cobok apurnbHy, reTepoapuribHy
abo retepoumknoankineny rpyny, R*° sense co6oto
Cig-ankinbHy rpyny abo Cs.7-umknoankineHy rpyny,
Ta iHWi NO3Ha4YeHHs BIAMNOBIJATb 3HAYEHHSAM, SKi
BKasaHi Ans HUX BULLIE.

Cnocib, nokasaHu Ha cxemi 3, 0O3BOMNsAE 3MeH-
LUMTW KiNbKiCTb ekBiBaneHTiB cnonykn HA, wo Heob-
XigHo y pasi peakuii 3 TionaktoHom VIII. MNpuimatoum
[0 yBaru Ton dakt, wo TionaktoH VIII He moxe B3ae-
MoAisiTM 3 1 ekBiBaneHTOM peakTuBy [piHbsipa, TO
aoaaeanu npnbnmsHo Big 0,8 4o npubnusHo 1,2 eksi-
BasieHTa, nepeBaXHO Aodasanu Big npubnuaHo 0,9
0o npubnunsHo 1,0 ekBiBaneHTa RaoMgX [0 Tionakro-
Hy VIII. Ak ranoreHig Ci.g-ankinmarxito B LbOMy BW-
nagky BMKOPUCTOBYBanu Xxnopug isonponinmarHito,
6pomig  isonponinmarHito abo  xnopug  TpeT-
Oytunmarnito. Ak ranorenig Cs.7-umknoankinMarito
BUKOPWCTOBYBAmNW, Hanpuknag, Xnopua LUK orekcur
MarHito. AK pPO3YMHHWMKN BMKOPUCTOBYBanu AieTuno-
BUI edpip, TeTparigpodypaH abo iHwi. MNepeBaXkHO0
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Cxema 4

e TMO3HAYeHHsa BiOonoBiAAlTb 3HAYEHHAM, SKi
BKa3aHi 4ns H1X BULLE.

Hani, Ak nokaszaHo Ha cxemi 4, cnonyky V 3asga-
nerigb BiAHOBNIOBANMW ANSt MOXIMBOCTI 34iINCHEHHS B-
cTepeocenekTuBHOro cuHtesy cnonyku Xl 3rigHo 3
BUHaxogoM. lMpugaTHUMKM BiGHOBNIOBANbHUMU areH-
Tamm ans uiei peakuii € Et;SiH. i-PhsSiH abo
Ph,SiHCI, i BF3-Et,0, CF3COOH a6o InCls, Tak 3BaHa
kucnota Jlbtoica. AK PO3YMHIIMK BMKOPUCTOBYBau
XNopogopM, ANXIIOPMETaH, aueToHITpun, eTunaue-
TaT, gietunosui edip, 1,4-giokcaH, TeTparigpodypaH
abo cyMill UMX pO34YMHHUKIB. a-Cnomnykun, oTpumMyBaHi
BHacnigok Uiel peakuil BiZHOBNEHHS, YTBOPIOIOTLCS Y
BUMMsAAi NobiYHNX NPOAYKTIB, 3 BUXOAOM Bif AEKiNbKoX
npoueHTiB Ao 15%. OpHak, KOMOiHytouM peareHTu
abo PO3YMHHMKKM, MOXHA 30iNbWNTM BUXIA MOGIMHMX
npoaykTis. lNMepeBaXxHUMW BiAHOBMIOBaNbHUMU areH-
Tamn gna uiei peakuii € EtsSiH a6o i-Pr3SiH, GinbLu
nepeBaxHum Et;SiH. NepeBaxHuM peareHTOM € Kuc-
nota Jlbtoica. Taka sk BF3Et,O abo CF;COOH, 6inbLu
nepeBaxHoto € BF3-Et;0. HeobGxigHoo Temnepary-
poto € Temnepatypa peakuii Big -60°C po 25°C, ne-
peBaxHo Big -40°C go 0°C. Kpim Toro, Baxnusum
BMOIp PO34MHHMKA, i NPUAATHUM PO3YMHHMKOM AnS
uiei peakuii € aueToHiTpun abo cymiw, WO BKIOYaE
aueToHITpUI, Taka SK aueToHiTpun-xnopodopm abo
aueToHITPUN-ANXIIopMeTaH.

R? - R* Bupansanu 3 -OR* - -OR** cronyku XilI
3rigHO 3 BMHAxo4oOM 3a AO0MNOMOro BiAnoOBigHMX CMo-
co6iB, e 3aMiCHUKM NepPETBOPHOBANN Ha TigPOKCUIbHI
rpynv ans noganbLIoro OTpUMaHHs cnonyku la srigHo
3 BUHaAXO40M.

RB
A HB BHATLA JUNHCTY HO
_—.-.........b

R10
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Temnepartypoto peakuii € Big -20°C go 25°C. loTim
aonasanu peaktums [piHbsipa IX, oTpumanun 3i cno-
nyku lIA, nicnga voro Tion akT oH BUGIPKOBO BCTynaBs B
peakuito 3 peakTneBoM [piHbsApa IX, He B3aemogitoum 3
R3°MgX, JofaHvM crovaTky, BHACNIAOK 4YOro oTpu-
MyBanu HeobxigHy cronyky V. KinbkicTb BMKOpUCTO-
ByBaHoro peaktusy [piHbsipa |X perynioBanu sanex-
HO BiA  HeoOxigHOi  kimbkocTi  cnonykun V.
BukopuctaHHa npubnusHo 1 eksiBaneHTa peakTuBy
MpiHbsapa IX goctaTHbO ANs oTpuMaHHA NpubnusHo 1
ekBiBaneHTa HeobXigHOI cnonyku. MNepeBaxHUM po3-
YMHHMKOM B LIbOMY BUNagky € gietunosui edip abo
TeTparigpodypaH, i nepeBaxHOW TemnepaTyporo
peakuii € Big -20°C go 25°C.

BignosigHo o cnocoby, onucaHoro BuLle, Kinb-
KicTb ekBiBaneHTiB cnonyku IllA, ska AOpOro KowTye,
MoXe ByTu 3MeHLLeHa, Lo A03BOMSE cuHTe3ysaTmn 1-
Tio-rmounTon GinbL edpekTuBHO.

Cxema 4: Peakuiq BifHOBMNEHHS i peakuis 3HATTA
3axucTy

Akwo R, R??, R? i R* € 6eH3UnbHUMM rpynamu
a60 4-MeToKcMBEeH3NNbHUMK rpynamu, R? - R mox-
Ha BWOANWUTW, Hanpuknag, LWAsSXOM KaTaniTU4yHOro
riapyBaHHs B aTmocdepi BOAHI, 3 BUKOPUCTaAHHAM
TaKoro kartanisatopa siKk nanafieBoro karanisatopa Ha
aKTMBOBaHOMY BYyrinni, rigpokcug nanagito abo nna-
TUHU-Nanagilo Ha akTMBOBaHOMY BYrinni. Ak po3ynH-
HUK B LA peakuii BUKOPUCTOBYBanM MeTaHon, eTa-
HOnM, i3oMponaHorn, eTtunauetaTt i OUTOBY KWUCNOTY.
AnbTepHaTMBHO, R? - R* moxHa BMOannTN 3 BUKO-
pucTaHHaM Takmx kucnoT Jlbtoica sik BCls, BCls-Me,S,
BBrs, AICI;, CFsCOOH abo TfOH. Mpuknagamu pos-
YMHHMKIB, O BMKOPUCTOBYIOTbCA B Ui peakuil, C
XNOpodhopM, OUXMOpPMETaH, aueToHITpun, AieTuno-
BUI edip, TeTparigpodypaH Ta aHizon. PekomeHgo-
BaHOIO TemngzlpaTﬁ)orgJ).ealgzliT € BiFI, -78°C po 40°C.

Axkwo R, R™, R i R™ ¢ aninbHumu rpynamu (-
CH,CH=CH,), t-BuOK B ammeTuncynbcokcuai Bu-
knukae ix isomepmsauito (-CH=CHCHs), nicna yoro
i3oMepun3oBaHi rpynn MoxHa BuaanuTi 3a A0nomo-
roto consiHoi knucnotn abo HgCl,/HgO. AnbTepHaTtue-
Ho, R* - R** moxHa Buaanuty, BMKOPUCTOBYHOUH,
Hanpuknag, Pd(PPhs)s, PACl, abo nanagin Ha aktu-
BOBaHOMY BYTifnfi, B MPUCYTHOCTi OpPraHiyHOl KUCNOTH,
TaKoi aK ouToBa Kucnora, rigpat n-
TONyoncynb(OHOBOT KUCNoTN, abo N,N'-
anvetTunbapbitypoBa kucnoTa. AK PO3YMHHUKU B LN
peakuii BUKOPUCTOBYBaNu aueToHITpWI, AieTUnoBuUi
edip abo TetparigpodypaH. PekomeHaoBaHow TEM-
nepatypoto peakuii € Big 25°C go 100°C.
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Cxema 5: Cnoci6 1 cuHTesy arnikoHOBOI YacTUHU
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Cxema 5

ne A' aBnse coboto -(CHz)n'- (n' osHaqae uine
yucno Big 0 go 2), -CH=CH-, a6o -C=C-, Ar* sBnisie
coboro apuneHy, retepoapurnbHy abo retepoumknoa-
TNKINbHY rpyny Ta iHWIi NO3HAYeHHs BiAMNOBiAaTb 3Ha-
YEeHHSAM, SiKi BKa3aHi Ans HUX BULLE.

Axkwo A saensie coboto -(CHz)n- (n o3Havae uine
yncno Big 1 0o 3) i € NPOMIXKHOK CMOSYKOK CMOSYKK
lIA, To ua cnonyka moxe OyTuM CMHTe30BaHa, siK onu-
CaHO B MiIXHApOAHIN naTeHTHIn nybnikauii WO
0127128. AnbTepHaTuBHO, npomixHa cronyka lid
MOXe ByTv oTpMMaHa 3rigHo 3i Cxemolo 5.

Cronyky lla nepeTtBoptoBanu Ha peaktuB [piHbs-
pa, BUKOPUCTOBYKOYM 1 eKkBiBaneHT MarHito 3rigHo 3i
crnocobom, onucaHum BuLLe. ANbTepHATUBHO, CMOMy-
Ky lla nepeTtBoptoBanv Ha MOHOAPWNAITIA, BUKOPUC-
ToBytoun | ekBiBaneHT H-Oytunnitio abo Tper-
oytunniTito. MoTim, komepuinHO AocTynHy cnonyky lib
aodaeanu oo peaktmey [piHbsipa abo 40 MoHoapwun-

niTito, BHacNifok 4oro otpumysanu cnonyky llc. Ak
PO34YMHHMK B Ui peakuii BUKOPUCTOBYBanu Aietuno-
BUIA edip abo TeTparigpodypaH. NepeBaxHoW Tewm-
nepatypoto peakuii € Temnepartypa Big -78°C pgo
25°C.

MoTim cnonyky llc BigHoBNOBanNu, a came 3a Ao-
nomoroto peakuii 3 Et3SiH, i-Pr3SiH abo Ph,SiHCI,
Hanpuknag, B NpucyTHOCTI kucnotu Jlbtoica, BHacni-
Aok Yoro otpumysanu cnonyky lld. Ak kucnoty Ibtoi-
ca B UM peakuii BukopuctoByBann BF3zEt,0,
CF3COOH a6o InCl;. Ak po34MHHUK BUKOPUCTOBYBA-
nm xrnopocopm, AMXIOPMETAH, aueToHiTpun abo cy-
Mill LMX pO3YMHHUKIB. NepeBaxHa CyMmill pO3YMHHU-
KiB, WO MICTUTb aLETOHITPUN, Taka K aueTOHITpun-
xnopodopm abo aLeToHITPUN-aAnxnopMmeTaH. Temne-
paTypoto peakuii B uin peakuii € Big -60°C go 25°C,
nepesaxHo Big -30°C go 25°C.

Cxewma 6: Cnocib 2 cuHTesy arnikoHOBOI YaCTUHU
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Cxema 6

e M siensie co6oro -O- abo -NH-, Art sisnsie co-
0010 apunbHy, retepoapunbHy abo retepoumkrnoanki-
NbHY rpyny, Ta iHWi Nno3HayeHHs BiANOBigalOTb 3Ha-
YeHHAM, SIKi BKa3aHi Ans HUX BULLE.

Cronyky lle 3'egHyBanu 3 apunbOpHOK KuUCIo-
TOH, retepoapunbopHo0 K1cnotow abo 3 noxigHum
retepouuknoankinéopHoi kucrnotu lIf, 3 BukopucTaH-
HAM nanagieBoro katanizatopa abo MigHoro katani-
3aTopa, B MPUCYTHOCTI OCHOBM, BHACMIOOK YOro MOX-

Ha oTpumatu cnonyky lIA, ge A € -O- abo -NH-. Ak
nanagiesnii Kartanisatop Hanpuknag, BUKOPUCTOBY-
Banun Pdy(OAc),, Pd(dba),, nanagi Ha akTuBoBaHOMY
Byrinni, eba:gubensnnigeHaueToH abo Pd(PPhs)s. Ak
MigHu kaTanizatop nepeBaxHuin Cu(OAc),. Ak oc-
HOBY BUKOPUCTOBYBanu, Hanpuvknag, t-BuOK,
Na,CO3, K,CO3, KOH, nipnauH abo Tpuetunamiy. Ak
PO3YMHHMK B LI/ peakLii BUKOPUCTOBYBanm Xropo-
dopm, auxnopmeTtaH, N,N-gumeTtundopmamia, TeT-
parigpodypaH, giokcaH abo AMeToKCieTaH.
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Cxema 7: Cnoci6 3 cuHTesy arnikoHOBOI YacTUHU
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Cxema 7

pe Ar' sBnsie co6oio apunbHy, retepoapunbHy
abo reTepounKnoankinbHy rpyny, Ta iHLWi NoO3Ha4YeHHs
BiANOBIAAOTb 3HAYEHHAM, SIKi BKa3aHi Ans HUX BULLIE.

Peakuito ®pigensa-Kpadtca BuKoHyBanu, BUMKO-
puctoBytoun crionyky lig i llh, B pesynbtaTi oTpymy-
Banu cnonyky lli. Ak kucnoty Jlbloica BUKOopucToByBa-
nm B uin peakuii AICl;. CF;COOH ab6o EtAICI,. Ak
PO34YMHHMK BMKOPUCTOBYBaNM Xnopodopm, AUXIop-
meTaH abo Tonyon. lNigTpumyBanu Temnepatypy pe-
akuii Big -30°C po 60°C. nepeBaxHo Big -15°C go
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Cxema 8

ne Ar gaBnsie cobol apurbHy, reTepoapuibHy
abo reTepounKoankinbHy rpyny, Ta iHLWi NoO3Ha4YeHHs
BignoBigaloTb 3HAYEHHSAM, SAKi BKa3aHi AN HUX BULLIE.

AKWOo 3aMiCHUKM R%iR® BuUXigHnx matepianise Ik
abo lin €, Hanpuknag, ankokcurpynamu, TO peakLis
3riAHO 3i CXeMO0 7, MOXe Npu3BecTu B pesynbTaTi 40
NOripLIEHHA CENEKTUBHOrO 3a MOMOXeHHAM OGpomy-
BaHHS, WO 3HMWXYE e(EKTUBHICTb OTPUMAHHS HeOoOb-

3,4-0MP,

Cxema 9
[le MNOo3Ha4YeHHs BIAMNOBIAAOTb 3HAYEHHAM, SKi
BKa3aHi 4ns HUX BULLLE.

RS Bpomysanus  RE R pearius Opinens-
Kpat[nca
—_—_———— -
Br

TsOH + H,0
—_—

91531 60

Bianosnenna Re

e ]iﬂiXJJ‘ﬂ§n9

HtO g0
1lj

25°C. Oani cnonyka llj moxe Gyt oTpumaHa 3 BUKO-
pucTaHHAM cnocoby BifHOBMEHHS 3rigHO 3i cxemoto 5.
MoTim 3piNcHOBanNM cenekTMBHE 3a MOJNTIOXXEHHSAM
6pomyBaHHA cnonyku |lj, BuKOpuUCTOBYKOUM Gpom,
Opomia HaTpito, Opomia kanito, 6pomig BogHo abo N-
6pomcykuuHimig (NBS), BHacnigok 4oro oTpumyBanu
cnonyky lIA. Ak po34nMHHUK 4Ns Uiel peakuil nepeBax-
Hi xnopodopM, anxnopmetaH, CF3COOH abo ouTtosa
kucnoTa. binblw nepeBaxHa cymilw po3vmHHUKIB NBS-
CF3;COOH-H,S0,.

Cxewma 8: Cnocib 3 cuHTesy arnikoHOBOI YaCTWHU

Binosneuis
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XiQHOrO MpoAyKTY. Y LUbOMY BUMAAKY, sIK MOKa3aHO Ha
cxemi 8, Ha nepuwin cTagii BUKOHyBanu npoLec rano-
reHyBaHHs, Adani Manu wmicue peakuia Ppigens-
Kpadtca i peakuis BigHoBneHHsi. Ller cnoci6 nepe-
Ba)XHWIA, TOMY LWO [03BOMsie 3abe3neynt BUCOKMUN
Buxig cnonyku lIA. YMoBM onsa KOXHOI peakuii cnisna-
AalTb 3 YMOBaMU peakuin 3rigHo 3i cxemoto 7.
Cxema 9: CuHTE3 TiONakroHy

S OTHP
A0 1) NaOMa
AGO” QA 0 I

2) NaH,
CAc H1 1. RNX
illb
DMS0-Ac,0  R™O S0
T . :
Rmo\‘ 'IOHH
OR'?
¥l

Cnonyka VIII moxe 6yTn cMHTE30BaHa 3rigHO 3i
cnocobamu, onucaHumu B Yuasa, H., et al., J. Chem.
Soc. Perkin Trans. 1, 2763, 1990. AnbTepHaTUBHO,
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crnonyka VIl moxe Gyt cuHTE3oBaHa 3rigHO 3i cxe-
MOI0 9, BKa3aHoI HMXYe.

FigpokennbHy rpyny B 1-nonoxeHHi cnonyku llla
(sxka moxe 6yTnM oTpumaHa 3rigHO 3 MiIKHapOZHO
My6nikauieto WO 04/106352) 3axuwianu, BUKOPUCTO-
BYIOYM 3aXUCHY rpyny, AKa CTika B OCHOBHUX YMOBaXx
i 30aTHa A0 3HATTSA 3aXUCTy B HEWTPanbHWX i KUCNOT-
HUX ymoBax. Hanpuknag, ans cuHtesy cnonyku llib
L0 TiAPOKCUNbBHY rpyny 3axulianu TeTparigponipaHi-
NBbHOO Tpynok 3 BuKOpUcTaHHam  3,4-gurigpo-2H-
nipavy (3,4-DHP) i MoHorigpaTy n-
TONyoncynbOHOBOI kMcrnotu abo nipuauHiinaparto-
nyoncynbgoHaty (PPTS). Ak po3ynHHMK B Ui peak-
uit sBukopuctosyesanu N,N-gumetundopmamia, Tetpa-
rinpodypaH, AiokcaH, AMMETOKCieTaH, XnopodopmM,
AvxnopmetaH abo Tonyon.

MoTim aueTunbHi rpynu crnonyku lllb Bugananu.
BuganeHHs aueTunbHOI rpynn BUKOHYBanm 3 BUKOPU-
CTaHHAM OCHOB, Takmx SIKk METOKCWA HaTpilo, rigpokK-
cua HaTpito, rigpokeua niTito, kapboHaT Kkanito, kapbo-
HaT uUesilo abo TpueTunamiH. HAK  PO3UYMHHUK
BMKOPWCTOBYBanM MeTaHor, eTaHon abo BogHWIN Me-
Tanon. Motim, BHacnigok Baaemopii R™-R™X i, wa-
npuknag, 6eHsunbpomigy, 6eH3unxnopuay, aninbpo-
Migy abo meTtunnogmay, B NPUCYTHOCTI BiAMNOBIgHOI
ocHoBW, oTpumysanu cnonyky llic. Mpuknagamn npu-
AatHux ocHoB €  TpuetunamiH, N-etun-N,N-
giisonponinamin, nipnavH, kapboHaT kanito, kapboHat

s F°
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KanbLito, kapOoHaT uesito, rigpua HaTpito, rigpva Ka-
nito, metokena Hatpito i t-BuOK. MNepeBaxHumn ans
uiei peakuii ocHoBamu € kapboHaTt kanito, kapboHaT
Kanbuito, kapboHaT uesilo i rigpug HaTtpito. Ak pos-
YMHHMK B UiN peakuii BukopuctosyBann N,N-
avmeTundopMamia, TeTparigpodypaH. giokcaH abo
anmeTokcietaH. [igTpumyBanu TemnepaTypy peakuii
Big -20°C go 25°C.

MoTim 3axucHy rpyny B nonoxeHHi 1 cnonyku llic
Buaansanu, otpumytoun cnonyky llld. Hanpuknag, THP
rpyny MoXHa BMAanMTU 3a JOMOMOrow BMSMBY CMO-
nyku llic a PPTS B meTtaHoni abo etaHoni. |, HapeLwu-
Ti, cnonyky llld o6pobnsanu npuaaTHUM OKUCNOBarb-
HAM areHToM, OTPMMYylOYM B pe3ynbTaTi TiONaKToH
VIII. MMepeBaHUM OKUCAOBANbHUM areHToMm Ans uiei
peakuii € AuMeTUNncynbgoKkCcUaoUTOBUA aHrigpua,
nepiognHaH [Oec-MapTuHa, abo IBX, i Temnepartypa
peakuii cknagae Big 0°C po 40°C.

Cnoci6 2 oTpMMaHHA Crnomnyku 3rigHO 3 LAaHUM
BUHaxX0L4OM

Cnonyky | 3rigHo 3 gaHMM BUHaxodom, e A sB-
nsie coboro -(CHz)n- (n o3Havae uine ymcro Big 1 go
3), MOXHa TaKoX CUHTe3yBaTu 3a JOMOMOroH CroCco-
Oy, nokasaHoro Ha cxeMi 10. IHwwuiA cnocibé oTprMaH-
HA CMHTEeTMYHOI npomikHoi cnonykn VA Ha cxemi 10
nokasaHum Ha cxemi 11.

Cxema 10: Cnoci6 2 oTpumaHHsa cnonyku dop-
My |

HS

R 0./

R?
lip

=4
Ré OH R
HO—"A\/ @ o Mo
Br CHO e Br

1) ELSIH, Vb G o EtySH
BFEL0 I ¥ = Br " et
2 3 lls Y = MgBrunu LI BFaE0
1 RS Ad R®
HG /@ " Rﬁ Ha
R 4
0N S A CHO (CHalr o R'O A
R'*o \O‘;,;OH" ' Bianosachun O OH;OR'
R | A={(CHg,

Cxema 10

ne Ar aBnsie coboto apurnbHy abo retepoapunbHy
rpyny, Y aensie coboto atom 6pomy B cnonyui lir abo
MgBr, a6o Li B cnonyui lls, Ta iHWi no3HavyeHHs Bia-
MoBigaloTb 3HAYEHHAM, AKi BKa3aHi A1 HUX BULLLE.

KomepuinHo goctynHy cnonyky llp pasom 3 eTu-
TNEHrnoKoneM i MoOHorigpaTom M-TONyoncynb(OHOBOI
KACNOTU KUM'ATUAWN 3i 3BOPOTHUM XONMOAWMBLHUKOM B
Tonyoni abo 6eH3oni, oTpumytoun cnonyky llq. Tpu-

BanicTb peakuii cknagae Big 1 4o 24 roavH, i 6axaHo
NpPOBECTM oOnepauito gerigpaTauii 3 BUKOPUCTAHHAM B
npoueci kun'aTiHHa npunagy Dean-Stark a6o nopi6-
HUX nomy. MNoTiMm oTpumyBanu peaktuns [piHbsipa cno-
nyku llg cnocobom, aHanoriyHum crnocoby, onucaHo-
My y Buwe3asHadyeHomy [lpuknagi oTpumanHs 1, i
Aani gogasanu tionaktoH VI, oTpumytoun B pesynb-
TaTi cnonyky IVa.
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Mopanblwi NOSICHEHHS1 CTOCYHTbCS OAHOrO  3i
cnocobiB OTpMMaHHS cnonyku | 3rigHo 3 JaHUM BUHa-
xopom 3i cnonykm [Va. Cnoyatky Bugansanv etuneHa-
ueTanbHy rpyny cnonyku IVa 3 BUKOPUCTAHHAM KuUC-
notu, otpumytoun crnonyky 1Vb. Ak kucnoty B peakuii
BMKOPUCTOBYBaNN CONSHY KWUCMNOTY, MOHorigpart nmn-
TONyoncynbOHOBOI KMCMOTU, OLTOBY KUCMOTY, XMo-
pHy kucnoty abo Phs;CBF,s. Ak po3yvHHMK BUKOpPUC-
TOBYBanuW MeETaHOM, eTaHos, aueToH, AUXIIOpMETaH,
BoAy abo CyMilll LnX po34MHHMKIB. [lepeBaxHO TeM-
nepatypoto peakuii € Big 25°C go 100°C.

Oani cnonyky IVb pogasanu go peaktusy [piHb-
sapa abo oo opraHoniTito lls, sikuin moxe 6yTn oTpMMa-
HWIA 3 KOMEPLINHO AOCTYMNHOro noxigHoro 6pomy lir 3a
JonomMoro crnocoby, onvcaHoro y BuLle3ragaHomy
Mpuknagi oTpumaHHsa 1, B cxemi 4, B pesynbTarTi
oTpumytoumn cnonyky IVe. AK poO34YMHHUK BUKOPUCTO-
ByBanu B Ui peakuii gieTunosun edip, TeTparigpo-
dypaH abo gumeTokcietaH. lMigTpumyBanu Temnepa-
Typy peakuii Big -78°C go 25°C.

[MoTim BigHOBMIOBaNM rigpoOKCUIbHY rpyny B Cro-
nyui IVc cnocobom, nogibHnm go cnocoby, onucaHo-
My Yy BuLlle3asHayeHoMy [lpuknagi oTpumaHHa 1,
cxema 4, oTpumytoumn cnonyky | arigHo 3 gaHuMm BUHa-
XOZ10M.

Cxema 11

ne Ar' siBnsie co6oto apunbHy abo retepoapwunb-
HY rpyny, Ta iHWi NO3Ha4YeHHs BiQNOBIAAOTb 3HAYeH-
HSIM, SIKi BKa3aHi Ans HAX BULLE.

MpowmixkHa cnonyka VA Moxe ByTu TakoX CUHTe-
30BaHa 3a gonomMmoroo 06pobku cnonyku Va n-Bulli, i
noganbworo pgoaasaHHa N,N-gunmeTtundopmamigy,
SIK nokasaHo Ha cxemi 11. AK pO3UYMHHUK B Ui peakuii
BMKOpUCTOBYBanu TeTparigpodypaH abo npoctumn
eqip. lNMepeBaxHo TemnepaTypolo peakuii € Big -
78°C pno 25°C.

1) n-Bubi
2) DMF
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Cnonyky | 3rigHO 3 AaHUM BUHaxX04OM MOXHa Ta-
KOX cuHTe3dyBaTu 3i cnonyku IVa iHWuM LWnsaxom.
Cnouvatky BiAHOBMIOBaNM MiApPOKCUNBHY rpyny TiOLYyK-
py cnonyku IVa, i noTim Buoananu etuneHaueTanbHy
rpyny crnonyku 1Va, oTpuMytoum B pe3ynbTarti CronyKy
VA. YMOBM peakuii Anga uMx peakuin cnisnagatotb 3i
cnocobamu, onvcaHumu Buwle. lMoTim cnonyky VA
aodasanu go cnonyku lls, sika € peaktnsom [piHbsipa
abo opraHonitiem, oTpumytoum cnonyky Vx. [MoTim
ANs BiAHOBMEHHS TiAPOKCUIBHOI rpynu npoBoAWIU
peakuito cnonyku Vx 3 Et3SiH, i-PrsSiH a6o Ph,SiHCI,
B MPUCYTHOCTI Kkncnotu Jlbloica, oTpumyroum B pe-
synbTati cnonyky |. Ak kucnoty Jlbloica B Ui peakuii
BukopuctoByBanu BF;-Et,0, CF3COOH ab6o InCls. Ak
PO34YMHHMK BMKOPUCTOBYBaNM Xropodopm, AUXIop-
MeTaH, aueToHiTpun abo cyMmill UMX PO3YMHHUKIB.
lMepeBaXHOK € CyMill PO3YMHHUKIB, LLO MICTUTb alie-
TOHITPUN, Taka 9K aueToHiTpun-xnopodgopm abo aue-
TOHITpUN-anxnopmeTtaH. lMigTpumyBanu TemnepaTypy
peakuii Big -60°C go 100°C, nepeBaxHo Big -10°C go
60°C.

Cxema 11: Cnoci6 cuMHTE3y NpOMiXKHOI Cromnyku
VA

Croci6 3 oTpuMaHHsi cnonyku 3rifHO 3 AaHuM
BUHaxXo040M

Cnonyky | 3rigHo 3 AaHuM BuHaxodom, e A sB-
nsie co6oto -CHa-, i R® siBnsie coBoto dyHKLIOHamNbHY
rpyny, Taky sik -COR? a6o -CO,R?, 3okpema, Moxe
OyTn cvHTE3oBaHa 3a JOMOMOroK Crnocoby CronyKu
Crinne (Espinet, P., et al. Angew. Chem. Int. Ed.
Engl. vol.43, 4704, 2004; Stille, J.K., Angew. Chem.
Int. Ed. Engl. vol.25, 508, 1986), sk noka3aHo Ans
crnonykn Vb Ha Cxemi 12 abo sk nokasaHo Ans npo-
MikHoi cnonyku IVf Ha Cxemi 13.

Cxema 12: Cnoci6 3 oTpumaHHs crnonyku dop-
Mynu |
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I A=CH:

Cxema 12

ne Ar® siBnsie co6oio apunbHy abo retepoapurib-
Hy rpyny, Y' aBnse coboto atom xnopy abo atom
Opomy, Ta iHWI MO3HA4YeHHs BiQNOBiIOATL 3HAYEH-
HAM, SKi BKasaHi A1 HUX BULLE.

KomepuinHo poctynHy |IA nepeTtBopioBanu Ha
peakTuB [piHbsipa 3a gonomoroto cnocoby, onMcaHo-
ro y BuLle3asHa4yeHomy crnocobi otpumarHsa 1, Cxema
5, 3 BMKOPUCTaHHAM 1 ekBiBaneHTa marHito. Anbtep-
HaTUBHO, cnonyky lla nepeTBopioBann Ha KOMMIEKC
ate, BukopuctoBytoum i-PrMgCI-LiCl (Kitagawa, K., et
al. Angew. Chem. Int. Ed. Engl. vol.39, 2481, 2000;
Knochel, P., et al. Angew. Chem. Int. Ed. Engl. vol.43,
3333, 2004). Cnonyky VIII popaBanu Ao oTpyMaHoro
peakTuBy, OTpUMMYyKuM B pesynbTtaTi cnonyky IVd.
MoTim rigpokcunbHy rpyny cnonyk IVd BigHosnoBanm
crnocobom, aHanoriYyHnuMm onncaHomy B cnocobi oTpu-

liz

RB

G
r BUa Sn’@ R

HIG

MaHHA 1, cxema 4, B pe3ynbTaTi OTpUMyBanu Cnonyky
Va. fani cnonyky Va obpobnsnu BurgSn; i nanagie-
BMM KaTarisaTopoOM Takum YMHOM, OO MoxHa Gyno
oTpumatu crnonyky Vb. Ak nanagiesmn katanizaTop
BUKOPUCTOBYBanu B Ui peakuii Pdz(OAc),, Pd(dba);
a6o Pd(PPhs)s. MNepeBaxxHNM PO34YMHHUKOM € TOMyOrT,
i peakuijto nposoaunu npu Temnepartypi Big 60°C oo
120°C.

MoTim cnonyky Vb i cnonyky lIt o6pobnanu nana-
AieBUM KaTanisatopoMm, i B pesynbTtaTi oTpuMyBanu
cnonyky | gaHoro BuHaxody. Sk nanagiesun katani-
3aTop BMKOPWUCTOBYBanu B Ui peakuii Pd>(OAC),,
Pd(dba),, Pd(PPhgs)s a6o PdCIlx(PPhs),. Ak po34nMHHUK
BMKOPUCTOBYBanu Tonyon, TeTparigpodypaH abo
N,N-gnmetundopmamia, i nigTpumyBanu Temnepary-
py peakuii Big 40°C go 120°C.

CH

Bporyeanna

Cxema 13

pe Ar' siensie coboto apunbHy abo reTepoapurb-
Hy rpyny, Ta iHLWi NO3HaYeHHS BiANOBIAAlOTb 3HAYEH-
HSAIM, SIKi BKa3aHi 4ns HUX BULLLE.

P4 kaiamzatop

Cnonyka | 3rigHo 3 BUHaxo4oM Moxe ByTu Takox
oTpvmaHa BHacnigok peakuii CTinne npomMikHOI cno-
nykun IVf i onosoopraHiyHoi cnonyku llz, gk nokasaHo
Ha cxemi 13.
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MpowmixxHa cnonyka IVf moxe 6yTn oTpumaHa Ta-
KMM YMHOM:

CnovaTky rigpokcuneHy rpyny cnonyku Vb Bia-
HOBIOBaNM B TUX Xe YMOBax, 9K i Ha cxemi 4, oTpu-
Mytoun B pesynbTarti cnonyky IVe. MoTim rigpokcume-
TUNbHY rpyny cnonyku Ve GpomyBanu, OTpUMyo4m
TakMM YnHOM npomikHy cnonyky IVf. Y npoueci 6po-
MyBaHHS1 BUKOPUCTOBYBanu Taki ckrnagu sik PPhz-CBra
abo PPhs-N-6pomcykumHiMia. AnbTepHaTuBHO, rigpo-
KeumeTunbHy rpyny cnonyku Ve cynbdysanu xno-
puaom MeTaHCynbOHiny, Xnopuaom n-
Tonyoncynb®oHiny abo xnopuaom TpudTOpMETaH-
CynboHiny, B NPUCYTHOCTi OCHOBW, i NOTIM Gpomy-
Banu, BukopuctoBytoun NaBr abo LiBr. Ak po3unHHUK
BUKOPWUCTOBYBanNu B Ui peakuii xnopodopMm, Anxro-

1} n-Buli

2) BOR'™);
3} HCI

ReO" “OR!
on?

I A=CHgz O, NHelc

Cxema 14

ne Ar' siBnsie co6oto apunbHy abo retepoapwunb-
Hy rpyny, A" sBnsie cobot -O- abo -NH-, A" sBnsie
co6oto 3B'530K, -CHp- a6o -CH=CH-, R* ssnsie co-
6010 Ci.s-ankinbHy rpyny, Ta iHWi No3Ha4YeHHs Bigno-
BialOTb 3HAYEHHAM, AKi BKa3aHi 4ns HUX BULLIE.

[o cnonyku Va B TeTparigpodypaHi gogasanu n-
OyTunniTin, i noTiMm oOTpumaHy cymiWw nigaasanu
BnnuBYy Tpu(C1.¢-ankokcu)Gopary (B(OR™)) npu Tem-
nepatypi peakuii -78°C go 25°C. MoTtim o0bpobnsanu
consiHot abo nopaibHo A0 HET KUCMOTOo | OTpUMYy-
Banu BHacnigok noxigHe Vc 60pHoOI kucnoTu.

Hani cnonyky Vc i cnonyky llu o6pobnsnu nana-
AOiEBMM KaTanisatopoM, B MPUCYTHOCTI BignoBigHOI
OCHOBM, B pe3yrnbTaTi oTpuMyBanu crnonyky | 3rigHo 3
AaHuM BUHaxodoMm. [puknagamMy pPO34YMHHMKIB, LLO
BUKOPWUCTOBYIOTbCS B peakLii, € AioKcaH, aueToHIT-
pun, Tonyon, AMMeToKcieTaH, TeTparigpodypaH, N,N-
anmeTtundopmamia, OVMeToKcieTaHn/Boaa, eTa-
Hon/Bofa i Tonyon/etaHon. Sk ocHoBa ANg Uiei peak-
uii nepeBaxHi t-BuOK, Na,COs, K,CO3;, KOH, nipu-
OnH abo TpueTunamiH.
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pMeTaH, aueToHiTpun, AieTunosun edip, TeTparig-
podypaH abo giokcaH. NepeBaxxHUMMK ANsi BUKOPUC-
TaHHA B Ui peakuii ocHoBamn € Na,COs;, K>COs,
KOH, nipuauH abo TpreTtnnamix.

Cnoci6 4 oTpMMaHHSA Crnosfyku 3rigHO 3 LaHUM
BMHaXOLOM

Cnonyka | 3rigHoO 3 gaHUM BuMHaxodom, e A sB-
nsie coboto -(CHz)n"- (n" o3Havae uine ynicno Big 0 oo
2), -O- abo -NH-, moxe ByTn cMHTe30BaHa 3 BUKOPUC-
TaHHAM cnocoby cnonyku Suzuki (Bellina, F., et al.
Synthesis, vol.15, 2419, 2004, Miyaura, N., et al.
Chem. Rev., vol.95, 2457, 1995), Ak nokasaHO Ha
cxemi 14 ang sunagky 3i cnonykoto Ve.

Cxema 14: Cnocib 4 oTpumaHHsa cnonyku dop-
Mynu |
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Ak nanagieBun katanizatop MOXHa BUMKOPUCTO-
ByBaTW B Ui peakuii nanagin Ha akTMBOBaHOMY BY-
rinni, Pd2(OAc),, Pd(dba),, Pd(PPhs)s i PACly(PPhs)s,.
Y BunNagky, SKWwo B peakuii 6epe yyactb crnonyka llu,
B skin A" saBnse cobow -CH=CH-, T0 oTpumaHui
NpoayKT peakuii Moxe ByTn nepeTBOpeHni Ha crnorny-
Ky chopmynu |, oe A aBnsie coboro -C,Hy4-, 3a gonomo-
roro cnocoby, 3acCHOBaHOro Ha KaTaniTu4HoOMYy rigpy-
BaHHi, onncaHomMy B cnocobi oTpumaHHs 1, cxema 4.

BukopucToBytoun cnocib, onucaHuii B cnocobi
oTpumaHHsa 1, cxema 6, MOXHa oTpumaTty cnonyky |
3rigHO 3 AaHuM BuHaxogoM (A=-O- abo -NH-) 3i cno-
nykun V¢ i cnonyku llv.

Cnoci6 5 oTpMMaHHA Crnonyku 3rigHO 3 AaHUM
BUHAX040M

Cronyky | 3rigHo 3 faHuM BuHaxodom, ae A € -
CONH(CH2)n- abo -NHCO(CH2)n- (n o3Hadvae uine
yncno Big 0 go 3). oTpuMyBanuM 3 BUKOPUCTAHHAM
npomixHoi cnonykn Vd, nokasaHoi Ha cxemi 15, abo
npomikHoi cnonykn Vf, nokasaHoi Ha Cxewmi 16.

Cxema 15: Cnoci6 5 oTpumaHHs cnonyku gop-
Mynu |
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n-BuLi + iPrMgClI
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HS
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Br COztBu

— IPrBuMgL _“_,.. ‘
n-BugMg CO,1Bu

RS Re
R4 1) n-BuLi
A7 2) €O,
R1 30\ '!OH1 i
OH1 2

Va

Cxema 15

ne Ar® siBnsie co6oio apunbHy abo retTepoapurib-
Hy rpyny, Ta iHWi NO3Ha4YeHHs BiAMNOBIAATL 3HAYEH-
HAM, SKi BKa3aHi 4nsi HUX BULLE.

Cronyky lly o6pobnsnu, BMKOPUCTOBYHOUM KOM-
nnekc ate i-PrBu,MgLi, skuin otpumysanu 3 n-Buli i i-
PrMgCl a6o i-PrMgBr, oTpumytoun B pesynbTaTi op-
raHomeTaniyHum peareHt llaa. Llen peareHnt llaa go-
Aasanu go TtionaktoHy VIII, BHacnigok Yoro oTpumy-
Bann cnonyky I1Vg. TloTim rigpokcunbHy rpyny
BiZHOBIIOBANM 3rigHO 3 yMOBaMu, ONMMCAHUMU B CXEMi
4, i noTim TpeT-6yTMNoBMI cKkNagHui edip nigaasanu
KMCNOTHOMY FiApori3y, OTPUMy4M noxigHe kapboHo-
BOI kKncnotu Vd. Ak po3ymMHHKK B Ui peakLil BUKopuc-

TOBYBanu piokcaH, aueToHITpun, Tonyorn,
OVMETOKCieTaH, TeTparigpodypaH, N,N-
anmeTtmndopmamia, aumeTokcieTaH/Boaa, eTa-

Hon/Boga abo Tonyon/etaHon. AK KMCNOTY BUKOPUC-
TOBYBanu MypalUuHy KUCIOTY, COMsIHY KUCroTy abo
CF3;COOH. AnbTepHaTMBHO, noxigHe kapboOHOBOI

2} HCl

RB
9
OR!2 @F‘
HN-—=(CHs)n  Ll1o
Ve {CHyn g
1w
HB

10

kncnotn Vd MOXHa CMHTE3yBaTH LUMSAXOM BMSVBOM N-
BuLi Ha cnonyky Va, a noTim 6apboTyBaHHSA Byrneku-
CNMM rasom. AK PO3YMHHUK B L peakuii BUKOPUCTO-
ByBanu TeTparigpodypaH abo gietunosun edip, i
nigTpumyBanu TemnepaTtypy peakuii Big -78°C po
25°C.

Oani cnonyky Vd Ta amiH llw niggaBanu koHaeH-
cauii-gerigpaTtadii, B pe3ynbTaTi OTpMMyBanu Cronyky
Ib 3rigHO 3 gaHMM BUHAxXo4oOM. FAK PO3YMHHUK B LA
peakuii BUKOp1CTOBYBanu xnopogopm, AnxnopmeTtaH
abo N,N-gumetundopmamig. MNepeBaxHumMu areHTa-

Min ans KOHAeHcauji-gerigparauii € N,N-
anumknokapo6ogaiimig (DCC), N-eTun-N'-3-
anmeTunamiHonponinkapboaiimia, rigpoxnopug,

(WSC), N,N-kap6oHingiiminason (CDI) abo WSC/1-
rinpokcubeHsoTpmnason MoHorigpaT. [MigTpumysanu
Temnepatypy peakdii Big 0°C go 60°C.

Cxema 16: Cnocib 5' oTpumaHHsa cnonyku dop-
Mynu |
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Cxema 16

ae Ar® sBnsie co6oio apunbHy abo reTepoapunb-
Hy rpyny, Ta iHWi NO3Ha4YeHHs BiANOBIAATL 3HAYEH-
HAM, SKi BKa3aHi A HUX BULLLE.

Ak nokasaHo Ha cxemi 16, cnonyky Vd B po3yunH-
Huky nipaasanu Bnnmusy SOCI, a6o (COCI),. ans
OTpUMaHHsA xnopaHrigpngy crnonyku Vd. Ak po3yvmH-
HWK B L peakuii BUkopucToByBanu xmnopodopm abo
avxnopmeTaH. Y npucytHocTi n-BusNBr Ha xnopaHri-
Apv4 BNAMBanu asngom HaTpilo, OTPUMYHUM NoxigHe
asugy kucnotu cnonyku Vd. Lle noxigHe pasom TpeT-
OyTaHONOM KMN'ATUNN 3i 3BOPOTHUM XOJOAWIBHUKOM,
B pesynbTaTi oTpumyBanu crnonyky Ve. Xnopodgopm
abo Tonyon € nepeBaHUMW PO3YUHHUKAMW ANs Uiel
peakuii. TpeT-6yTokcmkapboHinbHy rpyny (Boc) crno-
nykn Ve Bupansanu wnsaxom obpobku npuaaTHo
KMCMNOTOW, OTpUMytoun B pesynbTarti cnonyky Vf. MNe-
pEeBaXHOI KMCIOTOI AN BUKOPUCTaHHSA B L peakuii
€ consHa kucnota abo CF;COOH.

MoTim cnonyky Vf i kapboHoBy kucnoTy lIx nigna-
Banu KoHAeHcauii-gerigpaTadii, oTpumyum B pe-
3ynbTati cnonyky Ic 3rigHo 3 BuHaxogoM. lNepeBax-
HUMKU PO3YMHHMKAMW ONSA Uiei peakuii € xnopodopm,
anxnopmetaH abo N,N-gumetundopmamia. Nepesa-
XHMMK areHTamm s KOHAeHcauii-gerigpartadii e

(WSC), N,N-kap6oHingiiminason (CDI) abo WSC/1-
rigpokcnbeHsoTpmason MoHorigpaTt. Temnepatypy
peakuii nigTpumysanu B iHTepsani Big 0°C go 60°C.

Axwo 3amiciukm R°, R®, R, R®, R® a6o R Ha
apunbHOMY, retepoapurnibHoMy abo retepoumkrnoan-
KiTbHOMY KinbLii CNonykx 3rigHo 3 BUHAxXo4oM € rigpo-
KCUNBHOIO rpynoto abo amiHOrpynot, To NepeTBOpPEH-
HA LUMAXOM 3aMmiweHHa Moxe OyTu 3giicHeHe 3a
AOMOMOroK X ankinyBaHHs abo auunyBaHHs. MNpuk-
nag, B SKOMY 3aMiCHWK € TFiAPOKCUITbHOK rpymnoto,
nokasaHum Ha cxemi 17. BHacnigok peakuii rigpokcu-
NbHOI rpynu 3 meTunbpomaueTraTtom, B MPUCYTHOCTI
OCHOBW, OTpuMyBanu crnonyky ld. Ak po3unmHHKK B Uin
peakuii BUKOPUCTOBYBanu AiOKCaH, aueToHiTpwn, To-
nyon, AMMeTOKcieTaH, TeTparigpodypaH abo N,N-
anmeTtundopmMamia. Ons BUKOPUCTaHHA SK OCHOBU B
uin peakdii nepeBaxHi Na,COs, K,CO3;, KOH, nipu-
OVH abo TprueTunamiH.

MoTim mMeTokcukapOOoHinbHY rpyny rigponizyBanu
3a pornomorol crnocoby, BigomMoro B AaHini ranyasi,
nepeTBoptotoyn cnonyky Id Ha kapboHOBY KUCMOTY.
AnbTepHaTuBHO, crnonyky |d niggaBanun koHaeHcauii-
Aaerigparauii, BUKOPUCTOBYIOUYM MEPBUHHUIA abo BTO-
PUHHMI aMmiH, B pe3ynbTati cnonyky |ld nepeTsoptoBa-
nM Ha noxigHe amigy. Kpim TOro, anbTepHaTUBHO,
kapboHinbHy rpyny cnonyku Id BigHOBMOBanu, B pe-
3ynbTaTi NepeTBoprooYn cnonyky Id Ha cnupT.

HB
arl R0 . cooH (THpoms)
. 4 S o~
Cramn R0 N A’@\O A% CONRPIPRYO  (raposis 1a aMIkYBatiA)

N,N-anumknokap6ogiimin, (DCQC), N-eTun-N'-3-
anmeTmnamMiHonponinkap6oaiimig rigpoxnopug,
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Cxema 17

Cnonyka 3rigHo 3 JaHUM BMHaxXo4oM Mae 3aaT-
HiCTb iHribyBaTU aKTUBHICTb HATPIN-3aNEXHOro KO-
TpaHcnopTtepa-2 rnwoko3n (SGLT2) (J. Clin. Invest.,

CH,OH (BlAHOBAEHHS)

vol.93, 397, 1994), nos'asaHy 3 peabcopbuieto rmoko-
31 B HUpKaXx.

IHribytoun SGLT2, cnonyka 3rigHo 3 AaHWM BUHa-
XOAOM MOXe MpurHiyyBatn peabcopbuito uykpy, i
BMBOAWTWN HaAMMWLLOK LyKpY 3 OpraHiamy, WO [03BO-
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nsie nikysaTu giabet. Takum YMHOM, LS COMyKa MOXe
OyTn BUMKOpUCTaHa Ans Kopekuii rineprnikemii 6e3
BMCHaXEHHS B-KNiTUH MiALWNyHKOBOI 3anosun, BUKMU-
KaHOro TOKCWUYHICTHO FMOKO3W, i MOMIMNLWEHHsT pe3uncTe-
HTHOCTi A0 iHCYniHY.

OTXe, [aHWN BUHaxid CTOCYETbCA MNiKapCbKoro
3acoby ansa npodinaktukM abo nikyBaHHA 3aXBOPHO-
BaHb abo cTaHiB, siKi MOXYTb MoninwysaTUcs Mpwu
iHribyBaHHi aktmBHocTi (SGLT2), Hanpuknaga, giabety,
3axBOPIOBaHHS, Nos'AsaHoro 3 giabetom, abo yckna-
[JHEHHS, BUKNNKaHoro giabetom.

TepmiH "giabeT", WO BMKOPUCTOBYETLCH TYT,
BKItoyae B cebe piabet 1 Tuny, giabet 2 Tuny Ta iHwWi
TMNW giabeTy, 3yMOBEHI iHLUMMU NPUYMHAMM.

TepmiH "3axBOptoBaHHS, MOB'A3aHi 3 AgiabeTom"
BKIOYae B cebe OXMpiHHS, rinepiHcyniHeMilo, aHoma-
neHWM  OOMIH  LyKpy, Trinepninigemito,  rinepxo-
nectepuHeMito. rinepTpuriiuepmaemito, aHoMansHu
oOMiH ninigis, rinepToHito, rocTpy cepueBy HegocTaT-
HICTb, BOOSAHKY, rinepypikemito i nogarpy.

TepMiH "ycknagHeHHs, BUKNuKaHe giabetom", Wwo
BMKOPUCTOBYETBCA TYT, TMOAINSETBCA Ha rocrpe
YCKIaAHEHHS i XPOHiYHEe YCKNagHEHHS.

TepMiH "rocTpe ycknagHeHHs" Bknoyae B cebe
rineprnikemito (giabeTnyHmMii keToaumagos Ta iH.) Ta
iHdekuii (iHdpekuiina wWwkipsHa xBopoba, iHdekuis
M'SIKUX TKaHWH, IHEEKLIS XOBYHUX LWNAXIB, iHGeKUisa
AVXanbHUX WNAXiB Ta iHPEeKLis CeYOBMX LUMSXIB).

TepmiH "XpoHi4He ycknagHeHHs" Bkntoyae B cebe
MikpoaHrionarito (HedponaTis, peTuHonaris), apTepi-
ocknepo3s (aTtepocknepos, iHdapKT Miokapaa, uepeb-
panbHUM iHAPKT, WO 3aKynople apTepiocknepos
HWXKHIX KIHLIBOK Ta iH.), ypaXXeHHs1 HepBiB (4yTNnBOro
HepBa, BiALEHTPOBOro HepBa, BEreTaTUBHOIO HepBa
Ta iH.) i raHrpeHy Horu.

OCHOBHUMW yCKNaaHEHHAMU € fdiabeTuyHa peTu-
HonarTis, giabeTnyHa HedpponaTia i giabeTnyHa Hes-
ponarisi.

Cronyka 3rigHO 3 JaHUM BMHAXo4oM MoXe 6yTu
TakoX BMKOpMCTaHa B KoMbGiHauii 3 nikapcbkumu 3a-
cobamu, siKi BigpisHaOTLCA Bifg iHriGiTOpiB akTUBHOCTI
SGLT2, aki MmaloTb pi3Hi MexaHi3mu aii, Taki sk nikap-
CbkMi 3acib ans nikyBaHHs giabeTy, nikapcbkuii 3acio
ONs NiKyBaHHA YCKNaaHEHHS, BUKITMKAHOro giabeTtom,
nikapcbknii 3acié gnga nikyBaHHA rinepninigemii i ni-
Kapcbkuii 3acib onsa nikyBaHHs rinepToHii. MoegHyoun
CMOMyKy 3rifiHO 3 BMHAXOAOM 3 iHLIMMMK MiKapCbKUMM
3acobamu, MOXHa YekaTu [OAAaTKOBOro pesynbTarty,
3YMOBIIEHOro KOMBGIHOBaHMM 3aCTOCYBaHHsIM, B MOpi-
BHSIHHI 3 pe3ynbTaTamu, OTPMMaHVMuK Npu iHamBigya-
NbHOMY 3aCTOCYBaHHi AN NiKyBaHHS BKa3aHUX BULLE
3aXBOpPHOBaHb.

TepMiHun "nikapcbkuin 3acib onsa nikyBaHHsa giabe-
Ty i nikapcbkuin 3acib onsa nikyBaHHSA YCKNagHeEHb,
BMKNMKaHUX AiabeToM", ski MOXyTb OyTW BUKOPUCTaHI
CninbHO, BKMO4alTb B cebe iHcyniHceHcMbinisyBanb-
Hi areHTn (PPARy aronictv, PPARa/y aroHicTu,
PPARGS aroHictu i PPARa/y/d aroHicTu Ta iH.), iHribi-
TOpW rniko3maasu, BiryaHign, peyoBuHWU, siKi MPUCKO-
PIOIOTb CEKpeLito iHCYniHy, npenapaTtu iHCyniHy, aHTa-
FOHICTM  peuenTopa  [NIOKaroHy,  NpUCKoploBaui
iHCYyniHOBOro peuenTtopa KiHaaw, iHribitopu TpunenTu-
annnenTtugasu I, iHribiTopy gunentuaunnenTngasu
IV, 6inkoBi iHridiTopu TMposnHdocdgartasn 1B, iHribi-
TOopW rnikoreHdpocdopunasu, iHriGitopu rnoko3o-6-
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docdartasu, iHribiTopn rnokoHeoreHesy, iHribiTopu
dppykTo306icocdaTasm, iHribiTopn nipyBaTaeriapo-
reHasu, akTuBaTopu [NHOKOKiHa3W, D-kaipoiHo3wuT,
iHrGITOPU rNikoreHCcMHTasu-kiHa3u 3, rnokaroHonogi-
OHMM nentua-1, aHanoru rntokaroHonoAibHoro nen-
TMay-1, aroHictu rmokaroHonogibHoro nentuay-1,
aMipuviH, aHanoru amipuHy, aroHicTu amipuHy, aHTaro-
HICTM  [TIOKOKOPTUKOIQHOrO peuenTopa, iHribiTopu
11B-rigpokeuctepoigaerigporeHasn, iHribitopn anb-
posopeayktasu, iHribitopu npoteiHkiHasum C, aHTaro-
HIiCTK peuenTopa y-amiHOGYTUPOBOI KMCNOTW, aHTaro-
HiCTM HaTpieBOro kawHany, iHribitopyn dakTtopa
TpaHckpunuii NF-kB, IKKB-iHribiTopw, iHribiTopn pia-
KOi nepokcupasn, iHriditopy N-aueTunboBaHoi a-
3B'A3aHOI  KMCMOi  AenunTugasu, iHCyniHonomiGHWN
daktop pocTy-l, TpombouuTapHuin dakTop pocTy
(PDGF), aHanoru tTpombouuTtapHoro gakropa pocTy
(PDGF), enigepmansHui daktop pocty (EGF), dak-
TOp POCTY HepBiB, MOXiAHI KapHITWHY, ypuauH, 5-
rigpokcu-1-metunriganTtoiH, EGB-761, Bumoxpomop,
cynogekeva, Y-128 i TAK-428.

HacTtynHi dhapmaueBTnyHi 3acobu € npuknagamm
nikapcbkoro 3acoby ans nikyBaHHs Aiabety i nikapcb-
Koro 3acoly ans nikyBaHHsS ycKnagHeHb, BUKIMKaHUX
niabeTtom:

Mpuknagamu "GiryaHigis" € meTdopMiH rigpoxrno-
pua i deHDOoPMIH.

3 "npuckoptoBadiB cekpeLii iHCyniHy" 4o cynbdo-
Hince4vyoBuH BigHOCATLCA rMibypug (rnibeHknamia),
rniniang, rniknasug i xnopnponamig, a 4o Hecyrnbdo-
HIfICeYOBMH BIOHOCATLCA HaTerniHig, penarniHig i mi-
TUrNiHIA.

"MpenapaTu iHcyniHy" BkMNoYatoTe B cebe noachb-
KW iHCYNiH, CTBOPEHWA MEeTOAaMU FeHETUYHOI iHXe-
Hepii, Ta iHCyniH TBapuHHOro noxodxeHHs. Lli npena-
paTu nogindalTbCA Ha TpU TUNKW, 3anexHo Bifg
TpuBanocTi iX Aji, a came, Ha WBMAKOAILYMA TUM
(nMroacbkuiA iHCYMiH, NIOACHKUMIA HEUTPaNbHWUIA iHCYNIH),
TWN MPOMIKHOIO BMMBY (CYCMEH3is iHCYMiHYy Ta iHCy-
niH-i3ogaHy nAnHK, CYCneHsis HeMTpanbHOro iHCcy-
NiHy 3 i30daH-iHCYNIHOM FIOANHN, LIMHKOBA CyCMeH3is
MNIOACBKOTO iHCYMiHY, LMHKOBa CYCNEH3is iHCYyniHy) i
TWMN NPOSOHrOBaHOI Aji (UMHKOBA CYCMeHsis NACHKO-
ro KPMUCTani4yHoro iHCymiHy).

TepmMiH "iHribiTopu rniko3nagas” Bknvae akap6o-
3y, Borniboay i mirniton.

TepMiH "iHCyniH ceHcunbinidyBanbHi areHTn" cTo-
cyetbcsl aroHictiB PPAR-y, Takux §ik TpOrmiTasoH,
niorniTa3oH i pPoO3WUrniTasoH, MNOABIMHMX aroHicTIB
PPAR-aly, Takux sk, MK-767 (KRP-297), Tesarnita-
3ap, LM4156, LY510929, DRF-4823 i TY-51501, i
PPAR-0 aroHicTig, Taknx sk GW-501516 Ta iH.

o "iHribiTopie Tpunentugunnentugasm " BigHo-
catbea UCL-139 Ta iH.

o "iHribiTopiB annentugmnnentugasu V" BigHo-
catbea NVP-DPP728A, LAF-237, P32/98 i TSL-225.

[o "iHribiTopiB anbgo3opeaykrasun” BiOHOCATLCS
ackopbinramoneHart, TonpectaT, enanpecTart, diga-
pectat, copbiHin, noHanpecrar, pucapecrtar i 3eHa-
pecTar.

[o "aHTaroHicTiB peuentopa y-amiHOGYTUPOBOI
KMCRoTu" BiQHOCATLCA TonipamMar Ta iH.

[o "aHTaroHicTiB HaTpieBOro kaHany" BigHOCATb-
CH MEKCUIETUH rigpoxnopug Ta iH.
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o "iHriGiTopie dpaktopa TpaHckpunuii NF-kB" Bi-
[HOCATbLCA AeKcninoTam Ta iH.

o "iHriGiTopiB pigkoi nepokcmaasn" BiOHOCATLCH
TMpunasag Mecunar Ta iH.

o "iHriGiTopie N-aLeTunboBaHoOI a-3B'A3aHOI Ku-
cnoi aunentuaasn” BigHocaTbes GPI-5693 Ta iH.

[o "noxigHMx KapHITUHY" BiQHOCATLCSA KapHITUH,
neBacekapHiHy rigpoxnopug Ta iH.

Mpuknagamu "nikapcbkoro 3acoby Ans nikyBaHHS
rinepninigemii i nikapcbkoro 3aco®y Ana nikyBaHHSA
rinepToHii", ki MO>XXHa BUKOPWCTOBYBATU AK CYMYTHIN
nikapcbknii 3acib, € iHribiTopu rigpokcumeTunrnyTa-
pun-CoA pepnyktasn, cibpaTtHi cnonyku, aroHict PBs-
agpeHepriyHoro peuentopa, aktusatopu AMPK, iHri-
GiTopu aumn-CoA:xonectepuHauunTpaHcdepasm,
npo6yKor, aroHiCTU peLenTopiB rOPMOHY LLIMTOBUAHOT
3anoasu, iHribitopn abcopbuii xonectepuHy, iHridGiTopu
ninasw, iHriGiTopK MiKpOCOMarnbHOro 6inka-
nepeHoCHWKa TpUrMiLepuaiB, iHribiTopy ninokcureHa-
3K, iHriBITOpK KapHITMHNanNbMiTOINTpaHcdhepasu, iHri-
OiTopy cuHTa3W ckBaneHy, nigcunioBadi peLenTopis
NiNONPOTETHIB HU3bKOI LWiNbHOCTI, NOXigHI HIKOTUHOBOI
KMCNOTW, afcopOEeHTM >KOBYHOI KUCIOTW, iHribiTopu
nepeHoCHUKa HaTPiN3B'A3aHNX KOBYHUX KWUCHOT, iHri-
6iTopm GinkiB-NnepeHOCHNKIB cknagHoro edipy xonec-
Tepwny, iHriGITOpM aHrioTEeH3NH-NepeTBOPOBaNbHOIO
hepMeHTY, aHTaroHiCTU peLenTopiB aHrioTeH3uny |,
iHriGiTopn eHaoTeniHNepeTBOPOBANbHOTO (DEPMEHTY,
aHTaroHICTM peuenTopiB eHOoTenNiHy, CeYOriHHI 3aco-
Ou, aHTaroHiCTU KanbLilo, aHTUriNepTeH3NBHI 3acobn,
CMMNaTUKOGNOKyBarnbHi  3acobun, aHTUrinepTeH3UBHI
areHTU UEeHTpanbHOI Aii. aroHIiCTU Oz-agpeHepridyHmnx
peuenTopiB, aHTUTpoMbouuTapHi 3acobu, iHribiTopu
ypUKOreHesy, CTUMYNATOPU EKCKpeLlii Ce40BOI KUCNO-
TW, areHTu nignyxHwBaHHA cedi, aHopekTukn, AGE-
iHriGiTOpPKW, aroHiCTM peuenTopiB aaWMNOHEKTUHY, aro-
Hictn GPR40 i aHTaroHictn GPRA40.

Jlikapcbkun 3acib gna nikyBaHHsa rinepninigemii i
nikapcbkuii 3acib onsa nikyBaHHs rinepToHii npeacra-
BfEHi HacTynHUMK npuknagamu dapmaueBTUYHUX
3acobiB.

o "iHribiTopie rigpokcumeTunknytapun-CoA pe-
Ayktasu" BigHOCATbCA (bnyBacTaTuH, OBacTaTUH,
npasacTaTuH, LepuBacTaTuH i niTaBacTaTuH.

Ho "gibpaTtHux cnonyk" BigHocATbCA 6e3adib-
pat, 6eknobpar i 6iHicpibpar.

[o "iHribiTopiB cMHTa3u ckeaneHy" BiOHOCATbCSH
TAK-475 i noxigHi a-docdoHocynbdoHaty (USP
5712396).

Lo "iHribiTopis auun-
CoA:xonectepuHaumnTpaHcdepasn” BigHocaTbea Cl-
1011, NTE-122, FCE-27677, RP-73163, MCC-147 Ta
DPU-129.

[o "nigcunioBadiB peuenTopiB NiNONPOTEIHIB HK-
3bKoI WinbHocTi" BigHocATbea MD-700 i LY-295427.

o "iHriGiTopiB MikpocomanbHoro  Ginka-
nepeHocHuka Tpurniuepuais (MTP iHribiTopn)" BigHO-
CSATbCH CMOMyKW, OnucaHi B naTeHTHUx 3asaskax USP
5739135, USP 5712279 i USP 5760246.

Mpuknagamn "aHopekTuKiB" € aapeHepriyHi-
HOpaZpeHepriyHi  areHTn (Hanpuknag, MagsiHgon i
ededpViH), CEpPOTOHEPTiYHI areHTn (CeneKkTuBHI iHribi-
TOpPW 3BOPOTHOIO 3aXOMMEHHSI CEPOTOHIHY, Hanpu-
knag, dnyBokcamiH), afpeHepriYHi-cepoTOHEpriYHi
areHTu (cubyTpamiH Ta iH.), aroHicTu peuenTopa me-
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NaHOKOPTUHY 4 (MC4R), a-
MernaHouMToCTUMyntoBansHun ropmoH (a-MCH), nen-
TWH | TPAHCKPUNT, PerynboBaHUi KoKaiHOM i amdeTa-
miHom (CART).

MNpuknagamu "aroHicTiB peLenTopa ropMoHy Ln-
TOBMAHOI 3ano3n" € HaTPINMIOTUPOHIH | HaTpinneBo-
TUPOKCUH.

Mpuknagom "iHribiTopie abcopbuii xonectepuHy"”
€ e3eTumio.

Mpuknagom "iHribiTopa nina3n" € opnicrart.

Mpuknagom "iHribiTopa kapHITUHNANbMITOINTPaH-
cchepasun” € eToOMOKeHp.

Mpuknagamu "NOXigHMX HIKOTMHOBOI KUCROTW" €
HIKOTMHOBA KUCMOTa, HIKOTUHaMIZ, HIKOMOS i HikopaH-
avn.

Mpuknagammn "agcopbeHTiB XXOBYHOI KMCNOTU" €
KonecTMpamiH, KonecTunaH i rigpoxnopug konecese-
namy.

Mpuknagamn "iHriGiTOpiB  aHrioTeH3MHNepeTBo-
ptoBanbHOro oepmeHTy" € KanTopwun, eHananpuama-
neat, anauenpwn i yunasanpwun.

MNpuknagamu "aHTaroHICTiB peuenTopiB aHrioTeH-
3uHy |I" € kaHgesapTaHuunekceTun, nosapTtaH Kanito,
enpocapTaHMe3unnar i oniMe3apTaHMe0KCOMIr.

Mpuknagammn "iHribiTopie eHaoTeniHNepeTBopto-
BanbHoro depmeHTy" € CGS-31447 i CGS-35066.

Mpuknagammn "aHTaroHicTiB eHOOTENiHOBOrO pe-
uentopa" € L-749805, TBC-3214 i BMS-182874.

Mpu nikyBaHHi giabeTy Ta iHWMX 3axXBOPIOBaHBb,
noB'a3aHux 3 giabeTtom, Hanpuknag, Tpeba 6patn go
yBaru, Wo Cnomnyky 3rigHo 3 JaHWM BMHAxo4oM nepe-
Ba)XHO 3aCTOCOBYBaTW B MOEAHAHHI 3 LUOHaWMEHLLE
OOHWMM nikapcbkMM 3acobom, BUOpaHUM 3 rpynu, sika
CKrnagjaeTbca 3 iHCynin-ceHcmBinidyBanbHUX KOMMO-
HeHTiB (PPAR-y aroHictn. PPAR-a/y aronictn, PPAR-
0 aronictn, PPAR-a/y/d aroHictu Ta iH.), iHribiTopis
rnikoaugasu, GiryaHigiB, peqyoBWH, siKi MPUCKOPHOOTH
ceKpevuito iHCyniHy, npenapartiB iHCyniHy, iHribiTopiB
avnentuaunnentupasm V.

AnbTepHaTuBHoO, Tpeba BpaTu Ao ysarw, Lo cno-
NyKy 3rigHO 3 JaHWM BMHAXOOOM MEpPEBaXHO 3acTo-
COBYBaTW B MOEAHAHHI 3 LWOHANMEHLLE OAHMM niKap-
CbknM 3acobom, BUOGpaHUM 3 rpynu, sika CKknagaeTbes
3 iHribiTopiB rigpokcumeTunrnytapun-CoA-peaykrasu,
hibpaTHMX cnonyk, iHriGiTOpiB CUHTa3n CKBanexy,
iHridiTopie aunn-CoA:xonectepuHaumnTpaHcdepasm,
nigcunioBadviB  peuentopiB  NiNONPOTEIHIB  HU3bKOI
WinbHoOCTi,  iHriGiTopiB  MikpocomanbHoro  Ginka-
nepeHoCHUKa TpUrniuepuais i aHOPEKTUKIB.

dapmaueBTUYHI 3acobu 3rigHO 3 AaHMM BUHAXO-
JOM MOXHa BBOAWTM CUCTEMHO abo MicueBo 3a Ao-
NMOMOrOK0 OparbHOro cnocoby BBeAeHHs1 abo napex-
TepanbHOro  crnocoby  BBEOEHHs,  Hanpuknag.
iHTpapekTanbHOro, MiALWwKipHOro, BHYTPILLIHBOM'S30BO-
ro, BHYTPILUHbOBEHHOrO abo YepesLUKipHOro.

Cronyku 3rigHO 3 JaHUMM BMHaxXO4OM MOXHa 3a-
CTOCOBYBATU K hapmaLeBTU4HUIA 3acib B Takux ¢o-
pmax, sik TBepAaa KoMno3uuis, pigka komnosuuisi, abo
MOXYTb BYTV BUKOpUCTaHi Byab-gki iHLWi KOMNO3uui, i
ontumanbHa opma BUOMpaETbCA 3anexHo Bif MoT-
pebn. ®apmaueBTnYHMIA 3acib 3rigHO 3 JaHMM BUHa-
XO[0M MOXHa BMPOOMATM 3a JOMOMOrO 3MillyBaHHS
dapmaLeBTUYHO MPUNHATHOIO HOCIA 3i  CMOSyKO
3rigHO 3 AaHuUM BMHaxogoM. KoHkpeTHiwe, go crnony-
KW 3rifHO 3 JaHWM BMHAxo4oM foAaBarnv eKCUMMIEHT,
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areHT-HanoBHIOBaY, 3B'si3yBallbHUIA peareHT, aesiHTe-
rpaTop, SIKUA MOKPMBAE PEYOBUHY, MNiOCONOMKEHY
NOKPUBHY pe4voBUHY, pH-perynstop, posdnHioBanb-
HWUIA peareHT abo BoaHu abo 6e3BOAHWIN PO3UMHHNK,
Oyab-AKUA 3 AKUX LUMPOKO BMKOpUCTOBYETbCA. OTpu-
MaHy CyMmilWl MOXHa cpopmyBaTh, BUKOPUCTOBYIOUU
3aranbHOMNPUMHATI  TexHonorii  apmaueBTUYHOro
BUPOGHNLTBA, B Taki nikapcbki dopmmn sik TabneTku,
Apaxe, Kancynu, rpaHynu, MOpoLOoK, po3yuH abo
piovHy, eMynbCito, cycnensito abo iH'eKTOBHY nikapcb-
Ky copmy. [lpuknagamu ekcuunieHTa i areHTa-
HanoBHIOBa4ya € nakTosa, MarHicreapaT. Kpoxmarb,
TanbK, XenaTuH, arap, MNeKTWMH, akalis, OnMBKOBa
onisl, KyHXyTHa ofisl, Onis Kakao, eTuneHrnikon abo
Oyab-sKi iHWI mMaTepianu, sKi LWMPOKO BMKOPUCTOBY-
HOTbCS.

AnbTepHaTVBHO, crnonyka 3rigHO 3 AaHWM BUHa-
xo4om Moxe Oyt apmaueBTUYHO BUIrOTOBMEHA
LUMSIXOM  YTBOPEHHSA CMnonykM 3 a-, B- abo y-
LIMKNOOEKCTPUHOM abo MEeTUNbOBaHUM LIMKIOOEKCT-
pUYHOM.

[o3sa cnonyku 3rigHo 3 JaHUM BMHaxXo4o0M Bapito-
€TbCSl 3arexHo Big 3aXBOPIOBAHHHA, CUMNTOMIB, Baru
Tina, Biky abo ctati nauieHTa, abo cnocoby BBeOEHHSA
nauieHTy. [na gopocnux nepeBaxHOK A03010 € Bif
0,1 no 1000mr/kr Baru Tina/Ha AeHb, Ginbl NepeBax-
Ho Big 0,1 po 200mr/kr Baru Tina/Ha AeHb, Ky MOXHa
BBOAMTU OOMH pa3 Ha AeHb abo po3dbuBaTtu 403y Ha
OeKinbka npuomis.

Mpuknagu

Mpuknagn oTpMmMaHHs

[ani onucaHi npuknagn oTpMMaHHS armnikoHOBUX
(bparmMeHTIB CMONyK 4AHOro BUHAXo4y.

Mpuknag otpymaHHs 1

CuHTes 2,3,4,6-tetpa-0O-6eH3un-5-Tio-D-
rMIOKOHO-1,5-nakToHy

3,4-aurigpo-2H-nipan (1,5mn, 16,5MMonb) i mo-
HorigpaT napa-TonyoncynbgoBoi kucrnotu (104mr,
0,549Mmonb) AodaBanu 4o po3udnHy 2,3,4,6-Tetpa-O-
aueTtun-5-tio-D-rntokonipaHosn (2,0r, 5,49mmonb) y
xnopodopmi (40mn) i nepemiwyBanu nNpy KiMHaTHIN
Temneparypi NpoTAroM ofHiei rognHn. [1o peakuinHoi
CyMiWi JogaBany HaCUYEeHW BOOHWA PO34unH Bikap-
OoHaTy HaTpilo Ta ekcTparyBanu XrnopodopMom, i
noTiM OpraHiyHWiA Wap npomMmBany po3cosioM, CyLUK-
nn Hap 6e3BogHVMM cynbdaTom MarHito. [ecukaHTt
BigdinbLTpoBYBanu, MicnNsa LpOro 3anulok, oTpuma-
HWIA BHAacMigoK BMNApOBaHHSA PO3YMHHMKA MPU 3HU-
KEHOMY TUCKY, OYULLYyBanu 3a [OMOMOrol KOSIOHKO-
BOI xpomatorpadii Ha cunikareni
(rekcaH:eTunauetar=1:1), oTpumylouM TeTparigpo-
2H-nipaHn-2-in-2,3,4,6-tetpa-O-auetun-5-Tio-D-
rntokonipaHody (2,56r) y surnsagi 6nigo-xoBToi amo-
PdHOT pevoBUHN.

MoTtim 25% (3a Barot) po3ynMHy MeToKcUAy Ha-
Tpito (0,11mn, 0,55mMmonb) B MeTaHoni gogasanu Oo
po3uuHy TeTparigpo-2H-nipaH-2-in-2,3,4,6-teTpa-O-
aueTtun-5-tio-D-rniokonipaHosn (2,5r) B MeTaHoni
(40mn) | nepemilyBanm NpoTArom Tpbox rogvH. fdani
Ao[aBanu HeBemnuKy KinbKiCTb CyxXoro nboAy Ans Hew-
Tpanisauii peakuiHoi cymilli, NOTIM peakuinHy CymiLu
KoHueHTpyBanu. OTpUMaHui 3anuoK PO3YMHANM B
N,N-gumeTtundopmamigi (20mn). OTpuMaHUin po34vmnH
godasanu no Kpannsx A0 CycneHsii rigpuay HaTpito
(1,3r, 32,9MMmonb; 60% mMacna) i N,N-
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anvetundopmamigy (4mn), OXONo4AXyUUn Npu LbOMy
B NboAsHiN GaHi. MNoTiM peakuiliHy cymill nepemily-
Banu npu KiMHaTHIn TemnepaTtypi npotdrom 20 xBu-
nuH, oxonoaxyeanu o 4°C i gogasanu 6eHsun 6po-
mig (5,6r, 32,9vmonb). [ani peakuiiHy cymiw
nepeMiwyBanu npu KiMHaTHIn TemnepaTypi NpoTArom
12 roguH, pogasanu meTtaHon (5mn) i nepemiwysanm
npotarom 30 xBunuH. [lo peakuinHoi cymiwi goaasa-
N NbOASHY BOAY, eKcTparyBanu Cymill eTunaueTa-
TOM, NOTIM OpraHiYHW LWap npoMmMBanM PO3COSIOM,
cywunu Hag 6e3sogHUM cynbdatoM Marki. [ecu-
KaHT BigdiNbTpOBYBanNM, Micns LUbOrO  3asULLIOK,
OTpMMaHWI BHACNIOOK BUNAPIOBaHHSA PO34YMHHMKA NpU
3HMXEHOMY TUCKY, O4YMLLYyBanu 3a JOMOMOroH KOMOH-
KoBOi  xpomatorpacpii Ha cunikareni (rekcaH
:eTunaueTar=6:1), oTpumytoun TeTparigpo-2H-nipaH-
2-in  2,3,4,6-tetpa-0O-6eH3un-5-tio-D-rntokonipaHosy
(3,36r, 96% 3aTpwn cTagii).

Cywmiw  Tetparigpo-2H-nipaH-2-in-2,3,4,6-teTpa-
O-6eH3un-5-Tio-D-rnokonipaHosn (3,30r,
5,15mMMonb), napa-TonyoncynboHaTy  MipuauHio
(518wmr, 2,06mmoneb) | eTaHony (58mn) nepemiwysanm
npu Temnepatypi 80°C npoTtarom gBox roaunH. Peak-
LifHY CyMmill oxonoaxyBanu A0 KiMHaTHOI Temnepa-
TYypW, i PO3YMHHKK KOHLUEeHTpyBanu. OTpumMaHuii 3a-
NULWOK PO34MHANM B eTunaueTati. [ani posunH
npoMMBanM HacU4eHMM BOAHUMM po3dMHOM bGikap6o-
HaTy HaTpilo i PO34YMHOM comi, MOTIM CyWwWnu Hag
6e3BoAHMM cynbcaTom MarHito. [ecukaHT BigdinbT-
poByBanu, Micrs LbOro 3anuvLioK ouvullyBanu 3a Jo-
NOMOrOK KOSFIOHKOBOI XpomaTorpacdii Ha cunikareni
(rekcaH:etunauetat=3:1), oTpumytoumn 2,3,4,6-TeTpa-
0-6eH3nn-5-tio-D-rntokonipaHo3y (2,89r, kinbk.) 'y
BurnsAai 6esbapsHoro kpucrana. 3C amp (125MTlu,
xnopocopm-d) 6 41,3, 67,8, 71,6, 73,0, 73,2, 75,6,
76,2, 81,9, 82,9, 84,4, 127,5, 127,7, 127,8, 127,9,
128,0, 128,3, 128,4, 128,5, 137,8, 138,3, 138,8.

Cymiww 2,3,4,6-tetpa-0O-6eH3nn-5-Tio-D-
rntokonipaHo3n (2.82r, 5,07Mmonk), OUMETUNCYNb-
dokenay (47mn) Ta outosoro adrigpugy (39mn) ne-
pewmilyBanu npu KiMHaTHin TemnepaTtypi npotarom 12
roavH. [1o peakuiiHOT cyMmilwi gogaBanu nNbogsHy BO-
Ay | excTparysanu Cymill eTunaueTtaTtom, noTtiM opra-
HiYHY hbady nNpomMuBany BOOOK, HACMYEHUM BOAHUM
pO34nHOM GikapboHaTy HaTpilo i po34MHOM coni, no-
TiM cywmnum Hag 6e3BogHMM cynbdaTtomM marHito. Je-
CUKaHT BiAdiNbTPOBYBanu, MiCNS LbOrO 3aruLUoK,
OTpMMaHMWI BHACNIOOK BUNAPIOBAHHS PO34YMHHMKA NpU
3HKEHOMY TUCKY, O4YMLLYBanu 3a JOMNOMOroH KOMOH-
KOBOi  xpomartorpadii  Ha cunikareni (rek-
caH:eTunaueTar=6:1), oTpMMyHOYM BKasaHy B 3arono-
BKy cnonyky y Burnsgi 6e36apBHOi MacnsHUCTOI
peyoBuHU. (2,3r, 82%).

H ampP (200MTu, xnopodopm-d) & m.4. 3,70 (4,
J=4.8y, 2H), 3,86-4,02 (m, 2H), 4,09-4,22 (m, 2H),
4,40-4,68 (m, 7H), 4,83 (g, J=11,4T'u, 1H), 7,12-7,41
(m, 20H).

Mpuknag oTpymaHHs 2

CuHtes  2,3,4,6-teTpa-O-(4-meTokcnbeHsun)-5-
Tio-D-rntokoHo-1,5-nakToHy

CuHTe3 3pilicHioBanuM crnocobom, noaioHum ao
OMnMcaHoro B NpuKnagi oTpMMaHHsa 1, BUKOPUCTOBYHO-
yn xnopua 4-meTtokcubeHaunny samicte 6eH3un 6po-
Migy.
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'H aAmP (300Mry, xnopodopm-d) & m.M. 3,60-
3.66 (m, 2H), 3,77-3,81 (m, 12H), 3,81-3,91 (m, 2H),
4,01-415 (m, 2H), 4,29-458 (m, 7H), 4,74 (g,
J=11,2l'y, 1H), 6,78-6,90 (m, 8H), 7,03-7,10 (m, 2H),
7,11-7,30 (m, 6H).

Mpuknag oTpumaHHs 3

CwuHTes 1-6pom-3-(4-eTokcnbeH3ann)beHsony

2,6M posunH H-6yTunniTiirekcany (5,8mn) gona-
Bann g0  cymiwi  4-6GpomdpeHeTony  (2,87r,
0,0143monb) i TeTparigpodypaHy (30mn) npu Temne-
patypi -78°C. lNoTim cymill nepemillyBanu nNpoTarom
0,5 roguH, popaBanu po3unH 3-6pombeHsanbaerigy
(2,65r, 0,0143monb) B TeTparigpodypaHi (15mn) i
hani nepemiwysanu npotarom 15 xBunwuH, Harpisato-
4Yn cyMill Ao KiMHaTHoI Temnepatypu. [dani o peak-
LifHOT cymiWwi gogaBanu HacuyeHW BOAHWUN PO3YUH
Xnopuay amoHilo Ta ekcTparysanu eTunauetaToM,
OpraHiYHui Wwap NpomMmsany po3corioM i CyLInnu Hag,
6e3BoaHMM cynbgaTom MmarHito. [decukaHT BigdinbT-
poByBanu, Micnga LUbOro 3anuviioK, OTPUMaHWUA BHacCHi-
OOK BUMAapOBaHHA PO3YMHHUKA NMPU 3HWKEHOMY TUC-

Ky, ouulyBanM 3a  OOMOMOIOK  KOSIOHKOBOI
XpomaTorpadii Ha cunikareni (rek-
caH:etunauetar=7:1 - 5:1), oTpumyroum  (3-

6pomdpeHin)(4-eTokcodeHin)metaHon (3,94r, 90%) y
BurnsAai 6e36apBHOT MacnsaHUCTOT PEYOBUHM.

Motim Et3SiH (4,09mn, 0,0256Mmonb) i BF3-Et,O
(1,47mn, 0,0116monb) NocnigoBHO Aodasanu 4O Po3-
YUHY (3-6pomdpeHin)(4-eTokcudpeHin)meTaHony
(3,92r, 0,0128monb) y xnopodopmi (22Mn) nNpu Tem-
nepatypi -60°C. lNMoTiM nepemiwyBann NpoTarom oa-
Hiel roguHn, nicns LbOro peakuiiHy Cymill HarpiBanu
00 KiMHaTHoi Temnepatypu. Jani oo peakuinHoi cy-
Milli AogaBany HacMYeHUn BOAHUN po3ynH kapboHa-
Ty HaTpito Ta ekcTparyBanu xrnopodopMoMm, OpraHiy-
HUA Wap npoMMBaNu pPo3COMIOM | Cywwunu Hag
6e3BoAHMM cynbgaTomM MarHito. [JecukaHT BigdinbT-
poByBanu, nicns Lboro 3anuvLoK, OTpUMaHuiA BHacni-
[OOK BUMApOBaHHS PO3YMHHUKA NMPU 3HUXKEHOMY TUC-
Ky, ouyuWyBanu 3a  [OMNOMOrOKW  KOMOHKOBOI
xpomatorpaddii Ha cunikareni (rekcaH: eTun aue-
TaT=50:1), OTPUMYIOUM BKa3aHy B 3arofioBKy CMOMyKy
(2,84r, 76%) y Burnagi 6e36apBHOi MacnsHUCTOI pe-
YOBUWHM.

'H amP (300Mrlu, xnopodpopm-d) & m.4. 1,40 (T,
J=7,0ry, 3H), 3,88 (c, 2H), 4,01 (kB, J=7,0l'y, 2H),
6,83 (g, J=8,9I'y, 2H), 7,07 (g, J=8,9I'y, 2H), 7,09-
7,18 (m, 2H), 7,29-7,34 (m, 2H).

Mpuknag oTpumaHHs 4

CuHTes 2-(5-6pom-2-meTokcnbeHaun)-1-
6eH3oTiodheHy

1,6M po3umH H-GyTunnitivirekcady (30,5mMn) go-
Aaeanu oo cymiwi 6eHso[b]tiodeHy (6,6r, 0,049monb)
i TeTparigpodypaHny (66mn) npu Temnepatypi -78°C.
MoTim nepemiwysanu npotarom 0,5 roavH, Ao peak-
UiMHOI  cymiwi pgogaBanuM  po3uuH  5-6Gpom-2-
meTokcnbensanbgerigy (10,0r, 0,047monb) B TeTpari-
apodypaHi (50mn), Aani nepemiwysanu nNpoTarom 5
XBUNWH, | peakuinHy Cymill HarpiBanv A0 KiMHaTHOI
Temnepatypu. NMoTiMm A0 peakuinHoi cymiwi goaasanu
HaCMYeHWn BOLHMI PO3YMH XJTOPUAY aMOHIt0 Ta eKCT-
paryBanu eTunaueTatom, opraHiyHy ¢pady npomuBa-
N po3COSIoM i cylwmnu Hag 6e3BoAHUM cynbgaToMm
MarHito. [ecukaHT BiadineTpoByBanu, nicnsa LbOro
3anMLLIOK, OTPUMaHWUA BHACMiAOK BUMaplOBaHHSA pPO3-

91531 80

YMHHMKA MPU 3HUKEHOMY TWUCKY, OuYMLLyBanu 3a Oo-
NMOMOrOl0 KONOHKOBOI Xpomatorpacpii Ha cunikareni
(rekcaH:eTunauetar=6:1), otpumyoumn (1-6eH3oTieH-
2-in)(5-6pom-2-meTokeudeHin)metaHon (11,3r, 69%)
y BUrnagi 6nigo-xoBToro Kkpucrana.

Motim Et3SiH (10,3mn, 0,0642monb) i BF3-Et,O
(4,170mn, 0,0321monb) nocnigoBHO AoAaBanu 4O po3-
YnHY (1-6eH30TieH-2-in)(5-6pom-2-
meTokcudeHin)metadony (1,2r, 0,0321monb) y xno-
pocbopmi (110mn) npu Temnepatypi -15°C. Oani cy-
Miw nepemiwysanu npotarom 0,5 roguH, gogasanuv
HacuyeHn BOaHUIM po3uunH BikapboHaty Hatpito. Cy-
Mill ekcTparyBanu Xnopodopmom, i opraHivyHy dasy
npomMuBany po3cosioM i cywmnu Hag 6e3BogHuUM cy-
nNbcatoM MarHito. 3anuwok, OTpUMaHui BHAaCNIgoK
BMNAPIOBAHHSA PO3YMHHMKA MPU  3HWXKEHOMY TUCKY,
ounLlyBanu 3a OOMOMOrol KONOHKOBOI XpomaTorpa-
dii Ha cunikareni (rekcaH:etunauetaTt=30:1), oTpu-
MYHOUM BKa3aHy B 3aronioBky crnonyky (9,84r, 92%) y
BUIMSAAI )KOBTOrO KpucTana.

H ampP (300MTu, xnopodopm-d) & m.u. 3,84 (c,
3H), 4,17 (c, 2H), 6,76 (g, J=8,7T'y, 1H), 7,01 (c, 1H),
7,19-7,37 (m, 4H), 7,65 (o, J=7,8u, 1H), 7,73 (g,
J=7,8I'y, 1H).

El 332, 334 (M", M+2).

Mpuknag oTpymaHHsa 5

CuHTes 2-(5-6pom-2-xnopbeHann)-1-
©eH3oTioheHy

Oxkcanin xnopug (3,78mn, 0,0441mmonb) i N,N-
anveTtnndopmamig (0,06mn) gogaBany A0 pPO3YMHY
5-6poM-2-xnop6eH30MHOT KMCNoTn (10,0r,
0,0425monb) y xnopodopmi (20mn). MNoTiM peakuinHy
CymilWw nepemiwyBanu npu KiMHaTHIN Temnepartypi
NPOTArOM OAHOrO AHS, MICNSA LbOro peakuinHy cymill
BMUMApOBanu nNpu 3HmWKeHoMy TUcky. OTpumMaHy XoB-
TY MacrnsiHACTY CYOCTaHLiI0 PO3UYUHSNM Y XINOpodop-
Mi (20mm). Len po3uuH no kpannsx gopaasanu Oo
cymiwi N,O-gnmeTokcurigpokcunamiH - rigpoxnopuay
(4,56r, 0,0468monb), TpueTunamivy  (12,3mn,
0,0882monb) i xnopodopmy (50mMn) npotarom 15
XBUNWH, 36epiratoumn npu LboMy TemnepaTtypy peakuii
Big 5°C po 10°C. lNoTim nepemiwysanu npotsrom 15
XBUNWH, peakuinHy CyMmill HarpiBanu [oO KiMHaTHOI
Temnepatypu. [ani 4o peakuiiHOI cymiwi gogasanu
Boay (20mn), BigAiNanuM opraHiyHWn wap, noTiM npo-
MMBanu OpraHiYHUi Wwap HacuyYeHuM BoAHMM Oikap-
6oHaTOM HaTpilo i po3ymMHOM coni i cywmnu Hag 6es-
BOAHUM cynbgaTtom MarHito. OecukaHT
BigdinbTpoByBanu, Micns UbOro PO3YMHHUK BUMNapto-
Bann Npu 3HWXEHOMY TUCKY, OTpumytoun 5-6Gpom-2-
xnop-N-meTtoken-N-metunbensamig (11,8r, 99,7%) vy
BurnsAai 6esbapsHoro kpuctana. OTpumaHy peqyoBuHY
BMKOPUCTOBYBaNM B HACTYMHIin peakuii 6e3 noganb-
LLIOTO OYMLLIEHHS.

LiAIH4 (1,47r, 0,0388monb) gopaBanu maneHb-
KAMWU  MopuissiMM 0 pO34uHy 5-6pom-2-xnop-N-
meTokcn-N-metunbensamigy (10,8r, 0,0388monb) B
TeTparigpodypani (108wmn), 36epiratoum npu LpbOMY
Temnepartypy, wo He nepesuiye -10°C. PeakuinHy
cyMmil nepemiwysanu npu Temnepatypi -15°C npotsa-
rom OfHiel roanHu, i 06epexHo AodaBany HacU4eHun
BOOHUIN PO34YMH XIopuay aMOHito, i OCaaXeHy Hepo3s-
YMHHY hpakuito BiAdINbTpoByBanu Yyepes uenit. dani
dinbTpaT ekcTparyBanu etunaueTaTtoM, OpraHivyHun
wap npomuanu 1M CONsIHOK KUCMOTO, HACUYEHUM
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BOAHUM po34nHOM GikapboHaTy HaTpito, pPO3YMHOM
coni i moTim cywmnu Hag 6e3BogHMM cynbgaToMm ma-
rHito. [lecukaHT BigdinbTpoByBanu, po3yYMHHWK BMNa-
ptoBanu npu 3HWKEHOMY TUCKY, OTPUMYHOUM S5-Opom-
2-xnopbeHsanbaerig (8,1r, 95%) y Burnagi 6nigo-
XoBTOro kpucrana. OTpMMaHy peyoBWHY BUKOPWUCTO-
ByBanu B HaACTYyMHin peakuii 6e3 noganbLlioro oyu-
LLEHHS.

1,6M po3uuH H-ByTunnitivirekcany (26,9vmn) go-
Aaeanu oo cymiwi 6eHso[b]riodeHy (5,8r, 0,043monb)
i TeTparigpodypany (58mn) npu Temnepatypi -78°C
npotarom Ginbwe 20 xBunuH. MoTiM nepemiwyBanu
npotarom 0,5 roguH, Ao cymiwi gogasann po3yvuH 5-
6pom-2-xnopbeHsanbaerigy (9,0r, 0,041monb) B TET-
parigpocypadi (50mn), i nepemiwyBanu nNpoTsirom
noganblUMx N'ATM XBUNWUH. PeakuiinHy cymilw Harpisa-
nu Jo KiMHaTHoi Temnepatypwu. [ani oo peakuinHoi
CyMilWi fofaBanyM HaCMYEHUN BOAHUIN PO3YUH XIOpU-
Ay aMOHil0 Ta eKkcTparysanv eTunauetaToM, opraHiv-
Hy basy mpomvBanv po3COfoM i NOTiIM CyLIMnu Hapg
6e3BoAHMM cynbcaTomM MarHito. [JecukaHT BigdinbT-
poByBanu, nNicns LbOoro 3anuLok, OTpMMaHui BHachi-
OOK BUMapOBaHHA PO3YMHHUKA NMPU 3HUXKEHOMY TUC-
Ky, ouyuWyBanu 3a  [OMNOMOrOW  KONMOHKOBOI
XpomaTorpadii Ha cunikareni (rek-
caH:etunauetar=10:1), oTpumytoun (1-6eH30TieH-2-
in)(5-6pom-2-xnopdeHin)metaHon (10,3r, 71%) y
BUrNsiAi 6nigo-X0BTOI MAaCnsHUCTOI PEYOBUHM.

Oani  EtsSiH (9,2mn, 0,058wmonb) i BF3Et,O
(3,6mn, 0,029morb) nocnifoBHO AofdaBanu 4O Po3yn-
Hy (1-6eH30TieH-2-in)(5-6pom-2-xnopdeHin)meTaHony
(10,2r, 0,0288monb) y xnopodopmi (110mn) npu Tem-
nepatypi -15°C. PeakuiiHy cymiw HarpiBanu Ao Kim-
HaTHOI TemnepaTypu, i nepemiwyBanu npu Ui Tem-
nepartypi nporarom gecatu roguH. [loTim go
peakuiiHOT CyMilli AoAaBanu Hacu4YeHuin BOOHWUIA po-
34uH GikapboHaTy HaTpilo, opraHivHy dasy Bigainanw,
npomMuBanu po3cosioM i cylumnu Hag 6e3BogHuUM cy-
nbgaTtoM MarHito. [lecukaHT BigdineTpoBYyBanu, nic-
Nsi UbOro 3anuLIoK, OTPMMaHwui BHacnigoK Bunapto-
BaHHS  PO3YMHHUKA  NPU  3HWKEHOMY  TUCKY,
ouMLLyBanu 3a OOMOMOroK KOJOHKOBOI XpomMaTorpa-
dii Ha cwunikareni (rekcaH:eTunauetaTt=60:1), oTpu-
MYHOYM BKa3aHy B 3arofioBKy CMomnyky y Burnsagi 6es-
6apBHOi MacnaHucToi peyoBuHU (5,51, 56%).

H amP (300MTu, xnopodopm-d) & m.u. 4,30 (c,
2H), 6,98-7,06 (m, 1H), 7,22-7,37 (m, 4H), 7,43 (g,
J=2,3I'y, 1H), 7,64-7,71 (m, 1H), 7,72-7,80 (m, 1H).

El 336 (M), 338 (M+2), 340 (M+4).

Mpuknag oTpymaHHs 6

CuHTes 1-(6eH3nnokcm)-2-6pom-4-(4-
eTokcnbeHaun)oeHsony

BeHaunbpowmig (3,1mn, 0,026monb) gogasanu ao
cyMiLui 3-6pom-4-rigpokcubeHsansaerigy (5,0r,
0,025monb), wogugy TeTpabytunamonito  (0,92r,
2,5mmornb), kapboHarty kanito (6,9r, 0,050monb) i N,N-
anmetundopmamigy (70mn) npu KiMHaTHIM Temnepa-
Typi i nepemiwyBanu npotaroMm 2,5 roguH. Cymiw
BOAM 3 nbogom (100mn) BNMBanu B peakuiiHy CyMill,
i OTPMMaHWI PO34YNH NepeMilLyBanmn NPoTAroM OfHiei
roguHn. OTpuMaHuin ocag inbTpyBanu i Ccywmnu,
OTPUMYHOYM 4-6eH3nnokecun-3-6pombeHsanbaeria
(7,1r, 98%) y BUrnsai 6nigo-xoBToro NopoLLKy.

Oani 1,6M po3uuH H-6yTunnitinrekcady (22,9mn)
gofjaBanu go  cymiwi  4-6GpomdbeHetony  (7,3r,
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0,037monb) i TeTparigpodpypaHy (70mn) npu Temne-
patypi -78°C. lMoTtim nepemiwysanu npotsarom 0,5
rOAVH, nopgasanu pPO34MH 4-6eH3unnoken-3-
6pombensansaerigy (7,0r, 0,024monb) B TeTparigpo-
dypaHi (70mn), i gani nepewmiwysanu npotarom 15
XBWIUH, | peakuinHy cymill HarpiBanu Ao KiMHaTHOI
Temnepatypu. [oTiM Ao peakuinHoi cyMilwi gogaBanu
HacU4YeHW BOAHUN PO3UYMH XMOpUOY aMoHito, i eKcT-
paryBanu etunaueTatom, opraHiyHy dasy npomuBa-
N pO3CONOM i Cylwmnu Hag 6e3BogHUM cyrnbcaTom
marHito. [lecvkaHT BigdinbTpoByBanu, nicnd LbOro
3anvLWoK, OTPMMaHWA BHAcCMiAOK BUMapltoBaHHA pPO3-
YMHHMKA MPU 3HWKEHOMY TWUCKY, OuYMLLyBanu 3a OO-
NOMOrOK KOFOHKOBOI XpomaTorpacdpii Ha cunikareni
(rekcaH:eTunauetari:1), oTpumMytoun [4-(6eH3nnokem)-
3-6pomdpeHin](4-eTokcndpeHin)metaHon (8,7r, 86%) y
BurnsAai 6e36apBHOI MacnsaHUCTOT PEYOBUHM.

Oani EtsSiH (6,7mn, 0,042monb) i BF3Et,O
(2,7mn, 0,021monb) gogaBany NOCNIAOBHO 40 PO34K-
HY [4-(6eH3unokcn)-3-6pomdpeHin](4-
eTokcudpeHin)metaHony (8,7r, 0,021monb) y xnopo-
dopmi (90mn) npu Temnepatypi -15°C. OTtpumaHy
CyMiLl nepemillyBanu NPOTAroMm OAHIET rognHW, NoTiM
peakuiiHy cymill HarpiBanu A0 KiMHaTHOI Temnepa-
Typu. [oTim B peakuinHy cymiw gogasanv HacuyeHun
BOAHWIA PO34MH kapboHaTy HaTpilo Ta ekcTparyBanu
XNopoOpMOM, OpraHiYHUi wap NpoMuBanu pPo3co-
nom i cywunu Hag 6e3sogHuMM CynbaTtoM MarHito.
JecukaHT BiadinbTpoByBanu, nicnsi UbOro 3arnuLlok,
OTpMMaHWI BHACNIOOK BUNAPHOBaHHA PO34YMHHMKA NpU
3HKEHOMY TUCKY, O4MLLYyBanu 3a JOMOMOrol KOMOH-
KOBOi  xpomaTorpadii Ha cunikareni (rek-
caH:eTunauetar=4:1), oTpMMYyHOUM BKa3aHy B 3aroo-
BKy cnonyky y Burnsai 6e36apBHOi macnsHWUCTOI
peyoBuHM (8,8r, Kinbk.).

'H AMP (300MIL, xnopodopm-d) & mM.4. 1,40 (T,
J=7,0ry, 3H), 3,82 (c, 2H), 4,00 (xB, J=7,0l'y, 2H),
5,12 (c, 2H), 6,78-6,87 (m, 3H), 6,98-7,10 (m, 3H),
7,27-7,50 (m, 6H).

Mpuknag oTpumaHHs 7

CuHTes 1-6pom-3-(4-eToKkCUBEH3MUnN)-4-
MeTokcnbeH3ony

CuHTe3 3pivicHioBanu crnocobom, nogidbHum ao
OMNMCaHoro B NpvKNai OTPMMaHHSA 3, BUKOPUCTOBYHO-
un 5-6pom-2-meTokcnbeH3anbaerig i 4-
OpomdeHeTON.

H amP (300MTru, xnopodopm-d) & m.u. 1,40 (T,
J=7,0rry, 3H), 3,79 (c, 3H), 3,85 (c, 2H), 4,01 (s,
J=7,0ry, 2H), 6,72 (g, J=8,6I'uy, 1H), 6,81 (8, J=8,7Iy,
2H), 7,09 (@, J=8,7Tu, 1H), 7,13 (@, J=2,5I'u, 1H),
7,27 (pp, J=8,6, 2,5y, 1H).

Mpuknag oTpumMaHHs 8

CuHTes 1-6pom-3-(4-eToKCMOEH3NN)-6-
MeToKcnbeHsony

CuHTe3 3gilicHioBanM crnocobom, noaidoHum [o
OnMcaHoro B NpuKNazi OTpMMaHHsA 3, BUKOPUCTOBYHO-
um 3-6pom-4-meTokcnbeH3anbaeria i 4-
6pomdeHeTON.

'H AMP (300Mrw, xnopodopm-d) & m.u. 1,40 (T,
J=7,0lry, 3H), 3,83 (c, 2H), 3,86 (c, 3H), 4,01 (xs,
J=7,0l"y, 2H), 6,78-6,85 (m, 3H), 7,03-7,10 (m, 3H),
7,35 (g, J=2,2'y, 1H).

El 320, 322 (M*, M+2).

Mpuknag oTpumaHHs 9

CuHTes 2-(3-6pombeH3nn)-1-6eH3oTiodeHy
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CuHTe3 3piicHioBanu crnocobom, noaidbHum Ao
onucaHoro B Npuknagi oTpUMaHHs 4, BUKOPUCTOBYHO-
un 3-6pombeHsanbaeria i 6eHso[b]riocdeH.

'"H AMP (300Mr L, xnopodopm-d) & m.u. 4,19 (c,
2H), 7,02 (c, 1H), 7,15-7,47 (m, 6H), 7,65-7,70 (m,
1H), 7,71-7,77 (m, 1H).

El 302, 304 (M*, M+2).

Mpuknag otpumanHa 10

CuHTes 2-(3-6pom-4-meTokcnbeHaun)-1-
6eH3oTiodheHy

CuHTEe3 3pivicHioBanu crnocobom, noaidbHum Ao
OMnMCcaHoro B NpuKNaai OTpMMaHHs 4, BUKOPUCTOBYHO-
un 3-6pom-4-meTokcubeHsanbaerig i 6eHso[b]tiodeH.

H amP (300MTu, xnopodopm-d) & m.u. 3,89 (c,
3H), 4,15 (c, 2H), 6,86 (g, J=8,4'y, 1H), 7,01 (c, 1H),
7,16-7,35 (m, 3H), 7,48 (g, J=1,9I'y, 1H), 7,64-7,70
(m, 1H), 7,71-7,77 (m, 1H).

El 332, 334 (M", M+2).

Mpuknag oTpumMaHHs 11

CuHTes 1-6pom-3-(4-eTokCcnMbEH3nn)-4,6-
avmMeTokcubeHsony

CuHTe3 3pilicHioBanuM crnocobom, noaidoHum [o
OMnMCcaHoro B NpuKNai OTpMMaHHsA 3, BUKOPUCTOBYHO-
um 5-6pom-2,4-gumeToKcMbeH3anbaeria i 4-
6pomdeHeTON.

'H ampP (200Mrlu, xnopodopm-d) & mn. 1,39 (T,
J=7,0ry, 3H), 3,80 (c, 2H), 3,82 (c, 3H), 3,88 (c, 3H),
4,00 (kB, J=7,0l'y, 2H), 6,47 (c, 1H), 6,75-6,85 (m,
2H), 7,02-7,12 (m, 2H), 7,17 (c, 1H).

El 350, 352 (M*, M+2).

Mpuknag oTpumaHHa 12

CuHTes 1-6pom-3-(4-eToKCnBEH3UN)-4-
pTopbeH3ony

CuHTEe3 3pivicHioBanu crnocobom, noaidbHum [o
OnMcaHoro B NpuKNagi OTpMMaHHsA 3, BUKOPUCTOBYHO-
un 5-6pom-2-cbtopbeHsanbaeria i 4-6pomdeHeTon.

'H AMP (200MIu, xnopodopm-d) & m.4. 1,40 (T,
J=7,0ry, 3H), 3,88 (c, 2H), 4,01 (kB, J=7,0l'y, 2H),
6,79-6,96 (m, 3H), 7,05-7,16 (m, 2H), 7,19-7,32 (m,
2H).

El 309,311 (M*, M+2).

Mpuknag otpumaHHs 13

CuHTes 1-(6eH3nnokcn)-4-6pom-2-(4-
eTokcnbeHaun)oeHsony

CuHTEe3 3pivicHioBanu crnocobom, noaidbHum Ao
OnnMcaHoro B NpuKNazi oTpMMaHHsA 6, BUKOPUCTOBYHO-
un 3-6pom-2-rigpokcmbeHsanbaeria.

H ampP (200Mru, xnopodopm-d) & m.u. 1,40 (T,
J=6,8I'y, 3H), 3,90 (c, 2H), 4,01 (kB, J=6,8y, 2H),
5,03 (c, 2H), 6,72-6,85 (m, 3H), 7,02-7,13 (m, 2H),
7,15-7,43 (m, 7TH).

Mpuknag oTpumaHHs 14

CuHTes 1-6pom-4-xnop-3-(4-eTokcun-2,5-
andTopbeHann)beHsony

Okcanin xnopua (1,89mn, 0,0220monb) i N,N-
anmeTtundopmamig (0,03mn) gonasanu o 5-6pom-2-
xnop6eH3oiiHoi kucnotu (5,0r, 0,0212monk) y xno-
pocbopmi (10mMn) i nepemiwyBanyM NpPOTArOM TPbOX
rogvH. >KoBTe macno, oTpMmMaHe BHacrifoK Bunapto-
BaHHSI PO3YMHHMKA MPU 3HWKEHOMY TUCKY, Aani pos-
YnHanM 'y xnopocpopMmi (10mn). o uUbOro posymHy
aogaeanu 2,5-gudptopdeneton (3,4r, 0,0214monb), i
noTiM MOPUiNHO JoAdaBanu xnopug antoMidito (2,9r,
0,0214monb) npu TemnepaTtypi -10°C npoTtsarom n'atu
xBuUnuH. [ani peakuinHy cymiw nepemiwysBanu npu
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Temnepatypi 5°C npoTarom ABOX roAuH, Aodasanuv
neogsHy sogy. Lo cymiw ekctparyBanu xnopodop-
MOM Tpu pa3su. llicna uboro komMGiHOBaHUI OpraHiy-
HWIA wap npomusany 1M CONsHOK KMCNOTO, BOAOHD,
pO34MHOM cofi i cywmnun Hag 6e3BogHMM cynbdaTom
MarHito. [ecukaHT BiadinbTpoByBanu, nicns LbOro
3anMLLIOK, OTPMMaHWUA BHACMiAOK BUMNaploBaHHA pPO3-
YMHHMKA MPU 3HUXKEHOMY TWUCKY, OuYMLLyBanu 3a [o-
NMOMOrOK KOFIOHKOBOI Xxpomartorpadii Ha cunikareni
(rekcan: etun auetat=10:1). oTpumytoun (5-6pom-2-
xnopdeHin)(4-eToken-2,5-gudTopdeHin)MeTaHoH
(5,59r, 70%) y Burnagi 6e3bapeHoOro kpucrana.

Motim Et3SiH (5,93mn, 0,0371monb) i BF3-Et,O
(2,83mn, 0,0224monb) fogaBanu NOCMiAOBHO 4O PO3-
YnHY (5-6pom-2-xnopdpeHin)(4-eTokcun-2,5-
andTopdeHin)metaHoHy (5,58r, 0,0149monb) B xno-
podopM-aueToHiTpuni (1:1; 60mn) npu Temnepatypi
4°C. PeakuinHy cymilw HarpiBanu A0 KiMHaTHOI Tem-
nepaTtypu, nepemiwysanu npotarom 12 roguvH i we
nepewmiwlyBanu npu Temnepatypi 45°C npoTtarom Ha-
CTYMHUX TpbOX roavH. [ani go peakuinHoi cymili
[O[aBanu HacWM4eHW BOAHUA pO34YMH KapOoHaTy
HaTpilo Ta ekcTparyBanu XxnopogopMom, opraHiyHum
Lwap npomuBanu po3cosioM i cylumnu Hag 6e3BogHUM
cynbdatom MarHito. [ecukaHT BigdinbTpoByBanu,
nicnsi LUbOro 3anuLloK, OTPMMaHWW BHAacNigoK Buna-
PIOBaHHA PO3YMHHMKA MPU 3HUKEHOMY TUCKY, OYMLLY-
BanM 3a AOMOMOrOK KOMOHKOBOI XpoMaTorpadii Ha
cunikareni  (rekcaH:etunauetat=10:1). oTpumyoun
BKa3aHy B 3arofioBKy crnonyky y Burnsgi 6e3bapsHoi
mMacnaHucToi peyosuHu (3,8r, 71%).

H am? (300MTlu, xnopocopm-d) & m.u. 1,46 (T,
J=7,0ry, 3H), 3,98 (c, 2H), 4,08 (kB, J=7,0l'y, 2H),
6,71 (ag, J=11,3, 7,1y, 1H), 6,82 (aa, J=11,3, 7,1y,
1H), 7,18-7,38 (m, 3H).

El 360 (M"), 362 (M+2), 364 (M+4).

Mpuknag otpumaHHs 15

CuHTes 1-6pom-4-xnop-3-(4-eTokcu-3-
dpTopbeHann)beHsony

CuHTe3 3giicHioBanuM crnocobom, noaidbHum [o
onucaHoro B npuknagi oTpymMaHHsa 14, BUKOPUCTOBY-
toun  5-6pom-2-xnopbeHsonHy  kucroty i 2-
pTOpdeHeTON.

'H AMP (300MIu, xnopodopm-d) & mM.u. 1,44 (T,
J=7,0ry, 3H), 3,97 (c, 2H), 4,09 (xB, J=7,0l'y, 2H),
6,79-6,95 (m, 3H), 7,18-7,35 (m, 3H).

El 342 (M"), 344 (M+2), 346 (M+4).

Mpuknag oTpymaHHs 16

CuHTes 1-6pom-4-xnop-3-(3-xnop-4-
eTokcnbeHsun)beHsony

CuHTe3 3pivicHioBanu crnocobom, nogidbHum ao
OnMcaHoro B Mpuknagi oTpuMaHHs 14. BMKOPUCTOBY-
toun  5-6pom-2-xnopOeHsonHy  kucroty i 2-
XropgeHeTon.

H amP (300MTru, xnopodopm-d) & m.u. 1,46 (T,
J=7,0ly, 3H), 3,96 (c, 2H), 4,08 (kB, J=7,0l'y, 2H),
6,85 (g, J=8,4I'u, 1H), 6,95-7,03 (m, 1H), 7,18 (g,
J=2,2I'y, 1H), 7,23-7,33 (m, 3H).

Mpuknag otpumanHs 17

CuHTes 1-6pom-3-(4-eTokCnbeH3unn)-4-
MeTunbeHsony

CuHTe3 3giicHioBanuM crnocobom, noaioHum [o
onucaHoro B nNpuknagi oTpyMaHHsa 14, BUKOPUCTOBY-
UM 5-6pom-2-meTunbeH3oHy KUCnoTy (CUHTe3oBa-
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Hy, Sk onuMcaHo B MixHapoaHi naTeHTHINn nybnikauii
WO 0127128) i eHeTON.

'"H AMP (200Mru, xnopodopm-d) & mM.u. 1,40 (T,
J=7,0ly, 3H), 2,18 (c, 3H), 3,86 (c, 2H), 4,00 (ks,
J=7,0l"y, 2H), 6,76-6,87 (m, 2H), 6,94-7,07 (m, 3H),
7,17-7,30 (m, 2H).

El 304 (M"), 306 (M+2).

Mpuknag oTpymaHHa 18

CuHTes
ANMeToKCMGeH3nn)6eHsony

CuHTEe3 3pivicHioBanu crnocobom, noaidbHum Ao
OnMcaHoro B Mpuknagi oTpuMaHHs 14, BMKOPUCTOBY-
toun  5-6pom-2-xnopbeHsonHy  kucnoty i 1,3-
AuMeTokcnbeHsorn.

H amP (200MTu, xnopodopm-d) & m.u. 3,79 (c,
3H), 3,80 (c, 3H), 3,95 (c, 2H), 6,36-6,53 (M, 2H), 6,94
(o, J=8,4I'y, 1H), 7,13-7,28 (m, 3H).

Mpuknag oTpumaHHs 19

CwuHTes
MeTOKCMOEeH3nn)oeH3ony

CuHTe3 3gilicHioBanuM crnocobom, noaidoHum [o
onucaHoro B nNpuknagi oTpyMaHHA 14, BUKOPUCTOBY-
104N 5-6pom-2-xnopOeH30IHY KUCIOTY Ta aHi3on.

H amP (300MTu, xnopodopm-d) & m.u. 3,80 (c,
3H), 3.99 (c, 2H), 6,82-6,89 (m, 2H), 7,06-7,13 (M,
2H), 7,19-7,30 (m, 3H).

Mpuknag otpumaHHs 20

CuHTes
OyTmMnbeH3nn)6eHsony

CuHTe3 3gilicHioBanuM crnocobom, noaidoHum [o
onucaHoro B nNpuknagi oTpyMaHHA 14, BUKOPUCTOBY-
toun  5-6pom-2-xnopbeH30onHy  KMcnoTty i TpeT-
6yTunbeHson.

'"H AMP (200Mru, xnopodopm-d) & m.u. 1,31 (c,
9H), 4,03 (c, 2H), 7,11 (a8, J=7,9I"y, 2H), 7,22-7,37 (™,
5H).

Mpuknag oTpymanHs 21

CwuHTes
MeTun6eH3un)6eH3ony

CuHTe3 3gilicHioBanuM crnocobom, noaidbHum [o
onucaHoro B npuknagi oTpyMaHHsa 14. BUKOPUCTOBY-
t04n 5-6pom-2-xnopbeH30MHY KUCMOTY i Tonyon.

'H amP (200Mrlu, xnopodopm-d) & m.4. 2,33 (c,
3H), 4,02 (c, 2H), 7,03-7,16 (m, 4H), 7,18-7,32 (m,
3H).

El 294 (M*), 296 (M+2).

Mpuknag oTpymaHHs 22

CuHTes
MeTunTiobeH3nn)beH3ony

CuHTEe3 3pivicHioBann crnocobom, nogidbHum Ao
OnMcaHoro B Npuknagi oTpuMaHHa 14, BMKOPUCTOBY-
104n 5-6poM-2-xopBEH30MHY KMCNOTY i TioaHi3on.

'H AMP (300Mrw, xnopodopm-d) & m.u. 2,47 (c,
3H), 4,01 (c, 2H), 7,06-7,14 (m, 2H), 7,17-7,32 (Mm,
5H).

Mpuknag oTpymaHHs 23

CuHTes
eTnnbeH3unn)beH3ony

CuHTEe3 3pivicHioBanu cnocobom, nogidbHum ao
OnMcaHoro B Npuknagi oTpuMaHHa 14, BMKOPUCTOBY-
10U 5-6pom-2-xnopOeH30HY KUCMOTY Ta eTunbeH-
301.

H ampP (200MTlu, xnopodopm-d) & m.u. 1,23 (T,
J=7,7Ty, 3H), 2,63 (kB. J=7,7T4, 2H), 4,02 (c, 2H),
7,04-7,18 (m, 4H), 7,18-7,32 (m, 3H).

1-6pom-4-xnop-3-(2,4-

1-6pom-4-xnop-3-(4-

1-6pom-4-xnop-3-(4-TpeT-

1-6pom-4-xnop-3-(4-

1-6pom-4-xnop-3-(4-

1-6pom-4-xnop-3-(4-
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El 308 (M"), 310 (M+2).

Mpuknag oTpumaHHs 24

CuHTes
isonponin6eHsnn)beHsony

CuHTe3 3gilicHioBanM crnocobom, noaidoHum [o
onucaHoro B npuknagi oTpyMaHHsa 14, BUKOPUCTOBY-
104N 5-6pom-2-xnopOEeH30MHY KUCIOTY | KyMEH.

H ampP (200MTu, xnopodopm-d) & m.u. 1,22 (c,
3H), 1,26 (c, 3H), 2,79-2,97 (m, 1H), 4,02 (c, 2H),
7,05-7,32 (m, 7H).

El 322 (M"), 324 (M+2).

Mpuknag oTpumaHHs 25

CuHTtes 2-(5-6pom-2-xnopbeHann)beH3odypaH

CuHTe3 3gilicHioBanuM crnocobom, noaioHum ao
onMcaHoro B Npuknai oTpMMaHHsA 5, BUKOPUCTOBYHO-
un 6eH3oypaH 3amicTb 6eH30TiodeHy,

'"H AMP (200Mr 1, xnopodopm-d) & m.u. 4,20 (c,
2H), 6,40-6,46 (m, 1H), 7,13-7,54 (m, 7H).

El 319(M"), 321 (M+2).

Mpuknag oTpumaHHs 26

CuHTe3 1-6pom-3-(4-eToKCnOeH3mn)-6-mei  okeu-
4-meTnn 6eH3ony

o cymiwi 4-mMmeToKcn-2-MeTUNBEH30MHOT KUCMOTH
(10r, 0,060monb), Fe (0,20r, 3,61Mmonb) i xnopodo-
pmy (10mn) gopaBanu no kpannsx 6pom (3,87mn,
0,076monb) npu Temnepatypi 5°C. lMoTiM peakuiiny
CyMilll HarpiBanu A0 KiMHaTHOI TemnepaTtypu, CyMill
nepemillyBanu npotaroM Houi. [oTim gogasanu xno-
pocbopm (600mn), i uyro cycnensito npommanm 10%
rigpocynbgatom HaTpito (200Mnx2) i po34ymMHOM coni i
cywwnnu Hag 6e3BogHuMM cynbdaToM MarHito. Jecu-
KaHT BiadinbTpoBYBanu, nicns UbOro 6migo-XoBTUN
MOPOLLOK, OTPUMAaHWUIA BHACMiAOK BUMAPIOBAHHS PO3-
YMHHMKA NPU 3HWKEHOMY TUCKY, MepekpucTanisoBy-
Banun [ABiMi 3 MeTaHony, OTpuMytoum 5-6pom-4-
METOKCU-2-MEeTUNGEH30MHY KucnoTy (4,96r, 34%).

AnbTepHaTUBHO, 5-6pom-4-meToKCH-2-
METUNOEH30MHY KUCINOTY MOXHa CuHTe3dyBatu 3 4'-
rigpoKcu-2'-mMmeTunaueToeHoHy, SK Mo4aTKOBOro
matepiany. KapboHnat kanito (0,720mr, 5,21MMonb) i
metunnoaug (0,542r, 3,82mmonb) AoaaBanu 4o pos-
ynHy  4'-rigpokcmn-2'-meTnnaueTtoHdeHoHy  (0,552r,
3,47mmonb) B aueTtoHi (10mn) i nepemiwysanu npu
KiMHaTHin TemnepaTtypi npotarom 12 roguH. loTim
pogasanu metunoaug (0,24r, 1,73mmonsb), i cymiw
KAM'ATUAW 3i 3BOPOTHMM XOJNOAUSIBHUKOM MPOTAroM
ABOX roauH. PeakuiiHy cymill Harpisanu go KimHaT-
HOI Temnepartypu, nicnsa Uboro PO34YNMHHWUK BUMapoBa-
N Npu 3HWXKEHOMY TUCKy. Jani oo 3anuwky gonasa-
m XIOpodhopM, HEPO3YMHHY dpakuito
BigdinbTpoByBanuM, i inbTpaT  KOHUEHTpyBanu,
OTPUMYIOYM 4'-meToKCK-2'-MeTnnaLeToHMEHOH
(0,57r). Motim po  posuuHy  4'-meTokcu-2'-
meTunaudeToHdeHoHy (0,21r, 1,27MMONb) B auETOHi
(4mn) - Bomi (4mn) popmaBanm  okcoH  (0,79r,
1,27mmonb) i NaBr (0,13r, 1,27mmonb) i nepemiwly-
Banu npu KiMHaTHIN TemnepaTypi NPOTAroM oOfHiel
rognHn. [ani B peakuiiHy cymiw gogasanu Bogy i
eTunaueTaT, opraHiYHui Wap Biaainanu i npommeanm
BOAOK, HACUYEHMM BOOHWM pPO34YMHOM KapboHaTy
HaTpito i po3unMHOM coni i cywunu Hag ©6e3BoAHMM
cynbgatom marHito. [ecukaHT BigdinsTpoByBanu,
nicns UbOro PO34YMHHMK BUNApHOBanu nNpu 3HWKEHOMY
TUCKY, oTpumytoum cymiwn 4:1 (0,28r) 5'-6pom-4'-
MEeTOKCU-2'-MeTunaueToeHoHy i 3'-6pom-4'-

1-6pom-4-xnop-3-(4-
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MeTOKCU-2'-MeTunauetToeHoHy. MNoTim ao cymiwi 4:1
(0,26r) 5'-6pom-4'-meTOKCU-2'-MeTUNaLeToOPEHOHY i
3'-6pom-4'-meToKCH-2'-MeTunaueToeHoHy goaasanu
5% posunH NaOCI (3mn) i rigpokeng kanito (0,92r) i
KUN'ATUNWN 3i 3BOPOTHUM XOSNOAUIbHUKOM MPOTSAroM
2,5 roauH. PeakuiHy cymiwl oxonogxysBanu Ao KiM-
HaTHOI TemnepaTypu, MNiCns LbOro peakuiHy CyMill
nigkucniosanu 2M HCI. lMoTim cymiw ekctparysanu
eTunaueTaToMm, opraHiyHy dasy npomusanu 1M HCI,
po34ymMHOM coni i noTiM cywmnu Hag 6e3BogHuMM Cy-
necpatom MmarHito. [lecukaHT BigdinsTpoByBanu, nic-
NA UbOro 3anuwiok, OTPMMaHui BHACNIQOK BMMapto-
BaHHA  PO3YMHHMKA  NPU  3HWKEHOMY  TUCKY,
npoMuMBany¥ MeTaHOMoM, oTpumyloun  5-6pom-4-
METOKCU-2-MeTUNBEH30HY KnucnoTy (112 mr) y Bu-
rnsai 6e36apBHOrO NMOPOLLKY.

MoTim BkasaHy B 3aronosky cnonyky (5,80r) cuH-
TesyBann 3 5-6pom-4-meToKcU-2-MeTUN6eH30MHOI
kncnotn (4.93r, 0,0201monek) i beHeTony cnocobom,
aHarnoriYHum onncaHomy B NpuKNagi oTpumaHHa 14.

H ampP (300MTIu, xnopodopm-d) & m.u. 1,40 (T,
J=7,0l"y, 3H), 2,19 (c, 3H), 3,82 (c, 2H), 3,87 (c, 3H),
4,00 (k, J=7,0y, 2H), 6,71 (c, 1H), 6,77-6,83 (m,
2H), 6,95-7,04 (m, 2H), 7,24 (c, 1H).

El 335 (M"), 337 (M+2).

Mpuknag oTpumaHHs 27

CuHTes  1-6pom-4-xnop-3-(4-eTokcnbeHsun)-6-
MeTokcMbeH3ony
CycneHsito 2-6pom-5-xnopdeHony (2,85r,

13,7MMOrnb, CMHTE30BaHy, SK onmcaHo B MixkHapOaHin
nateHTHin nybnikauii WO 0109122), kapboHaTy kanito
(1,89r, 13,7mmonb), n-BusNI (50mr, 0,137mMmonb),
metunnoanay  (1,28vn,  20,6mmonb) i N,N-
anveTtundopmamigy (8,0mn) nepemiwysanu npoTs-
rom ABoX rogvH. logaBanu nbogsHy Boay, i oTpuma-
Hy CyMill ekcTparyBanu ABidi eTunauetatoMm. KomoGi-
HOBaHy oOpraHiyHy a3y npoMuMBanuM pPO3COSIOM i
cywwmnu Hap 6e3BogHMM cynbdaToM MarHito. [ecu-
KaHT BigdinbTpoBYBanKU, MiCNA UbOrO  3anuLLOK,
OTPMMaHWI BHACNIOOK BUNAPIOBAHHSA PO34YMHHMKA NpU
3HMXEHOMY TUCKY, O4YMLLYBanu 3a JOMNOMOrOH KOMOH-
KOBOi  xpomartorpadii  Ha  cwunikareni (rex-
caH:eTunauetat=95:5), OTPUMYOYU 2-6pom-5-
xnopaHison (2.94r, 97%) y surnaai 6e3b6apBHOi Mac-
naHucToi peyosuHu. Oani okcanin xnopug (1,23mn,
15,1mmonb) i N,N-gumeTtundopmamig (2 kpanni) go-
paBanu po  4-etokcubeH3onHoi  kucnotu  (2,28r,
13,7mMmonb) 'y xnopodopmi (8Mn) i nepemiwysanu
npoTsirom n'aTu rogvH. XKoBTe Macrno, oTpUMaHe BHa-
CnifoK BWNApPKOBAHHS PO3YUMHHMKA MPU  3HUDKEHOMY
TUCKY, PO34uHaAnu y xnopodopmi (5mn). Ao uboro
po34MHy pgofaBanu po3ynH 2-6pom-5-xnopaHisony
(2,94r, 13,3mmonb) y xnopodpopmi (10mn), i notim
JofaBanu nopuinHo  xnopug — anomidito  (2,07T,
15,5mMmonb) npu Temnepartypi -10°C 3 iHTepBanom B
n'aTb XBUMNWH. PeakuinHy cymiw nepemilysanu npu
Temnepatypi 5°C npoTarom ofHiei rognHu, noTtim pe-
aKUinHy cyMill HarpiBanu oo KiMHaTHOI TemMnepaTtypum i
nepemillysanu npotarom 13 roauH. PeakuinHy cymiw
BNMBanNu B NbOASHY BOAY i eKcTparyBanu Tpudi xno-
pocbopmom. Jani npommeanu 1M CONsIHOK KUCIOTOHO,
BOAOK, PO3YMHOM COJli, KOMOGIHOBAHUIN OpraHiYHUi
wap cywunu Hag 6e3BogHUM cynbcaToM MarHito.
OecukaHT BiadinbTpoByBanu, nicAs UbOro 3arnuLlok,
OTpMMaHWI BHACNIOOK BUNAPIOBAHHS PO34YMHHMKA NpU

91531 88

3HMKEHOMY TUCKY, O4YMLLYBanu 3a JOMNOMOrOH KOMOH-
koBoi xpomatorpadpii NH Tuny Ha cunikareni (rekcaH
:etunauetar=9:1), oTtpumytoun (5-6pom-2-xnop-6-
MeTokcudeHin)(4-eTokcndgeHin)metaHoH (1,53r, 31%)
y Burnagi 6esbapsHoro kpucrana.

Motim Et3SiH (1,62mn, 10,1mmonb) i BF3Et,O
(0,772mn, 6,09Mmonb) gogasany NocnifoBHO A0 po-
34MHY (5-6pom-2-xnop-6-meTokcudeHin)(4-
eTokcudpeHin)metaHoHy (1,50r, 4,06mmonb) B Xno-
podopM-aueToHiTpuni (1:1; 16mn) npu TemnepaTypi -
5°C. PeakuiiHy cymiw HarpiBanu A0 KiMHaTHOI TeMm-
nepatypu i nepemiwysanu npotarom 16 roguH. Oani
00 peakuiHol CyMilWi goaaBanyM HacUYeHWn BOOHUN
po34MH KapboHaTy HaTpilo Ta ekcTparyBanu Xropo-
$OpPMOM, OpraHiYHU Lwap MNpoMMBanNM PO3COSIOM i
cywnnu Hag 6e3BogHvMM cynbdaToM MarHito. Jecu-
KaHT BiAgdinbTpoBYBanM, MiCNs LbOro  3anuLLOK,
OTPMMaHWI BHACNIQOK BUNAPIOBaHHSA PO34YMHHUKA NpK
3HMXEHOMY TUCKY, O4YMLLYyBanu 3a SOMOMOroK KOMOH-
KOBOi  xpomartorpadii  Ha cunikareni (rek-
caH:eTunauetar=20:1), oTpMMyHO4M BKasaHy B 3aro-
NOBKy crnonyky y Burnsai 6es3bapBHOi MacngHUCTOI
peyoBuHM (1,48r, 99%).

H amP (200MTru, xnopodopm-d) & m.4. 1,40 (T,
J=7,0lry, 3H), 3,87 (c, 3H), 3,93 (c, 2H), 4.01 (s,
J=7,0l"y, 2H), 6,77-6,87 (m, 2H), 6,90 (c, 1H), 7,03-
7,12 (m, 2H), 7,29 (c, 1H).

El 354 (M"), 356 (M+2), 358 (M+4).

Mpuknag oTpumaHHs 28

CuHTes 1-6pom-4-xnop-3-(4-eTun6eH3nn)-6-
MeToKcnbeHsony

CuHTe3 3giicHioBanuM crnocobom, noaidbHum [o
onucaHoro B npuknagi oTpUMaHHsA 27, BUKOPUCTOBY-
toun  4-eTnbeH3omHy  KMCMOTy  3aMmicTb  4-
€TOKCUBEH30MHOI KUCMOTW.

'H AMP (300Mrw, xnopodopm-d) & M.u. 1,22 (T,
J=7,6l"y, 3H), 2,62 (kB, J=7,6l'y, 2H), 3,87 (c, 3H),
3,97 (c, 2H), 6,91 (c, 1H), 7,04-7,18 (m, 4H), 7,32 (c,
1H).

El 338, 340, 342 (M", M+2, M+4).

Mpuknag oTpymaHHs 29

CuHTes 1-6pom-4-xnop-3-(4-isonponin6eHsun)-6-
MeTokcnbeH3ony

CuHTEe3 3piicHioBanu crnocobom, noAidbHum Ao
OMnMCcCaHoro B MpuKnagi oTpUMaHHs 27, BMKOPUCTOBY-
Houn 4-izonponinGeH30MHy KUCIOTY 3aMiCTb €TOKCU-
©EH30MHOI KUCNOoTH.

H amp (300Mrlu, xnopodcopm-d) & m.u. 1,24 (g,
J=7,0l"y, 6H), 2.82-2,94 (m, 1H), 3,87 (c, 3H), 3,97 (c,
2H), 6,91 (c, 1H), 7,05-7,20 (m, 4H), 7,33 (c, 1H).

El 352, 354, 356 (M*, M+2, M+4).

Mpuknag otpumaHHs 30

CuHTes 1-6eH3nnokcu-2-6pom-4-(4-
eTokcubeHann)-5-meTnnbeHsony

CuHTe3 3gilicHioBanM crnocobom, noaidoHum [o
OnMcaHoro B NpuKNazi OTpMMaHHsA 3, BUKOPUCTOBYHO-
un  4-6eH3nnokcn-3-6pom-6-meTundeHsanbaeriq 3a-
MicTb 3-6pombeH3anbaerigy.

'H AMP (300Mrw, xnopodopm-d) & m.4. 1,40 (T,
J=7,0ly, 3H), 2,17 (c, 3H), 3,82 (c, 2H), 4,00 (xs,
J=7,0l"y, 2H), 5,12 (c, 2H), 6,76 (c, 1H), 6,77-6,85 (m,
2H), 6,96-7,05 (m, 2H), 7,27 (c, 1H), 7,30-7,44 (m,
3H), 7,45-7,53 (m, 2H).

El 410 (M%), 412 (M+2).
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Mpuknag otpumaHHs 31

CuHTe3 1-6pom-2,4-(ambeHaunnokci)-5-(4-
eTokcnbeHsun)beHsony

CycneHsito 5-6pom-2,4-aurigpokcnbeH30nHOT Kn-
cnotn (5,0r, 0,0215monb), kapboHaty kanito (9,8r,
0,0710monb), n-BusNI (79wr, 0,215mMmonb), 6eH3un
6pomigy (8,4mn, 0,0710mornb) i N,N-
anmeTtundopmamigy (40,0mn) nepemiwyBanu npoTsi-
rom 60 roavH. [logasanu nboasHy BOAY, | OTPUMaHy
CyMill ekcTparyBanu ABidi eTunauetatoM. KomGiHo-
BaHy OpraHiyHy ¢asy npomMuBanu po3cosioM i CyLunnm
Hag 6e3BoaHMM CynbaToM MarHito.

[ecukaHT BiadIinbLTpoBYyBanu, Micnsa Lboro 3anu-
LLIOK, OTPUMaHUI BHACMILOK BUNAPOBaHHSA PO3YUMHHU-
Ka Mpyv 3HWKEHOMY TWUCKY PO3YMHANW B TeTparigpo-
dypaHi (150mn). OTprMaHWIA PO34MH OXOSOLKYBamNM
no -15°C i gpopaBanu maneHbkumu nopuismu LiAIH,
(1,22r, 0,0323monb). lMoTim cymiw nepemiwysanm
npu Temnepartypi -5°C npotsirom 1,5 roguH, gani go-
pasanu L1AIH4 (0,41r, 0,011monb). PeakuinHy cymiw
nepemillyBanu npu Temnepatypi 5°C npoTaroMm ofHi-
€i roguHn, i obepexxHo aodaBanu HacMYeHUIn BOOHWUI
pO34MH Xropuay amoHilo, i OTpUMaHy HEpPO3YMHHY
dpakuilo BiaodinbTpoByBanu yepes uenit. lNoTiM oi-
nbTpaT eKcTparysanu eTunaueTaTtoMm, OpraHivyHuim
wap npomuBanu 1M consiHOK KMCNOTOK, HAaCUYEHUM
BOAHWMA poO34MHOM BikapboHaTy HaTpilo i po3yYMHOM
coni i moTim cywwmnu Hag 6e3BogHuM cynbdgaTom ma-
rHito. [lecukaHT BigdinbTpoByBanu, nicrs LUboro pos-
YMHHWK BMMaploBanu Npu 3HWKEHOMY TUCKY, OTPUMY-
toun  5-6pom-2,4-(anbeH3nnokcn)6eHsnnoBui  cnnpT
(12,1r), KM BUKOPUCTOBYBANW B HaCTYMHIN peakuii
6e3 OYULLIEHHS.

Hiokena madrany (IV) (13,1r, 0,150monb) foaa-
Banu ao PO34mHY 5-6pom-2,4-
(anbeHaunokcn)beHsunosoro cnupty (12,1r) B TONy-
oni (150mn). Lito cymiw nepemiwyBanu npu KiMHaTHIN
Temnepatypi npoTtarom 15 roguH i Aani nepemiwysa-
nn npu Temnepatypi 80°C npoTArom YoTMPLOX roauH
i npu Temnepatypi 100°C npoTsrom Asox roguH. Jani
aoaasanu giokena madrady (IV) (4,0r), i cymiw nepe-
miwysanu npu Temnepatypi 100°C npotarom 4oTu-
pbOX roavH. PeakuinHy cymill oXonoaxysanu Ao KiM-
HaTHOI TemnepaTtypu, | HEpPO3UMHHY dopakLito
BiAdiNbLTpOBYBanu 4epes UeniT. TeBepai peyoBUHWU,
OTPMMaHIi LUMAXOM KOHUEHTpaLii inbTpaT), nepekpu-
cTtanizoByBanM 3 CyMilli PO3YMHHUKIB  rekcaH-
eTunauerar, OTPUMYOYN 5-6pom-2,4-
(ambeHsunokcun)beHsanbaeria (3,6r, 43%) y Burnsgi
6e36apBHOro NOPOLLKY.

MoTim, Bka3aHy B 3aronoBKy CMonyky, CMHTe3yBa-
T crnocoboM, onncaHum B MpWKNagi OTpUMaHHS 3,
BUKOPUCTOBYHOUM 5-6pom-2,4-
(ambeHsunokcu)beHsanbaeria 3aMicTb 3-
©6pombeH3zanbaerigy.

H ampP (300MTIu, xnopodopm-d) & m.4. 1,40 (T,
J=7,0ly, 3H), 3,84 (c, 2H), 4,01 (kB, J=7,0l'y, 2H),
4,96 (c, 2H), 5,07 (c, 2H), 6,53 (c, 1H), 6,75-6,82 (m,
2H), 7,02-7,10 (m, 2H), 7,20-7,48 (m, 11H).

El 525 (M"), 527 (M+2).

Mpuknag oTpumanHHg 32

CuHTes 1-6pom-2-meTokcu-4-metun-5-(4-
MeTun6eH3un)6eH3ony

Okcanin xnopug, (3,43mn, 0,0400mmonb) i N,N-
anmeTtundopmamis (2 kpanni) gogasanu 4o pPO3UMHY
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4-MEeTOKCU-2-MeTUNBEH30MHOT KMUCNoTKn (5,0r,
0,0300morb) y xnopodopmi (60mn). PeakuinHy cymilu
nepemillyBanu npu KiMHaTHIN TemnepaTtypi NpoTsArom
OfHI€l rogvHW, NOTIM PO3YMHHMK BUNaproBanu npu
3HMKEHOMY TuCKy. OTprMMaHy >XOBTY MacrsiHUCTY
cybcTaHUilo  posunHanM y  xnopodopmi (60mn). B
YMOBax OXOIOo[KyBaHHS B NbOAsiHIN GaHi Ao uboro
pos3unHy gopasanu Tonyon (3,52mn, 0,0330monb) i
xnopug antomidito (8,02r, 0,0601monb), i peakuiiHy
CyMilll nepemillyBany NpoTAroM TPbOX 3 MONOBUHOKO
roauH, MPOJOBXYUYN OXONOMKYBAHHA peakuinHOi
cymiwi B nbogsHin 6aHi. Jani gogaBanv 0O peakuin-
HOi cymiwwi 5% conaHy KUCNOTY i ekcTparyBanu xrno-
podopMOoM, opraHiyHy ¢asdy npomusanm 10% cong-
HOKW  KUCMNOTOK, BOAOK, HACWYEHUM  BOLHUM
po34mMHoM BikapboHaTy HaTpilo i po3dymMHOM coni i cy-
wunun Hag 6e3sogHMM cynbdaTtom MarHito. ecukaHT
BiA(binbTpOBYBanuM, nicns LbOro 3anuwok, oTpuma-
HWA BHacnigoK BMNApOBaHHA PO3YMHHMKA MpU 3HW-
XKEHOMY TWUCKY, OYMLLyBanu 3a [OMOMOrol KOMOHKO-
BOI XpomaTorpadii Ha cunikareni
(rekcaH:eTunauetar=15:1), otpumytoun (4-meTokcu-2-
mMeTundeHin)(4-metundenin)vetaHoH (4,26r, 58,9%)
y BUTNAA| )KOBTOI MaCNAHUCTOI PEYOBUHM.

H ampP (300MTu, xnopodopm-d) & m.u. 2,39 (c,
3H), 2,42 (c, 3H), 3,86 (c, 3H), 6,74 (na, J=8,5,
2,56y, 1H), 6,81 (g, J=2,6ly, 1H), 7,21-7,27 (m, 2H),
7,31 (g, J=8,4T'y, 1H), 7,64-7,71 (m, 2H).

ESI m/z=263 (M+Na)

Et;SiH (8,5mn, 0,0531monb) gogaBanu no kpan-
NSX A0 CyMillli pO34YUHIB 4-MeTOKCK-2-MeTUndeHin)(4-
MeTUndeHin)MeTaHoHy i BF;-Et,0 (4,5mn,
0,0354monb) y xnopodopmi (8mn) Ta aueToHiTpuni
(32mn), B ymMOBax OXOMNMOMKYBaHHS B NbOAsiHIN GaHi.
PeakuiiHy cymiw HarpiBanu Ao KiMHaTHOI Temnepa-
Typu i nepemiwysanu npu temnepatypi 50°C npots-
rom ogHiei roguHu. MNoTiM Ao peakuiiHoi cymiwi go-
JaBanu HacuyeHu BOOHMIM po34vnH GikapboHaty
HaTpilo Ta eKcTparyBanu eTunauetaToM, B ymoBax
OXONOMXYBaHHSA B IbOAsiHiN GaHi, opraHiyHy da3sy
npomMuBany po3coniom i cylumnu 6e3sogHuM cynbda-
TOM MarHito. [lecukaHT BiadinsTpoByBanu, nicns Lpso-
ro 3anuviioK, OTPUMaHWW BHACMNIAOK BMNAapOBaHHA
PO34YMHHMKA NPU 3HWKEHOMY TUCKY, OuuMLlyBanu 3a
AOMOMOrO KOJTOHKOBOI XpoMaTorpadii Ha curnikareni
(rekcaH:etunauetat= 15:1), oTpumytoun 4-meToKCH-2-
meTun-1-(4-metunbexsnn)benson (3,89r, 97%) y su-
rnsgi 6e3bapBHOI MacNsIHUCTOT PeYOBUHN.

H amP (300Mrlu, xnopodopm-d) & m.u. 2,21 (c,
3H), 2,31 (c, 3H), 3,78 (c, 3H), 3,88 (c, 2H), 6,65-6,74
(m, 2H), 6,97-7,03 (m, 3H), 7,03-7,11 (m, 2H).

El 226 (M%)

Br, popmaBanu no Kpannax OO0 pPO34YuHy 4-
MeTOKCU-2-MeTun-1-(4-meTunbeH3un)6eH3ony B ou-
TOBI KucnoTi (35Mn), B ymMOBax OXONOMXYBaHHS B
nboAsiHin 6aHi. PeakuinHy cymill nepemiwysanu npu
Temnepatypi 110°C npoTtarom gsox roguH. NoTtim oo
peakuiiHOT cyMili gogaBany BoAy, B YMOBaX OXOo-
AXyBaHHA B NboasaHin 6aHi, i ekcTparysanu etunade-
TaToM, opraHiyHy a3y npoMmMBanu HacU4YeHWM BOA-
HUM PO34MHOM GikapboHaTy HaTpIto | PO3YMHOM Coni i
cywunu Hag 6e3BogHUM cynbdatoM Markit. [ecu-
KaHT BigdinbTpoByBanu, MiCNa UbOrO  3anuLLIOK,
OTPMMaHWI BHACNIOOK BUNAPHOBAHHSA PO34YMHHMKA NpU
3HKEHOMY TUCKY, O4YMLLYBanu 3a JOMNOMOrOH KOMOH-
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KoBOi  xpomartorpadpii Ha  cunikareni (rek-
caH:eTunauetat=15:1), oTpMMyouM BkasaHy B 3aro-
FIOBKY CMONyKy Y BUrMsAi XKOBTOI MacnsHUCTI pevyoBu-
HK (4,21r, 80%).

H ampP (300MTu, xnopodopm-d) & m.u. 2,20 (c,
3H), 2,31 (c, 3H), 3,85 (c, 2H), 3,87 (c, 3H), 6,71 (c,
1H), 6,94-7,11 (m, 4H), 7,26 (c, 1H).

El 304 (M"), 306 (M+2).

Mpuknag otpumaHHs 33

CuHTes 1-6pom-2-meTokcun-4-metnn-5-(4-
eTun6eHs3nn)6eHsony

BkasaHy B 3aronoBky CMONyKy CMHTE3yBanu cro-
cobom, nogibHMM [0 onucaHoro B Mpuknagi oTpu-
MaHHA 32, BUKOPWCTOBYHOUYM €TUNOEH30n 3aMiCTb
Tonyony.

H ampP (300MIu, xnopodopm-d) & m.u. 1,22 (T,
J=7,6l"y, 3H), 2,20 (c, 3H), 2,61 (kB, J=7,6u, 2H),
3,85 (c, 2H), 3,87 (c, 3H), 6,71 (c, 1H), 6,97-7,14 (m,
4H), 7,27 (c, 1H).

El 318 (M")

Mpuknag oTpumaHHa 34

CuHTe3s 1-6pom-2-meTokcu-4-metnn-5-(4-
isonponin6eH3un)beH3ony

BkasaHy B 3aronoBKy CMonyKy CMHTE3yBanu cro-
cobom, nogibHMM [0 onucaHoro B Mpuknagi oTpu-
MaHHS 32, BUKOPUCTOBYHOYM KYMEH 3aMiCTb TOMnyorny.

'H AMP (300Mrw, xnopodopm-d) d m.u. 1,22 (c,
3H), 1,24 (c, 3H), 2,21 (c, 3H), 2,81-2,92 (m, 1H), 3,85
(wwp.c, 2H), 3,87 (c, 3H), 6,71 (c, 1H), 6,98-7,06 (m,
211), 7,10-7,16 (m, 2 H), 7,28 (c, 1H).

El 322 (M"), 334 (M+2).

Mpuknag oTpumanHa 35

CuHTes 2-(4-eTunbeHsun)deHony

1-6pom-4-eTnnbeHson (6,69r, 0,036monb) aoaa-
Banu o cycnexsii marHito (17,2r) i TeTparigpodypaHy
(50Mn) i kun'STUNKU i3 3BOPOTHMM XOSNOAUITBHUKOM.
3rogom popaBanu po3dnH  1-6pom-4-eTunbeHsony
(97,9r, 0,529monb) B TeTparigpodypaHi (300mn) npo-
TAroM ABOX FOAMH MpuW KiMHATHIN Temnepatypi. [oTim
nepemillyBanu npu KiMmHaTHin TemnepaTypi NpoTAroMm
1,5 roauH, peakuinHy cymiw oxonogxysanu o 4°C i
nopgasanu pPO34MH 2-6eH3unnokcubeHsansaerigy
(100r, 0,471monb) B TeTparigpodypaHi (100mn) npo-
TArom opHiei roguHn. lMicns UbOro nepemiwysanu
NpOTAroM ABOX FOAMH, peakuiiHy Cymil BrnvBanu B
Hacu4eHWn BOAHUW PO3YMH Xnopuay amodito. [ani
CyMilLl eKCTparyBanu eTunaleTaTtom, opraHiyHy dasy
npomMuBanu po3conom i NoTiM cywunu Hag 6e3soga-
HUM cynbdaTom MarHito. [lecukaHT BigdinsTpoByBa-
NN, Nicnsa UbOro 3anuLioK, OTPMMaHUn BHaCMiAoOK BU-
NaploBaHHA PO3YMHHMKA TMNPU  3HWKEHOMY  TUCKY,
oyMLLyBanu 3a JOMOMOIoK KOJTOHKOBOI XpoMaTorpa-
il Ha cwunikareni (rekcaH:eTunauetaTt=95:5), oTpu-
MyHoUn  (2-6eH3nnokcmdeHin)(4-eTundeHin)meTaHon
(152r) y Burnapgi 6e36apBHOi TBEPAOT PEHOBUHM.

'"H-AMP (CDCls) & 1,23 (1, J=7,6I'u, 3H), 2,64
(k8, J=7,6I'y, 2H), 2,90 (g, J=5,6I"y, 1H), 5,03 (c, 2H),
6,03 (g, 1H, J=5,6I'u), 6,90-7,37 (M, 12H).

MoTim CyMiLLl (2-6eHannokcndeHnin)(4-
etundeHin)meTtaHony (78,5r), 10% nanagito Ha akTu-
BOBaHOMY BYrinni (5,2r), KOHUEHTPOBAHOI COMAHOI
kncnotu (10,4mn) i meTaHony (850mn) nepemiwyBanu
B aTMocdepi BOAHIO NpK KiMHaTHIN TemnepaTypi npo-
Tarom 24 roguvH. HeposunHHy dpakuito BiadineTpo-
ByBanu, nicns UbOro inbTpaT BunaptoBanu npu
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3HMKEHOMY TWUCKY, i MOTIM 3anuok AMCTUMBanu
npu 3HWXKXEHOMY TUCKY, OTPUMYIKOYM BKasaHy B 3aro-
noeky cnonyky (56,8r) y eurnsaai 6es3bapsHoro macna.

'"H-AMP (CDCls) & m.u. 1,21 (T, J=7,7Tu, 3H),
2,62 (kB, J=7,7Ty, 2H), 4,00 (c, 2H), 4,64 (c, 1H),
6,77-7,18 (m, 8H).

El 213 (M+H).

Mpuknag oTpumaHHs 36

CuHtes 3-(4-eTundeHinokcn)-6pombeHsony

CycneHsito 3-6pomdpeHon (2,3r, 13,3Mmonb), 4-
etundeHinéopoHoBoi kucnotn (1,0r, 6,67mmons),
monekynapHe cuto 4A (14,7r), Cu(OAc), (1,21r,
6,67mMmonb) i xnmopodopmy (25mn) nepemiwysBanm
npv KiMHaTHIN TemnepaTypi NPOTArOM TPbOX XBUIWH, i
pofasanu Jo Hei TpuetunamiH (3,6mn) i nipuguH
(2,7mn). HeposuuHHy pakuilo BigdinbTpoByBanu
Yyepes UeniT, NoTiM CyMill nepemillyBany nNpoTArom
15 roguH. ®inbTpaT KOHUEHTpyBanu, nicrns LUboro
3anMWoOK OYMLyBanM 3a [JOMOMOrol  KOINOHKOBOI
xpomarorpadii Ha cunikareni (rek-
caH:eTunauetar=95:5), oTpumyloum BkasaHy B 3aro-
nosky crnonyky (1,89r) y surnagi 6e3bapsHoi macns-
HUCTOI PEYOBMHM.

El 276 (M"), 278 (M+2).

Mpuknag otTpumanHs 37

CuHTes 3-6poM-5-(4-eTokenbeHann)nipuanH

PosuuH 3,5-gnbpomnipuanny (5r, 0,0211mons) B
TeTparigpodypaHi (25Mn) gogasanu no kpannsax oo
cymiwi 1M po3uuHy izonponinxnopugy martito B TeT-
parigpodypaHi (21,1mn) B TeTparigpodypaHi (10mm)
npu Temnepatypi 4°C npotsarom 15 xBunuH. oTiM
nepemillyBanu npu KiMmHaTHIn TemnepaTypi NpoTArom
2,5 rogwH, [o peakuiiHoi cymiwi popasanu  4-
eTokcnbensanbgeria (2,93mn, 0,0211monb) i nepe-
MiwyBanu npotaroMm HactynHux 1,5 roguwH. Motim go
peakuiiHoi cymili gogasanv Bogy, B YMOBax OXOro-
KyBaHHSA B NbOAsAHIN OaHi Ta ekcTparyBanu eTuna-
ueTaTtoM, opraHiyHy pasy npomMuBanu pO3COSIOM i
cywwmnu Hap 6e3BogHvMM cynbdaToM MarHito. Jecu-
KaHT BiginbTpoBYBanu, MiCnNs LUbOrO  3anuLLIOK,
OTpMMaHMWI BHACNIOOK BUNAPIOBAHHS PO34YMHHMKA NpU
3HVXXEHOMY TUCKY, OYMLLYyBanu 3a JOMOMOrol KOMOH-
KOBOi  xpomartorpadii  Ha cunikareni (rek-
caH:etunauetar=1:1), oTpumytoum (5-6pomnipnamt-3-
in)(4-etokcudpenin)metanon (5,0r, 77%) y surnagi
XKOBTOI MacCIsiHUCTOI PEYOBUHM.

MoTim  TpudTopoutoBy  kucroty  (12,5mn,
0,162monb) AogaBanu Mo Kpannsax A0 po3yunHy (5-
6pomnipnanH-3-in)(4-eTokcudpeHin)metaHony  (2,5r,
8,11mmonb) 'y xnopocdopmi i EtsSiH  (5,1mn,
40,6mmonb) npu TemnepaTypi 4°C i nepemiwyBanu
npu KiMHaTHIn Temnepatypi npotdarom 2,5 roavH. [o
peakuiiHOi Ccymiwi gogaBanu BOAY i ekcTparyBanu
xnopodgopmoM. [ani npommBanu po3cosiom, opraHiy-
Hy cbasy cywmnu Hag 6e3BogHMM cynbdaToM MarHito.
JecukaHT BiadInbTpoBYyBanu, nicis UpOro 3arnuLlok,
OTpMMaHWI BHACNIOOK BUNAPHOBAHHSA PO34YMHHMKA NpU
3HMKEHOMY TUCKY, O4YMLLYBanu 3a JOMNOMOroH KOMOH-
KOBOi  xpomartorpadii  Ha cunikareni (rek-
caH:eTunauetar=5:1), OTpMMyHOUM BKasaHy B 3arono-
BKYy cnonyky y Burnagi 6e3bapBHMX ronyactux
yTBOPeHb (1,83r, 77%).

H AMP (300MI'y, xnopocopm-d) & m.u. 1,41 (T,
J=6,99Iy, 3H), 3,90 (c, 2H), 4,02 (kB, J=6,99', 2H),
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6,85 (g, J=8,70l"u, 2H), 7,07 (g, J=8,70lu, 2H), 7,59
(T, J=2,02I'y, 1H), 8,40 (c, 1H), 8,52 (c, 1H).
ESI m/z=292 (M+H), 294 (M+2+H).

Mpuknag oTpumaHHs 38

CuHTes 1-6pom-3-[(2E abo
eTnndeHin)npon-2-eH-1-in]6eH3ony

Oo cymiwi (4-eTnn6eH3un)TpndeHindocdoHii
xnopuagy (3,52r, 8,44mmonb) i TeTparigpodypaHy
(20mn) popasanu 2M giisonponinamiH NiTin (PO34MH
rentaH/TeTparigpodypaH/eTunbdeH3ony, 4,2mn,
8,4AMMOrb), B yMOBax OXOJIO)KYBAHHS B IbOAOSHIN
OaHi i nmepewmiwyBanu npu KiMHaTHIN TemnepaTypi
NPOTArOM OJHiei roauHun. Llen po3unH gogaeanu no
Kpannsax Ao po3uvuHy (3-6pomdeHin)auetanbaeriny
(0,56r, 2,81mmonb) B TeTparigpodypaHi (10mn) i ne-
pemiwyBanu npu KiMHaATHIA TemnepaTypi NpoTAromM
ofHiei roamHu. NMoTiM 40 peakuiiHOT cyMilli Afoaasanm
HaCMYeHU BOOHWIM PO3YMH XNopuay amoHito, B yMO-
Bax OXOJIOKYBaHHSA B NbOASHIN GaHi, i ekcTparyBanm
eTunaueTaTtom, opraHiyHy chasy npomuBanu po3co-
nom i cywunu Hag 6e3BogHMM CynbcaToM MarHito.
HecukaHT BigdinbTpoByBanu, Micns LbOro 3anuLuok,
OTPMMaHWI BHACNIAOK BUNAPIOBaHHA PO34YMHHMKA NpU
3HMKEHOMY TUCKY, O4YMLLYBanu 3a JOMNOMOrOH KOMOH-
KOBOi  xpomaTorpadii Ha cunikareni (rex-
caH:xnopocopm=20:1), oTpumytoun BKasaHy B 3aro-
noeky cnonyky (0,41r, 50%, E/Z cymiw) y surnagi
6e36apBHOro MacnsiHNCTOrO YTBOPEHHS.

'H AMP (300Mru, xnopodopm-d) & mM.y. 1,17-
1,30 (m, J=7,41, 7,41, 7,41Tu, 3H), 2,56-2,72 (m, 2H),
3,47-3.68 (M, 2H), 5,70-6,63 (m, 2H), 7,04-7,46 (Mm,
8H).

El 300, 302 (M", M+2).

Mpuknag otpumaHHs 39

CuHTes 3-6pom-7-(4-metunbeHann)-1-
©6eH3oTioheHy

[o posunHy 7-(4-meTundeHaunn)-1-6eH3oTiodheHy
(1,24r, 5,20mmonb) B aueToHiTpuni (30mn) gogasanu
N-6pomcykumHimig (1,01r, 5,72mmonek) i nepemiwysa-
N NpY KIMHATHIN TemnepaTypi NpOTAroM ABOX FOAMH.
Po34MHHMK BMNapioBanu npu 3HMWKXEHOMY TUCKY i po3-
6aBnann etnnauetatom. MoTim npommeanu 20 Bar.%
BOAHWM PO34YMHOM TiocynbdaTty HaTpilo i PO34YMHOM
coni, opraHiyHy ¢hasy cywmnu Hag 0e3BOAHUM Cynb-
datom MarHito. [lecukaHT BiadinbLTpoByBanu, nicns
LibOro 3arnuLIoK, OTPMMaHWI BHACMIAOK BMNAapOBaHHS
PO34YMHHMKA NPU 3HWKEHOMY TUCKY, OuMLLyBanu 3a
[OMNOMOrol KONMOHKOBOI XpomaTtorpadii Ha cunikareni
(rekcaH:etunauetar=100:1 - 50:1), oTpuMyoun BKa-
3aHy B 3aronosky cnonyky (0,92r, 56%) y surnsgi
6e36apBHOro MOPOLLIKY.

'H AMP (300MrL, xnopodopm-d) & m.u. 2,31 (c,
3H), 4,12-4,26 (m, 2H), 7,07-7,23 (m, 5H), 7,37-7,50
(m, 2H), 7,72 (g, J=7,46Tu, 1H).

El 316, 318 (M*, M+2).

Mpuknag 1

2)-3-(4-

O8n
CwuHTes
eTnn6eH3un)deHin]-5-tio-D-rntokonipaHo3n  Cymilu

2,3,4,6-tetpa-O-6en3nn-1-C-[3-(4-

MarHito (55mr, 2,25mmonb), 1-6pom-3-(4-
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eTnnbeHsun)beHsony (496mr, 1,80Mmonb, CUHTE30-
BaHOro, sik onucaHo B MikHapoAHil naTeHTHin ny6ni-
kauii WO 0127128), i TeTparigpodypany (2,0mn) kn-
N'aTunn 3i 3BOPOTHUM XONOAWUSTBHUKOM NMPOTSAroM of4-
ofHiel rogmHn. [ani peakuinHy cymiw nepemiwysanm
npw KiMHaTHIN TemnepaTtypi NPOTAroM OHIET FOANHM i
notim oxonogxysanu go 0°C. [lo uboro po3uyuHy go-
AaBanu no kpannsx po3yuH 2,3,4,6-tetpa-O-6eHaun-
5-tio-D-rntokoHo-1,5-naktoHy (500mr, 0,901MMonb) B
TeTparigpodypaHi (5,0mMn) i nepemiwysanu npu Kim-
HaTHIN TemnepaTypi NPOTAroM OfHiei roguHu. MoTim
00 peakuiiHOI CyMili JogaBany HacU4eHWin BOAHMWN
pO34MH XMOpWMAY aMOHil0 Ta eKkcTparyBanu etunaie-
TaTtoMm, opraHiyHy casy npommBanu po3COSioOM i Cy-
wunu Hag 6e3sogHMM cynbdaTtom MarHito. OecukaHT
BigdinbTpoByBanu, Micng LUbOro 3anuilok, oTpuma-
HWA BHacnigoK BMNApOBaHHA PO3YMHHMKA MpU 3HU-
XXEHOMY TUCKY, OYMLLYyBanu 3a AOMOMOrOK KOMOHKO-
BOi  xpomatorpadii  Ha  cunikareni (rexkcaH
:eTunaueTar=5:1), OTpUMyHOUM BKa3aHy B 3arosloBKy
cnonyky (440mr, 65%) y surnsagi 6e3bapsHoi macns-
HUCTOI cybcTaHuil.

H amP (300MTru, xnopodopm-d) & m.u. 1,19 (T,
J=7,6l"y, 3H), 2,59 (kB, J=7,6l'y, 2H), 3,04 (c, 1H),
3,48-3,57 (m, 1H), 3,64 (aa, J=10,1, 2,7Ty, 1H), 3,74
(@, J=10,1Tu, 1H), 3,88-4,17 (m, 6H), 4,41 (4,
J=10,1Tu, 1H), 4,52 (c, 2H), 4,65 (g, J=10,7Tu, 1H),
4,81-4,95 (m, 3H), 6,67-6,74 (m, 2H), 7,03-7,21 (m,
10H), 7,22-7,36 (m, 14H), 7,47-7,57 (m, 2H).

ESI m/z=773 (M+Na).

Mpuknag 2

CuHTes 2,3,4,6-tetpa-O-6eH3un-1-C-[3-(4-
eTnn6eH3un)deHin]-5-tio-D-rnokonipaHo3au yepes
KOMMrekc ate

Cymiw  1-6pom-3-(4-eTun6ensnn)oeHsony (1,0r,
3,63mmonb) i gietunosoro edipy (10mn) oxonogxy-
Bann go -78°C i gpopaBany A0 Hel po3yuH 2,6M H-
OyTunniTin rekcany (1,4mn) B aTtMocdepi aproly.
MoTim nepemiwyBanu npotarom 20 XBUNWH, nicns
LUbOro peakuinHy cymiw Harpisanu go -20°C i nepe-
MiwyBanu npoTtarom 45 xsunuH. OTpuMaHuii po3dmH
pofjasanu no kpannsax [o cycneHsii Cul (347w,
1,82mmonb) B gietunoBomy edipi (10mn), BUKOpuUC-
TOBYHOUM KaHtonto. CycneHsito, Wo Habyna 4YopHOro
KONbOpPY B Npoueci JofaBaHHA No Kpannsx, Harpisa-
nm go -9°C. Mo 3aBepLUEHHI AoAaBaHHSA Mo Kpanmsx
cycneHsilo nepemiwysanu npu Temnepatypi -15°C
npotarom 15 xBunuH, i gogaeanu No Kpannsx po3vnH
2,3,4,6-tetpa-0-6eH3un-5-Tio-D-rntokoHo-1,5-
nakTtoHy (671wmr, 1,21mmonb) B AieTunosomy edipi
(4,0mn), i oTpymaHy cymilw nepemillyBanu nNpoTArom
20 xBunuvH. Jani go peakuinHoi cymiwi gogasanu
Hacu4eHWn BOAHWIN PO3YMH XIIOPUAY aMOHIl0 Ta eKCT-
paryBanu eTunaueTratom, opraHiyHy ¢pasdy npomuBa-
N po3cosioM i cywmunu Hag 6e3BogHUM cynbdaToM
MarHito. [ecukaHT BiadineTpoByBanu, nicnsa LbOro
3anMLLIOK, OTPUMaHWUA BHACMiAOK BUMaploBaHHSA pPO3-
YMHHMKA MPU 3HUKEHOMY TWUCKY, OuYMLLyBanu 3a Oo-
NMOMOTOK KOFIOHKOBOI Xpomarorpadii Ha cunikareni
(rekcaH:eTunauetar=4:1), OTpUMYIOYM BKa3aHy B 3a-
ronoeky cnonyky (1,0r) y surnagi 6e3bapsHoi macns-
HucToi pevoBuHu. AMP-cnekTp BignoBigae AMP-
CMeKTpy, HaBedeHoMy B npuknagi 1.
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Mpuknag 3
BnO
BnO”
OBn
CuHTes (1S)-1,5-AHrigpo-2,3,4,6-tetpa-O-

6eH3un-1-[3-(4-etunbeHann)deHrin]-1-tio-D-
rnouutony

Oo posunHy 2,3,4,6-TeTpa-O-6eH3nn-1-C-[3-(4-
eTun6eHs3un)deHrin]-5-Tio-D-rntokonipaHo3n (410w,
0,546mmonb) B Auxnopmetadi (20Mrn1) nocnigoBHO
popasarmm Et3SiH (0,523mn, 3,28mmonb) i BF3EL,O
(0,276mn, 2,18mmonb) npu TemnepaTtypi -18°C i ne-
pemiwysanu npotarom 0,5 roguH. MNoTiMm oo peakuin-
HOI CcyMmilli JodaBanv HacUYEHU BOAHWMWA PO3YMH
GikapboHaTy HaTpilo Ta ekcTparyeanu xnopogopmom,
opraHiyHy ¢asdy npomvBanu po3cofioM i NoTiM CyLUu-
nm Hap 6e3BogHMM cynbdatoM MarHito. [ecukaHT
BiAbinbTpOBYBanW, nicrs UbBOr0 3anuLoK, oTpuma-
HWIA BHacnigoK BMNapOBaHHA PO3YMHHMKA MpU 3HU-
)KEHOMY TUCKY, OYMLLYyBanu 3a [OMOMOrol KOMOHKO-
BOi xpomaTtorpadii Ha cunikareni
(rekcaH:etunauetat=10:1), oTpumylo4M BKasaHy B
3aronoBky cnonyky (250mr, 62%) y surnsaai 6e3taps-
HOrO NOPOLLKY.

'H AMP (300MrIu, xnopodopm-d) & M.4. 1,19 (T,
J=7.,6l'y, 3H), 2,59 (kB, J=7,6ly, 2H), 3,05-3,16 (m,
1H), 3,53 (1, J=8,9I'uy, 1H), 3,67-3,99 (m, 8H), 4,47 (g,
J=10,0ruy, 1H), 4,53 (c, 2H), 4,60 (g, J=10,7Tu, 1H),
4,85-4,94 (m, 3H), 6,62-6,69 (m, 2H), 7,00-7,20 (m,
10H), 7,22-7,36 (m, 16H).

ESI m/z=757 (M+Na).

T.nn. 100,0-102,5°C.

Mpuknag 4

CuHTes

(1S)-1,5-Anrigpo-1-[3-(4-
eTnndeH3un)deHin]-1-tio-D-rnouyntony

1M posunH BBr; B anxnopmeTtaHi (4,08mn) gona-
BanM no kpannax Ao posuuHy (1S)-1,5-Anrigpo-
2,3,4,6-teTpa-0O-6eH3nn-1-[3-(4-eTnbeH3mn )peHin]-
1-tio-D-rmouutony (200mr, 0,272mmonb) B AUXNOp-
meTaHi (20mn) npu TemnepaTypi -78°C. OTpumany
CyMiLl nepeMillyBanu npw Lin TemnepaTtypi NpoTAarom
2,5 roguH, nicnsa uboro OO Cymilwi NocnigoBHO Aoda-
Banu metaHon (5,0mn) i nipuauH (3,0mn). PeakuinHy
CyMil HarpiBanu o KiMHaTHOI TemnepaTypu i KoHuUe-
HTpyBanu. OTpMMaHUiA 3anuLIOK OuYMLLyBanu 3a Ao-
NOMOrOK KOJFIOHKOBOi XpomaTorpacpii Ha cunikareni
(xnopogopm:meTaHon=10:1), oTpumylouM BKasaHy B
3aronosky cnonyky (23wr, 23%) y surnagi 6esbaps-
HOi aMOpPdHO| PEYOBUHMW.

'H AMP (300Mru, metaHon-d4) & m.u. 1,19 (T,
J=7,6l"y, 3H), 2,58 (kB, J=7,6I"u, 2H), 2,95-3,03 (Mm,
1H), 3,20-3,28 (m, 1H), 3,60 (aa, J=10,3, 9,0l'u, 1H),
3.70-3,78 (m, 3H), 3,88-3,98 (m, 3H), 7,09 (wwup.c,
5H), 7,17-7,23 (m, 3H).

ESI m/z=397 (M+Na), 373 (M-H).
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Mpuknag 5

OBn

CuHTtes 2,3,4,6-tetpa-O-6eH3un-1-C-[2-meToKen-
4-meTtun-(4-etokcmbeHaun)deHrin]-5-tio-D-
TIHOKOMNipaHo3m

M'atb kpanenb 1,2-gubpomeTaHy AodaBanu Oo
cymiwi wmarHio  (41mr, 1,67mmonb), 1-6pom-3-(4-
eTokcubeHann)-6-metoken-4-metunbensony  (0,51r,
1,51mmonb) i TeTparigpodypany (2mn). Jani uto cy-
Mill KUM'ATAMKX 3i 3BOPOTHUM XONOAMIBHUKOM MpPOTS-
rom OAHI€l rogvHK, nicna Luboro AN oTpUMaHHs pea-
KTMBY [piHbsIpa peakuiiHy Ccymill OXONoapKyBanu npu
KiMmHaTHin TemnepaTtypi. 1,0M posyuH i3onponinxno-
puay marsito B TeTparigpodypati (1,40mn), i otpuma-
HUN peakTuB [piHbsIpa AogaBanu No Kpannax 4o pos-
ynHy  2,3,4,6-tetpa-O-6eH3un-5-Tio-D-rniokoHo-1,5-
naktoHy (0,76r, 1,38mmonb) B TeTparigpodypaHi
(5Mn), B ymMoOBax OXONOMKyBaHHS B NboasHiA OaHi, i
noTiM cymiw nepemiwysanu npotarom 30 XBWUMWH.
[ani po peakuinHoi cymiwi gognaBanyM HacuMYeHUn
BOAHWI PO34YMH XIOpuay aMmoHil0 Ta ekcTparyBanu
eTunaueTaTom, OpraHiyHy a3y npomuBanu po3co-
nom i cywmnu Hag 6e3BogHMM cyrnbcaTom MarHito.
OecukaHT BigdinsTpoBYBanu, Micna UbOro 3aTULLOK,
OTPMMaHMWI BHACNIOOK BUNAPIOBAHHSA PO34YMHHMKA NpU
3HMKEHOMY TUCKY, O4YMLLYyBanu 3a JOMOMOrOH KOMOH-
KOBOi  xpomatorpadii  Ha  cunikareni (rek-
caH:eTunauetaTt=4:1), otpumytoumn (0,76r, 68%) >xxoB-
TY MacnsAHUCTY BKa3aHy B 3arofioBKy CMOMyKy.

'H AMP (300MIu, xnopodopm-d) & m.u. 1,37 (T,
J=6,92I'uy, 3H), 2,21 (c, 3H), 3,51-4,20 (m, 12H), 3,85-
3,89 (m, 3H), 4,51 (c, 2H), 4,65 (g, J=10,72I4, 1H),
4,71 (n, J=5,75I"u, 1H), 4,78-4,99 (m, 3H), 6,59-7,43
(m, 26H).

Mpuknag 6

CuHTes (1S)-1,5-AHrigpo-2,3,4,6-teTpa-O-
6eHs3un-1-[2-meToKCKn-4-MeTUn-5-(4-
eTokcnbeHann)deHin]-1-tio-D-rnouutony

Oo posuuHy 2,3,4,6-TeTpa-O-6eH3nn-1-C-[2-
MeTOKCU-4-MeTun-5-(4-etokcnbeHaun)deHin]-5-tio-D-
rntokonipaHo3n (840mr, 1,04MMOnNb) B aUeTOHITPWAI
(18mn) popasanu nocnigoBHo EtsSiH  (0,415mn,
2,60mmonb) i BF3Et,O (0,198mn, 1,56mMmonb) npwu
Temnepatypi -18°C i nepemiwyBanv NpoTArom ogHiel
roanHu. MoTiM B peakuinHy cymill gogasanu Hacuye-
HUA BOOHWI po3umH GikapboHaTy HaTpilo Ta ekcTpa-
rysanu etunauetaToM, OpraHiyHy pady npomusanmu
pO3CofoM i MoTiM cywmnu Hag 6e3BogHuM cynbda-
TOM MarHito. [lecukaHT BigdinbTpoByBanu, nicnga ubo-
ro 3anuviloK, OTPUMaHW BHACMILOK BMMNapOBaHHS
PO34YMHHMKA NPU 3HWKEHOMY TUCKY, OuYMLLyBanu 3a
A0MOMOroK KOFOHKOBOI XpoMaTorpadii Ha cunikareni
(rekcaH:eTunauetart=4:1), oTpMMyl0uM BKasaHy B 3a-
rornoBky crnonyky (640wmr, 77%).
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H amp (600MTIu, xnopodopm-d) & m.u. 1,35 (T,
J=6,88Iy, 3H), 2,21 (c, 3H), 3,02-3,21 (m, 1H), 3,55
(T, J=9,40ry, 1H), 3,71 (c, 1H), 3,74-3.97 (m, 10H),
4,01 (c, 1H), 4,45-4,56 (m, 3H), 4,60 (g, J=10,55Iy,
2H), 4,86 (c, 2H), 4,90 (4, J=10,55I"u, 1H), 6,58-6,76
(m, 5H), 6,90 (g, J=7,34I'y, 1H), 7,09-7,19 (m, 5H),
7,23-7,35 (m, 15H).

ESI m/z=812 (M+NHo,).

Mpuknag 7

8]

CwuHtes (1S)-1,5-Anrigpo-1-[3-(4-eTokcnbeHsun)-
6-MeToKeU-4-meTundeHin]-1-tio-D-rnounTtony

Cywmiw (1S)-1,5-Anrigpo-2,3,4,6-teTpa-O-6eH3nn-
1-[2-meTokcun-4-meTun-5-(4-eTokcmbeHsun )eHin]-1-
Tio-D-rnmtountony (630mr, 0,792mmonsb), 20% rigpok-
cvgy nanagii Ha aktuBoBaHoMy Byrinni (650 Mr) i
etunauetaty (10mn) - etaHony (10mn) nepemiwyBsa-
nu B aTmocdepi BOAHIO MpW KiIMHATHIN Temneparypi
npotsarom 66 roguH. HeposunHHy dbpakuito peakuin-
HOi cymiwi BiadinbTpoBYBanu yepes uenit, i QinbT-
paT koHueHTpyBanu. OTpUMaHWI 3anunLLOK O4MLLYyBa-
NN 3a [OMOMOroK KOJIOHKOBOI XpomaTorpadii Ha
cunikareni (xnopodopm:MmeTaHon=10:1), oTpumytoum
BKa3zaHy B 3arofioBky 6e3bapBHy MopoLukonogibHy
cnonyky (280wmr, 81%) y surnaai 0,5-rigpaty.

'H amP (600Mlu, metaHon-d4) & m.u. 1,35 (T,
J=6,9"y, 3H), 2,17 (c, 3H), 2,92-3,01 (m, 1H), 3,24 (T,
J=8,71'uy, 1H), 3,54-3,60 (m, 1H), 3,72 (oa, J=11,5.
6,4Tu, 1H), 3,81 (c, 3H), 3,83 (c, 2H), 3,94 (aa,
J=11,5, 3,7y, 1H), 3,97 (k8, J=6,9I'y, 2H), 4,33 (c,
1H), 6,77 (@, J=8,3l'y, 2H), 6,76 (c, 1H), 6,99 (4,
J=8.3I"y, 2H), 7,10 (c, 1H).

ESI m/z=452 (M+NH,"), 493 (M+CH3CO,-). T.n.
155.0-157,0°C. Anan. pospax. ans
Cz3H3oOsS'O,5H202 C, 62,28; H, 7,06. 3Ha|7|,quo: C,
62,39; H, 7,10.

Mpuknag 8
s J
B0 Y on
BnO" “/0Bn
OBn
CuHTes 2,3,4,6-teTpa-O-6eH3nn-1-C-[2-

(6eHsunokci)-5-(4-eTokenbeHsun)dpeHin]-5-tio-D-
rAOKoNipaHo3n

Tpw kpanni 1,2-gubpomeTtaHy goaasanu A0 Cy-
Miwi marHito (175mr, 7,20Mmonb), 1-(6eH3nnokem)-2-
6pom-4-(4-eTokcMbEeH3UN)6eH30Ny (2,29r,
5,76mmonb) i TeTparigpodypaHny (6,0mn), i Ly cymiw
KAN'STUNM 3i 3BOPOTHUM XONOAWITBHUKOM MPOTSAroM
OfHiel roanHu. PeakuilHy cymiw oxonogxysanu Oo
KiMHaTHOI Temnepatypu, i po3uuH 2,3,4,6-teTpa-O-
6eH3un-5-Tio-D-rniokoHo-1,5-nakToHy (1,6r,
2,9vmMonb) B TeTparigpodypati (5,0mn) gogasanu no
Kpannsax 4o LbOro po3yuHy i nepemillyBanu npu Kim-
HaTHIN TemnepaTypi NPOTAroM ofgHiel roguHu. MoTim
00 peakuiHOI CyMilli ogaBanyM HAacUYeHWA BOAHMWN
PO34MH XMOpWMAy amOoHil0 Ta ekcTparysanu etunaue-
TaToOM, OpraHiyHy pasy npomuBanu po3COSIOM i Cy-
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wunu Hag 6e3BogHMM cynbdaTom MarHito. JecukaHT
BigdinbTpoBYBanu, Micng LbOro 3anuilok, oTpuma-
HWA BHacNigoOK BMNApOBaHHA PO3YMHHMKA MpU 3HU-
XXEHOMY TWUCKY, OuYMLLyBanu 3a [OMOMOrol KOMOHKO-
BOI XpomaTtorpadii Ha cunikareni
(rekcaH:eTunaueTat=6:1), OTPUMyIO4M BKasaHy B 3a-
ronosky cnonyky (1,48r, 59%) y surnagi 6nigo-
)KOBTOIO MOPOLLKY.

'H AMP (300Mrw, xnopodopm-d) & m.u. 1,38 (T,
J=7,0ly, 3H), 3,48-3,71 (m, 2H), 3,77-4,10 (m, 9H),
4,51 (wwp.c, 2H), 4,59-4,74 (m, 2H), 4,77-4,94 (m,
3H), 5,09 (c, 2H), 6,64-7,40 (m, 32H).

ESI m/z=895 (M+Na).

Mpuknag 9

QBn

CuHTes (1S)-1,5-AHrigpo-2,3,4,6-teTpa-O-
6eH3un-1-[2-(6eH3nnokci)-5-(4-eTokecnbeHsnn)deHinl-
1-tio-D-rntouunTony

Oo posunHy 2,3,4,6-TeTpa-O-6eH3nn-1-C-[2-
(6eH3unokci)-5-(4-eTokcnbeH3nn)eHin]-5-Tio-D-
rntokonipaHo3n (850mr, 0,974mmonk) y xnopodopmi
(8,0mn) Ta auetoHiTpuni (8,0mn) pogaesanu nocnigo-
BHo EtsSiH (0,933mn, 5,84mmonb) i BFsEt,O
(0,494mn, 3,90mmonb) npy TemnepaTtypi -20°C i ne-
pemilyBanu nNpoTAaroMm ogHiei roamHn. fani 4o peak-
LiNHOT cyMmilwi gogaBanu HacUYeHW BOLHWN PO34MH
GikapboHaTy HaTpilo Ta ekcTparyBanv xnopodopMom,
opraHiyHy asy npommBanu po3corioMm i NOTiM CyLuu-
nn Hap 6e3BogHVMM cynbdaTom MarHito. [ecukaHTt
BiA(binbTpOBYBanNuW, nicns LbOro 3anuwok, oTpuma-
HWA BHacnigoK BMNAapOBaHHA PO3YMHHMKA MpU 3HU-
KEHOMY TWUCKY, OYMLLyBanu 3a [OMOMOrol KOMOHKO-
BOI xpomatorpadii Ha cunikareni
(rekcaH:eTunaueTar=8:1), oTpUMylOYM BKa3aHy B 3a-
ronosky cronyky (810mr, 97%) y surnsgi 6e3bapsHo-
ro NOpPOLLIKY.

H amP (300MTlu, xnopodchopm-d) & m.4. 1,36 (T,
J=7,0ry, 3H), 3.04-3,18 (m, 1H), 3,54 (1, J=8,4Iy,
1H), 3,65-3,76 (m, 1H), 3.77-4,06 (m, 8H), 4,40-4,73
(m, 5H), 4,83-5,12 (m, 5H), 6,62-6,87 (m, 5 H), 6,92-

7,46 (m, 27H).
ESI m/z=879 (M+Na).
Mpuknag 10
$eUe N
HO ™~
HO' "OH
OH

CwuHtes (1S)-1,5-Anrigpo-1-[5-(4-eTnnbeH3un)-2-
rigpokcundeHin]-1-tio-D-rntouuTony

Cywiw (1S)-1,5-Anrigpo-2,3,4,6-teTpa-O-6eH3nn-
1-[2-(6eH3unokci)-5-(4-eTokenbensun)deHin]-1-tio-D-
rnouutony (810mr, 0,954mmons), 20% rigpokcuay
nanagito Ha aktmeosaHomy Byrinni (800mr) Ta eTuna-
uetaty (5,0mn) - etaHony (5,0mn) nepemiwyBanu B
aTMocdepi BOAHIO NpW KIMHATHIN TemnepaTypi NpoTs-
rom 46 roguH. HepoaumHHi ocagm peakuinHoi cymiLui
BigdinbTpoByBanu 4epes UeniT, i pinbTpaT KOHUEHT-
pyBanu. OTpMMaHWiA 3anuLIoK OuYuLLyBanu 3a [orno-
MOrOI0  KOFOHKOBOi XpomaTtorpadii Ha cwunikareni
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(xnopocopm:meTanon=10:1 5:1), oTpumytoun Bkasa-
Hy B 3aronoBky 6e36apBHy NOPOLUKONOAiIGHY CromnyKy
(202wmr, 53%) y Burnsagi 0,7-rigpaTy.

H amp (300Mlu, meTtaHon-d4) & m.u. 1,37 (T,
J=7,0ly, 3H), 2,94-3,05 (m, 1H), 3,22-3,29 (m, 1H),
3,60 (m, 1H), 3,69-3,88 (m, 4H), 3,90-4,04 (m, 3H),
4,33 (g, J=10,6l'u, 1H), 6,71 (g, J=8,2I'y, 1H), 6,76-
6,90 (m, 3H), 7,03-7,15 (m, 3H).

ESI m/z=429 (M+Na), 405 (M-H), 1.nn. 145,0-
150,0°C. Anan. pospax. ans CxH2306S-0,7H,0: C,
61,00; H, 6,86. 3HangeHo: C, 60,81; H, 6,89.

Mpuknag 11

BnO
BnQ"
OBn
CuHTes (1S)-1,5-AHrigpo-2,3,4.6-teTpa-O-

©6eH3nn-1-[4-xnop-3-(4-eTokcn-2-
MeTunbeHsun)deHin]-1-tio-D-rmounTtony

Mate kpanenb 1,2-gubpomeTaHy gopasanu [o
cymiwi marnito  (1,11r, 45,7mmons), 2-(5-6pom-2-
xnopdeHin)-1,3-giokconany (9,64r, 36,5Mmonb) i
TeTparigpodypaH (20mn), i U0 cymiw kun'atunu 3i
3BOPOTHUM XONOAMITbHUKOM MPOTArOM ABOX TOOWH.
PeakuiiHy cymill OXOnomxyBanu OO KiMHATHOI TeMm-
nepartypw, i fjogaBanu 0 LUbOro po3ynHy Mo Kpanmnsx
po3uuH 2,3,4,6-tetpa-0-6eH3un-5-Tio-D-rntokoHo-1,5-
naktoHy (10,14r, 36,5Mmonb) B TeTparigpodypaHi
(15mn) i nepemiwyBanu npu KiMHaTHIN TemnepaTypi
npotarom 30 xBunuH. lMOTiM OO peakuinHOi CyMmiLli
AO[aBanu HaCMYeHW BOAHUWA PO3YUH XIOpuay amo-
Hil0 Ta ekcTparyBanu eTunaueTaTtom, opraHivyHy dgasy
npomMuBany po3cosioM i cywmnu Hag 6e3BoaHuUM cy-
negatoMm MarHito. [lecukaHT BiadinsTpoBYBanu, nic-
NS UbOro 3anuvLIoK, OTPUMaHWui BHacnigoK Bunapto-
BaHHS  PO3YMHHMKA  NPU  3HWKEHOMY  TUCKY,
ouuLLyBanu 3a LOMOMOrOK KOJIOHKOBOI XpomaTorpa-
¢ii Ha cwunikareni (rekcaH:etunauetat=4:1 - 3:1),
oTpumytoumn  2,3,4,6-tetpa-0O-6eH3nn-1-C-[4-xnop-3-
(1,3-piokconat-2-in)deHin]-5-Tio-D-rntokonipaHo3y
(11,81r, 87%) y Burnsagi 6e3bapeHOi amopdHOi peyo-
BUHMU.

'H AMP (300Mr L, xnopodopm-d) & m.4. 3,06 (c,
1H), 3,47-3,58 (m, 1H), 3.64 (aa, J=10,0, 2,9y, 1H),
3,83-4,21 (m, 9H), 4,48-456 (m, 3H), 4,66 (g,
J=10,6l'y, 1H), 4,82-4,97 (m, 3H), 6,15 (c, 1H), 6,77
(@, J=7,9, 1,5y, 2H), 7,08-7,21 (m, 5H), 7,23-7,37
(m, 14H), 7,55 (om, J=8,4, 2,5I'y, 1H), 7,92 (g,
J=2,5I'y, 1H).

MoTim 6M po3umH consHoi kucnotn (120mn) go-
AaBanu go posuvHy 2,3,4,6-tetpa-O-6eH3un-1-C-[4-
xnop-3-(1,3-giokconaH-2-in)deHin]-5-tio-D-
rntokonipaHo3n (6,01r, 8,12mMMonb) B TeTparigpody-
paHi (50mMn), B ymMOBax OXOMOLKYBaHHS B NbOASHIN
OaHi i nepemiwyBanu npu KiMHaTHIN TemnepaTypi
npoTarom ABox AHiB. [lo peakuinHoi cymilli gogasanu
nboAsiHy BoAy i ekcTparyBanv etunaueTarTom, i opra-
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HiYHy basy NpommBanu Hacu4eHMM BOAHUM PO34u-
HOM GikapboHaTy HaTpito, pO34MHOM cofli i cylmnm
Hag ©e3BogHMM cynbcaTom MarHito. [decukaHTt Big-
inbTpOBYBanu, MicCNs LbOro 3anulioK, OTPMMaHWN
BHACMIAOK BUNAPIOBAHHS PO3YMHHMKE MPU 3HMKEHOMY
TUCKY, O4uLLyBanu 3a AOMOMOIOK KOFTIOHKOBOI Xpoma-
Torpadpii Ha cunikareni (rekcaH:etunauetaTt=3:1),
oTpumytoumn  2,3,4,6-tetpa-0O-6eH3nn-1-C-(4-xnop-3-
dopmindeHin)-5-tio-D-rntokonipaHosy (4,53r, 80%)
6e3bapBHOi aMOPHOT PEYOBUHM.

'H AMP (300Mr L, xnopodopm-d) & m.u. 3,14 (c,
1H), 3,43-3,58 (m, 1H), 3,63 (an, J=10,0, 2,6y, 1H),
3,87-4,16 (m, 5H), 4,45-4,72 (m, 4 H), 4,80-5,05 (m,
3H), 6,73 (a, J=7,8y, 2H), 7,02-7,43 (m, 19H), 7,74
(o, J=8,4, 2,5y, 1H), 8,06 (a, J=2,5Iu, 1H), 10,39
(c, 1H).

MoTim 2,6M po3uuH H-ByTunnitivrekcany (1,6mn)
aonasanm ao CyMiLi 1-6pom-4-eTokcu-2-
meTun6ensony (0,94r, 4,37mmonb) i TeTparigpody-
paHy (12mn) npu TemnepaTtypi -78°C. Jani nepemi-
LyBanu nNpoTAroM OfHiel roguHn, Ao cymilli goaasa-
nm  posunH 2,3,4,6-tetpa-O-6eH3nn-1-C-(4-xnop-3-
dopmindeHin)-5-Tio-D-rnokoTpaHo3n (1,52r,
2,18mMonb) B TeTparigpodypaHi (10mn) i notim ne-
pewmiwyBanu npotsarom 20 XBUMWH, i peakuUiiHy CyMiLl
HarpiBanu A0 KiMHaTHOI Temnepatypw. llicns uboro
00 peakuiiHOI CyMilli fogaBanyM HacU4eHWA BOAHMUN
PO34YMH XIOpuay aMOoHil0 Ta ekcTparyBanu etunaue-
TaToOM, OpraHiyHy cpasy npomuBanu po3COSIOM i Cy-
wunu Hag 6e3BogHMM cynbdaTtom MarHito. JdecukaHT
BigdinbLTpoBYBanu, Micnsg LpOro 3anuwok, oTpuma-
HWIA BHacMigoOK BMNApOBaHHSA PO3YMHHMKA MpPU 3HU-
KEHOMY TWUCKY, OYULLYyBanu 3a [OMOMOrol KONOHKO-
BOI xpomatorpadii Ha cunikareni
(rekcaH:eTunauetar=2:1), otpumytoumn 2,3,4,6-TeTpa-
0O-6eH3nn-1-C-{4-xnop-3-[(4-eToKCK-2-
mMeTundeHin)(rigpoken)metun]deHnin}-5-tio-D-
rntokonipaHosy (1,72r, 95%) y Burnagi »oeToi amop-
HOT AiacTepeomMepHOi CymMilLlli.

MoTim go po3unHy 2,3,4,6-TeTpa-O-6eH3nn-1-C-
{4-xnop-3-[(4-eTokcu-2-
meTundeHin)(rigpoken)metun]derin}-5-tio-D-
rntokonipaHo3n (1,72r, 2,06mMmonb) B aueToHiTpuAi
(20mn) popmaeanu nocnigoBHo Et;SiH  (1,98mn,
12,4mmonb) i BF3-E,O (1,04mn, 8,27MMonk), B yMO-
Bax OXONOMKyBaHHsS B NboasHin 6aHi. Motiv nepemi-
LyBanu MNpoTAroM OJHIEl roauHW, peakuiiHy CyMilll
HarpiBanu 0o KiMHaTHOI TemnepaTypu i nepemillyBa-
N NPOTArOM TPbOX roAuH. [ani Ao peakuinHoi cyMmiLi
AodaBanu HaCUYEeHUN BOAHMM pPO34MH  kapboHaTy
HaTpil0 Ta ekcTparyBanu eturnaueTaTtom, OpraHidHui
Lap NpoMuBany po3corioM i cylimnu Hag 6e3BogHMM
cynbatom MarHito. [ecukaHT BigdinbTpoByBanu,
nicna UbOro 3anuwoK, OTPMMaHWA BHacMigoK Buna-
ptOBaHHA PO34MHHMKA MPU 3HUXKEHOMY TUCKY, OYULLY-
Banu 3a AOMOMOrOK KOJIOHKOBOI XpomaTtorpadii Ha
cunikareni  (rekcaH:etunauetatr=5:1), oTpuMyoun
(1S)-1,5-AHrigpo-2,3,4,6-teTpa-0O-6eH3unn-1-[4-xnop-
3-(4-eTokcun-2-meTunbeHann)deHrin]-1-tio-D-
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rnoumton (1,01r, 61%) y Burnsagi 6esbapsHoro no-
POLLIKY.

'H AMP (300Mrw, xnopocopm-d) & M u. 1,40 (T,
J=7,0l"y, 3H), 2,14 (c, 3H), 3,01-3,12 (m, 1H), 3,48 (T,
J=8,9Iy, 1H), 3,65-4,06 (m, 10H), 4,46-4,61 (m, 4H),
4,80-4,91 (m, 3H), 6,58 (ap, J=8,2, 2,5y, 1H), 6,68-
6,76 (m, 2H), 6,81 (g, J=8,4I'y, 1H), 6,98 (g, J=2,2I'L,
1H), 7,10-7,39 (m, 21H).

Mpuknag 12

CuHTes (1S)-1,5-AHrigpo-1-[4-xnop-3-(4-eTokeu-
2-meTunbeHsun)derin]-1-tio-D-rmountony

Oo posunHy (1S)-1,5-AHrigpo-2,3,4,6-teTpa-O-
©6eH3nn-1-[4-xnop-3-(4-eTokcn-2-
MeTunbeHsun)deHin]-1-tio-D-rmounTtony (0,99r,
1,23mmornb) B aHizoni (10mn) gopasanu AlCl; (0,83r,
6,19MMonb) Npu KiMHATHIN TeMnepaTypi i nepemily-
Bann npotarom 30 xBunuH. [lo peakuinHoi CymiLli
Jodaeanu NbOAsHY BOAy i eKcTparyBanu etunaveTa-
TOM, i opraHiyHy ¢asy npommuanu 1M comnsHow Kuc-
NOTOK, HACMYEeHNM BOAHUM po3ynmHOM bGikapboHaTy
HaTpilo, pPO34YMHOM coni i cywunu Hag 6e3BogHUM
cynbatom MarHito. [ecukaHT BigdineTpoBYyBanu,
nicna UbOro 3anuwoK, OTPMMaHWA BHAcMigoK BuMNa-
ptOBaHHSA PO3YMHHMKA MPU 3HUXKEHOMY TUCKY, OYULLY-
Banu 3a AOMOMOroK KOJIOHKOBOI XpomaTtorpadii Ha
cunikareni (xnopodopm:metaHon=10:1), oTpumytoum
BKasaHy B 3aronosky cnonyky (55wmr, 10%) y surnsagi
6e36apBHOI aMOPHOT PEYOBUHM.

'H AMP (300Mru, meTaHon-d4) & m.u. 1,37 (T,
J=6,9I"y, 3H), 2,17 (c, 3H), 2,90-3,01 (m, 1H), 3,14-
3,24 (m, 1H), 3,54 (o4, J=10,3, 9,2I'y, 1H), 3,60-3,76
(m, 3H), 3,86-4,06 (m, 5H), 6,66 (oo, J=8,6, 2,7Ty,
1H), 6,75 (g, J=3,0ly, 1H), 6,85-6,95 (m, 2H), 7,19
(8o, J=8,2, 2,2I'u, 1H), 7,35 (g, J=8,2I'y, 1H).

ESI m/z=461 (M+Na), 437 (M-H).

Mpuknag 13

YU Ne

“OBn
OBn

CuHtes (1S)-1,5-Anrigpo-2,3A6-TeTpa-O-6eHann-
1-[3-[4-(4-TeTparigponipaHinokcun)6eH3nn]deHin]-1-
Tio-D-rntouunTony

2,6M posunH H-6yTunnitiirekcady (0,8mn) goaa-
Banu oo CyMiLLi 1-6pom-4-(4-
TeTparigponipaHinokcun)oexsony (0,545r, 2,12mmonb)
i TeTparigpodypaHy (6mn) npu Temnepatypi -78°C.
MoTim nepemiwysanu npotsarom 1,5 roguH, gogasanu
PO34UH 2,3,4,6-tetpa-0O-6eH3unn-1-C-(3-
dopmindeHin)-5-tio-D-rntokonipaHoan (0,70r,
1,06mMonb) B TeTparigpodypaHi (8mn) i gani nepe-
MilLlyBanun npoTsAroMm TPbOX rOAWH, i peakuinHy CyMiLll
HarpiBanu 4o kimHaTHoi TemnepaTypu. MoTim go pea-
KUiMHOI cyMmilli goAaBanu HacuyYeHU BOAHUN PO3YnH
kapboHaTy HaTpilo Ta eKkcTparyBanu eTunaueTaTom,
OpraHiYHuiA wap NpoMuBany po3conoM, CyLUMMU Hag,
6e3BoaHMM cynbgaToMm marHito. [ecukaHT BigdinbT-
poByBanu, nicnga Lboro 3anuvLioK, OTPUMaHWUA BHacni-

BnO
BnD"
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[AOK BUMAapIOBaHHSI PO3YMHHUKA MPU 3HUXKEHOMY TUC-
Ky, OYMLLYyBanu 3a JONOMOrol KOIOHKOBOI XpomaTor-
padii Ha cunikareni (rekcaH:eTunauertar=2:1), oTpu-

MyHoun 2,3,4,6-teTpa-0O-6eH3nn-1-C-[3-[(4-(4-
TeTparigponipaHinokcu)deHin) (riopok-
cu)meTtun]deHin]-5-tio-D-rmokonipaHo3y (0,67r,
76%).

MoTim go po3unHy 2,3,4,6-TeTpa-O-6eH3unn-1-C-
[3-[(4-(4-

TeTparigponipaHinok-
cu)deHin)(rigpokcn)meTnn]deHin]-5-tio-D-
rntokonipaHosu (0,67r, 0,802mmonk) B aueToHiTpuni
(8mMn) popaesanu nocnigoBHo  EtsSiH - (0,78mn,
4,90mmonb) i BFsEt;O (0,41mn, 3,27mmonb) npu
Temnepatypi -15°C. [Oani nepemiwyBans npoTsaroMm
OfHI€T roguHN, peakuiiHy CcyMmill HarpiBanu o KiMHa-
THOI TemnepaTtypu i nepemiwyBany NPOTAroM TPbOX
roaunH. lNMoTiM Ao peakuinHoi cymilwi AoaaBanu Hacu-
YEHWI BOAHMIN PO34YMH XIOpUaYy amoHil0 Ta eKkcTpary-
Banu eTunauetaToMm, OpraHiyHy dasy npomuBanu
poscornom, cywmnu Hag 6e3sogHMM cynbdaTtomM mar-
Hito. JecukaHT BigdinbLTpoByBanu, nicns UbOro 3a-
NWLIOK, OTPUMAHUI BHACTIAOK BUNAPHOBAHHSA PO3YMH-
HMKA NpU  3HWKEHOMY TUCKY, OuduLlyBanu 3a
[O0MOMOrot KONOHKOBOI XpomaTtorpadii Ha cunikareni
(rekcaH: etun auetat=4:1), oTpuMylun BKasaHy B
3aronosky cnonyky (0,37r, 57%) y surnsgi 6e3baps-
HOrO MOPOLLKY.

'H AMP (300Mru, xnopodopm-d) & m.u. 1,66-
1,81 (m, 2H), 1,88-2,02 (m, 2H), 3,05-3,15 (m, 1H),
3,47-3,59 (m, 3H), 3,64-4,00 (m, 10H), 4,33-4,42 (m,
1H), 4,46 (g, J=9,95I'y, 1H), 4,52 (c, 2H), 4,60 (g,
J=10,41Tu, 1H), 4,84-4,93 (m, 3H), 6,60-6,67 (m, 2H),
6,72-6,79 (m, 2H), 6,99-7,19 (m, 8H), 7,20-7,35 (m,
16H).

ESI m/z=824 (M+NH.).

Mpuknag 14

JUShe

(1S)-1,5-Anrigpo-1-[3-[4-(4-
TeTparigponipaHinokcu)beHann]deHrin]-1-tio-D-
rnounTony

BkasaHy B 3aronosky amopcHy cnonyky (18mr)
oTpuMyBanu cnocobom, nogibHMM A0 OnMCcCaHoro B
npuknaai 7 3 (1S)-1,5-Anrigpo-2,3,4,6-teTpa-O-
6eH3un-1-[3-[4-(4-
TeTparigponipaHinokcu)beHann]deHrin]-1-tio-D-
rnooumTony.

Mpuknag 15

OH
CuHres

CuHtes 2,3,4,6-Tetpa-O-anin-1-C-[4-xnop-5-(4-
€TOKCNOEeH3nN)-2-MeToKeUdeHin]-5-Tio-D-
rIOKoNipaHo3n

Tpw kpanni 1,2-gubpomartaHy gogasanu A0 Cy-
Miwi marHito (171mr, 7,03mmonb), 1-6pom-4-xnop-3-
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(4-eTokcMbBEH3MN)-6-MeTOKCMBEH30NY (2,0r,
5,62mmonb) i TeTparigpodypany (5mn), i oTpumany
CyMilll KN'ATUNW 3i 3BOPOTHUM XOMNOAUINBHUKOM MpPO-
Tarom 30 xBWNMH. PeakuiiHy cymill oxonomaxysanu
00 KiMHaTHOI TemnepaTypw, i 4O UbOro po3ynHy Ao-
AaBanu no kpannsix posuvH 2,3,4,6-tetpa-O-anin-5-
Tio-D-rntokoHo-1,5-naktoHy (1,5r, 4,22mMmonb) B TeT-
parigpodypaHi (20mn) i nepemilyBany npu KiMHaTHIN
Temnepartypi NpoTarom ABOX rogvH. oTtim go peak-
LifHOT CcymiWi gogaBany Hacu4YeHW BOAHWUI PO3YUH
Xrnopuay aMmoHilo Ta ekcTparyBanu eTunaueTtaTom,
opraHiyHy chasy npommBany po3COnoM, CyLUMNN Hapg
06e3BoAHMM cynbcaTom MarHito. [ecukaHT BigdinbT-
poByBanu, nicrs LbOoro 3anuLlokK, OTpMMaHuiA BHacni-
OOK BUMApOBaHHA PO3YMHHUKA NPU 3HUXKEHOMY TUC-
Ky, OuyMllyBaTWM 3a  [OMOMOrOK  KOMOHKOBOI
Xpomatorpadii Ha cunikareni (rek-
caH:eTunauetar=6:1—-5:1), oTpumylouM BKas3aHy B
3aronoBky cnonyky (1,41r, 53%) y Burnagi 6nigo-
XKOBTOro Macna.

'H AMP (300MIu, xnopodopm-d) & mM.4. 1,39 (T,
J=7,0ly, 3H), 3,36-3,47 (m, 1H), 3,49-4,10 (m, 17H),
4,10-4,44 (m, 4H), 4,84-4,97 (m, 2H), 5,08-5,35 (m,
5H), 5,42-5,60 (m, 1H), 5,75-6,07 (m, 3H), 6,78 (g,
J=8,6l'y, 2H), 6,92 (c, 1H), 7,03 (g, J=8,6I'y, 2H),
7,32 (wwmp.c, 1H).

ESI m/z=653 (M+Na), 655 (M+2+Na).

Mpuknag 16

CuHres (1S)-1,5-AHrigpo-2,3,4,6-teTpa-O-anin-1-
[4-xnop-5-(4-eTokcMBeH3Mn)-2-meTokcudeHin]-1-Tio-
D-rnouuntony

[o posuunny 2,3,4,6-Tetpa-O-anin-1-C-[4-xnop-5-
(4-eTokcnbeH3nn)-2-meTtokcudeHin]-5-tio-D-
rntokonipaHosn (1,41r, 2,23mMmonb) y Xxnopodopmi
(20mn) - aueToHiTpuni (20mMn) goaaBanu NOCHiAOBHO
Et;SiH (2,16mn, 13,4mmonb) i BF3Et,O (1,13mn,
8,92mmonb) npu Temnepartypi -15°C i nepemiwyBanu
NpPOTArOM OfHiei roanHu. MNoTim 40 peakuinHoi cymilui
OO[aBanu Hacu4eHWi BOAHWWA po3uumH OGikapboHaty
HaTpilo Ta ekcTparyBanu XrnopodOpMOM, OpraHivHy
asy npoMmuBanu po3coroM, CyLuMnu Hag 6e3BoaHUM
cynbdatom MmarHito. [ecukaHT BigdinbTpoByBanu,
nicna UbOro 3anuloK, OTPMMaHWA BHaCMigoK Buna-
PIOBaHHA PO3YMHHMKA MPU 3HUKEHOMY TUCKY, OYMLLLY-
Banu 3a AONOMOroOK KOMOHKOBOI xpomMaTorpadii Ha
cunikareni  (rekcaH:etunauetat=10:1), oTpuMyun
BKa3aHy B 3arosfioBKy cnonyky (895mr, 65%) y surnagi
6e36apBHOro NMOPOLLKY.

H ampP (300MTIu, xnopodopm-d) & m.u. 1,39 (T,
J=7,0ly, 3H), 2,95-3,04 (m, 1H), 3,21-3,30 (m, 1H),
3,41-3,79 (m, 5H), 3,81 (c, 3H), 3,84-4,20 (m, 8H),
4,25-4,42 (m, 4H), 4,81-4,91 (m, 2H), 5,09-5,33 (m,
6H), 5,34-5,52 (m, 1H), 5,79-6,04 (m, 3H), 6,78 (g,
J=8,9ry, 2H), 6,87 (c, 1H), 7,03 (m, J=8,9I"y, 2H),
7,21 (wwmp.c, 1H).

ESI m/z=637 (M+Na), 639 (M+2+Na).

Mpuknag 17

CuHTes (1S)-1,5-Anrigpo-1-[4-xnop-5-(4-
eTokcubeH3ann)-2-meTokeudeHin]-1-tio-D-rnouutony
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Cywmiw (1S)-1,5-Anrigpo-2,3,4,6-tetpa-O-anin-1-
[4-xnop-5-(4-eTokcnMbeH3nn)-2-meTokeudeHin]-1-Tio-
D-rntouutony (100wr, 0,163mmonb), TeTpa-
kuc(Tpudperindocdin)nanagito (38mr, 0,0325mmons),
N,N'-gumeTunbapbityposoi Kncnotu (203w,
1,3mmonb) i TeTparigpodypany (1,0mMn) nepemiwysa-
nm B atMocdpepi aproHy npu temnepatypi 90°C npo-
Tarom 1,5 roguH. IMoTiM peakuinHy CyMill OXONOAXKY-
Banu 40 KiMHaTHOI TemnepaTypu, godaBanu 0O Hei
HacMyeHU BOOHMA poO34YMH kapboHaTy HaTtpilo Ta
eKkcTparyBanu eTturnaueTaToM, opraHidHy dasy npo-
MUBanu po3cosfioM i NOTiM cywmnu Hag 6e3BoaHUM
cynbhatom marHito. [lecukaHT BiadinbTpoByBanu,
nicnsi UbOro 3anuLoK, OTPMMaHWUW BHACNigoK Buna-
PIOBaHHA PO3YMHHMKA MPU 3HUXKEHOMY TUCKY, OYULLY-
BanM 3a AOMOMOrOK KOMOHKOBOI XpoMaTorpadii Ha
cunikareni (xnopodopm:metaHon=10:1—-5:1), otpu-
MYIOUM BKasaHy B 3arorioBky crionyky (63mr, 85%) y
BurnsAai 6e36apBHOr0 MOPOLLKY.

H aupP (600MT'u, metaHon-d4) & m.y. 1,35 (T,
J=6,9I"y, 3H), 2,92-3,00 (m, 1H), 3,22 (1, J=8,9I'y,
1H), 3,53-3,59 (m, 1H), 3,72 (aa, J=11,7, 6,7Tu, 1H),
3,82 (c, 3H), 3,88-3,95 (m, 3H), 3,99 (kB, J=6,9IL,
2H), 6,79 (@, J=8.7Tu, 2H), 6,98 (c, 1H), 7,06 (g,
J=8,71Iu, 2H), 7,20 (c, 1H).

ESI m/z=477 (M+Na), 479 (M+2+Na), 453 (M-H),
455 (M+2-H).

T.nn. 177,0-179,0°C.

Mpuknag 18

BnO
Bno™"
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CuHTes (1S)-1,5-Anrigpo-2,3,4,6-teTpa-O-
6eH3un-1-[4-xnop-3-(TpeT-6yToKkcukapOoHin)deHin]-
1-tio-D-rntountony

2,6M posunH H-6yTunniTin rekcany (1,72mn) go-
Aasanu go cymiwi 1,0M posuuHy izonponin6pomigy
MarHito B TeTparigpodypaHi (2,23mn) i TeTparigpo-
dypaHy (9Mn) npu TemnepaTypi -5°C. MoTim nepemi-
wysanu npotaroMm 0,5 roauH, peakuiiHy CyMill oxo-
nogxyesanm po -78°C, i pgopaBanu poO34MH TpeT-
6yTun-5-6pom-2-xnopbeHsoary (542wr, 1,86Mmonb) B
TeTparigpodypaHi (4,0mn). Jani nepemiwysanu npo-
TArOM OfHI€i roguHun, pogasBanu po3uvH 2,3,4,6-
TeTpa-0-6eH3nn-5-Tio-D-rnokoHo-1,5-nakToHy
(430mr, 0,798mmonb) B TeTparigpodypani (3,0mn) i
noTiM nepemiwysanu npotdarom 15 xsunwuH. MNoTim oo
peakuifiHOT CyMilli AoAaBanu HacuyeHun BOAHWUI po-
34MH XrOpuZay aMoOHil0 Ta eKcTparyBanu etunaueta-
TOM, OpraHiyHy asy npomMuBany po3corioM, CyLLIUNN
Hag 6e3BogHMM cynbgartom MarHito. [lecukaHT Bia-
GinbTpoBYBanu, MiCNsS LUbOro 3anuLIoK, OTPUMaHWi
BHaCMigoK BUNApOBaHHA PO3YMHHMKA NPU 3HWKEHOMY
TMCKY, OYMLLYBarnu 3a JOMOMOrol KOJTIOHKOBOI XpomMa-
Torpachii Ha cunikareni (rekcaH:.etunauertar=5:1),
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oTpumytoun  2,3,4,6-tetpa-O-6eH3nn-1-C-[4-xnop-3-
(TpeT-6yToKcHKkap6oHin)dge-Hin]-5-Tio-D-
rntokonipaHo3sy (60mr, 10%).

ESI m/z=789 (M+Na), 791 (M+2+Na).

MoTim go posunHy 2,3,4,6-TeTpa-O-6eH3nn-1-C-
[4-xnop-3-(TpeT-6yTokcukap6oHin)deHrin]-5-Tio-D-
rntokonipaHo3n (60mr, 0,0782mmonb) y xnopodopmi
(1,0mn) - aueToHiTpuni (1,0mn) gogaBanu NOCMiAOBHO
Et;SiH (0,031mn, 0,195mmons) i BF3-Et,O (0,015Mmn,
0,117mmonb) npu Temnepatypi -40°C. Oani nepemi-
wysanu npotarom 1,5 roguH, A0 peakuivHoi Cymili
AO[aBanu HacuMYeHWA BOAHUA pO34YMH KapOoHaTy
HaTpIilo, i OpraHiyHUM PO3YNHHUK KOHLIEHTpYBanu npu
3HMXKEHOMY Tucky. [loTim 3anuwok ekcTparyBanu
eTunaueTaToM, OpraHiyHuWi Liap nNpoMuBanu po3co-
nom i cywmnu Hag 6e3BogHMM CcynbcaToM MarHito.
JecvkaHT BiggdinbTpoByBanu, Nicns LbOro 3aruLLoK,
OTPMMaHWI BHACNIAOK BUNAPIOBaHHA PO34YMHHMKA NpK
3HMXXEHOMY TUCKY, O4YMLLYyBanu 3a SOMOMOrOH KOMOH-
KOBOi  xpomartorpadii Ha  cunikareni (rek-
caH:eTunaueTar=5:1), oTpumyrouM BKasaHy B 3arono-
BKY cnonyky (26mr, 44%).

H aMmP (300MTu, xnopodopm-d) & m.u. 1,61 (c,
9H), 3,06-3,21 (m, 1H), 3,51-3,64 (m, 1H), 3,66-3,77
(m, 1H), 3,78-4,06 (M, 5H), 4,48-4,67 (m, 4H), 4,84-
4,95 (m, 3H), 6,75 (an, 1-7,54, 1,79y, 2H), 7,08-7,20
(m, 5H), 7,24-7,46 (m, 15H), 7,77 (g, J=2,02I'y, 1H).

ESI m/z=768 (M+Na), 770 (M+2+Na).

Mpuknag 19

CuHres (1S)-1,5-AHrigpo-2,3,4,6-tetpa-O-
6eH3un-1-[4-xnop-3-[1(4-eTnndeHin)amiHo]kapboHin]
eHin]-1-tio-D-rnoumtony

Oo posunHy (1S)-1,5-Anrigpo-1-[4-xnop-5-(4-
eTokcubeHann)-2-metokendeHin]-1-tio-D-rnouutony
(30mr, 0,040mmonb) B TeTparigpodypaHi (2,0mn)
AodaBanu KoHUeHTpoBaHy consiHy kucnoty (1,0mn),
NOTIM peakLUiHy CyMill nepemillyBany npyu KiMHaTHInN
Temnepartypi NpoTarom 24 roguH i Npu Temneparypi
40°C npoTarom noganblUMxX ABOX FOAMH i NOTIM Aoaa-
Banu etunauetat. OTpumaHy Cymill NpoMmuBanu BO-
010, PO34MHOM cofli i cywmnu Hag 6e3BoaHUM Cyrb-
datom MarHito. [ecukaHT BigdinbLTpoByBanu, nicns
LibOro PO34YMHHKK BUNapoBanv npu 3HWKEHOMY TUCKY,
OTPUMYIOYM (1S)-1,5-AHrigpo-2,3,4,6-teTpa-O-
6eH3un-1-[4-xnop-3-kapbokcndeHrin]-1-tio-D-
rrounTOon.

Oani 1-etnn-3-(3-
AvmeTunamiHonponin)kapbogaiimin rigpoxnopug
(13wmr, 0,069mmonb) i 1-rigpokcnbensoTpuason (9wr,
0,069Mmmonb) popmaBanu o po3uuHy  (1S)-1,5-
Anrigpo-2,3,4,6-tetpa-0-6eH3nn-1-[4-xnop-3-
kapbokcudpeHin]-1-tio-D-rntoumTony i 4-eTunaxiniHy
(13mr, 0,104mmonb) B xnopodopmi. MoTim nepemi-
WwyBanu npu KiMHaTHIN TemnepaTtypi npotarom 21
roavHN, peakuinHy cymiw posbasnsanu xmnopodop-
MOM, | OpraHiyHy a3y npommBann Hacu4yeHuM BOa-
HUM PO34YMHOM GikapboHaTy HaTpilo, PO3YMHOM COfi i
cywwunu Hag 6e3BogHMM cynbdaToMm MarHito. [ecu-
KaHT BigdinbTpoByBanu, MiCNs LUbOrO  3anuLLIOK,
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OTPUMaHMWI BHACNIAOK BUMAPIOBaHHS PO3YMHHMKA NpU
3HMKEHOMY TUCKY, OYMLLyBanu 3a AOMOMOrOK KOSOH-
KOBOi  xpomatorpadii  Ha  cunikareni (rek-
caH:eTunauetar=4:1). oTpuUMyoun BULLE3rajaHy aHi-
nigoBy cnonyky (22wmr).

H amP (300MTru, xnopodopm-d) & m.u. 1,26 (T,
J=7,15Iy, 3H), 2,65 (kB, J=7,67I"4, 1H), 3,06-3,24 (Mm,
1H), 3,50-3,61 (m, 1H), 3,71 (aA, J=9,87, 3,03I'y, 1H),
3,78-4,09 (m, 6H), 4,52 (c, 2H), 4,62 (1, J=10,34Ty,
2H), 4,84-4,98 (m, 3H), 6,75-6,85 (m, 2H), 7,08-7,56
(M, 25H), 7,72 (g, J=2,02I'y, 1H).

ESI m/z=769 (M-H). Briigo-x0BTUiA NOPOLLIOK.

Mpwuknag 20
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CuHTes (1S)-1,5-AHrigpo-1-[4-xnop-3-[[(4-
eTundeHin)amiHolkapboHin]deHrin]-1-tio-D-
rnoumTony

TpudptopmetaHcynbdoHoBy kucnoty (0,1mn) go-
Aasanu go cymiwi (1S)-1,5-Anrigpo-2,3,4,6-tetpa-O-
6eH3unn-1-[4-xnop-3-[[(4-
eTnndeHin)amiHolkapboHin]deHrin]-1-tio-D-
rnoumTony (20mr, 0,025mMMonb), TpUETOPOLTOBOI
kncnotv  (0,5mn), aumetuncynedigy (0,3mm), M-
kpesony (0,08mn) i eTangutiony (0,02mn) npu Temne-
patypi -15°C. lMoTim nepewmiwyBanu npotarom 15
XBWMWH, i OO CyMmiWwi goAaBanu HacuyeHur BOAHUN
po3uunH BikapboHaTy HaTpito Ta ekcTparysanu etuna-
uetatoMm. OpraHiyHVM LWap NPoOMUBaNN HaCUYEHUM
BOAHWM po3ynHOM GikapboHaTy HaTpito, PO3YMHOM
comi i cywunu Hag 6e3BogHUM cynbdartom MmarHito.
JecukaHT BiadInbTpoBYyBanu, nicns LUbOro 3arnuLlok,
OTpMMaHWI BHACNIOOK BUNAPHOBaHHSA PO34YMHHMKA NpU
3HMKEHOMY TUCKY, O4YMLLYBanu 3a JOMNOMOroH KOMOH-
KoBOi  Xxpomartorpadii Ha cwunikareni  (xnopo-
dopm:meTaHon=10:1), oTpuMylouM BkasaHy B 3aro-
noeky cnonyky (6mr, 54%) y surnagi 6esbapsHoro
MOPOLLKY.

'H AMP (600MIu, meTaHon-d4) & m.u. 1,23 (T,
1=7,57Tu, 3H), 2,64 (k8, J=7,79'y, 2H), 3,00-3,07 (m,
1H), 3,27 (1, J=8,71I'u, 1H), 3,59-3.64 (m, 1H), 3,73-
3,82 (m, 2H), 3,89 (g, J=10,09I"y, 1H), 3,95 (ag,
J=11,69, 3,44T'y, 1H). 7,20 (g, J=8,25I"u, 2H), 7,47 (c,
2H), 7,53 (c, 1H), 7,56 (g, 1=8,71Iy, 2H).

ESI m/z=438 (M+Na), 440 (M+2+Na). be3baps-
HWA MOPOLLIOK.

Mpuknag 21

BnO

o]
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CuHTes (1S)-1,5-AHrigpo-2,3,4,6-teTpa-O-
6eH3un-1-[3-(rigpokcnmeTnn)deHin]-1-tio-D-
rnounTony

Oo posunHy 2,3,4,6-Tetpa-O-6eH3un-1-C-(3-
dopmindeHin)-5-Tio-D-rntokonipaHoan (4,0r,
6,05mMmonb) y xnopocdopmi (35mn) - aueToHiTpuni
(35mn) popaeanu  nocnigoBHo  Et3SiH - (5,8mn,
36,3mmonb) i BF3'Et,O (3,1mn, 24,2mmonb) npu Tem-

eno"
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nepatypi -15°C. MNoTiMm nepewmiwysanu npotarom 1,5
roovH, 0O peakuinHoi cymiwi gofgaBany HacuyeHun
BOAHWI po34nH BikapboHaTy HaTpilo Ta ekcTparysanm
XnopodopMOM, opraHiyHy chady npommsany Hacuye-
HUM BOAHUM po34ynHOM GikapboHaTy HaTpito, po3yu-
HOM coni i cywnnu Hag 6e3BogHMM cynbdaTtom mar-
Hito. [lecukaHT BiadinbTpoBYyBanu, TBepai peYoBUHN,
OTpMMaHi BHACNiAOK BUMAPIOBAHHS PO34YMHHUKA MpU
3HUXKEHOMY TUCKY, npommBeanu rek-
caH:eTunauetatom=10:1, OoTpumylouM BKasaHy B 3a-
ronoeky cnonyky (3,2r, 77%) y surnagi 6e3dapeHoro
MOPOLLKY.

H amp (300Mly, xnopodpopm-d) & m.4. 3,07-
3,18 (m, 1H), 3,55 (7, 1H), 3,72 (pm, 1H), 3,78-4,01
(m, 5H), 4,46-4,69 (m, 6H), 4,87-4,96 (m, 3H), 6,69
(an, 1=7,69, 1,48[u, 2H), 7,07-7,45 (m, 22H).

Mpuknag 22

BnO" “OBn
OBn

CwuHTes (1S)-1,5-Anrigpo-2,3,4,6-TeTpa-O-
6eH3un-1-[3-(6pommeTnn)deHin]-1-Tio-D-rnouutony

MeTtaHcynbdoHinxnopug (0,018wvn) i Tpuetnna-
MiH (0,021mn) popaBanu  go  posuuHy (1S)-1,5-
AHrigpo-2,3,4,6-tetpa-O-6eH3un-1-[3-
(rippokcmmeTun)denin]-1-tio-D-rnountony  (100wmr,
0,155mmonb) B TeTparigpodypani (1,5mn) npyu Tem-
nepatypi 4°C. PeakuiiiHy cymill nepemillyBanu npu
KiMHaTHI TemnepaTtypi NPOTAroM TPbOX FOAUH i PO3-
6aBnsanu etunaueTatoM. [oTiM npommBanu peakuiii-
HY CyMilll HACMYEeHUM BOOHMUM PO34MHOM bikapboHaTy
HaTPIl0 | PO3YNHOM COfi, L0 CyMill Cyumnu Hag 6es-
BOAHWM cynbdaTtoM MmarHito. [ecukaHT BiadinbTpo-
ByBanwu, i nicna UbOro PO3YMHHMK BUMNapltoBanu npwu
3HMXKEHOMY TuUCKy, oTpumytoun (1S)-1,5-AHrigpo-
2,3,4,6-tetpa-0O-6eH3nn-1-[3-
(meTaHcynbdoHinokcumeTun)deHrin]-1-tio-D-
rnounton (150mr). fani cymiw (1S)-1,5-AHrigpo-
2,3,4,6-tetpa-0O-6eH3unn-1-[3-
(meTaHcynbdoHinokcumeTun)-1-tio-D-rnounTtony
(150wmr), LiBr (40mr, 0,466mmonb) i aueToHy (3mn)
nepemillyBanu npu KimHaTHin TemnepaTypi NpoTAromMm
ABOX roAuH. MoTiM peakuinHy CyMilll KOHLEHTPYBanu i
aodasanu etunauertart i Bogy. NoTiM opraHivyHui wap
BigAinsanv, npoMuBany MOro po3yYnHOM Cofi i CyLunnu
Hapn 6e3BogHMM cynbgartom MarHito. [lecukaHT Bia-
dinbTpoByBanu, MiCNs LbOro 3anuliok, OTpUMaHwui
BHACNIAOK BUNAPIOBaHHSA PO34YMHHUKE NPU 3HUKEHOMY
TUCKY, O4MLLYyBanu 3a JOMOMOrol KOFTIOHKOBOI XpoMa-
Torpadii Ha cwunikareni (rekcaH:etunauetaTt=5:1),
OTPUMYIOYM BKa3aHy B 3aronioBky cnonyky (70wr,
64%}.

H AMP (300MTl'y, xnopodopm-d) & m.u. 3,06-

3,17 (m, 1H), 3,55 (T, J=8,94l'u, 1H), 3,72 (a4, 1H),
3,78-4,02 (m, 5H), 4,41-4,65 (m, 6H), 4,85-4,96 (m,
3H), 6,66-6,72 (m, J=7,46, 2,02I'y, 2H), 7,10-7,51 (m,
22H).

ESI m/z=726 (M+NH4"), 728 (M+2+NH,").
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Mpuknag 23

CuHTes (1S)-1,5-AHrigpo-2,3,4,6-teTpa-O-
6eH3un-1-[3-[(1-meTun-1H-nipon-2-in)metun]deHin]-
1-tio-D-rntouunTony

Cywiw (1S)-1,5-Anrigpo-2,3,4,6-teTpa-O-6eH3nn-
1-[3-(6pommeTun)deHin]-1-tio-D-rntountony  (200mr,
0,282mmorb), 1-meTun-2-(TpubytuneTanin)-1H-
nipony (208wmr, 0,564mmonb),
Tpuc(oubeHsunigeHaueToH)annanagito (38w,
0,0423mmonb),  2(avumknorekcundocdiHo)bideHiny
(36wmr, 0,0987mmonsb), KF (67wmr, 1,16Mmonb), CsCO3
(257wr, 0,792mmonb) i 1,4-giokcany (5Mn) nepemily-
Banu npu TemnepaTypi 60°C npoTarom BoCbMW Tro-
AuH. T1oTiM Hepo34YnHHY dpakLito BigdinLTpoByBanu,
3anuLoK, OTPMMaHU BHACMIQOK KOHLEeHTpauii dinb-
TpaTy, ouMLLyBanu 3a 4ONOMOrOK KONMOHKOBOI XpoMa-
Torpadpii Ha cunikareni (rekcaH :etunauetaTt=5:1),
OTpUMYIOUM BKasaHy B 3aronosky cronyky (190wmr,
95%2.

H AMP (300Mlu, xnopodopm-d) & m.u. 3,04-
3,16 (m, 1H), 3,32 (c, 3H), 3,53 (T, J=8,70lu, 1H),
3,67-3,75 (m, 1H), 3,75-4,00 (m, 7H), 4,46-4,56 (m,
3H), 4,60 (g, J=10,57T"y, 1H), 4,84-4,96 (m, 3H), 5,89
(am, J=3,73, 1,55Iy, 1H), 6,04 (T, J=3,03Iu, 1H),
6,49-6,54 (m, 1H), 6,70 (ga, J=7,62, 1,71lu, 2H),
7,05-7,18 (m, 7H), 7,22-7,36 (m, 14H), 7,39-7,46 (m,
1H).

ESI m/z=710 (M+H), 732 (M+Na).

Mpuknag 24

CwuHTes (1S)-1,5-Anrigpo-1-[3-[(1-meTun-1H-
nipon-2-in)metunjdeHini-1-tio-D-rntounTtony

TpudTopmeTaHcynbgoHoBy kucnoty (0,2mn) go-
Aasanu go cymiwi (1S)-1,5-Anrigpo-2,3,4,6-tetpa-O-
6eH3un-1-[3-[(1-meTun-1H-nipon-2-in)metun]deHrin]-
1-tio-D-rntoumTtony (190mr), TpudpTopouTOBOI KMUCHO-
™ (1,0mn), aumetuncynbdigy (0,6mn), Mm-kpesony
(0,08wvn) i etangutiony (0,04mn) npu TemnepaTtypi -
15°C. Motim nepemiwyBanu npoTarom 15 XBWMWH,
nicnsa Uboro 4o CyMili JoAasany HacMYeHWn BOOHUN
po34mH BikapboHaTy HaTpito Ta ekcTparyBanu etuna-
uetatoM. OpraHiYyHVM LWap NPOMUBANU HacUYEHUM
BOAHUM po34nHOM GikapboHaTy HaTpito, pPO34YMHOM
coni i cywunu Hag 6e3BoaHUM cynbdartom MarHito.
OecukaHT BiadinbTpoByBanu, nicns UbOro 3arnuLlok,
OTPMMaHWIN BHACNIAOK BUNAPIOBAHHSA PO34YMHHMKA NpK
3HXXEHOMY TUCKY, OYMLLYyBanu 3a JOMOMOrol KOMOH-
KoBOi  xpomatorpacpii Ha cwunikareni  (xnopo-
¢dopm:meTaHon=10:1), oTpMMylouM BKasaHy B 3aro-
nosky cnomnyky (16mr, 17%) y surnsai 6es3bapsHoro
MOPOLLIKY.
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'H amp (300Mrlu, meTtaHon-d4) & m.u. 2,92-3,05
(m, 1H), 3,19-3,29 (m, 1H), 3,39 (c, 3H), 3,59 (T,
J=9,64Iu, 1H), 3,68-3,83 (m, 3H), 3,86-4,02 (m, 3H),
5,80-5,87 (m, 1H), 5,94 (1, J=3,11I'4, 1H), 6,55 (a4,
J=1,87T'uy, 1H), 7,03 (aa, J=6,99, 1,71y, 1H), 7,12-
7,28 (m, 3H).

ESI m/z=372 (M+Na).

Mpuknag 25

CMe
7

CwuHTes (1S)-1,5-Anrigpo-2,3,4,6-TeTpa-O-
6eH3un-1-[3-[(4-meTokcu-1H-iHgon-1-
in)meTtun]deHini-1-tio-D-rnoumTtony

o posunHy 4-meTokciiHgony (83wmr, 0,564mmonb)
B N,N-gumetnncopmamiai (1,0mn) gogasanu rigpua
HaTpito (22mr, 0,564mmonb; 60% macno) i nepemiwy-
Banu npu KiMHaTHin TemnepaTtypi npotdrom 20 xBu-
nvH. o uporo po3umHy gopasanu po3ynH (1S)-1,5-
AHrigpo-2,3,4,6-tetpa-O-6eH3aun-1-[3-
(6pommeTun)deHin]-1-tio-D-rntouyntony (200w,
0,282mmone) B N,N-gumetundopmamigi  (2,0mn),
nepemillyBanu npu KiMHaTHIN TemnepaTtypi NpoTArom
TpbOX roavH i gopasanu Bogy. OTpUMaHu pPo3ynH
eKkcTparyBanv eturnaueTaTtoMm, i OpraHiyHun wap npo-
MMBanu po3corfioM i cywunu Hap 6e3BogHMM Cynb-
¢daTtoMm MarHito. [ecukaHT BigdinbTposyBanu, nicng
LibOro 3anuLloK, OTPMMaHUIA BHACNiAOK BUNAPIOBaHHSA
PO3YMHHMKA MPU 3HKEHOMY TWUCKY, OuuMLlyBanu 3a
[OMNOMOrol KONMOHKOBOI XpomaTtorpadii Ha cunikareni
(rekcaH:eTunauetar=4:1). OTpUMYIOYM BKa3aHy B 3a-
rornoBky crnonyky (290mr).

'H AMP (300Mru, xnopodopm-d) & m.u. 3,05-
3,14 (m, 1H), 3,46-3,56 (m, 1H), 3,66-3,74 (m, 1H),
3,76-3,92 (m, 5H), 3,95 (c, 3H), 4,46 (g, J=10,10I"y,
1H), 4,52 (c, 2H), 4,59 (g, J=10,57T'u, 1H), 4,84-4,93
(m, 3H), 5,25 (g, J=2,49I"y, 2H), 6,46-7,39 (M, 29H).

ESI m/z=793 (M+NH.).

Mpuknag 26
OH

0Bn
CuHres
6eH3un-1-[3-[(4-rigpokcndeHin)metun]deHin]-1-Tio-
D-rntoumntony
BkasaHy B 3aronoBky crnonyky (253wmr) y Burnsgi

(1S)-1,5-Anrigpo-2,3,4,6-teTpa-O-

6e3bapBHoro macna oTpumyBanu 3 (4-
6pomdeHoKen)-TpeT-0yTungnmeTuncunany (2,17r) i
2,3,4,6-teTpa-0O-6eH3nn-1-C-(3-copmindeHin)-5-Tio-
D-rntokonipaHo3u (2,50r) cnocobom, nogibHum o
onucaHoro B npuknagi 11.

'H AMP (300Mru, xnopocopm-d) & m.u. 3,03-
3,15 (m, 1H), 3,52 (1, J=8,78ly, 1H), 3,66-3,74 (Mm,
1H), 3,75-3,97 (m, 6H), 4,43-4,55 (m, 3H), 4,56-4,74
(m, 3H), 4,84-4,94 (m, 3H), 6,62-6,70 (m, 4H), 7,00 (4,
J=8,70Iy, 2H), 7,06-7,20 (m, 6H), 7,21-7,41 (m, 16H).

ESI m/z - 740 (M+NH,).
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Mpuknapg 27

CuHTes (1S)-1,5-AHrigpo-2,3,4,6-teTtpa-O-
6eH3un-1-[3-[4-(2-meTokcm-2-
oKcieTokcn)6eH3un]deHini-1-tio-D-rrouutony

0o posunHy (1S)-1,5-AHrigpo-2,3,4,6-TeTpa-O-
6eH3un-1-[3-[(4-rigpokcndeHin)metun]denin]-1-Tio-
D-rmouyutony  (364mr, 0,504mmonb) B N,N-
anmeTundopMamiai (5mn) gogasanu kapboHart kanito
(91mr, 0,660mmonb) i metTunbpomaretat (0,058mn,
0,610mmonb) npu Temnepatypi 4°C i nepemilysanm
npu KiMHaTHI TemnepaTtypi NPOTAroM M'ATW TOAMH.
MoTim oo cymiwi gogasanuv Boady i eKkcTparysanu eTu-
nauetaToMm, OpraHiYHUi Wwap NpomMmBany pPo3conom i
cywwnnu Hag 6e3BogHuMM cynbdaToM MarHito. Jecu-
KaHT BigdinbTpoByBann, Micns UbOro  3aruLlok,
OTpUMaHMWIA BHAcNigoK BUNapoBaHHSA pO3dMHHUKA Npu
3HKEHOMY TUCKY, O4YMLLYyBanu 3a JOMOMOrOH KOMOH-
KOBOi  xpomatorpadii  Ha  cunikareni (rek-
caH:eTunauetar=4:1), OTpMMYyIOYM BKasaHy B 3arono-
BKy cnonyky y Burnsgi 6e36apBHOi MacnsHWUCTOI
peyoBuHU (334mr, 83%).

H amp (300MTy, xnopodopm-d) & m.u. 3,05-
3,15 (m, 1H), 3,52 (1, J=8,94I'y, 1H), 3,66-3,75 (Mm,
1H), 3,75-3,98 (m, 10H), 4,41-4,64 (m, 6H), 4,83-4,95
(m, 3H), 6,60-6,79 (m, 4H), 6,98-7,19 (m, 8H), 7,22-
7,36 (M, 16H).

ESI m/z=81 7(M+Na).

Mpuknag 28

CuHTes (1S)-1,5-AHrigpo-2,3,4,6-teTpa-O-
6eH3nn-1-[3-[4-(kapbokcumeTokcn)beH3unn]deHin]-1-
Tio-D-rniouutony

Oo posunHy (1S)-1,5-AHrigpo-2,3,4,6-Tetpa-O-
6eH3un-1-[3-[[4-
(meTokcukapboHinmeTunoken)deHin]meTnn]deHin]-1-
Tio-D-rmtounTtony (180mr, 0,226mmonb) B CyMilli BO-
Aa-metaHon-teTparigpodypan (1:3:3, 1,4mn) popa-
Banu moHorigpart rigpokeuay nitito (11mr, 0,27MMonb)
i mepemiwyBanu npu KiMHaTHIN TemnepaTtypi nNpoTs-
rom 30 xBunMH. PeakuinHy cymiw nigkucnoBanm,
popatoun 10% HCI, i oTpumaHui 3anuwok ekcTpary-
Banu etunauertatoMm. lNoTiM opraHivyHMiA Wwap nNpomu-
Banu po3conioM i cywunu Hag 6e3BogHUM cynbda-
TOM  MarHito, JdecukaHT  BigdinbTpoByBanu, i
PO3YMHHMK BUMApOBanuM Mpu  3HWKEHOMY TUCKY,
OTPUMYIOYM BKa3aHy B 3arofioBKy cronyky (149wr,
84%2 y Burnagi 6e36apBHOro NOpOLLKyY.

H AMP (300MI'u, xnopodopm-d) & m.u. 3,04-
3,15 (m, 1H), 3,46-3,58 (m, 1H), 3,66-3,96 (m, 7H),
4,41-4,54 (m, 3H), 4,55-4,63 (m, 3H), 4,82-4,95 (m,
3H), 6,65 (pm, J=8,00, 1,48Mu, 2H), 6,76 (4,
1=8,86Iu, 2H), 7,00-7,36 (m, 24H).

ESI m/z=798 (M+NH,), 779 (M-H).
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Mpuknag 29

OBn
CuHTes

(1S)-1,5-Anrigpo-2,3,4,6-teTpa-O-
6eH3un-1-[3-[4-[2-(aumeTnnamiHo)-2-
okcoeTokecun)beHaun]deHrin]-1-Ttio-D-rnoumTtony

Oo posunHy (1S)-1,5-AHrigpo-2,3,4,6-teTpa-O-
6eH3nn-1-[3-[4-(kapbokcumeTokcn)beH3unn]deHin]-1-
Tio-D-rmounTtony (149wmr, 0,191mMmonk) y xnopodop-
Mi  (2vn) popasanvM 2M  po3unH AMMETUNaMiHy
(0,19mn, 0,382mmonb) B TeTparigpodypaHi, 1-etun-
3-(3-gumeTunamiHonponin)kapbogiimig  rigpoxnopva,
(44wmr, 0,229Mmmone) i 1-rigpokenbensoTtpuason (31mr,
0,229Mmmonb). MoTim nepemiwyBany npu KiMHaTHIN
Temnepartypi npotarom 1,5 roguH, peakuinHy cymil
posbaBnanu xnopogopmomM, i opraHiyHy casy npo-
MUBanu BOAOK, PO3YMHOM COni i cywmnu Hag 6e3Bo-
OHUM cynbdaToM MarHito. JecukaHT BigdinbTpoBy-
Banu, nicns UbOro 3anuLoK, OTPUMaHuih BHACIiOoK
BMNAPIOBAHHA PO3YMHHMKA MPU  3HWKEHOMY TUCKY,
ouuLLyBanu 3a OOMOMOrol KOMOHKOBOI XpomaTorpa-
il Ha cunikareni (rekcaH:eTunauetaT=1:2), oTpumy-
104X BKa3aHy B 3aronoBky crnonyky (128wmr, 83%).

'H AMP (300Mr L, xnopodopm-d) & m.u. 2,96 (c,
3H), 3,05 (c, 3H), 3,06-3.14 (m, 1H), 3,52 (T,
J=8,86I'y, 1H), 3,68-3,74 (m, 1H), 3,76-3,96 (m, 7H),
4,44-4,54 (m, 3H), 4,56-4,63 (m, 3H), 4,85-4,93 (m,
3H), 6,65 (na, J=7,93, 1,55y, 2H), 6,76-6,83 (m, 2H),
7,01-7,18 (m, 8H), 7,22-7,35 (m, 16H).

ESI m/z=825 (M+NHy,).

Mpuknag 30

CuHTes (1S)-1,5-AHrigpo-2,3,4,6-teTtpa-O-
6eH3un-1-[3-[[[4-(2-N,N-
avmMeTnnamiHoeTun)okcu]deHin]metun]deHrin]-1-Tio-
D-rnountony

o posunHy (1S)-1,5-AHrigpo-2,3,4,6-Tetpa-O-
6eH3un-1-[3-[4-[2-(aumeTnnamiHo)-2-
okcoeTokcu]6eHsun]deHin]-1-tio-D-rntoumTony (88mr,
0,109mmonb) B TerparigpodypaHi (2mn) gogasanu
1,2M 6opaHTeTparigpodypaHoBui KOMMIeKc
(0,54mn) npu Temnepartypi 4°C i nepemiwyBanu npu
KiMHaTHIn TemnepaTypi NpoTAroM ABOX roauH. Peak-
LinHy cymiw oxonogxysanu Ao 4°C, nogasanu meta-
Hon i KoHueHTpyeBanu. [Jani gopasanu 1,4-giokcaH
(1,0mn) i 6M HCI (0,5Mn1) 0O OTPMMAHOMO 3anuLLKy i
nepemiwysann npu Temnepatypi 40°C npoTdrom
OBOX XBUNUH. [ns ankaniHizauii cymiwi oo Hei goaa-
Bann 2M BOAHUI PO3YMH FiAPOKCUAY HATPIl0 Ta eKCT-
paryBanu etunauetatom. OpraHiyHui wap npomuBa-
N PO3COSIOM i Cylumnu Hag 6e3BoAHMM CynbdaTom
MarHito. [ecukaHT BigdineTpoBYBanu, Micns LbOro
3anvLWoK, OTPUMaHWA BHACMiAOK BUMNaptoBaHHA pPO3-
YMHHMKA MPU 3HWKEHOMY TWUCKY, ouuLlyBanu 3a [fo-
NOMOrol0  KONOHKOBOI xpomatorpacdpii NH-tuny Ha
cunikareni  (rekcaH:etunauetatr=1:1), oTpumyoun
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BKasaHy B 3aronosky cnonyky (43wr, 50%) y surnsagi
6e36apBHOi TBEPAOI PEHOBUHMU.

'H amP (300Mrlu, xnopodopm-d) & m.u. 2,35 (c,
6H), 2,68-2,81 (M, 2H), 3,04-3,16 (m, 1H), 3,52 (T,
J=8,70r'y, 1H), 3,66-3,76 (m, 1H), 3,76-4,10 (m, 9H),
4,47 (@, J=10,10ruy, 1H), 4,52 (c, 2H), 4,60 (4,
J=10,72I'y, 1H), 4,84-4,94 (m, 3H), 6,65 (ga, J=7,85,
1,32y, 2H), 6,72-6,81 (m, 2H), 7,00-7,18 (m, 8H),
7,20-7,36 (m, 16H).

ESI m/z=794 (M+H).

Mpuknag 31

O~on

OBn

CuHTes
6eHaunn-1-[3-[[[4-(2-
rigpokcieTun)okculdeHin]meTtnn]deHin]-1-tio-D-
rnoumTony

Oo posunHy (1S)-1,5-AHrigpo-2,3,4,6-Tetpa-O-
6eH3un-1-[3-[4-(2-meTokcmn-2-
okcoeTokecu)beHann]deHin]-1-Tio-D-rnoumTtony
(102mr, 0,128mmonb) B TeTparigpodypaHni (2,5mn)
popasanu LiAlH4 (12mr, 0,321mMmonb) npu Temnepa-
Typi 4°C i nepemiwysanu npotsarom 2,5 roaumH. MNoTim
Aofasanu no kpannax Boay, 28% po3ynH amoHito, i
BiodinbTpoOBYBanM Hepo3uMHHy dhpakuito. PinbTpar
eKkcTparyBanv eTurnaueTaTtoM, i opraHiyHui wap npo-
MUBanu po3cosfioM i cywmnu Hag 6e3BogHWM Cynb-
datom MarHito. [ecukaHT BiadinbLTpoByBanu, pos-
YWMHHMK  BUMApIOBanM  Mpu  3HWKEHOMY  TUCKY,
OTPMMYIOYM BKa3aHy B 3aronoBky cnonyky (100mr) y
BurnsAai 6e3bapsBHoro kpucrana.

H ampP (300MTy, xnopodopm-d) & m.u. 3,06-
3,14 (m, 1H), 3,52 (1, J=8,86I'y, 1H), 3,67-3,74 (Mm,
1H), 3,77-4,04 (m, 11H), 4,47 (g, J=9,95I"u, 1H), 4,52
(c, 2H), 4,60 (g, J=10,72l"y, 1H), 4,86-4,93 (m, 3H),
6,62-6,68 (m, 2H), 6,73-6,79 (m, 2H), 7,02-7,18 (m,
8H), 7,21-7,35 (m, 16H).

ESI m/z=784 (M+NH.).

Mpuknag 32

(1S)-1,5-Anrigpo-2,3,4,6-teTpa-O-

CuHTes 2,3,4,6-teTpa-O-anin-1-C-[5-(4-
eTokenbeHann)nipnanH-3-in]-5-tio-D-rntokonipaHoan

Peaktne [lpiHbapa oTtpumysanu 3 3-6pom-5-(4-
eTokcubeHnann)nipugnHy (1,83r, 6,26mmornb) crnoco-
6oM, nopibHMm oo onucaHoro B npuknagi 15, i Bkasa-
Hy B 3aronoBky crnonyky (508wr, 29%) otpumysanu y
BUMSAAI KOPUYHEBOT MacnsiHUCTOI cybeTaHLuji.

H amP (300Mrlu, xnopodopm-d) & m.4. 1,40 (T,
J=6,99Iy, 3H), 2,98-3,18 (m, 1H), 3,29-3,47 (m, 2H),
3,56-4,05 (m, 12H), 4,06-4,43 (m, 4H), 4,77-4,91 (m,
2H), 5,07-5,37 (m, 7H), 5,79-6,04 (m, 3H), 6,81 (g,
J=8,86Iu, 2H), 7,04 (g, J=8,86I'y, 2H), 7,72 (c, 1H),
8,41 (n, J=1,86I"u, 1H), 8,70 (o, J=2,18I'y, 1H).

ESI m/z=568 (M+H), 590 (M+Na).
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Mpuknag 33

//,//.\/

R

CuHTes (1S)-1,5-Anrigpo-2,3,4,6-tetpa-O-anin-1-
[5-(4-eTokcnbeHann)nipnaunH-3-in]-1-tio-D-rnoumTtony

BkasaHy B 3aronoBky crnonyky y Burnsagi 6esbap-
BHOi mMacnsHuctoi peyosuHn (137wr, 28%) oTpumy-
Banu 3 2,3,4,6-teTpa-0O-6eH3nn-1-C-[5-(4-
eTokcnbeHann)nipugnH-3-in]-5-tio-D-rntokonipaHoan
(508wmr, 0,894mmonb) cnocobom, nogdibHMM Jo onu-
caHoro B npuknagi 16.

'"H AMP (300Mru, xnopodopm-d) & mM.u. 1,40 (T,
J=6,99Iy, 3H), 2,93-3,06 (m, 1H), 3,25 (1, 1=8,94Iy,
1H), 3,30-3,44 (m, 1H), 3,49-4,05 (m, 12H), 4,15 (n4,
J=12,05, 5,98y, 1H), 4,24-4,42 (m, 3H), 4,80-4,92
(m, 2H), 5,08-5,42 (m, 7H), 5,78-6,03 (m, 3H), 6,81 (g,
J=8,70luy, 2H), 7,03 (g, J=8,70ly, 2H), 7,48 (c, 1H),
8,42 (ng, J=16,16, 2,18y, 2H).

ESI m/z=552 (M+H).

Mpuknag 34

CuHTes (1S)-1,5-AHrigpo-1-[5-(4-
eTokcubeHann)nipuanH-3-in]-1-tio-D-rnoumTony

BkasaHny B 3aronosky cronyky (71mr, 73%) y Bu-
rnaai 6e3bapsHoro nopolky otpumysanm 3 (1S)-1,5-
AHrigpo-2,3,4,6-tetpa-O-anin-1-[5-(4-
eTokcnbeHann)nipugnH-3-in]-1-tio-D-rnoumTony
(137wmr, 0,248mmonb) cnocobom, nogibHum go onu-
caHoro B npuknagi 17.

H AmP (600MT'u, meTtaHon-d4) & m.u. 1,36 (T,
J=7,18ly, 3H), 3,01-3,05 (m, 1H), 3,23-3,27 (m, 1H),
3,60 (oa, J=10,32, 8,94Iy, 1H), 3,71-3,78 (m, 2H),
3,84 (g, J=10,55I'y, 1H), 3,92-3,97 (m, 3H), 3,99 (ks,
J=7,18l"y, 2H), 6,82-6,85 (m, 2H), 7,10-7,13 (m, 2H),
7,64 (1, J=2,06l'y, 1H), 8,28 (a, J=2,29'y, 1H), 8,34
(a, J=2,29Iy, 1H).

ESI m/z=392 (M+Na), 390 (M-H).

Mpuknag 35

— B
TN S s

Y O N=
-2NE

CuHtes (1S)-1,5-Anrigpo-2,3,4,6-teTpa-O-anin-1-
[5-(4-eTn6eHsun)tioden-2-in]-1-tio-D-rnouutony

BkasaHy B 3aronosky crionyky (890mr, 94%) y Bu-
rnagi XKOBTOI MAacnsitHUCTOI PEYOBUHWM OTpUMyBanu 3
2-6pom-5-(4-etunbenaun)tiodeHy (1,0r, 3,55mMmonb)
crnocobom, nogibHum onucaHomy B npuknagax 15 i
16.

'H amP (300Mru, xnopodpopm-d) & m.u. 1,22 (T,
J=7,62luy, 3H), 2,62 (k8, J=7,62y, 2H), 2,91-3,03 (m,
1H), 3,20 (1, J=9,01'y, 1H), 3,43-3,79 (m, 5H), 3,90-
4,07 (m, 6H), 4,09-4,18 (m, 1H), 4,24-4,41 (m, 3H),
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4,92-5,02 (m, 2H), 5,09-5,32 (m, 6H), 5,50-5,66 (Mm,
1H), 5,79-6,05 (m, 3H), 6,61 (g, J=3,57T"u, 1H), 6,85
(@, J=3,42Iy, 1H), 7,07-7,16 (m,4H).

ESI m/z=563 (M+Na).

Mpuknag 36

(1S)-1,5-AHrigpo-1-[5-(4-
eTnnbeHsun)tioden-2-in]-1-tio-D-rnountony

BkasaHy B 3aronosky cnonyky (570mr, 92%) y Bu-
rnsaai 6esbapsHoro nopowky otpumysanu 3 (1S)-1,5-
AHrigpo-2,3,4,6-tetpa-O-anin-1-[5-(4-
eTun6eHsun)TiopeH-2-in]-1-tio-D-rmtouutony (890wmr,
1,64mmornb) cnocobom, nogibHMM [0 onucaHoro B
npuknagi 17.

H auP (300Ml'u, metaHon-d4) & m.y. 1,20 (T,
J=7,62I'y, 3H), 2,60 (kB, J=7,62IL, 2H), 2,92-3,03 (™,
1H), 3,19 (7, J=8,86I'y, 1H), 3,50-3,63 (m, 2H), 3,72
(ap, J=11,58, 6,45y, 1H), 3,93 (A, J=11,50, 3,73y,
1H), 4,03 (1, J=4,97T'u, 3H), 6,58-6,67 (m, 1H), 6,83
(@, J=3,57Ty, 1H), 7,08-7,17 (m, 4H).

ESI m/z=403 (M+Na), 379 (M-H).

Mpwuknag 37

OBn

CwuHtes 2,3,4,6-tetpa-O-6eH3un-1-C-{3-[(E abo
Z)-2-(4-eTundpeHin)Binin]deHrin}-5-tio-D-
rroKonipaHo3n

Oo cymiwi (4-eTn6eH3un)TpudeHindocdoHil
xnopugy (1,64r, 3,93mmons) i TeTparigpodypaHy
(20mn) popaBanu 2M po3umH diisonponinamiHniTiio
(renTaH/TeTparigpodypaH/eTunoeHsorn, 2,0mn,
4,0MMOMb), B YMOBax OXONOMXYBaHHS B JIbOASHIN
OaHi i nmepemiwyBanu npu KiMHaTHIN TemnepaTypi
NpoTAroM ofHiel roguHu. [Jo OTPUMaHOro po3yvuHy
Jofasanu no kpannsix posyunH (10mn) 2,3,4,6-teTpa-
0-6eH3nn-1-C-(3-dopmindeHin)-5-Tio-D-
rntokonipaHosmn (0,52r, 786mkmornb) B TeTparigpody-
paHi i nepemiwyBanu npu KiMHaTHIW TemnepaTypi
NpOTAroM ofHiei roamHu. MNoTim g0 peakuinHoi cymiLui
AodaBanu HacUYeHW BOOHWUA PO3YMH XIOpUAYy amo-
Hil0, B YMOBax OXONOMXYBaHHsS B NboAsHIA GaHi, Ta
eKkcTparyBanu eTturnaueTaTtoM, opraHiyHy dasy npo-
MUBanNu po3cosfioM i cywmnu Hag 6e3BogHWM Cynb-
daTtom MarHito. [ecukaHT BigdinbTpoByBanu, nicns
LbOro 3anuLloK, OTPMMaHWI BHACMIAOK BMNapOBaHHS
PO34YMHHMKA MpPU 3HWKEHOMY TUCKY, O4duLlyBanu 3a
AOMNOMOrO KONMOHKOBOI XpoMaTorpadii Ha cunikareni
(rekcaH:eTunauetar=6:1 - 3:1), OTPUMYIOYM BKa3aHy B
3aronoeky cnonyky (0,49r, 82%, E/Z cymiw) y Burnagi
6e36apBHOT MaCNSAHUCTOI PEYOBUHM.

H ampP (300MTy, xnopodopm-d) & m.u. 1,10-
1,32 (m, 3H), 2,48-2,74 (m, 2H), 2,90-3,10 (m,
J=38,55Iu, 1H), 3,47-3,71 (m, 2H), 3,78-4,21 (m, 5H),
4,41-4,73 (m, 4H), 4,80-4,99 (m, 3H), 6,50-6,99 (m,
3H), 7,03-7,61 (m, 27H).

ESI m/z=785 (M+Na).
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Mpuknag 38

CwuHTes (1S)-1,5-Anrigpo-2,3,4,6-TeTpa-O-
6eH3un-1-{3-[(E abo Z)-2-(4-eTtun deHin)BiHin]deHin}-
1-Tio-D-rnoumntony

[o posuuHy 2,3,4,6-tetpa-O-6eH3nn-1-C-{3-[(E
abo Z)-2-(4-eTvndeHin)BiHin]deHrin}-5-Tio-D-
rntokonipaHo3n (0,49r, 642mkmornb) B aueToHITpuni
(20mn) popaBanm nocnigosHo  Ei38iH  (0,35mn,
1,92mmonb) i BFs'Et;O (0,20mn, 1,28mmonb) npwu
Temnepatypi -10°C i nepewmiwyBanu npotdrom 10
XBWUMUWH Npu Tir ke TemnepaTypi. [MoTim Ao peakuinHoi
CyMilli JogaBanu HacuM4eHWin BOAHWUIA PO34MH kapbo-
HaTy HaTpilo Ta ekcTparyBanu eTunaueTaTtoM, opraHi-
YHy ¢hady npomuBanu poscornom i cywwmnu Hag 6es-
BOZHUM cynbcaTom MarHito. OecvkaHt
BiAbinbTpOBYBanW, nicrs UbpOro 3anuLwoK, oTpuma-
HWIA BHacnigoK BMNaplOBaHHA PO3YMHHMKA MpU 3HU-
)KEHOMY TWUCKY, OYMLLYyBanu 3a [OMOMOrol KOFOHKO-
BOi xpomaTtorpadii Ha cunikareni
(rekcaH:eTunaueTar=8:1), oTpUMylO4M BKa3aHy B 3a-
ronosky cnonyky (0,31r, 66%, E/Z cymiw) y Burnagi
6e36apBHOro NOPOLLIKY.

'H AMP (300Mru, xnopocdopm-d) & m.u. 1,13-
1,31 (m, 3H), 2,46-2,72 (m, 2H), 3,04-3,18 (m, 1H),
3,47-3,62 (m, 1H), 3,68-4,02 (m, 6H), 4,45-4,66 (Mm,
4H), 4,85-4,96 (m, 3H), 6,49-6,80 (m, 3H), 6,92-7,62
(m, 27H).

ESI m/z=769 (M+Na).

Mpuknag 39

CuHTes (1S)-5-Anrigpo-1-{3-[2-(4-
etundeHin)etun]deHin}-1-tio-D-rmountony

20% (3a Baroto) rigpokcuay nanagilo Ha akTuBoO-
BaHomy Byrinni (300mr) gogaeanu 4o po3unHy (5mn)
(1S)-1,5-AHrigpo-2,3,4,6-tetpa-0O-6eH3unn-1-{3-[(E
abo Z)-2-(4-eTvndbeHin)BiHin]deHrin}-1-tio-D-
rnouyutony (0,30r, 401mMKmMonb) B eTaHoni, i aTmoc-
depy nosa cMCTEMOI0 3amiHioBanu BogHeM. lepemi-
LyBanu nNpuv KiMHaTHIN TemnepaTypi NPOTAroM TPbOX
OHIB, HEPO34YnHHY dpakuilo B cuctemMi Buaansanu gi-
nbTpauieto Yyepes UeniT. 3anuwok, OTPUMaHWUiA BHa-
CnioK BWNApIOBaHHA PO3YMHHUKA MPU  3HDKEHOMY
TUCKY, OYMLLYBanu 3a JOMOMOrol KONOHKOBOI XpoMa-
Torpadpii Ha cunikareni (xnopodopm:metaHon=10:1),
OTPUMYIOYM BKa3aHy B 3aronosky cnonyky (13mr, 8%)
y Burnagi 6e36apBHOro NOPOLLKY.

'H amP (300Mlu, meTtaHon-d4) & m.u. 1,20 (T,
J=1,62ly, 3H), 2,59 (k8, J=1,62Iu, 2H), 2,85 (c, 4H),
2,95-3,07 (m, 1H), 3,21-3,28 (m, 1H), 3,54-3,68 (m,
1H), 3,69-3,83 (m, 3H), 3,95 (aa, J=11,42, 3,65y,
1H), 7,00-7,11 (m, 5H), 7,13-7,28 (m, 3H).

ESI m/z=411 (M+Na), 387 (M-H).
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Mpuknag 40

OAllyl

CwuHres 2,3,4,6-TeTpa-O-anin-1-C-{3-[(2E abo Z)-
3-(4-eTtundpenin)npon-2-eH-1-in]deHin}-5-Tio-D-
rIOKoNipaHo3n

Mate kpanens 1,2-gubpomeTaHy Jopasanu o
cymiwi wmarwito (1,11r, 45,7vmonb), 1-6pom-3-[(2E
abo Z)-3-(4-eTvndeHin)npon-2-eH-1-in)6eH3ony
(0,401r, 1,33mmonb) i TeTparigpodypany (7mn), i Lo
CYMilll KN'ATUNW 3i 3BOPOTHUM XOMOAUIBHUKOM MpO-
Tarom 1,5 roavH. PeakuiiHy cyMmill OXonompKyBanu oo
KIMHaTHOI TemnepaTtypw, i 40 LUbOro po34YnHy goaaBa-
N No Kpannax po3yunH 2,3,4,6-tetpa-0O-anin-5-Tio-D-
rntokoHonakToHy (0,38r, 1,06mMmonb) B TeTparigpo-
dypaHi (5Mn) i nepemiwyBanu npu KiMHaTHIA Temne-
patypi npotarom 30 xBunuH. [0 peakuinHOi cymiLi
AodaBanu Hacu4YyeHW BOOHWUA PO3YMH XNopuay amo-
Hil0 Ta ekcTparyBanu eTurauetaTtomM, B yMOBax OXO-
NOMXYBaHHA B NboasAHi 6aHi, opraHiyHy ¢asy npo-
MuBanu pos3cofnioM i cywwmnu Hag 6e3BogHUM
cynbatom MmarHito. [ecukaHT BigdinsTpoByBanu,
nicna UbOro 3anuwokK, OTPMMaHWA BHaACMigoOK Buna-
ptOBaHHSA PO3YMHHMKA MPU 3HUKEHOMY TUCKY, OYULLY-
Banu 3a AONOMOroOK KOMOHKOBOI xpomaTorpadii Ha
cunikareni  (rekcaH:etunauetar=4:1), OTpMMYyHO4M
BKa3aHy B 3arorfioBKy crnonyky y Burnsigai 6e3bapBHoi
MacnsHUCTOI peyoBuHU (42mr, 7%).

H ampP (300MT'y, xnopodopm-d) & m.M. 1,16-
1,30 (m, 3H), 2,55-2,72 (m, 2H), 2,90-3,03 (M, 1H),
3,31-4,44 (m, 16H), 4,82-4,94 (m, 2H), 5,09-5,49 (m,
6H), 5,80-6,05 (m, 5H), 6,29-6,45 (m, 1H), 7,08-7,32
(m, 6H), 7,42-7,52 (m, 2H).

ESI m/z=599 (M+Na), 575 (M-H).

Mpuknag 41

AllyIO
A"

CuHres (1S)-2,3,4,6-tetpa-O-anin-1,5-aHrigpo-1-
{3-[(2E abo Z)-3-(4-eTvindeHin)npon-2-eH-1-
in]deHrin}-1-tio-D-rnouuTony

Oo posunHy 2,3,4,6-tetpa-O-anin-1-C-{3-[(2E
abo Z)-3-(4-etundpeHin)npon-2-eH-1-in]deHin}-5-Tio-
D-rntokonipaHo3n (42mr, 72MKMOfb) B aueTOHITpuUni
(3mn) pomaBanu  nocnigoBHo  Et3SiH - (35mkn,
218mkmonb) i BF3E,O (20mkn, 145mkmonb) npwu
Temnepatypi -10°C i nepewmiwyBanu npotdrom 10
XBUIUMH MpuW Takin Xe Temnepartypi. [oTiMm Ao peak-
LiHOT cymiWwi gogaBany HacuYeHW BOOHWIA PO3YMH
kapboHaTy HaTpilo Ta ekcTparyBanu eTunaueTtaTtom,
OpraHivyHui Lwap npomMmBany po3CcoroM i CyLInnn Hag
6e3BoaHMM cynbgaToM marHito. [ecukaHT BigdinbT-
poByBanu, nicns Uboro 3anuvLioK, OTpUMaHuii BHacni-
AOK BUMaplOBaHHA PO3YMHHUKA NPU 3HUKEHOMY TUC-
Ky, ouuwyBanu 3a  [AOMNOMOrOK  KOMOHKOBOI
XpomMaTorpadii Ha cunikareni (rek-
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caH:eTunauetat=10:1 - 8:1), oTpMMyOuN BKasaHy B
3aronosky crnonyky (28mr, 70%) y surnsagi 6esbaps-
HOi MacnAHUCTOI PEYOBUHU.

'H AMP (300Mru, xnopocopm-d) & m.u. 1,17-
1,30 (m, J=7,62, 7,62, 7,62I'u, 3H), 2,57-2,71 (m, 2H),
2,95-3,05 (m, 1H), 3,26 (1, J=8,86I'y, 1H), 3,50 (a,
1=6,68Iuy, 2H), 3,58-3,91 (m, 5H), 3,94-4,21 (m, 3H),
4,23-4,44 (m, 3H), 4,84-4,95 (m, 2H), 5,09-5,52 (m,
8H), 5,71-6,46 (m, 6H), 7,09-7,29 (m, 8H).

ESI m/z=583 (M+Na).

Mpuknag 42

CwuHtes (1S)-1,5-AHrigpo-1-{3-[(2E abo Z)-3-(4-
eTundeHin)npon-2-eH-1-in]deHin}-1-tio-D-rnountony

Oo  posunHy  (1S)-2,3,4,6-teTpa-O-anin-1,5-
aHrigpo-1-{3-[(2E abo Z)-3-(4-eTundeHin)npon-2-eH-
1-in]dpenin}4-tio-D-rnounTtony (26mr, 46mMkmMonb) B
TeTparigpodypaHi (3mn) popasanu TeTpa-
kuc(TpudpeHindgocdin)nanagin (11mr, 9mkmons) i 1,3-
anmeTnnbapbitypoBy kucnoty (58wmr, 370mkmons) i
KAN'ATUNN 3i 3BOPOTHUM XONOAMITBHUKOM MPOTSIrOM
2,5 roguH. loTiM A0 peakuinHoi cymiwi gogasanu
HacMyeHn BOOHWMMN pPO3YMH KapboHaTy HaTpilo Ta
eKkcTparysanu etunauetatoM, B yMOBaXxX OXONOAXY-
BaHHA B NbOAsHIN OaHi, opraHiyHy ¢hasy npommusanu
posconom i cywunu Hag 6e3sogHuMM cynbdatom ma-
rHito. JecukaHT BiadinbTpoByBanu, Micns UbOro 3a-
NWLIOK, OTPUMaHUI BHACIAOK BUNAPHOBAHHSA PO3YMH-
HMKA NpU  3HWKEHOMY TUCKY, OuuLlyBanu 3a
[OMNOMOrol KONMOHKOBOI XpomaTtorpadii Ha cunikareni
(xnopogopm:metaHon=10:1). lNMoganblue oOYULLEHHA
30iCHIOBanN 3a OOMOMOrOK KOMOHKOBOI XpomaTtor-
padii Ha cunikareni (NH cwunikarens, Xxnopo-
dopm:meTaHon=9:1), OTPMMYIOYM BKa3aHy B 3arorios-
Ky crnonyky (13mr, 72%).

H ampP (300MTu, meTtaHon-d4) & m.u. 1,14-1,27
(m, J=7,98, 7,98, 7,98I'y, 3H), 2,54-2,68 (m, 2H),
2,95-3,05 (m, 1H), 3,22-3,30 (M, 1H), 3,51 (g,
J=6,37T'uy, 1H), 3,56-3,68 (m, 2H), 3,70-3,83 (m, 3H),
3,95 (g, J=11,35, 3,57y, 1H), 5,72-6,59 (m, 2H),
7,07-7,30 (m, 8H).

ESI m/z=423 (M+Na), 399 (M-H).

Mpuknag 43

CwuHTes (1S)-1,5-Anrigpo-1-{3-[3-(4-
etundeHin)nponin]deHin}1-tio-D-rnounTtony

20% (3a Baroo) rigpokcua nanagilo Ha akTuBO-
BaHoMy Byrinni (20mr) gogasanu Ao po3ymnHy (1S)-
1,5-Anrigpo-1-{3-[(2E a6o 2)-3-(4-eTundeHin)npon-2-
eH-1-in]deHin}-1-Tio-D-rmoumTtony (13mr, 32MKmonb)
B eTaHoni (2mn), i aTMocdepy no3a CMCTEMO 3aMi-
HioBanu BogHeM. [1oTiM nepemiwlyBanv npu KiMHaTHiIN
Temnepartypi NpOTAroM ABOX OHiB, HEPO3YMHHY dopa-
KUito B cUCTeMi BUAansanu oinbTpauieto yepes LeniT.
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3annwok, oTpMMaHU BHACMiAOK BMNaploBaHHA poO3-
YMHHUKA MPU 3HKEHOMY TWUCKY, OuuMLlyBanu 3a Ao-
NMOMOTOK KOFIOHKOBOI Xpomartorpadii Ha cunikareni
(xnopodopm:MeTaHoN=9:1), OTPMMYHOYM BKa3aHy B
3aronosky cnonyky (8mr, 62%) y surnsagi 6e36apsHo-
O MOPOLLIKY.

H auP (600MI'u, meTtaHon-d4) & m.y. 1,20 (T,
J=7,57T'y, 3H), 1,87-1,94 (m, 2H, 2,56-2,63 (m, 6H),
2,98-3,03 (m, 1H), 3,26 (T, J=8,25I'u, 1H), 3,59-3,64
(m, J=10,32, 8,94y, 1H), 3,71-3,82 (m, 3H), 3,95 (o,
J=11,46, 3,67y, 1H), 7,05-7,12 (m, 5H), 7,14-7,25
(m, 3H).

ESI m/z=425 (M+Na), 401 (M-H).

Mpuknag 44

CuHTes 2,3,4,6-teTtpa-O-anin-1-C-[7-(4-
mMeTunbeHsun)-1-6eH3oTieH-3-in]-5-Tio-D-
TIHOKOMNipaHo3m

M'atb kpanenb 1,2-gubpomeTaHy AodaBanu [o
cymiwi marHito  (77vr, 3,19mmonb), 3-6pom-7-(4-
meTunbeHsun)-1-6eHsoTiocpeny (0,92r, 2,90mMmonsb) i
TeTparigpodypaHy (5mn), i oTpumaHy cymiw kun'atu-
N 3i 3BOPOTHUM XOroaurnbHUKOM npotsrom 30 XBu-
nuH. PeakuiiHy cymiw oxonogxysBanu A0 KiMHaTHOI
Temnepatypu, i [gogaBanuM MO Kpanmnsx pPO34uH
2.3,4,6-tetpa-0O-anin-5-Tio-D-rntokoHo-1,5-nakToHy
(0,51r, 1,45mmonb) B TeTparigpodypaHi (5mn) B ymo-
Bax OXONOOXKYyBaHHS B NMbOASAHI 6aHi i noTim nepemi-
wyBanu npw KiMHaTHIM Temnepatypi npotarom 30
XBUnuH. lMoTiM A0 peakuinHoi cymiwi goaasanu Ha-
CUYEHMI BOOHUIA PO3UYUH XIOpUaY aMOHilo Ta eKkcTpa-
rysanu etunauetaToM, OpraHiyHy ady npomusanmu
posconom i cywmnnu Hag 6e3sogHuMM cynbdatom ma-
rHito. [ecukaHT BiadinbTpoByBanu, nicnsg uboro 3a-
JINLLOK, OTPMMaHUM BHACNIAOK BUNAPHOBAHHA PO34YUH-
HMKA TNpU  3HWKEHOMY TUCKY, oOuyuLlyBanu 3a
[OMOMOrol KONOHKOBOI XpomaTtorpadii Ha cunikareni
(rekcaH:eTunauetar=4:1), oTpUMYyIOYM BKa3aHy B 3a-
ronosky cnonyky (0,76r, 89%) y Burnagi XoBToi mac-
NAHUCTOT PEYOBUHN.

'"H AMP (300Mr L, xnopodopm-d) & m.u. 2,31 (c,
3H), 3,21 (g, J=11,81, 6,06y, 1H), 3,29 (c, 1H),
3,46-3,93 (m, 6H), 3,96-4,02 (m, J=4,66I'u, 2H), 4,15-
4,26 (m, 4H), 4,30 (@, J=5,75Iy, 2H), 4,42 (oo,
J=12,12, 5,91I'u, 1H), 4,57-4,78 (m, 2H), 5,10-5,40
(m, 7H), 5,80-6,08 (M, 3H), 7,05-7,17 (m, 5H), 7,32 (T,
1H), 7,63 (c, 1H), 8,19 (g, J=7,46I"y, 1H).

ESI m/z=615 (M+Na), 591 (M-H).

Mpuknag 45

Y
M‘U

‘\\"\\_/\GL‘
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CuHtes (1 S)-2,3,4,6-tetpa-O-anin-1,5-aHrigpo-
1-[7-(4-meTn6eH3un)-1-6eH3oTieH-3-in]-1-Tio-D-
rnoumTony

BkasaHy B 3aronoBky cnonyky (86%) cuHTe3yBa-
nn cnocobom, nogibHMm oo onucaHoro B npuknagi 16
3 2,3,4,6-tetpa-0O-anin-1-C-[7-(4-meTun6eH3un)-1-
6eH30TieH-3-in]-5-Tio-D-rntokonipaHosu.

H amP (300MTu, xnopodopm-d) & m.u. 2,31 (c,
3H), 2,99-3,10 (m, 1H), 3,27-3,40 (m, 2H), 3,66-3,87
(m, 5H), 4,00 (g, J=5,75I'y, 2H), 4,15-4,26 (m, 4H),
4,31 (g, J=6,84Iu, 2H), 4,40 (po, J=12,05, 5,83Iy,
1H), 4,63-4,82 (m, 2H), 5,09-5,37 (m, 7H), 5,80-6,07
(m, 3H), 7,04-7,17 (m, 5H), 7,32 (1, 1H), 7,41 (c, 1H),
7,89 (g, J=7,93Iy, 1H).

ESI m/z=599 (M+Na).

Mpuknag 46

IS N/

HO NS
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CuHtes (1S)-1,5-Anrigpo-1-[7-(4-meTnnbeHs3un)-
1-6eH30TieH-3-in]-1-Tio-D-rniounTtony BkasaHy B 3a-
rornoBky cnonyky (76%) cuHTesdyBanu y surnsagi 6es-
©6apBHOro NopoLLKy cnocobom, nogibHMm Ao onucaHo-
ro B npuknagi 17, 3 (1S)-2,3,4,6-tetpa-O-anin-1,5-
aHrigpo-1-[7-(4-meTun6eH3un)-1-6eH3oTieH-3-in]-1-
Tio-D-rntounTony.

H amP (300MT'y, meTtaHon-d4) & m.u. 2,26 (c,
2H), 3,03-3,14 (m, 1H), 3,32-3,40 (m, 1H), 3,62-3,72
(m, 1H), 3,77 (ag, J=11,50, 6,37y, 1H), 3,93-4,06 (M,
2H), 4,14 (c, 2H), 4,32 (@, J=10,26I"y, 1H), 7,01-7,17
(m, 5H), 7,33 (1, 1H), 7,48 (c, 1H), 7,90 (g, J=7,31I"u,
1H).

ESI m/z=439 (M+Na), 415 (M-H).

Cronyku gaHoro BuHaxody, NpeacTaBreHi B Ha-
CTYMHUX Tabnuusax oTpumaHi 3 BMKOPUCTaHHAM Mpo-
uenyp, nogibHUX Ao onMcaHuX B Npuknagax, Haeege-
HUX BULLE, 3 BUKOPUCTAHHAM BiANOBIOHUX BUXiAHWX
peyoBuH i peareHTiB. Cnonyku [aHoOro BuHaxody,
oTpUMaHi B npuKknagax, HaBedeHUX BuULLE, TaKoX
npeacrTaeneHi B Tabnuui 1.

TatGanua 1

Crnonyka Ne

Crpykrypha dopmyna

SMP, MC. 1.1, enemeHTapHuit
aHamis

Cnomnyka !

BnO OBn
OBn

o~ s AL

H SIMP (300 MI'u, xaopopopm-d) &
M. 1,19 (1, J=7,6 Tu, 3H), 2.59 (ks,
1=7,6 Ty, 2H), 3.05-3,16 (M, 1H), 3,53
(t, J=8,9 T'n, 1H), 3,67-3,99 (M. 8H),
4,47 (1, J=10,0 Tu, 1H), 4,53 (¢, 2H),
4,60 (a1, J=10,7 Tu, 1H), 4,85-4,94 (M,
3HY, 6,62-6,69 (m, 2H), 7,00-7,20 (.
L0H), 7.22-7,36 (m, 16H). ESI m/z =
757 (M+Na). .. 100,0-102,5°C.

o~
s S
Crionyka 2 BnQ
BnO' ‘OBn

"H AMP (300 MI'u, xnopodopm-d) &
vy, 1,38 (1, J=6,99 [y, 3H), 2.93-3,17
{m, [H}). 3,52 (1, I=8,86 ['u, 1H), 3.64-
3,76 (m. 1H), 3,76-4,07 (M, 9H), 4,46
{m, J=9.95 T'u. 1H}. 4,52 (c, 2H), 4,60
{n. J=10,57 T'u, 1H). 4,83-497 (M,
3H}, 6,59-6,80 (M, 4H), 6,97-7,21 (M,
8H), 7,22-7,39 (m, 16H). ESI m/z =
773 (M+Na).

o] o,
SO
Cronyka 3 BnO
8nO’ ‘OBn

TH AMP (600 MI'u. xnopopopm-d) &
ma. 138 (1, J=6,88 T'u. 3H), 3,00-3,15
(v, 1TH), 3.50 (1. J=8,94 ['u, 1H), 3,70
{na, 1=9,86, 2,98 I'u, 1H), 3.75-3,80
(M. 2H), 3.82-3.99 (M, 6H). 4.06 (1,
1=15,59 Tu, [H), 4.47-4,53 (M. 3H).
4,59 (1, J=10,55 ', 1H). 4,82-4,88 (m.
2H), 4,89 (1, J=10.55 T'u. 1H), 6.70 (1.
1=6,88 T'u, 2H), 6,74 (1. J=8.71 I'u.
2H), 7,03 (n, J=8.71 Tu. 2H), 7.09-
7,37 (M, 21H). ESI m/z = 807 (M+Na).
i 126,0-128,0°C,  Bezbapsuwuii
[OPOUICK.
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Crionyka 4

TH SMP (600 MI'n, xnopodopm-d) &
m.u. 1,37 (1, 1=6,88 'y, 3H), 3,05-3,11
(v, 1H), 3,50 (1, J=8,94 I'ni, 1H), 3.70
(1, 129,63, 2.75 T'u, 1H), 3,76-3,84
(M, 6H), 3.84-3,92 (m, 3H), 3,92-3,99
(M, 3H), 4,45 (1, 1=10,09 T'nt, 1H), 4,52
(¢, 2H), 4,59 (1, J=10,55 I'u, 1H), 4,85
(c, 2H). 4.89 (a, J=11,00 I'u. 1H),
6,67-6.75 (m, 4H), 6,83 (1, J=8,25 'y,
1H), 7,02-7,18 (m, 8H), 7,22-7,35 (Mm,
[4H), ESI m/z = 803 (M+Na).

Cronyka 5

'H SIMP (600 MI'1, xnopodopm-d)
sy, 1.37 (1, J=7,11 'y, 3H), 3,07-3,15
(m, 1H), 3,54 (1, J=9,17 I'n. 1H), 3,62-
3.99 (m, 11H), 4,47-4,62 (M, 6H), 4,84-
4,93 (m, 3H), 6.61-7,41 (M, 27H). ESI
m/z = 803 (M+Na).

Cromyka 6

"H SIMP (300 MI'n, xropodopm-d) &
M. 1.36 (1. J=6,92 I'n, 3H), 2,97-3,17
(M, 1H), 3,47-3,62 (M, 1H), 3,62-3,75
(m, 1H). 3,76-4,03 (v, 8H), 4.40-4.67
(M, 5H). 4,82-5,12 (m, 5H), 6,62-7.42
(M, 32H). EST m/z = 879 (M+Na).

Cnonyka 7

"H SIMP (300 MI'u, xopodopum d) 8
m.u. 1.35 (1. J=6,92 ', 3H), 3,06-3,15
(M, 1H), 3,52 (1, J=8,86 I'u, 1H), 3,64-
3.98 (m, 14H), 4,45-4,62 (M, 4H), 4,71
(c, 2H), 4,84-4.93 (m, 3H), 645 (c,
1H), 6,63-6,72 (M, 4H), 6,99-7.34 (m,
17H), 7,37 (1, J=4,35 I'u, 4H). ESI m/z
= 828 (M+NH,). ’KosTe macio.

Cnonryka 8

'H SIMP (300 MI'u, x1opodopm-d) &
s, 1.38 (1. 1=6,99 T, 3H). 3.03-3.13
(M, 1H). 3,46-3.54 (m, 1H), 3,66-4,00
(v, 10H), 4,45-4.53 (M, 3H), 4.59 (1,
J=10,72 T, 1H), 4,84-4.93 (m, 3H),
6.65-6.77 (m, 4H), 6,96-7.34 (m, 23H).
ESI m/z = 791 (M+Na). be36appuuii
HOPOIIOK.

Crionyka 9

'H SIMP (300 MI'n, xaopodopm-d) 3
v, 1,38 (T, J=6,92 I'n, 3H), 3,02-3,14
(m, 1H), 3,51 (1, J=8,70 I'u, 1H), 3,66-
4,05 (v, 10H), 4,47 (n, J=10,26 Ty,
1H), 4,52 (c, 2H), 4,59 (1, J=10.41 T'u,
1H), 4,83-4,94 (m, 3H), 5,06 (c, 2H),
6,64-6,74 (M, 4H). 6,84-691 (m, 1H),
6,96-7,38 (m, 27H). ESI m/z = 874
(M+NH,). besbapsuuii nopoLIox.
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Cnosyka 10

'H SIMP (600 MI'n, xtopodopm-d) &
m.u. 1,43 (1, J=6,88 ', 3H), 3,06-3,12
(M, 1H), 3,51 (1, J=8.94 T'n, 1H), 3,70
(ma, J=9,63, 2,75 I'm, 1H), 3.75-3,81
(M, 2H), 3,83-4,06 (m, 8H), 4,49-4,55
(M, 3H), 4,59 (n, J=10,55 T'y, IH),
4,84-4.94 (m, 3H), 6.63 (a1, J=10,55,
6,88 I'i, 1H), 6.69 (1, 1=6,88 I'u, 2H),
6,77 G, J=11,23, 7,11 I'n, 1H), 7,08-
7,38 (M, 20H). EST m/z = 843 (M+Na).
be30apBHuii IOPOLIOK.

Cronyka 11

"H SIMP (600 MI', xopodopm-d)
m.u. 1.40 (1, J=7,11 I'n, 3H), 3,01-3,11
(m, 1H), 3,50 (1, J=8,94 ', 1H), 3,69
(an, J=9,63, 2,75 T'u, 1H), 3,75-3,80
(M, 2H). 3,81-3,95 (m, 4H), 3,99-4.07
(M. 3H), 4,49-4,53 (m, 3H), 4.58 (a,
J=10,55 T'u, 1H), 4,82-4,93 (m. 3H),
6,65-6,90 (v, 5H), 7,09-7.36 (M, 21H).
ESI m/z = 825 (M+Na). be36apsunii
TIOPOLIOK.

Cnonyka 12

'H SIMP (600 MI'u, xaopodopm-d) &
w.u. 1,42 (1, J=6,88 I'u. 3H), 3,05-3,16
(M, 1H). 3,50 (r, J=8,94 I'u, 1H), 3,69
(an, J=10,09, 2,75 Tu, 1H), 3,73-3,81
(m, 2H). 3,82-3.95 (M, 4H), 4,02 (ks
J=7,03 I, 2H), 4,48-4,54 (m, 3H),
4,58 (11, J=10,55 ', 1H), 4,82-4,90 (m,
3H), 6.63-6,75 (v, 3H). 691 (mn.
J=8,25, 2,29 T'u, 1H), 7,07-7.36 (M,
22H). ESI m/z = 841 (M+Na).

Crnionyka 13

'"H SIMP (300 MI'11, xnopodopm-d) &
M. 1,38 (1, J=6,99 I'u, 3H), 2,22 (c,
3H), 3,06-3,14 (M, 1H), 3,52 (1, J=8.86
[, 1H), 3,68-4,00 (m, 10H), 4,46-4.54
(m, 3H), 4,60 (1, 1=10.72 T'u, 1H).
4,84-4,93 (m, 3H), 6,67-6,76 (M, 4H),
6,92-6,98 (m, 2H). 7,08-7,35 (M, 21H).
ESI m/z = 782 (M+Na). besbapeuuii
[IOPOLIOK.
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Cnonyxka 14

"H SIMP (600 MI'n, xnopodopm-d) &
. 3.01-3,13 (m, 1H), 3.49 (1. ]=8.94
M, 1H), 3,65-3,69 (m, 1H), 3,71 (c,
3H), 3,73-3,78 (M, 2H), 3,76 (c, 3H),
3,80-3,96 (m, 4H), 4,01-4,07 (m, 1H),
4.45-4,53 (m, 3H), 4,59 (1, J=11,00 I'g,
1H), 4,83-492 (v, 3H), 6,30 (un,
1=8,25, 2,29 'y, 1H), 6,41 (n, 1=2,29
'n, 1H), 6,71 (1, J=8,25 T'u, 1H), 6,84
(n, J=8.25 Tu, 1H), 7,10-7.35 (M,
21H). ESI m/z = 818 (M+NH,).

Cnoayka 15

'H SIMP (300 MI'u, xiopodopm-d)
m.4. 3.01-3,16 (M, 1H), 3.50 (1, 1=8.86
['u, 1H), 3.66-3,72 (M, 1H), 3,76 (c,
3H), 3,76-3.99 (M. 6H), 4,02-4.14 (m,
1H), 4.46-4,53 (v, 3H), 4,59 (u.
J=10,72 T'u, 1H), 4,82-4.95 (M, 3H),
6,63-6,82 (M, 4H), 7,01-7.36 (M, 23H).
ESI m/z = 788 (M+NHy,).

Cnonyka 16

'H SIMP (600 MI'1i, xnopodopm-d) &
.. 1,35 (1. J=6.88 1I'u, 3H), 2.21 (c,
3H), 3,02-3.21 (m, 1H). 3,55 (1, J=9,40
['n, 1H), 3,71 (¢, 1H), 3,74-3,97 (m,
10H), 4.01 (¢, 1H), 4,45-4,56 (m, 3H),
4,60 (1, J=10.55 I'u, 2H), 4,86 (c, 2H).
4,90 (1, I=10,55 I'n, 1H), 6,58-6.76 (M,
5H), 6,90 (n, J=7.34 T'y, 1H), 7,09-
7,19 (M, 5H), 7,23-7.35 (m, 15H). ESI
m/z = 812 (M+NH,). be3sbapsuuii
IOPOIIOK.

Cnoayka 17

'H AMP (300 MI'n, xnopodopm-d) &
sy, 1,39 (1, J=6,99 T, 3H), 2.18 (c,
3H), 2.93-3.08 (M, 1H), 3.27 (1, J=9,01
[y, 1H), 3,50-3,77 (M, 6H), 3,80 (c,
3H), 3,83-4,05 (m, 6H), 4,08-4.51 (m,
SH), 4.82-4.95 (M, 2H), 5,06-5,34 (M,
6H), 5,38-5,58 (M, 1H), 5,77-6,07 (M,
3H), 6,66 (c. 1H), 6.75 (i1, J=8.70 I'i.
2H), 6,94 (1, J=8,70 T, 2H). 7.16 (c.
1H). ESI m/z = 617 (M+Na).
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Cnonyka 18

H SIMP (300 MI'u, xa0popopm-d) &
v, 1,26 (¢, 9H), 2,93-3,20 (M, 1H),
3,51 (t, J=8,94 I'n, 1H), 3.63-3,93 (m,
6H), 3,93-4,03 (v, 1H), 4,06-4,17 (m,
1H), 4,45-4,54 (M, 3H), 4,59 (n
J=10,57 T, 1H), 4,84-4.93 (m, 3H),
6,69 (w1, J=8.00, 1,48 I'u, 2H), 7.04-
7,38 (v, 25H). ESI m/z = 819 (M+Na).
be3bapBHUiA TOPOLIOK.

Croayka 19

"H SIMP (300 MI'n, x1opopopm-d)
s 1.38 (1, J=6,99 I'n, 3H), 3.03-3,15
(m, 1H), 3,50 (1, J=8,86 I'ry, 1H), 3,65-
4,06 (M, 10H), 4,46-4,62 (m, 4H), 4,82-
4,93 (m. 3H), 6,45-6,61 (m, 2H), 6,69
(1, J=8,08 I'y, 2H), 6,91 (r, J=8,63 I'ny,
1H), 7,08-7,38 (m, J=1,00 I'u, 21H).
BesbapBHe maci10.

Cnosayka 20

"H SIMP (300 MI'u, xiopodopm-d) &
M. 2,25-231 (¢, 3H), 3,04-3,13 (M,
IH), 3,46-3,54 (M, 1H), 3,66-4.13 (M,
8H), 4.47-4,53 (m, 3H), 459 (n
J=11,04 T'u, 1H). 4.84-4,92 (m, 3H),
6.67-6,72 (m, 2H), 7,02 (¢, 4H), 7.08-
735 (v, 21H). ESI m/z = 772
(M-+NHy), 774 (M+2+NHy).
be3bapBHUIi TOPOIIOK.

Crnonyka 21

'H SIMP (600 MI'1, xmopodopm-d) &
mu. 2,42 (¢, 3H). 3,05-3,12 (m, 1H),
3,51 (1, J=8,94 T'u, 1H), 3,70 (an,
J=9.86, 2,98 I'u, 1H), 3,74-3.82 (m,
2H), 3,82-3,92 (M, 3H), 3,93-4,01 (m,
1H), 4,07 (a, J=15,13 I'u, 1H), 4,48-
4,54 (m, 3H), 4,59 (1, J=10,55 ', 1H),
4.82-4.87 (M, 2H), 4,89 (1. J=10,55 'y,
1H), 6,70 (n, J=7.34 T'u. 2H), 7,00-
7,38 (M, 25H). ESI m/z = 804
(M+NH,). Be3bapBHuii opouok.

Crniosryka 22

"H SIMP (300 MI'u, xiopodopm-d) &
M. 1,29 (1. J=6,06 T'u, 6H), 3.04-3,14
(M, 1H), 3,50 (t, J=8,70 I'y, 111), 3.,65-
4,11 (m, 8H), 4.38-4,63 (m, 5H), 4.83-
4,92 (M, 3H), 6,65-6,77 (M, 3H), 6,99-
7.37 (m, 24H). ESI m/z = 821 (M+Na).
JKoBTHii HOPOIIOK.
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Crnionyka 23

'H SAMP (300 MI'u, xnopodopm-d) &
s, 1,19 (r, J=7.54 T, 3H), 2,58 (B,
J=1,77 Ty, 2H), 3,04-3,13 (m, 1H).
3,50 (1, J=8.70 'y, 1H), 3.66-4,14 (m,
8H), 4,46-4,53 (m, 3H), 4,59 (.
J=10,72 Tu, 1H), 4.84-4.92 (v, 3H),
6,66-6,72 (. 2H), 7,00-7,36 (m, 25H).
ESI m/z =791 (M+Na). biijo-xoBTHii
MOPOIIOK.

Crnonyka 24

"H SIMP (300 MI'1, xnopopopm-d) &
mu. 1,18 (c, 3H), 1,21 (¢, 3H), 2,77-
2,89 (m, 1H), 3.05-3,13 (M, 1H), 3.51
(1, J=8,86 I'n, 1H), 3.66-4,15 (m, 8H),
4,46-4,54 (m, 3H), 4,59 (1, J=10,72 ',
1H), 4,83-4,92 (M, 3H). 6,69 (ux,
J=7,85, 1,32 T'n, 2H), 7,06 (c, 4H),
7,08-7,36 (M, 21H). ESI m/z = 805
(M+Na). besbapsHuit OpOILOK.

Cnonyka 25

'H SIMP (300 MI'n, xnopodopm-d) &
M. 1,40 (1, J=6,99 Tu, 3H), 2,14 (c,
3H), 3,01-3.12 (m, 1H). 3,48 (1, J=8,86
I'u, 1H), 3.65-4.06 (M, 10H), 4,46-4.61
(M, 4H), 4,80-4,91 (m, 3H), 6,58 (aa,
J=824, 2,49 I'n, 1H), 6,68-6,76 (M,
2H), 6,81 (1, J=8,39 T'u, 1H), 6,98 (1,
J=2,18 Ty, 1H), 7,10-7.39 (m, 21H).
be3bapBHuii MOPOILIOK.

Cnonyka 26

'H sIMP (300 M, xsopodopm-d) &
mu. 3,14 (c, 1H). 3,43-3,58 (m, 1H),
3,63 (um, J=9.95, 2,64 I'u, 1H), 3,87-
4,16 (m, SH), 4,45-4,72 (m, 4H), 4,80-
5,05 (m, 3H). 6,73 (1. J=7.77 T'u, 2H),
7.02-7.43 (m, 19H), 7.74 (na, J=8.39,
2,49 I'u, 1H), 8,06 (x. J=2,49 I'y, 1H),
10,39 (¢, 1H). BesGapeHa amopgua
pE€IOBHUHA.

Cnonyxka 27

'H SIMP (300 MI'u, xiaopodopm-d) 8
m.d. 3,06 (c, 1H), 3.47-3,58 (m. 1H),
3,64 (an, J=10.03. 2,88 I'u. 1H), 3.83-
421 (m, 9H). 4,48-4,56 (m, 3H), 4,66
(n, J=10,57 T'y, 1H), 4.82-497 (m,
3H), 6,15 (¢, 1H), 6,77 (ax, J=7.85,
1,48 T'u, 2H). 7.08-7,21 (M, 5H), 7,23-
7,37 (m. 14H), 7.55 (an, J=8.39, 2,49
I, 1H). 7,92 (1, J=2.49 'y, 1H). ESI
m/z = 761 (M+Na). besbapsua
amopQHa peyoBUHa.
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Crnionyka 28

"H SIMP (300 MTI'n, xnopogopm d) &
M. 1,36 (t, J=6,92 Ty, 3H), 2,17 (c,
3H), 3.04-3,19 (v, 1H), 3,47-4.17 (m,
10H), 4,42-4,66 (M, SH), 4,77-5,12 (m,
5H), 6,55-7.51 (. 31H). ESI m/z =
893 (M+Na). besbapsrie maco. |

Cnontyka 29

"H SIMP (300 MI'n, xiopogopm-d) & |
M. 1,35 (1, J=6.99 I'n, 3H), 3,01-3,16
(m, 1H). 3,53 (1, J=9.01 I'n, 1H), 3.65-
3,74 (m, 1H), 3,78 (c. 3H), 3,81-4,08
(m, 8H), 4,43-4,56 (M, 4H), 4,59 (n,
J=10,88 I'u, 1H). 4,85 (¢, 2H), 4,89 (.
J=10,72 T'm, 1H), 6.68 (ma, J=7,77,
1,71 T'u, 4H), 6,89 (c, 1H), 7,00 (x,
J=8,39 T'u, 2H), 7.06-7.20 (m. SH),
7,21-7.38 (M, 14H). ESI m/z = 837
(M+Na).

Cnosyka 30

"H sIMP (300 MI'1t, xnopodopm-d) &
4. 1,39 (1, J=6,99 I'ni, 3H), 2,95-3,04
(M, 1H), 3.21-3,30 (m, 1H), 3,41-3,79
(M, 5H). 3.81 (c, 3H), 3.84-420 (m.
8H), 4,25-4,42 (m, 4H), 4,81-4.91 (M,
2H), 5.09-5,33 (M, 6H), 5,34-5,52 (m,
1H). 5,79-6.04 (m, 3H). 6,78 (1, 1=8.86
I'u, 2H), 6.87 (c, 1H), 7,03 (1, J=8,70
I'n, 2H), 7.21 (ump.c. 1H). ESI m/z =
637 (M+Na), 639 (M+2+Na).

Cnonyxka 31

TH IMP (300 MI'u, xmopodopm-d) &
M. 1,36 (1, J=6,99 I', 3H), 3,03-3,17
(M, 1H), 3.46-4,03 (v, 10H), 4.44-4.62
(m, 5H), 4,76-5,04 (m, 7H), 6,47 (c,
1H), 6.61-6,78 (M, 4H), 6,94-7,37 (M,
31H). beszbapsue maciio.

Cnonyka 32

TH SIMP (300 MI'1i, xopodopu-d) &
mu. 1,15 (1, J=7,.54 T'u, 3H), 2.22 (c,
3H), 2,54 (kB, J=7,54 T'u, 2H), 3,06-
3,16 (m, 1H), 3,49-4.07 (M, 11H), 4,45-
4,65 (M, 5H), 4.84-4,94 (m. 3H), 6,69-
6.76 (m, 3H), 6,94 (c. 4H), 7.07-7.19
(M, SH), 7,22-7,35 (m. 14H). ESI m/z =
801 (M+Na). besbapsHe Maciio.
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Cronyka 33

"H SIMP (300 MTI'n, xsopodopm d) 3 |
mu. 1,14 (1, J=7,54T"y, 3H), 2,54 (ks,
J=8,13 Ty, 2H), 3,06-3,16 (M, 1H),
3,53 (t, J=8,78 T'u, 1H), 3,64-4,13 (M,
10H), 4,46-4,65 (M, SH), 4,83-4,95 (M,
3H), 6,64-6,72 (v, 2H), 6,87-7.35 (M,
24H). ESI m/z = 821 (M+Na).
Be3bapBHe Macio.

Crnoiyka 34

|
O
SMTO S
SMTO" “OTMS

OTMS

'H SIMP (300 MTI'n, xiopodopm-d) &
m.u. 0,34-0,38 (M, 9H), 0,47 (c, 9H),
0,51 (c, 9H), 0,53 (c, 9H), 1,56 (T,
J=7,54 T, 3H), 2,96 (xs, J=7,51 'y,
2H), 3,30-3,45 (v, 1H), 3,63 (1, J=8,16
[y, 1H), 3,82-4,08 (v, 3H), 4,14 (c,
3H), 4,29 (ax, J=10,41, 3,73 I'n, 1H),
435 (m, J=3,57 T'u, 2H), 4,73 (x,
J=10,96 I'n, 1H), 7,20 (c, 1H), 7,42-
7,51 (M, 4H), 7,62 (c, 1H). ESI m/z =
749 (M+Na).

Crnonyka 35

"H SIMP (300 MI'n, xnopodopm-d) 3
m.u. 1,15 (7, J=6,84 ', 6H), 2,72-2,85
(m, 1H), 3,06-3,15 (m, 1H), 3,53 (r,
J=9,17 T'u, 1H), 3,64-4,11 (M, 10H),
4,44-4,63 (m, 5H), 4,83-4,93 (M, 3H),
6,67 (n, J=7,69 T'u, 2H), 6,89 (c, 1H),
6,94-7,36 (M, 23H). be36apsHe Macio.

Coeninenie36

'H AMP (300 MT'u, xnopodopm-d) &
mu. 2,21 (¢, 3H), 2,24 (c, 3H), 3,07-
3,18 (M, 1H), 3,55 (r, J=8,39 I'n, 1H),
3,64-4,07 (m, 10H), 4,47-4,64 (m, SH),
4,84-4,94 (M, 3H), 6,69-6,77 (M, 3H),
6,91 (c, 4H), 7,07-7,20 (m, SH), 7,22-
7,36 (M, 14H). ESI m/z = 787 (M+Na).
besbapHa amop¢Ha peyoBHHA.

Cnonyka 37

'H sIMP (300 MI'n, xnopodopm-d) &
s 1,15 (¢, 3H), 1,17 (¢, 3H), 2,23 (c,
3H), 2,70-2,86 (M, 1H), 3,03-3,20 (M,
1H), 3,55 (1, J=8,94 Ty, 1H), 3,64-4,08
(M, 10H), 4,43-4,66 (M, SH), 4,80-4,95
(M, 3H), 6,67-6,78 (M, 3H), 6,95 (c,
4H), 7,05-7,19 (M, SH), 7,21-7,37 (m,
14H). ESI m/z = 815 (M+Na). Brizo-
JKOBTa aMOp¢Ha pe4OBHHA.
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Cnostyka 38

'H SIMP (300 MI'n, x10podopm-d) ﬂ
sy, 1.26 (1, J=7,15 T'u, 3H), 2,65 (kB,
J=7,67 I'u, 1H), 3,06-3,24 (M, 1H),
3,50-3,61 (m, 1H), 3,71 (a1, J=9.87,
3,03 ['u, 1H), 3,78-4.09 (m, 6H), 4.52
(c, 2H), 4.62 (1, J=10.34 T'u, 2H),
4.84-498 (m, 3H), 6,75-6.85 (M, 2H),
7,08-7,56 (M, 25H), 7,72 (1, J=2,02 I'ny,
1H). ESI m/z = 796(M-H). buijo-
JKOBTHH ITOPOLIOK.

Cnosyka 39

"H SIMP (300 MI't, xnopodopm-d) &
s, 3,06-3,29 (M, 1H), 3,77-4,12 (M.
8H), 4,46-4,68 (M, 4H), 4.84-5.00 (M,
2H), 7.01-7,45 (m, 23H).

Cnoayka 40

'H SAMP (300 MTI'u, xaopodopm-d) 3
. 1,61 (¢, 9H), 3,06-3.21 (M, 1H),
3,51-3,64 (m, 1H), 3,66-3,77 (m, 1H),
3,78-4,06 (v, SH), 4,48-4.67 (m, 4H),
4,84-4,95 (M, 3H), 6,75 (a1, J=7,54,
1,79 ', 2H), 7,08-7.20 (M. 5H), 7.24-
7,46 (M, 15H). 7,77 (1, J=2,02 T'u, 1H).
ESI m/z =768 (M+NH,).

Crnonyxa 41

"H SIMP (300 MI'u, xaopodopm-d) &
v, 1,13-1,31 (M, 3H), 2,46-2.72 (m,
2H), 3,04-3,18 (M, 1H), 3,47-3,62 (m.
1H), 3,68-4,02 (M, 6H), 4.45-4.66 (M,
4H), 4,85-4,96 (m, 3H). 6,49-6.80 (M,
3H), 6,92-7,62 (M, 27H). ESI m/z =
769 (M+Na). be3GapBuuii nOpomox.

Crionyka 42

'H SIMP (300 MTI'1, xnopodopm-d) &
m.u. 1,22 (1, J=7,62 I'u, 3H), 2,62 (xB,
J=7,62 T'u, 2H), 2,91-3,03 (m, 1H),
3.20 (1, J=9,01 T'u, 1H), 3,43-3,79 (m,
SH)., 3,90-4,07 (m. 6H), 4,09-4,18 (m,
1H), 4,24-4.41 (m, 3H), 4.92-5.02 (m,
2H), 5.09-5,32 (m. 6H), 5.50-5,66 (Mm,
1H), 5,79-6.05 (m. 3H), 6.61 (1, J=3.57
I'u, 1H), 6.85 (. J=3.42 I'y, 1H). 7,07-
7.16 (m, 4H). ESI m/z = 563 (M+Na).
JKosTte Maco.
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Cnonyka 43

"H SIMP (300 MTI'u, xnopodopm-d) &
M. 1,21 (1, J=7.62 I'n, 3H), 2,61 (kB,
J=7,56 T, 2H), 3,06-3,15 (M, 1H),
3,53 (1, J=8,94 T'u, 1H), 3,68-3,98 (m,
8H), 4,47-4,54 (m, 3H), 461 (n,
J=1041 T'u, 1H), 4,87-4,94 (M, 3H),
6,61-6,67 (m, 2H), 7,01-7,39 (m, 26H).
ESI m/z = 757 (M+Na). be30apuuii
TIOPOLIOK.

Cnonyka 44

'"H SIMP (300 MI'u, xnopodopm-d) 3
md. 2,91-3,03 (v, 1H), 3.19-3,40 (m,
2H), 3,56-3,87 (M, 6H), 3,92-4,02 (M,
4H), 4,11-4,20 (M, 1H), 4.25-4,43 (M,
3H), 4,63-4,68 (M, 2H), 4,80-4,95 (m,
2H), 5,09-5,48 (m, 7H), 5,81-6,04 (M.
3H), 7,00-7,39 (v, 8H). ESI m/z = 554
(M+NHy,). baifo-xoBTe Macio.

Crnontyka 45

'H SIMP (300 M1, xmopodopm-d) &
M. 1,61 (¢, 9H), 3,06-3,21 (m, 1H),
3,51-3,64 (M, 1H), 3,66-3,77 (M, 1H),
3.78-4,06 (M. 5H), 4.48-4.67 (M, 4H).
4,84-4.95 (v, 3H), 6,75 (na, J=7,54,
1,79 I'u, 2H), 7,08-7,20 (m, SH), 7.24-
7.46 (. 15H), 7,77 (1, J=2,02 ['u, 1H).
ESI m/z = 759 (M+Na).

Cnosnyka 46

'H SIMP (300 Ml 11, /IMCO-d6) ( m.x.
1.21 (1, J=7,54 ', 3H), 2,65 (xB, 2H),
3,58 (1, J=8,86 I'u, 1H), 3,69-3,85 (M,
3H), 3,89-4,16 (m, 3H), 4,41-4.62 (M,
5H), 4,78-4,85 (m, 3H), 6.65 (11, J=7.62
[y, 2H), 7,01-7,12 (m, 3H). 7.16-7,22
(m, 2H). 7.26-7.35 (M, 15H), 7,40-7.71
(M, 6H). ESI m/z = 743 (M+Na).
besbapBHUii IOPOLIOK.

Cnonyka 47

'H SIMP (300 MTI'u. xiopopopm-d) &
mu. 1,66-1,81 (m, 2H). 1.88-2,02 (m,
2H), 3,05-3,15 (m, 1H), 3.47-3.59 (m,
3H), 3,64-4,00 (M, 10H), 4,33-4,42 (m,
1H), 4,46 (1, 1=9,95 I'u, 1H), 4,52 (c,
2H). 4,60 (1, J=10,41 ', 1H), 4.84-
4,93 (m, 3H), 6,60-6,67 (M, 2H), 6,72-
6,79 (m. 2H), 6,99-7,19 (m, 8H), 7,20-
735 (M, 16H). ESI m/z = 824
(M+NHy). besbapBuuit 1opoIIOK.
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Cnonyka 48

"H sIMP (300 MI', xiopopopm-d) &
M. 1,56-1,66 (M, 2H), 1,68-1,92 (m,
6H), 3,06-3,14 (M, 1H), 3,52 (1, J=8.86
I'u, 1H), 3,67-3,74 (m, 1H). 3.75-3.98
(M, 7H), 4,42-4,70 (m, 5H), 4,83-4.93
(M, 3H), 6,61-6,75 (M, 4H), 6,98-7.19
(™, 8H), 7,19-7.34 (m, 16H). ESI m/z =
808 (M+NH,). bezbapsuuii HOpOIIOK.

Crostyka 49

'"H AIMP (300 MTI'u, xmopodopm-d) &
m.y. 3,00-3,13 (M. 3H), 3.30-3.44 (m,
4H), 3,67-3.89 (M, SH), 3,94-4,05 (m,
3H), 4,15-4,24 (m, 1H), 4.33 (1, J=5,75
I'u, 2H), 4,37-4,46 (m, 1H), 4,77-4.87
(M, 2H), 5,10-5,45 (m, 7TH), 5.81-6.06
(m, 3H), 7,19-7,39 (m, 7H), 7.53 (anx,
J=8,63, 1,63 I'u. 1H), 7,70 (x, J=7.62
I'u, 1H), 7,82 (n, J=8,39 I'u, 1H), 8,08
(c. 1H). ESI m/z = 3593(M+Na).
be30apBHUIi TIOPOLIOK.

Cnoayka 50

'H SIMP (300 MI'n, xnopopopm-d)
mu. 2.98-3,18 (m, SH), 3,40-4,02 (m,
12H). 4,36-4,66 (M, SH). 4,81-4,97 (M,
3H), 6.58-7,50 (M, 28H). FAB m/z =
791 (M). bBesbapBHe macio.

Crnonyka S1

"H SIMP (300 MI'L, xsopodopm-d) &
muy. 2.88 (¢, 6H), 3.05-316 (m, 1H),
3,41-4.01 (m. 8H)., 4,39-4,64 (M. 5H),
4.84-4.90 (m, 3H), 6.52-7,37 (m, 28H).
ESI m/z = 772 (M+Na). be3bapsue
MacJIo.

Crionyka 52

'H SIMP (300 MT'n, xsopodopm-d) &
m.u. 3,05-3,15 (M, 1H), 3,52 (1, J=8,94
I'n, 1H), 3,66-3,75 (m, 1H), 3,75-3,98
(m, 10H), 4,41-4,64 (M. 6H), 4,83-4,95
(m, 3H). 6,60-6.79 (m. 4H), 6,98-7,19
(m, 8H), 7.22-7,36 (M, 16H). ESI m/z =
817 (M+Na). be3dapsue Macio.

Crnionyka 53

BnO
BnO’

"H SIMP (300 MI'u. xnopodopm-d) &
. 2,96 (c, 3H). 3,05 (c, 3H), 3.06-
3,14 (m, 1H), 3,52 (1, J=8,86 I', 1H),
3,68-3.74 (m, 1H), 3,76-3.96 (m. TH).
4,44-4,54 (m, 3H), 4.56-4.63 (m. 3H),
4.85-4.93 (m, 3H), 6,65 (u1, J=7.93,
1,55 I'u, 2H), 6,76-6,83 (M, 2H), 7.01-
7,18 (M, 8H), 7.22-7.35 (M, 16H). ESI
m/z = 825 (M+NH,;). Bbe3bapsua
TBEpAa pCHOBHHA.
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Cnonyxka 54

BnO

'"H SIMP (300 MI'u, xnopodopm-d) &
m.u. 2,35 (c, 6H), 2.68-2,81 (M, 2H),
3,04-3,16 (M, 1H), 3,52 (1, J=8.70 I'u.
1H), 3,66-3,76 (M. 1H), 3,76-4,10 (M,
9H), 4,47 (1, J=10,10 I'u, 1H), 4,52 (c.
2H), 4,60 (1, J=10,72 T'n, 1H), 4.84-
494 (m, 3H), 6,65 (na, J=7.85, 1,32
I'u, 2H), 6.72-6,81 (m, 2H), 7,00-7,18
(M, 8H), 7,20-7,36 (M, 16H). ESI m/z =
794 (M+H). besbapBHa TBepia
pEYOBHHA.

Cnonyka 55

"H sIMP (300 MI'u, xopodopm-d) 3
m.u. 3,06-3,14 (m, 1H), 3,52 (1, J=8,86
[y, 1H), 3,67-3,74 (m, [H), 3,77-4.04
(v, 11H), 4,47 (1, J=9.95 I'n, 1H). 4,52
(c, 2H), 4,60 (a1, J=10,72 T'u, 1H),
4,86-4,93 (m, 3H). 6,62-6,68 (M, 2H),
6,73-6,79 (m. 2H), 7,02-7.18 (M, 8H),
7.21-7,35 (m, 16H). ESI m/z = 784
(M+NHy). be3bapsha TBEp/A
pEyuOBHHA.

Crniosryka 56

H SAMP (600 MI'y, xnopodopm-d) &
M. 3,03-3,12 (M, 1H), 3,50 (t, J=9,17
I'm, 1H). 3,70 (an, J=9.86, 2,98 I'u,
1H), 3.76-3.84 (M, 2H), 3,86 (¢, 3H),
3,87-3.92 (m, 2H), 3,94 (1, J=10,09 I'ny,
1H), 4.13-4,18 (m, 1H), 4.22-4.27 (M,
1H), 4.46 (1, J=10,09 I'u, 1H), 4,51 (c.
2H). 4.59 (1, J=10,55 ', 1H). 4,85 (c.
2H), 4.89 (1. I=11,00 ', 1H). 6.69 (1.
J=6.88 I'n, 2H), 6,87 (i, J=9.17 I'n,
1H), 6,94 (¢, 1H), 7.01 (1, J=7.57 I'u,
2H), 7.09 (1, J=7.34 'y, 1H), 7,12-7,16
(M, I=9,17 I'n, 2H), 7,20 (1, J=7,57 I'y,
1H), 7.23-735 (m, 16H)., 7,54 (a.
=779 T'u, 1H), 7,67 (n, J=8,71 T'u.
IH). ESI m/z = 815 (M+Na). T.mi.
133,0-135°C. be30bapBHuii mOpoOLIOK.
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Cnomnyxka 57

TH SIMP (600 MI'u, xiopodopm-d) &
m.u. 3,02-3.14 (M, 1H), 3,51 (1, J=8.94
Fa, THj, 3,70 (oo, =963, 275 I'n,
1H), 3.76-3.92 (m, 4H). 396 (n,
J=10,55 T'u, 1H), 4,24-430 (m, 1H),
432-4.39 (M, 1H), 4,48-4,54 (m, 3H),
4,58 (11, J=10,55 ', 1H), 4,81-4.91 (m,
3H), 6,70 (1, J=7,34 ', 2H), 6,95 (c,
1H), 7,07 (1, J=7,57 I'n, 2H), 7,11-7,42
(M, 21H), 7,56 (1, J=7,79 'y, 1H), 7,68
(n, J=7.79 Tu. 1H). ESI m/z = 819
(M+Na). .11 140,0-143,0°C.
be3bapBHuii NOPOIIOK.

Crnonyka 58

TH SIMP (600 MI'u1, xiopopopm-d) &
m.u. 3,08-3,14 (m, 1H), 3.53 (1, J=8,94
Iy, 1H), 3,71 (un. J=9,63, 2,75 T'y,
1H), 3,77-3.88 (M, 2H), 3,88-3,97 (m,
3H), 4,16-4,25 (M, 2H), 4,48 (1, 159,63
I'n, 1H), 4,52 (¢, 2H), 4,59 (1, J=11,00
I'u, 1H), 4,85-4.91 (M, 3H), 6,67 (xa,
J=6,88 ['m. 2H). 6,97 (c, 1H), 7,03-
7.09 (m, J=6,65. 6,65 T'n, 2H), 7.10-
7.16 (M, 3H), 7,19-7,42 (m, 19H), 7,57
(1, J=7.79 T, 1H), 7,68 (1, J=8,25 I'y,
1H). ESI m/z = 785 (M+Na). bxigo-
KOBTA TBEpP/ld PEUOBHHA.

Cnosnyka 59

"H SIMP (600 MI', xiopodopm-d) 3
ma. 3,09-3,15 (M. 1H), 3,53-3,58 (m,
1H), 3.66-3.74 (v, 1H), 3,81 (c, 4H).
3,91 (v, J=9,63 I'u, 2H), 3,98-4,04 (m,
1H), 4,09-4,19 (m, 2H), 4.48-4.54 (v,
3H), 4.58-4,67 (M, 2H), 4,83-4.92 (m,
3H), 6,69 (1, J=6,88 Tu, 2H), 884-
6,94 (M, 2H), 7,07-7,35 (m, 21H), 7,45-
7.66 (M, 3H). ESI m/z = 815 (M+Na).
besbapBHUI IOPOUIOK.

Cuosnyka 60

'H SIMP (300 MI'n, xaopodopm-d) 8
M. 3,06-3.18 (m, 1H), 3,54 (1, J=9.17
I'n, 1H), 3,63-4,31 (m, 13H), 4,44-4,64
(M, SH), 4.82-4.95 (m, 3H), 6.47 (c,
1H), 6.72 (1, J=9.33 I'n, 2H), 6.88 (c.
1H), 7.00-7,52 (m, 22H), 7,58-7.67 (m,
1H). ESI m/z = 845 (M+Na).
| besbapsua amopdHa peyoBHHa.
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Crionyka 61

"H SIMP (300 MTI'i;, xaopodopm-d) 3]
M. 3,03-3,15 (M, 1H), 3,46-3,56 (M,
1H), 3,66-4,02 (M, 6H), 4,11-4.29 (m,
2H), 4,48-4.63 (M, 4H), 4,83-4,93 (m,
3H), 6,28 (c, 1H), 6,71 (u1, J=8.16,
1,32 I', 2H), 7,04-7,19 (M, 6H), 7.22-
743 (m, 19H). ESI m/z = 798
(M+NHy,). PoxeBuii mopouox.

Cnosyka 62

"H SIMP (300 MI'ii, xnopodopm-d) &
m.4. 3,07-3,15 (M, 1H), 3,53 (1, J=8,94
'y, 1H), 3,68-3,75 (m, 1H). 3.78-4,00
(M, 5H), 4,07-4,17 (m, 2H), 4.46-4,54
(M, 3H), 4,60 (1, J=10,57 'y, 1H),
4.86-493 (M. 3H)., 6,65-6,71 (m,
J=7,54, 1,94 I'u, 2H), 6,75 (1, J=3.89
Tu, 1H), 7,06-7,17 (M, 7TH), 7.24-7,40
(M, 17H), 7,47-7,53 (m, 1H), 7,58-7.65
(M, 1H), 8,48-8,52 (m. 1H). ESI m/z =
790 (M+H). Be3bapHuii mopomIok.

Cnonayka 63

TH SIMP (300 MT'1i, xsopodopm-d) &
m.u. 1,22 (1, J=7,62 I'u, 3H), 2.62 (k8,
J=7,62 T'u, 2H), 2,91-3,03 (M, 1H),
3,20 (1, J=9.01 I'n, 1H), 3,43-3,79 (m,
5H), 3.90-4,07 (m, 6H), 4,09-4,18 (m,
1H), 4.24-4,41 (M, 3H), 4,92-5.02 (m,
2H), 5,09-5,32 (M, 6H), 8,50-5,66 (M,
1H), 5,79-6,05 (m, 3H), 6,61 (1, J=3.57
I'n, 1H), 6,85 (1, J=3,42 'y, 1H), 7,07-
7.16 (M, 4H). ESI m/z = 611 (M+Na).
JKopre macio.

Criosyka 64

BnO
BnO"

TH SIMP (300 MTI'1i, xsopodopm-d) &
m.4. 3,53 (T, J=8,86 I'it, 1H), 3,66-3,76
(v, 1H), 3.67-3.74 (M, 1H), 3,77-4,00
(M, 5H), 4,18 (c, 2H), 4.45-4,54 (m,
3H). 4,60 (1, J=10.57 I'u, 1H), 4.86-
4,94 (M, 3H). 6,67 (u1, J=8,00. 1,32
I, 2H), 6,90 (c. 1H), 7,03-7.41 (m,
24H). ESI m/z = 791 (M+Na).
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Crionyka 65

H SAMP (300 MI'u, xnopopopm-d) &
M. 3,04-3,16 (m, 1H), 3.32 (c, 3H),
3,53 (1, J=8.70 I'u, 1H), 3,67-3,75 (M,
1H), 3,75-4,00 (v, 7TH), 4,46-4,56 (™,
3H), 4,60 (1, J=10,57 T'n, 1H), 4.84-
4,96 (M, 3H), 5,89 (1, J=3,73, 1,55 I'n
1H), 6,04 (1, J=3,03 I'u, 1H), 6,49-6,54
(v, 1H), 6,70 (an, J=7,62, 1,71 I'y,
2H), 7,05-7,18 (m, 7H), 7,22-7,36 (M,
14H), 7,39-7.46 (m, 1H). ESI m/z =
710 (M+H), 732 (M+Na).

Crnonyka 66

"H sIMP (300 MI'n, xaopodopm-d)
M. 3,06-3,17 (v, 1H), 3,54 (t, J=8.78
Iy, 1H), 3,68-3.75 (m, 1H), 3,77-4,01
(M, 5H), 4,43 (c, 2H), 4,46-4,56 (m,
3H), 4.60 (1. J=10,57 I'u, 1H), 4,85-
4,94 (m, 3H), 6,67 (an, =793, 140
'y, 2H), 7,00-7,19 (m, 6H), 7,21-7,51
(m, 18H), 7,71 (1, J=7.31 . 1H), 7,97
(n, J=8,08 T'u, 1H). ESI m/z = 764
(M+H), 786 (M+Na).

Crionyka 67

'H SIMP (300 MTIu, xsopodopm-d) &
. 1,40 (1, J=6,99 I'n, 3H), 2,93-3,06
(M, 1H), 3,25 (1. J=8.94 ', 1H), 3,30-
3,44 (m, 1H), 3,49-4,05 (m, 12H), 4,15
(mn, J=12,05, 5,98 T'u, 1H), 4,24-4.42
(M, 3H), 4,80-4,92 (m, 2H), 5,08-5.42
(v, 7TH), 5,78-6,03 (M, 3H), 6.81 (x,
J=8,70 T'u, 2H), 7.03 (n, J=8,70 I'y,
2H). 7.48 (c, 1H), 8,42 (m1, J=16,16,
2,18 I'n, 2H). ESI m/z = 552 (M+H).

Crnonyka 68

'H SIMP (300 MI'u, xsopodopm-d) &
s 2,31 (¢, 3H), 2,99-3,10 (m, 1H),
3,27-3,40 (m, 2H), 3,66-3,87 (m, SH),
4,00 (n, J=5,75 I'n, 2H), 4,15-4,26 (m,
4H), 4,31 (1, 16,84 I'ni, 2H), 4,40 (az.
J=12.05, 5,83 T'u, 1H), 4,63-4,82 (m,
2H), 5,09-5.37 (m, 711). 5,80-6,07 (m,
3H), 7.04-7.17 (m, SH), 7,32 (t. 1H),
7.41 (c, 1H), 7,89 (a. J=7.93 T'w. 1H).
ESI m/z = 599 (M+Na). XomTnit
TIOPOLLIOK.
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Cnonyxa 69

"H SIMP (300 M1, xnopodopm-d) &
M. 2,28 (¢, 3H), 3,07-3.16 (w1, 1H),
3,53 (r, J=8,78 I'n. 1H), 3,68-3,97 (m,
6H), 4.49-4,63 (. SH), 4.86-4.91 (m,
2H), 4,99 (1, J=3.11 ', 2H), 6.68 (u1,

J=7,85, 1,63 'y, 2H), 6,76 (1, J=1.24 ,

T, 1H), 6.92-7.00 (m, 2H). 7,08-7.19
(M, 6H), 7,23-7.44 (v, 15H). ESI m/z =
711 (M+H).

Cronyka 70

"H SIMP (300 MI'tt, xopodopm-d) &
v, 3,05-3,14 (v, 1H), 3.46-3,56 (m,
1H), 3,66-3.74 (m, 1H), 3,76-3.92 (m,
5H), 3.95 (c, 3H), 4.46 (1, J=10,10 I'y,
1H), 4,52 (c, 2H), 4.59 (i, J=10,57 T'n,
1H), 4,84-4,93 (m, 3H), 5,25 (1, 1=2,49
'y, 2H), 6,46-7.39 (m, 29H). ESI m/z
=793 (M-+NH,).

Cnionyka 71

BnO
BnO"

'H SIMP (300 MTI'n, xa0podopm-d) &
.. 3,05-3,17 (v, 1H), 3,47-3.60 (m,
1H), 3,66-3.99 (m. 6H), 4,15 (¢, 1H),
4,43-4.70 (M., SH), 4.84-4.95 (m, 3H).
6,60-6,73 (M, 2H), 6,97-7,20 (M, 6H),
7,19-7,49 (m. 17H), 7,78-7,87 (m, 1H),
8,36-8,43 (M, 1H), 8,65-8,73 (m, 1H).
ESI m/z = 708 (M+H), 730 (M+Na).
BJ1110-K0BTHIi TOPOLIOK.

Coepinenie72

BnO

BnO"
OBn

'H SIMP (300 MI'u, xaopodopm-d) &
M. 3,05-3,15 (m, 1H), 3,52 (1, J=8,94
[, 1H), 3,66-3.75 (m, 1H), 3,75-4.01
(M, SH), 4.28 (c, 2H), 4.46 (1, J=9,79
[, 1H), 4,52 (c, 2H), 4,60 (a1, J=10,72
I, 1H), 4,85-495 (m, 3H), 6,55-6,62
(M, 2H), 6,98-7.37 (m, 22H), 7.49 (c.
1H), 8.57 (1, J=4.97 I'u, 2H). ESI n/z
=731 (M+Na). 709 (M+H).

Cnionyka 73

BnO
BnO"

OBn

"H SIMP (300 MI'u. xiopopopm-d) &
mu. 3.05-3,16 (m, 1H), 3,48-3,58 (m,
1H), 3,66-3,75 (M, 1H). 3.77-3,99 (m.
SH), 4,15 (c, 2H), 4.45-4,55 (m. 3H),
4,60 (. J=10,57 T'u, 1H), 4.84-4, P5
(v, 3H), 6.62 (1, 1=6.84 T'n, 2H), 7,02-
7,19 (m, 6H), 7.20-7.42 (m, 16H), 8,36
(n, J=2,64 I'n, 1H), 8,40-8,47 (M, 1H),
8,67 (¢, IH). ESI m/z= 731 (M+Na).
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Crnouyka 74

OH

'H SAMP (300 MI'n, meranon-d;) &
m.a. 1,19 (1, J=7,6 ', 3H), 2,58 (xB,
J=7,6 T'u, 2H), 2,95-3,03 (m, 1H),
3,20-3,28 (M, 1H), 3.60 (w1, J=10.3,
9.0 I'y, 1H), 3,70-3,78 (m, 3H), 3.88-
3.98 (M. 3H). 7,09 (ump.c, 5H), 7.17-
7,23 (m, 3H). ESI m/z = 397 (M+Na),
373 (M-H).

Cnonyka 75

Yo
HO NS
HO" Y “OH

OH

H sAMP (300 MI'u, meranon-dy) &
m.u. 1,35 (r, J=7.0 I'y, 3H), 2,92-3,03
(M, 1H), 3,19-3,28 (m, 1H). 3,59 (w1,
J=10,2, 9.1 T'u, iH), 3,69-3.78 (M, 3H),
3,88 (¢, 2H), 3,90-4.04 (m, 3H), 6,80
(1, J=R,7 I'u, 2H), 7,04-7,11 (m, 3H),
7.14-7.25 (m, 3H). ESI m/z = 413
(M+Na), 389 (M-H).

Cnoayka 76

SO
HO NS
HO" ™ “OH
OH

TH SIMP (300 MI'u, wmeraHon-dy) &
s, 1,36 (r, J=7,0 ', 3H), 2.94-3,03
(m. 1H), 3,22 (1, ]=8.2 T, 1H), 3,57
(ut, 1=10,3, 9,0 T, 1H), 3,65-3.78 (M.
3H), 3,89-4,05 (M, 5H), 6,80 (1, J=8.7
I, 2H), 7,08 (1, J=8.7 Ty, 2H), 7.16-
7,23 (m, 2H). 7,32 (1 1H). ESI m/z =
447, 449 (M+Na). T.111. 79,0-83°C.

Crnionyxka 77

|
SYS
Ho NS
HO" “OH
OH

"H SIMP (300 MI'u. meranon-d;) &
mu. 1,35 (1, J=7.0 T, 3H), 2,91-3,01
(m, 1H), 3,18-3.25 (m, 1H), 3.57 (1,
1=10.3. 9,0 I'n, 1H), 3,68-3,76 (M. 3H).
3,79 (c, 3H), 3.84 (¢, 2H), 3,89-4,02
(M, 3H), 6,76 (1, J=8,7 I'u, 2H), 6,88
(1, J=8,7 I'u, 1H), 7.03-7,11 (m, 3H),
717 (u1, 1=8.6. 2.3 T'n, 1H). ESI m/z
= 443 (M+Na). 419 (M-H), .ru1. 89,0-
95°C.

Cnonyxa 78

|
pSU <
HO NS
HO" “OH
OH

"H SIMP (600 MIn, meranon-dg) &
M. 1,33 (1, J=7,1 T, 3H), 2.90-2.98
(M, 1H), 3,22 (1, J=8.9 I'u. 1H). 3,51-
3,61 (M, 1H)., 3,65-3,74 (ma, J=11,5,
6.4 Tu. 1H), 3.76-3,84 (M, 6H), 3,91
(my, J=11.5. 3.7 T, 1H), 3,96 (ks.
J=7,1 I'n, 2H), 4,31 (ump.c, 1H), 6,77
(1, 1=8,7 I',, 2H), 6.85 (1. J=8.7 1.
1H), 7,00 (aa. J=8.7, 2.3 'n, 1H), 7,04
(m, J=8,7 T'u, 2H), 7,16 (ump.c, 1H).
ESI m/z = 443 (M+Na). T.au. 130.0-
130.5°C.
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Cnonyxa 79

Cnonyka 80

H SIMP (300 MI'u, meraHoin-ds) 3]
. 1,37 (1, J=7,0 T'ny, 3H), 2,94-3.05
(M, 1H), 3,22-3.29 (M, 1H), 3,60 (m,
1H), 3,69-3.88 (m, 4H), 3.90-4,04 (M,
3H), 4,33 (1, J=10.,6 I'u, 1H), 6.71 (xn.
J=8,2 T'u, 1H), 6,76-6,90 (M, 3H),
7,03-7,15 (M, 3H). ESI m/z = 429
(M+Na). 405 (M-H), Tt 145.0-
150°C.

"H SIMP (300 MI'u, meraHon-dg) o
s, 1,34 (1, J=7,0 T'n, 3H), 2.88-2,99
(M, 1H), 3.22 (r, J=8.8 I';, 1H), 3,51-
3,59 (m, 1H), 3.66-3,79 (m. 4H), 3,81
(c, 3H), 3,84 (c, 3H), 3,88-4.01 (m,
3H), 4.21-4,32 (m, 1H), 6,57 (c, 1H),
6,75 (1, J=8,7 I'n, 2H), 7,03 (c, 1H),
7,04 (1, J=8,7 ', 2H). ESI m/z = 449
(M+Na), T.in. 158,0-160,0°C.

Croouyka 81

TH sIMP (300 MI'n, meranon-dy) &
s, 1,35 (1. J=7,0 T'n, 3H), 2,91-3,03
(M. 1H), 3,19-3.25 (m, 1H), 3.58 (.
J=10.3, 9,0 I'u, 1H), 3,68-3,79 (m. 3H),
3.86-4.04 (M. 5H), 6,77-6,82 (M, 2H),
6,95-7.04 (M. 1H), 7,07-7,12 (m, 2H),
7.15-7.24 (v, 2H). ESI m/z = 431
(M+Na). T.1u1. 60,0-65,0°C.

Cnonyka 82

H SAMP (300 MI'u, meranon-ds) o
mu. 1.35 (1, J=6,9 'y, 3H), 2.89-2.98
(M, 1H), 3,16-3,24 (m, 1H), 3.56 (ux,
J=10,2, 9.0 I'u, 1H), 3.60-3,76 (M, 3H),
3,83 (mmwp.c, 2H), 3.88-3,95 (m, 1H).
3,98 (x8, J=6.9 I'u, 2H), 6,69-6,80 (M.
3H), 6,96-7,04 (M, 2H), 7.06-7,15 (m.
2H). ESI m/z = 424 (M+NH,), 405
(M-H).

Crnonyka 83

'H SIMP (600 MI'u, meranon-ds) o
M. 1.40 (1, J=7.1 T, 3H), 2.94-3.04
(. 1H), 3,23 (1, J=8.9 I'i. 1H). 3.58
(nn, J=10.3, 8.9 I', 1H), 3.67-3.79 (m,
3H). 3,94 (ua. J=11,5. 32 T'n, 1H).
3,96-4,04 (v, 2H), 4,07 (x8, I=7.1 I'n.
2H). 6,79 (a1, J=11,2, 7.1 'y, 1H),
6,87 Gu1, J=11.2, 7.1 I'n, 1H), 7,20 (a,
J=23 I'n, 1H), 7,24 (aa, J=8,3, 2,3 I'n,
1H), 7.35 (n, J=8.3 ', 1H). ESI m/z =
483 (M+Na), 459 (M-H). T.ui. 72.0-
76,0°C.
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Cronyka 84

H SIMP (600 MI'n, meranon-d;) &
s, 1.38 (1, J=7,1 'y, 3H), 2,94-3,03
(m, 1H). 3,23 (1, J=8,7 I'n, [H), 3,55-
3,61 (m. 1H), 3.67 3.79 (m, 3H), 3,94
(o, J=11,7, 3.4 T'u, 1H), 3.98-4,02 (m,
2H), 4,06 (x8, J=7.1 T'u, 2H), 6.85-
6,92 (m. 2H), 6,96 (t, J=8.7 I'u. 1H).
7.19-7.27 (m, 2H), 7,34 (1, J=8,3 I'n,
1H). ESI m/z = 465 (M+Na), 467
(M+2+Na), 441 (M-H), 443 (M+2-H).
r.u1. 73,0-81,0°C.

Cnoayka 85

'H SIMP (600 MI'u, meranon-dy) &
m.u. 1,40 (1, J=6.9 I'u, 3H), 2,96-3,03
(M, 1H), 3,23 (1, J=8,9 I'n, 1H), 3,58
(am, J=10,3, 8,9 I'u, 1H), 3.68-3.80 (M,
3H), 3,94 (an. J=11,7, 3,4 'y, 1H),
3,96-4,04 (M, 2H), 4,06 (k8, J=6.9 I'u,
2H), 6,93 (1, J=8.5 ', 1H), 7,05 (1.
J=8,5. 2,3 I', 1H), 7,16 (x, J=2.3 I'Ly,
1H), 7,20-7.27 (m, 2H), 7,34 (a. J=7.8
['n, 1H). ESI m/z = 481 (M+Na), 483
(M+2+Na), 485 (M+4+Na), 457 (M-
H), 459 (M+2-H), 461 (M+4-H). T.1u1.
79,0-82,0°C.  Amnan. pospax. s
CyHyuClOsS:0,5H,0: €, 53.84; H,
5,39. 3unaitneno: C, 53,64; H, 5,39.

Croayka 86

'H sIMP (300 MI'u, meranon-dy) &
my. 1,35 (1, J=6,9 T'u, 3H), 2,17 (c,
3H), 2,93-3,03 (M, 1H), 3,19-3.28 (m,
1H), 3,59 (ux, J=10.2, 9.0 I'u, 1H),
3,68-3,79 (m, 3H), 3,89 (wmwup.c, 2H),
3,93 (i, J=7,9, 3.7 I'u, 1H), 3,97 (ks,
2H), 6.74-6,82 (M, 2H), 6.96-7,04 (v,
2H), 7,05-7,15 (M, 3H). ESI m/z = 422
(M+NH,), 403 (M-H).

Crionyka 87

TH SIMP (600 MI1, wmeranon-dg) 6
M. 2.94-3.00 (M. 1H), 3,17-3.24 (M,
1H), 3.55 (a. J=10.3. 8.9 I'u, 1H)
3,61-3,75 (m, 4H), 3,77 (c, 3H), 3.78
(c, 3H), 3.88-3.98 (v, 2H), 6.42 (ux,
J=8,3,2.3 Tu, 1H), 6.52 (1, J=2.3 I'n,
1H), 6,90 (1. J=8,3 I'u, 1H), 7,09 (1.
J=2.3 'y, TH). 7,16 (1x,. 3=8,3. 2.3 T'n,
1H), 7.30 (1, J=8.3 I', 1H). ESI m/z =
463 (M+Na). 465 (M+2+Na), 439 (M-
H).
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Crionyka 88

'H IMP (600 MI'n. wmeranon-dy) &
M. 2,96-3,01 (v, 1H). 3.21-3.25 (m,
1H), 3,57 (am, J=10,3, 8,9 'y, 1H),
3,66-3,74 (M, 3H), 3.75 (c, 3H), 3.93
(mn, J=11,5. 3.7 'y, 1H), 3,98-4,05 (M,
2H), 6,82 (x, J=8.7 I'n, 2H), 7,09 (x,
J=8,7 'y, 2H), 7,18-7,22 (m, 2H), 7,32
(n, J=83 TI'u, 1H). ESI m/z = 428
(M+NH;"), 430 (M+2+NH,"), 409 (M-
H), 411 (M+2-H). T.nn 71,0-74,0°C.
Anan. pospax. wi CyHp;ClIOsS: C,
58.,46: H, 5.46. 3naitneno: C, 58,35, H,
5,55.

Crnionyka 89

'H SIMP (600 MIi, meranon-dy) &
mau. 1,35 (1, J=6,9 I'y, 3H), 2,17 (¢,
3H), 2,92-3,01 (m, 1H), 3,24 (T, J=8.71
I'n, 1H), 3.54-3.60 (m, 1H). 3,72 (an,
J=11.5, 6,4 T'u. 1H), 3.81 (c, 3H), 3.83 |
(c, 2H), 3,94 (mn, 1=11,5, 3.7 'y, 1H),
3.97 (kB. J=6.9 T'u, 2H), 4.33 (c, 1H),
6,77 (n, J=8,3 T'u, 2H), 6,76 (c. 1H),
6.99 (n, J=8.3 I'u, 2H). 7.10 (c, 1H).
ESI m/z = 452 (M+NH,"), 493
(M+CH3CO5). T.awi.  155,0-157,0°C.
Anan. pospax. 1i1s Cy3H30045:0,5H,0:
C, 62,28; H, 7,06. 3naiigeno: C, 62.39;
H, 7,10.

Cnosnyka 90

'H sIMP (300 MI'u, meranon-dy) &
M. 1,29 (¢, 9H), 2,90-3.05 (m, 1H),
3,23 (1, J=8,7 I'u, 1H), 3,58 (an,
J=10,1, 8,7 I'n, 1H), 3.64-3,80 (m, 3H),
3,94 (nm, J=11.4, 3,5 I'u, 1H), 4,04 (c,
2H), 7,10 (n, J=8,2 ['u, 2H), 7,16-7,37
(M, 5H). ESI m/z = 454 (M+NH,"),
456 (M+2+NH,"), 435 (M-H), 437
(M+2-H). t.nn. 94,0-100,0°C. Anain.
pospax. wis Ca3HyoClO,4S: C, 63,22; H,
6,69. 3naiijeno: C, 62,82; H, 6,64.

Cnomyka 91

Cl_~_0O_~
|
HO S XN
HO" ™" "OH R

OH

'H SIMP (300 MI'n, meranon-d;) &
s 1,36 (t, J=7.0 T, 3H), 2,93-3.05
(m, 1H), 3,18-3,27 (v, 1H), 3,58 (.,
J=10.3, 9,0 ', 1H), 3,67-3,78 (m, 3H),
3,89-4,04 (M. SH), 6,58-6,69 (m, 2H).
6.97 (1, 1=8,9 'y, 1H), 7,11-7.24 (m,
2H), 7,33 (a. IH). ESI m/z = 465
(M+Na), 441 (M-H).
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Crniostyka 92

"H sIMP (300 MIm, meranoi-d;) &
My, 2,28 (¢, 3H), 2,94-3,02 (m, 1H),
3,18-3,26 (m, 1H), 3,57 (u1, J=10,2,
8,9 I'u, IH), 3,65-3,77 (m, 3H), 3.93
(nn, J=11,4, 3,7 Tu, 1H), 4,02 (c, 2H),
7.02-7,10 (m, 4H), 7,16-7,24 (m, 2H),
7,29-7,35 (m, 1H). ESI m/z =412, 414
(M+Na). 393 (M-H).

Crnionyka 93

'H SIMP (600 MI1, wmeranon-d;) &
M. 2,43 (c, 3H), 2,95-3,03 (M, 1H),
323 (r, J=8,7 T'u, 1H), 3,58 (an,
J=10.3, 8,9 I'u, 1H), 3,68-3,77 (m, 3H),

3,93 (ma, J=11,5, 3,2 I'u, 1H), 4,00-

4,09 (m, 2H), 7,09-7,13 (m, 2H), 7.15-

7,19 (m. 2H), 7,21 (an, J=8.3, 2,3 I'u, !

1H), 7,23 (n, J=2.3 I'u, 1H), 7.33 (x,
=83 I'u, 1H). ESI m/z = 449 (M+Na),
451 (M+2+Na), 425 (M-H), 427
(M+2-H).

Criostyka 94

'H SIMP (300 MI'u, meraHoi-d;) &
M. 2.93-3.05 (m. [H). 3,18-3.28 (m,
1H), 3,54-3,64 (m, 1H), 3,66-3,78 (m.
3H), 3,89-3,99 (m, 3H), 6,69 (1, J=8,6
I'n, 2H), 6,99 (1, J=8,6 ['l, 2H), 7,15-
7,22 (m, 2H), 7,31 (a, 1H). ESI m/z =
419 (M+Na), 395 (M+H).

Crionmyka 95

'H SIMP (300 MI'u, wmeranon-d;) &
M. 1,20 (t, J=7,62 ', 3H), 2,59 (kB,
J=7,62 T'u, 2H), 2,94-3,03 (m, 1H),
3,18-3,27 (m, 1H), 3.57 (an, J=10,26,
9,01 ', 1H). 3.66-3.78 (v, 3H), 3.93
(nn, 1=11,50, 3,57 T'u, 1H), 4.03 (c,
2H), 7,06-7,11 (m. 4H), 7,17-7.25 (m.
2H), 7,33 (a, J=8,08 T', 1H). ESI m/z
=431,433 (M+Na), 407 (M-H).

Crniontyka 96

TH sIMP (300 MIu, meranon-d;) &
M. 1,20 (¢, 3H), 1.22 (¢, 3H), 2,76-
2,92 (m. 1H), 2,94-3.03 (m. 1H), 3.19-
3,27 (M. 1H), 3.58 (wx, J=10,1, 9.2 ',
1H), 3.66-3,79 (m, 3H). 3.94 (i,
J=114, 3.6 I'u, 1H), 4.03 (c. 2H),
7.06-7.15 (M. 4H). 7,17-7.26 (m, 2H).
733 (n, 1H). ESI m/z = 445447
(M+Na), 421 (M-H).
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Cnoayka 97

'H sIMP (300 MIu, meranon-dy) &
my. 1,37 (1, J=6.9 TI'u, 3H), 2,17 (c,
3H), 2,90-3,01 (m, 1H), 3,14-3.24 (m,
1H), 3,54 (an, J=10,3, 9,2 T'y, 1H),
3.60-3,76 (m, 3H), 3,86-4,06 (m, SH).
6,66 (w1, J=8.6, 2,7 T'u, 1H), 6,75 (1,
J=3.0 'y, 1H), 6.85-6,95 (M, 2H), 7,19
(zn, J=8.2, 2,2 T'y, 1H), 7,35 (n, J=8,2
I'u, 1H). ESI m/z = 461 (M+Na), 437
(M-H). Amnai. po3pax. s
C221‘12705C]S'0.6I‘130: C, 5859; H,
6,33. 3naiineno: C, 58,28; H, 6,10.

Crnoayka 98

'H AMP (300 Mlu, meranoi-d;) &
mu. 1,35 (1, J=7,0 Ty, 3H), 2,08 (c,
3H), 2,92-3,04 (m, 1H), 3,22-3,27 (m,
1H), 3,59 (mm, J=10,3, 8,9 I'u, 1H),
3,69-3.88 (M, 4H), 3,89-4,03 (M, 3H),
429 (n, J=10,57 ', 1H), 6,60 (c, 1H),
6,73-6,80 (M, 2H), 6,95-7,02 (M, 2H),
7.04 (¢, 1H). ESI m/z = 443 (M+Na),
419 (M-H). mru. 183,0-187.0°C.
Anaut. pospax. mist CyHygO6S0,.5H,0:
C. 61.00; H, 6,86. 3uaitneno: C, 60.81;
H, 6,89.

Criontyka 99

'H AMP (600 MI'u, meranon-d;) o
mau. 1,35 (1, J=6.9 ', 3H), 2,92-3,00
(m, 1H), 3.22 (1, J=8,9 I'n, 1H). 3,53-
3,59 (m, 1H), 3,72 (u1, J=11,7, 6,7 T'iy,
1H), 3.82 (c, 3H), 3,88-3,95 (m, 3H),
3.99 (k8, J=6,9 I'n, 2H), 6,79 (1, J=8.,7
I'i, 2H), 6,98 (¢, 1H), 7.06 (z, J=8.71
I'n, 2H), 7,20 (¢, 1H). ESI m/z = 477
(M+Na), 479 (M+2+Na), 453 (M-H),
455 (M+2-H). rtau. 177,0-179,0°C.
Awan. po3pax. Juist
C22H27C10(,S'0,7H20: 23 56,95, H,
6,10. 3uaiaeno: C, 56,89: H, 5,98.

Cronyka 100

HO OH_~_0O
S \l \t
HO
HO" “OH
OH

"H SIMP (600 MI'u., meranon-ds) &
M. 1.35 (r, J=7,1 T'u. 3H), 2.89-2,98
(m, 1H), 3,19-3.26 (m, 1H), 3,52-3,58
(M, 1H), 3,68-3,79 (M, 4H), 3,92 (an,
J=11,5, 3,7 I'u, 1H), 3,97 (xB, J=7,1
I'n, 2H), 4,21 (1, J=10,1 T, 1H), 6,32
(¢, 1H), 6,76 (n, J=8,7 'y, 2H), 6,91
(c, 1H), 7,08 (n, J=8.7 I'y, 2H). ESI
m/z = 445 (M+Na), 421 (M-H), t.mu.
186.0-190,0°C.

o)
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Coeainenicl0
1

'H SIMP (300 MIu, wmeranon-d;) &
mu. 1,19 (1, J=7.6 I'u, 3H), 2,17 (¢,
3H), 2,58 (kB, J=7.6 I'n. 2H), 2,91-
3,02 (M, 1H), 3,19-3,28 (M, 1H), 3.58
(g, J=10,3, 9.2 I'u, 1H), 3,67-3,89 (m,
7H), 3,94 (nn. J=11,5, 3,7 I'u, 1H),
4,25-4,39 (M, 1H), 6,76 (c, 1H), 6,96~
7,09 (m, 4H), 7,12 (¢, 1H). ESI m/z =
441 (M+Na), 417 (M-H).

Crionyka 102

'H sIMP (300 MI1, wmeranon-dy) &
my. 1,23 (1, J=7.6 I'u, 3H), 2.62 (kB
I=7,6 ', 2H), 2,93-3,07 (m, 1H). 3.27
(t, J=8,8 T'u, 1H), 3.60 (1, 1H), 3,70-
4,09 (m. 8H), 4,25-4.39 (M, 1H), 6,99-
7,18 (m. SH), 7,27 (¢, 1H). ESI m/z =
461 (M+Na). Amnan. pospax. s
Cy,H»ClOsS'H,0: C, 56.,70: H, 6,50:;
3naiinenio: C, 56,40; H, 6,45.

Crosyka 103

"H AMP (600 MI'u, meranon-d;) &
mu. 1,21 (n, J=7,3 T'n, 6H), 2,79-2,88
(M, 1H), 2,94-3,01 (m, 1H), 3,23 (T,
J=8,9 T'u, IH), 3,53-3,61 (m, 1H),
3,69-3,76 (m, 2H), 3,82 (c, 3H), 3,91-
4,02 (m, 3H), 4,24-4.36 (m, 1H), 6,99
(c, 1H), 7,05-7,14 (m, 4H), 7,24 (c,
1H). ESI m/z = 475 (M+Na).

Crnonyxka 104

'H SIMP (600 MI'w, mertanon-d;) &
M. 2,16 (c, 3H). 2,27 (c, 3H), 2.94-
2,99 (v, 1H). 3.24 (m. 1H). 3,55-3.60
(m, 1H), 3,72 (an, J=11.5, 6.4 I'u, 1H),
3,77-3,90 (M, 6H), 3.94 (an, J=115,
3,7 T, 1H), 6,76 (c, 1H), 6,97 (M, 2H).
7,00-7,04 (m, 2H), 7,11 (c. 1H). ESI
m/z = 427 (M+Na), 403 (M-H).

Crnonyka 105

TH SMP (600 MIu, meranon-d;) &
m.u. 1,20 (c, 3H), 1,21 (¢, 3H), 2,17 (c,
3H), 2,80-2.86 (M. 1H), 2,94-2.99 (um,
IH), 3,25 (m, 1H), 3,58 (an, J=10,1.
9,2 T'u, 1H), 3,72 (axn, J=11,2, 6,6 T,
IH). 3.77-3,91 (m, 6H), 3.94 (axn.
J=11,5, 3,7 T'n, 1H), 6.76 (c, 1H). 7.00
(o, J=8,3 'u. 2H), 7,08 (u. J=8,3 I'y,
2H), 7,13 (¢, 1H). ESI m/z = 455
(M+Na), 431 (M-H).
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Cnonyka 106

"H SIMP (600 MI'u, meranon-dy) & |
M. 1.23 (1, J=7,57 I'u, 3H). 2,64 (kB,
J=7,79 T'ny, 2H), 3,00-3,07 (v, 1H).
3,27 (r, J=8,71 I'n, 1H), 3,59-3-64 (M,
1H). 3.73-3,82 (M, 2H), 3.89 (u.
J=10,09 T'u, 1H), 3,95 (ax. J=11,69,
3,44 T'u, 1H), 7,20 (a, J=8,25 I'n, 2H),
7,47 (c. 2H), 7,53 (¢, 1H), 7.56 (n,
J=8.71 I', 2H). ESI m/z = 438 (M+H),
440 (M+2+H). be3bapsHuit opoLIoK.

Cnionyka 107

'H SIMP (300 MIu, wmeranon-ds) &
m.a. 1,20 (1, 1=7.62 I'u, 3H). 2,59 (k8.
J=7,62 T'u, 2H), 2,85 (¢, 4H), 2.95-
3,07 (m, 1H), 3.21-3,28 (M, 1H), 3,54-
3,68 (m, 1H), 3,69-3.83 (m, 3H), 3,95
(mn, J=11,42, 3,65 I'u, 1H), 7,00-7,11
(M, 5H), 7,13-7,28 (M, 3H). ESI m/z =
411 (M+Na), 387 (M-H). be3bapsunii
IOPOIIOK.

Crnionyka 108

HO

HO" “OH
OH

'H SIMP (600 MI'u, meranon-ds) 3
M. 1,20 (1, J=7.57 I'y, 3H), 1.87-1,94
(m, 2H), 2,56-2,63 (M, 6H). 2,98-3,03
(m, 1H), 3,26 (t, ]=8.25 I', 1H). 3,59-
3,64 (m, J=10,32, 8,94 T'n, 1H), 3.71-
3,82 (m, 3H). 3,95 (an, J=11,46, 3,67
[y, 1H), 7,05-7,12 (m, 5H), 7,14-7,25
(M, 3H). ESI m/z = 425 (M+Na), 401
(M-H). be3bapBHuii NOPOLIOK.

Cnostyka 109

Cnonyka 110

<Uony
HO/\/S
HO" “OH
OH

H SMP (600 MI'u, meranon-d;) o
mu. 119 (1, J=7,79 'u, 3H), 2,58 (ks,
=779 T'n, 2H), 2,96-3.02 (M, 1H),
3,22-3,27 (m, 1H), 3,59 (an, J=10,32,
8,94 I'u, 1H), 3.70-3,77 (M, 3H), 3,88-
3,97 (m, 3H), 7.08 (c, 4H). 7,14 (n,
=779 T'y, 2H), 7,25 (n, J=7,79 T,
2H). ESI m/z = 397 (M+Na), 373 (M-
H). be3bapBuuii mopouiox.

ITH siMP (300 MI'n, meranon-dy) o

M.a. 2.94-3.03 (M, 1H). 3.20 3.28 (m.
1H), 3,54-3,65 (m. 1H), 3.68-3,78 (m,
3H), 3.89-3,98 (M, 3H), 4,55 (c. 2H),
7,05-7,11 (m, 2H), 7,12-7.28 (m, 7TH).
ESI m/z = 377 (M+H), 375 (M-H).
‘ B1i10-3KOBTHI IOPOIIOK.
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Crnoayka 111

HO

HO"

i e

“OH
OH

H SIMP (300 MI'u, Meranon-d;) &
mu. 1,14-127 (M, 3H), 2,54-2,68 (m,
2H), 2,95-3,05 (M, 1H), 3,22-3,30 (m,
1H), 3,51 (n. J=6,37 I'u, 1H), 3,56-
3,68 (M, 2H), 3.70-3.83 (M, 3H), 3.95
(aa, J=11,35, 3,57 'y, 1H), 5,72-6,59
(m, 2H), 7,07-7,30 (m, 8H), ESI m/z =
423 (M+Na), 399 (M-H). Xosre
Mmacilio.

Crionyka 112

H SIMP (600 MI'n, meranon-dy) &
v, 1,23 (1, J=7,57 I'n, 3H), 2,63 (s,
J=7,79 T'u, 2H), 2,95-3.04 (m, 1H),
3,23 (1, J=8,71 I'u, 1H), 3.56-3.61 (M,
1H), 3.69-3,78 (m, 3H), 3,94 (ux,
J=11,46. 3,67 Ty, 1H), 6.84 (an,
J=8,02, 2,52 I'u, 1H), 6,91 (n, J=8.25
I'u, 2H), 6,95-6,98 (M, 1H), 7.08 (x,
J=7,79 T'u, 1H), 7,18 (n, J=8,71 I'n,
2H), 7,27 (1, J=7,79 T'u, 1H). ESI m/z
=399 (M+Na). 375 (M-H).

Cnosyxa 113

"H SIMP (300 MIu, meranon-d;) 8
m.y. 1,29 (1, J=7.62 I'y, 3H), 2,71 (kB
J=7,62 T'u, 2H), 3,01-3,15 (M, 1H),
3,28-3,36 (m, 1H), 3,62-4,07 (M, 5H),
7.22-7,66 (m, 8H). ESI m/z = 383
(M+Na), 359 (M-H). DbesbapsHa
amMop(Ha peuOBMHA.

Cronyxka 114

H SMP (300 MI'n, meranon-ds) o
M. 2,94-3,03 (m, [H), 3,20-3.28 (m.
1H), 3.55-3.64 (m, 1H), 3,69-3,79 (m,
3H), 3.87 (¢, 3H), 3,90-3,98 (M, IH),
4,03 (c. 2H), 7,08-7.14 (m, 1H), 7,18-
7,35 (M, 5H), 7,89-7.95 (m, 2H). ESI
m/z = 427 (M+Na), 403(M-H). baino-

JKOBTUH TIOPOILIOK.

Cnonyka 115

HO S

°Q

OH

H SIMP (300 MI'1. meraHon-ds) o
Mu. 1,61-1,76 (M, 2H), 1,93-2,05 (™,
2H). 2,94-3,03 (m, 1H), 3,20-3.27 (M,
1H), 3,51-3,64 (M. 3H). 3,68-3.79 (m.
3H), 3.84-3,98 (m. SH), 4.45-4.54 (m,
1H), 6,81-6,88 (m, 2H), 7.04-7,13 (m.
3H), 7,14-7.25 (m, 3H). ESI m/z = 469
(M+Na), 445(M-H). buaino-xosre
MacJio.
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Cnonyka 116

'H IMP (600 MIu, wmeranon-d;) &
M. 1,57-1,67 (M, 2H), 1,72-1,82 (m,
4H), 1,84-1,94 (m, 2H), 2,95-3,02 (m,
1H), 3.21-3,28 (m, 1H), 3.60 (w1,
J=10,32, 8,94 T'u, 1H), 3,70-3,80 (M,
3H), 3,87 (c, 2H), 3,91-3,97 (m. 1H),
4,71-4,77 (m, 1H), 6,73-6,79 (M, 2H),
7,03-7,10 (m, 3H), 7.15-7,24 (m, 3H).
ESI m/z = 453 (M+Na). be30apsunii
NOPOIIOK. ‘

Crnonyka 117

'H SIMP (600 MIu, metaHoi-ds) &
m.u. 2,96-3,00 (m, 1H), 3,21-3,26 (M,
1H), 3,59 (ax, J=10,09, 9,17 I'u, 1H),
3,71-3,79 (M, 3H), 3,82-3,87 (M, 2H),
3.88 (c. 2H), 3.94 (uu, J=11.46, 3,67
i, 1H), 3,98-4,02 (m, 2H), 6,82-6,88
(M, 2H), 7.05-7,12 (m, 3H), 7,15-7.24
(M, 3H). ESI m/z = 429 (M+Na),
405(M-H). Be30apBHHii OPOILOK.

Cnonyka 118

"H SIMP (600 MI'u, meranon-d) &
M. 2,97 (¢, 3H), 2.99-3.04 (M, 1H).
3,07 (c. 3H), 3,63-3.68 (M, 1H), 3.74-
3,82 (m, 3H), 3,88-3.94 (m, 3H). 4.74
(c, 2H). 6,87 (a, J=8,71 I'u, 2H), 7,06-
7,14 (v, 3H), 7.16-7.24 (v, 3H).
be30apBHUit MOPOILOK.

Cnosyxa 119

'H SIMP (300 MIn, meranon-d;) &
m.u. 1,35 (1, J=6,99 'y, 3H), 2,92-3.00
(v, 1H), 3,17-3,25 (M, 1H), 3,57 (a,
J=10.18, 9,09 I', 1H), 3.68-3,78 (M,
6H), 3,88-4,02 (m, SH), 4,68 (c, 2H),
6,73-6,80 (M, 3H), 7.09-7,18 (m, 4H).
ESI m/z = 501 (M+Na). 477 (M-H).

Cronyka 120

"H aMp (300 MI'y, meranoin-dy) &
m.u. 1,35 (1, J=6,99 ', 3H), 2,91-3,00
(M, 1H), 3,17-3,25 (m, 1H), 3,57 (aa,
J=10.26, 9,01 TI'u, 1H), 3,66-3.77 (M,
3H), 3 88-4,03 (M, SH), 4,63 (c. 2H),
6,73-6.82 (M, 3H), 7,07-7,19 (m, 4H).
ESI m/z = 487 (M+Na), 463(M-H).
besbapeHuii kpuctan
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Cnonyka 121

HO/\/S

HO

OH

OH

A Bl Oy

s

H AMP (600 MIm, wmetanon-ds) 8 |
M. 2,34 (c, 6H), 2,76 (T, J=5.50 'y,

2H), 2,96-3,01 (M, 1H), 3,22 (t, J=8.71

I'n, 1H), 3,57 (an, J=10,32, 8,94 I'n,

1H), 3.68-3.76 (M, 3H), 3,93 (w1

J=11,46, 3,67 T, 1H), 4,01 (c, 2H),

4,07 (1, J=5,50 I'u, 2H), 6,83-6,87 (M.

2H), 7,08-7,12 (m, 2H), 7.18-7.23 (m,

2H), 7,32 (1, J=8,25 I'n, 1H). ESI m/z |
= 468 (M+H), 470 (M+2+H).

besbapBHuit nopouiok.

Cnonyka 122

7 Z
S S l i\l,
HO
HO OH

OH

.

"H SIMP (600 MI'L, Mmetanoi-d;) &
M.y, 2,96-3,01 (M, 1H), 3,22-3,26 (M,
1H), 3,59 (ua, J=10,09, 9,17 T'n, 1H),
3,71-3,79 (M, 6H), 3.89 (c, 2H), 3,94
(., J=11,46, 3,67 T'u, 1H), 4,66 (c,
2H), 6,81-6,85 (m. 2H), 7,05-7,13 (m,
3H), 7,16-7,23 (m, 3H). ESI m/z = 457
(M+Na). buiio-xoBTe Macio.

Cnodyka 123

"H SIMP (600 MIu, meranon-dg) &
M. 2,98-3,07 (m, 2H), 3,07-3,13 (M,
1H), 3.33-3,40 (M, 3H), 3,69 (w1,
J=10,09, 9,17 T'm, 1H), 3.80 (an,
J=11,69, 6,65 I'm, 1H), 3,94 (na,
J=10,09, 8,71 I'm, 1H), 4,00 (ux,
J=11,46, 3,67 T'u, IH), 4,04 (&,
J=10,55 TI'u, 1H), 7,14-7,20 (m, 1H),
7,21-7,29 (m, 5H), 7.30-7.35 (m, 1H),
7,51 (ua, J=848, 1,60 I'n, 1H), 7,69
(n, J=8,25 T'u, 1H), 7.84 (1, J=8,25 I'u1,
1H), 8,13 (¢, 1H). ESI m/z = 433
(M+Na). ba1i10-)KOBTHIT TOPOHIOK.

Cnonyka 124

TH SIMP (600 M1, METAHO/JI-d4) (
ML 2,92-2,97 (m, 1H), 3,17-3.22 (m,
1H), 3.55 (ma, J=10,09, 9,17 I', 1H),
3,66-3,75 (M, 3H), 3.90 (1, J=11,46,
3,67 I'u, 1H), 3,99 (c, 2H), 7,07 (n,
J=7,79 T'u, 1H), 7,15-7,23 (M, 3H),
727 (. J=8.25 T'u, 2H)., 7.88 (.
J=8.25 T', 2H). Bu1ij10-5k0BTE Maco.

Croatyka 125

'H sIMP (600 MI'u. wetanoi-ds) o
M4, 2,94-3,00 (m, 1H), 3.04-3,11 (m,
4H), 3,19-3.25 (m. 1H), 3,54-3,61 (M,
1H), 3.69-3.77 (m, 3H), 3,77-3.81 (m,
4H), 3,85 (c. 2H), 3,90-3,95 (m, 1H),
6.84-6,91 (M. 2H). 7,03-7,09 (m. 2H).
7,13-7,36 (m, 4H). ESI m/z = 454
(M+Na). be3bapBHuii 1OpoOLIOK.
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Cnonyxka 126

TH sIMP (600 MI'n, meranon-d;) &
M., 2,85 (¢, 6H). 2,93-3,01 (M, 1H),
3,19-3.25 (m, 1H), 3,57 (an, J=10,1,
9,2 I'u, 1H), 3,68-3,78 (M, 3H), 3,82
(c, 2H), 3,89-3,95 (M, IH), 6,67-6,74
(M, 2H), 6,99-7,07 (m, 2H), 7,11-7,26
(v, 4H). ESI m/z = 412 (M+Na).
be30apBHUH NOPOIIOK.

Cronyxa 127

TH AMP (600 MI'u. meranon-dy) &
m4. 291-2.98 (M, 1H), 3,17-3.23 (m,
1H), 3,56 (1, J=9.6 I'u. 1H), 3,67-3,78
(m, 3H), 3,82 (¢, 3H), 3,91 (w1, J=11,5,
3,7 'y, 1H), 4.11-4,20 (m, 2H), 6,92
(n, J=7.8 T'u, 1H), 6,98 (c, 1H), 7,16-
7.26 (m, 4H), 7,60 (1, J=7,8 T'u, 1H),
7,68 (i1, J=7.8 T'n, 1H). ESI m/z = 455
(M+Na), 431 (M-H), rtmi. 91,0-
105,0°C.

Cnonyka 128

TH sIMP (300 MI'u, meraHon-d4) o
M4, 2.93-3,05 (M, 1H), 3,20-3,27 (m,
1H), 3,58 (mu, J=10,3, 9,0 T'u, 1H),
3.69-3,83 (M, 2H), 3,93 (ma, J=11,5,
3,6 I'n, 1H), 4,35 (¢, 2H), 7,01-7,05
(m, 1H). 7,19-7,32 (M, 3H), 7,35-7.41
(M, 2H), 7,63-7.77 (M, 2H). ESI m/z =
459 (M+Na), 461 (M+2+Na), 435 (M-
H). T, 105,0-115,0°C.

Cnonyxa 129

TH SIMP (300 MI'u, meranon-ds) o
mu. 2,95-3.05 (M, 1H), 3.21-3,36 (m.
1H), 3,60 (am, J=10,3, 9,0 I'u, 1H),
3,70-3.81 (m, 3H). 3,90-3,98 (m, 1H),
4,23 (c, 2H), 7,06 (c. 1H). 7.19-7,34
(M, 6H), 7,62-7,75 (m, 2H). ESI m/z =
425 (M+Na). T.ru1. 159,5-160,0°C. !

Cnonyxa 130

H SIMP (300 MI'n, meranon-d;) &
M. 2,92-3,01 (m, 1H), 3,25 (1, ]=8.9
I'u, 1H), 3,52-3.65 (m, 1H), 3.72 (na,
J=114, 6,5 'u, 1H), 3.76-3.87 (M, 4H),
3,93 (mu, J=114, 3.6 T'u, 1H), 4,16
(mwup.c, 2H), 4.31-4,43 (M, 1H), 6,92
(n, J=8,6 T'u, 1H), 7.03 (c, 1H), 7.12-
7.35 (M, 4H), 7,59-7,78 (M, 2H). ESI

m/z = 455 (M+Na). T.m1. 97,5-98.,0°C.
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Cnonyka 131

'H SIMP (300 MI'u, wmerasosn-d;) &
. 2,89-3,00 (m, 1H), 3.22 (m, 1H),
3,51-3,96 (M, 10H), 4,04-4,19 (m, 2H),
6,62 (c, 1H), 6,97 (c, 1H), 7,17-7.28
(m, 3H). 7.58-7.73 (m, 2H). ESI m/z =
485 (M+Na), 461 (M-H).

Cnosnyka 132

'H sIMP (300 MI'u, meranon-d;) &
M. 2,94-3,05 (v, 1H), 3,18-3,28 (M,
1H), 3,58 (ui J=10,2, 89 I'n, 1H),
3,66-3,83 (M, 3H), 3.94 (am, J=11.5,
3.6 I'u, 1H), 4.16 4,32 (M, 2H), 6.40 (c,
1H), 7,10-7,51 (m, 7H). ESI m/z = 443
(M+Na), 445 (M+2+Na).

Cnosyka 133

'H SIMP (300 MI'n, meranon-ds) &
M. 2,96-3,04 (M, 1H), 3,22-3,29 (m,
1H), 3,56-3,64 (M, 1H), 3,70-3.81 (m,
3H). 3.94 (un, J=11.42, 3,65 I'n, 1H),
421 (c, 2H), 6,94-6,97 (v, 1H), 7,18-
733 (m, 4H), 7,36-7,43 (m, 1H), 7.62
(m, J=3.73 T'n, 1H), 7,85-7.90 (M, 1H),
7.96-8,03 (m, 1H). 8,44-849 (M, 1H).
ESI m/z = 430 (M+H). Xostuii
MOPOLIOK.

Crionyka 134

'H sIMP (300 MIu. wmetanon-ds) &
M.y, 2,95-3,06 (m, 1H), 3.22-3,29 (M,
1H), 3,57-3,66 (M, 1H), 3,70-3,83 (M,
3H), 3,95 (an, J=11,50, 3,73 T'u, 1H).
4,12 (c, 2H), 6,79 (1, J=3,57 I'u, 1H),
7.14-736 (M, 8H), 7,48-7,57 (m,
J=8,32, 1,17 I'u, 2H). ESI m/z = 451
(M+Na), 427 (M-H). be3dapsuuii
MOpoIIOK.  AHal.  pospax. s
C23H24()4SZ'0,3I"I20: C, 63,57; H, 5,72,
3uaitgeno: C, 63.89; H, 5,63.

Crionyka 135

"H SIMP (300 MIi, meranon-d;) &
M. 2,95-3,04 (m, 1H), 3,20-3.28 (m,
1H), 3.54-3,64 (m, 1H), 3.69-3,81 (M,
3H), 3,94 (an, J=11,35, 3,57 T'n, 1H),
4,19 (c, 2H), 7.00 (c, 1H), 7,14 (n,
J=5,60 I'm, 1H), 7.16-7,33 (m, 4H),
7.37 (ua, 1=5.13, 0,47 I'u, 1H). ESI
m/z = 431 (M+Na). 407(M-H).
be30apBHuii MOPOMHIOK.
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Cnonyka 136

'H SIMP (300 MI'n, wmeranon-d;) &
M. 2,92-3,05 (M, 1H), 3.19 3,29 (M,
1H), 3,39 (c, 3H), 3,59 (1, J=9,64 I'
1H), 3,68-3,83 (M, 3H), 3,86-4,02 (M,
3H), 5,80-5,87 (m, 1H), 5,94 (1, J=3.11
I'u, 1H), 6,55 (a1, J=1.87 I'u, 1H), 7.03
(nx, J=6,99, 1,71 T'u, 1H), 7,12-7.28
(m, 3H). ESI m/z = 372 (M+Na).

Cnonyka 137

"H IMP (300 MIu, meranon-d;) &
ma. 2,95-3,05 (M, 1H), 3.21-3,28 (M,
1H), 3,55-3,66 (v, 1H), 3,69-3,83 (m,
3H). 3,94 (ur, J=11,50, 3,57 I'u, 1H),
4,44 (c, 2H), 7.24-7.52 (M, 6H), 7,85-
7.95 (v, 2H).

Cnonyka 138

'H SIMP (600 MI'n, meranon-d;) &
M. 1,36 (1, I=7,18 ', 3H), 3,01-3,05
(M, 1H), 3,23-3,27 (m, 1H), 3,60 (an,
J=10,32, 8,94 I'n, 1H), 3,71-3,78 (m,
2H), 3,84 (n, J=10,55 I'n, 1H), 3,92-
3,97 (m. 3H), 3.99 (kB, J=7,18 'y, 2H),
6,82-6,85 (m. 2H). 7.10-7,13 (m, 2H),
7.64 (r. J=2,06 T'u, 1H), 828 (m.
J=2,29 I'u, 1H), 8,34 (a, 3=2.29 I'y,
1H). ESI m/z = 392 (M+H), 390 (M-
H). Be30apBuuii 1opouiok.

Cnoayxka 139

"H samp (300 MI'u, meranon-ds) &
m.u. 1,20 (1, J=7,62 I'u, 3H), 2,60 (xB,
J=7,62 Ty, 2H), 2,92-3,03 (M, 1H),
3,19 (1, J=8.86 I'n, 1H), 3,50-3.63 (m,
2H), 3,72 (un, J=11,58, 6,45 I'u, 1H),
3,93 (an, J=11.50, 3,73 I'u, 1H), 4,03
(1, J=4,97 I'u, 3H), 6,58-6,67 (M, 1H),
6,83 (n, J=3,57 I'u, 1H), 7,08-7,17 (m,
4H). ESI m/z = 403 (M+Na), 379 (M-
H). besbapBuuii mnopomok. AHai.
pospax. g CoHy404S,: C, 59.97; H.
6,36. 3uaiineno: C, 59,93; H, 6,33.

|
Cronyka 140 | Ho~yS~"~ )
Ho" oM

"H sIMP (300 MI'n, meranon-dg) &
m.u. 2,26 (c. 2H). 3,03-3,14 (M, 1H),
3.32-3,40 (m., 1H). 3,62-3,72 (m, 1H),
3,77 (nun, J=11,50. 6,37 I'u, 1H), 3,93-
4,06 (m, 2H), 4,14 (c, 2H), 4,32 (x,
J=10,26 T'u, 1H), 7,01-7,17 (M, 5H),
7.33 (1, 1H), 7,48 (¢, 1H), 7,90 (x.
J=731 T'm, 1H). ESI m/z = 439
(M+Na). 415 (M-H). be3bapsuuii
IOPOLIOK.

Tect-Mpuknag 1

Micns oTpumaHHs 50MkN cycneHsii MembpaHHNX
Be3ikyn LWiTkoBOI 0BMNsIMIBKM HUPOK Liypa (KOHLEHT-
pauist 6inka: 4mr/mn) (MembpaHHi Be3ikynu LUiTKOBOI
obnamisky, brush border membrane vehicle: BBMV)
3rigHo 3i cnocobom, onucaHum B nybnikauii (Anal.
Biochem., Vol.201, Clause 301, 1984), uto cycneHsito
nepeiHkybyBann npu TemnepaTypi 37°C npoTarom
OBOX XBWINWH, i NOTiM 40 Hel gogasanu 150mMkn peak-
LiMHMX cymiwi, sika sBnsna cobol cymiw TecT-
cnonyku, podynHeHoi B AMCO (kiHLeBa KOHLEeHTpaLis
OMCO: 1%), 100MM wmaHiTy, 100MM NaSCN a6o

KSCN, 10mM HEPES/Tris, pH7,4, D-rntoko3a (kiHue-
Ba KoHueHTpauis: 0,1MM) i 1mkKi D-[6-3H]-rm0K03V|
(Amersham). lNicna BUTPUMYBaHHA peakuinHOi CyMiLLi
npu TemnepaTypi 37°C npoTarom N'ATv cekyHa, Ansg
ranbMyBaHHS peakuii 4O peakuinHoi Cymili goaasa-
nM 1MN NbOASHOrO PO34MHY, WO 3YNUHSAE peakLuito
(150MM NaCl, 10mM HEPES/Tris pH7,4, 0,3mM
dropuUmH), | MemMObpaHHi Be3ikynu LLiTKOBOI 00nsiMiB-
kv (BBMV) HerawHO Bigginanu WnsxoM BMCOKOLIBUA-
KICHOro LeHTPU@YryBaHHs, 3 BUKOPUCTAHHSIM MeEM-
6paHHoro dinbtpa (HAWP02500 3 po3mipom nop, Lo
cknapgae 0,45mkm, Millipore). MemGpaHHuii inbTp
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Tpudi npomuBann 4,5Mn NbOASHOrO PO3YMHY, SKUN
3ynuHsie peakuito. MNicnsa Toro sk membpaHu B gocTa-
THIN Mipi NiACOXHYTb, BUMIpIOBanu pagioakTUBHICTb B
PiOKOMY CLUMHTUNAUIMHOMY RiYMNBHUKY pafioakTue-
HocTi (Beckman) 3 MeTow KinbKICHOro BU3HaYeHHS
MOrMIMHEHOI [MIOKO3M B MeMBpaHHMUX BesuKynax LuiT-
KOBOi 06MsIMiBKM Ha MemMBpaHHOMY inbTPi.

OBGuuncntoBanu KOHLEHTPAL0 Cromnyku, nNpu sikin
NOrNUHaHHA rmnKo3n iHribysanocsa Ha 50% (3HaveHHs
ICs0), NpuiiMatoun piBeHb MOrMWHAHHA rNoKo3n 6e3
aoaasaHHsi cnonyku 3a 100%.

Pesynbtat HaBeaeHi B Tabnuui 2.

Tabnuusa 2
Cnonyka Ne I1Cs0 (MKM)
Cnonyka 75 1.600
Cnonyka 76 0,320
Crnonyka 79 0,220
Cnonyka 127 0,350
Cnonyka 128 0,790

Tect-MNpuknag 2

KrnoHyBaHHA ntoacbkoro SGLT1 i nioacbkoro
SGLT2 i ix BBEAEHHS 0 eKcnpecyBarnbHOro BekTopa

MocnipoBHicTe moacbkoro SGLT1 (NM_000343)
niggasann 3BOPOTHIN TpaHckpunuii Ha ocHosi MPHK,
OTPMMaHIN 3 TOHKOK KULLIEYHWUKA MOANHW, NOTIM amn-
nicpikyBanu, i notim BBogunun y Bektop pCMV-tagbA
BupobHuuTBa Stratagene Corporation. MNocnigoBHicTb
nmogcekoro  SGLT2 (NM_003041) oTtpumyBann 3
MPHK HMpOK niognHW, BMKOPUCTOBYIOUYM BKasaHy BU-
e TexHororitlo, | MOTiM BBOAWNW Yy BEKTOpP
pcDNA3.1+hygro BMPOOHULTBA Invitrogen
Corporation. |geHTUYHICTb KOXHOI KNOHOBAHOI nocni-
OOBHOCTI NigTBEpAXyBanu Ha piBHI eKcnpecoBaHol
NocniAoOBHOCTI.

OtpumanHsa knitnHn CHO-k1, ctabinbHo ekcnpe-
cytoyoi noacbkun SGLT1 i mogcbkmn SGLT2

Knitnhn CHO-K1 TpaHcdikyBanu BekTopamu
ekcnpecii noacbkoro SGLT1 i nogcbkoro SGLT2,
BMKOpucToBytoun  ninocpektamiH - 2000  (Invitrogen
Corporation). SGLT-ekcnpecytodi KniTUHWU KynbTUBY-
Banu B NPUCYTHOCTI reHeTuuuHy (SGLT1) abo rirpo-
MiumHy B (SGLT2) y koHueHTpauii 500mkr/mn 3 me-

TOKW cenekuii pe3ancTeHTHUx wTtamiB. KnitnHu 6ynu
OTpMMaHi 3 ypaxyBaHHAM NOKasHWKa X crneundivyHoi
aKTMBHOCTI MOrMMHAHHSA LyKpY B HACTYMHIN CUCTEMI.

TecT HaTpin-3anexHoro iHribyBaHHA NOrMMHAHHS
LYKPY B KNiTUHax

Y TecTi HaTpin-3anexHoi iHribyBanbHOT aKTUBHOC-
Ti NOrnMUHaHHS (3axonseHHs) Luykpy 6ynu BUKOPUCTaHi
KNiTMHKW, $Ki  cTabiNnbHO EeKCnpecylTb  NOACHKUN
SGLT1 i nmogcekmn SGLT2. KnituHu iHkybyBanu B
1Mn BydepHoro posduHy Ans nonepeaHbLoi 06pobku
(140mMM xoniuxnopugy, 2mMM KCI, 1MM CaCl,, 1mM
MgCl,. 10mM HEPES/5MM Tris, pH7,4) npotarom 20
XBUNuH. BydepHnii po3umH ansa nonepenHboi 06po6-
Kn Bugansnu, i gogasanu 200mkn 6ydepy, B skoOMy
BiabyBaeTbCH NOrMMHaHHA (meTun-a-D-
rrwoKkonipaHo3ng, WO  MICTUTb [14C]MeTMJ'I-G-D-
rntokonipaHoang (0,1MM ansa iHribyBaHHa SGLT1,
1MM gns iHribyBanHs SGLT2), 140mMM NaCl, 2mM
KCl, 1mM CaCl;, 1mM MgCl;, 10MM HEPES/5MM
Tris, pH7,4), 9K MiCTUTb TECT-CMOMyKy, i peakuito
NorfnvHaHHs npoBogunu npu temnepatypi 37°C npo-
Tarom 30 xBunuH (SGLT1) abo npoTsirom ofHiei ro-
AvHn (SGLT2). Micna npoBegeHHA peakuii KMiTuHU
ABibi npomuBanu 1mn 6ydepy AnNs npoMuBaHHS
(10MM meTun-a-D-rrtokonipaHosungy, 140MM xoniHx-
nopuay, 2mM KCI, 1mM CaCl,, 1mM MgCl,;, 10MM
HEPES/5MM Tris, pH7,4) i po3unHsanu B 400mkn 0,2M
po3unHy NaOH. lMicna pogaeaHHa Aquazole 2 (Perkin
Elmer Corporation) i peTenbHOro nepemiwyBaHHA
BUMIpIOBanu pagioakTUBHICTb B PIOUHHOMY CUWHTU-
NAUinHOMY NiYUNBHAUKY (Beckman Coulter
Corporation). Bydep, B sikomy BinbyBaeTbcs nornu-
HaHHS, SKUA He MICTUTb TECT-CNOmyK1, BUKOPUCTOBY-
Banun B KOHTPONMbHIN rpyni. IHwun 6ydepHnin posymH,
B SKOMY BiAOyBaeTbCsA MOMMWUHAHHSA, SKUA MICTUTb
xoniHxnopua 3amictb NaCl, Takox rotysanu gns Bu-
3Ha4yeHHs1 6a30BOro NOrMMHAHHS.

LLlo6 Bu3HaunMTH 3Ha4eHHs |Cso, TECT-CNONYKY BU-
KOPVCTOBYBasM B LLUECTU MPUAHATHUX KOHLIEHTPaLisX,
i pospaxoByBanu KOHLEHTpaLilo Crnonyku, nNpu sKin
BiAOyBaeTbCsA iHriOyBaHHA MOrMMHAHHA [TOKO3M Ha
50% (3HayeHHs 1Csg), Y MOPIBHAHHI 3 MOrMUHAHHAM
rnoko3n B KOHTponbHin rpyni (100%). PesynbtaTtn
BKa3aHOro TecTy HaBefeHi B Tabnuui 3

Tabnanua 3

Crnonyka Ne Hmﬂc{(’;iifls)'GLTz ﬂmnc?;?{ids)GLTl SGLT1/SGLT12
Crionyka 74 1,190 15,3 12,8
Cnonyka 75 2,830 27.4 9.7
Cnonyka 76 0,080 1,2 14,6
Cnonyka 77 0,690 8.0 11,6
Cnonyka 78 1,040 120,0 1154
Cnonyxa 79 0,370 27 7,2
Crnonyka 80 0,190 29 15,2
Cnonyka 81 0,600 6.5 10.9
Crionyka 82 3,780 15,0 40
Cnomyxa 83 0,030 1.5 48,7
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Crionyka 84 0,170 2.1 [2,5
Cnonyka 85 1,270 6,1 48
Crnionyka 86 0,060 1.1 18,3
Crnosyxa 88 0,080 0.2 2.8
Crionyka 89 0,065 6.3 97.5
Cronyxa 91 0110 1.7 15,5
Crionyka 92 0,030 0,2 7.7
Criosyka 93 0,021 0.4 210
Cnonyka 94 0,250 0,3 1.3
Cnonyxa 95 0,028 0,6 223
Crnonyxka 96 0,062 7.3 116.3
Cuonyka 98 0,015 0,1 6,5
Cnonyka 99 0,032 5.6 178.6
Crnonyka 100 1,520 44 29
Cnonyrka 10] 0.040 2.6 63,1
Cnonyka 102 0,040 3.5 86,6

Crnonyka 103 0.069 23,9 3479
Cnonyxka 104 0,034 1.0 29,8
Cnonyka 105 0,093 17.0 182,5
Cnonyka 127 1,120 0.7 0.6
Crnomyxa 128 0,140 0.6 44
Crnonyxa 129 3,000 12,8 4.3
Cronyka 130 2,120 =10 -
Cnonyka 131 0,890 4,1 4.7
Cronyxa 132 0,497 4,4 8,9
Cronyka 134 2,910 - -
Cnonyka 138 33,000 . -
Cronyxa 139 114,000 - -

[MpomucnoBa 3aCTOCOBHICTb

[aHui BuHaxig nos'azaHun 3i cnonykamu 1-Tio-D-
rnoumTony, siki MaloTb BNAacTUBICTb iHribyBaHHSA akTu-
BHOCTi HaTpiN-3anexHoro Ko-TpaHcrnopTepa rnoKo3n
(SGLT2) i edpekty rinornikemii LIASXOM MOCUMEHHS
BUAOINEHHS TTIOKO3M 3 CeYet i, TakKMM YUMHOM, 3 MOX-
NVBICTIO OTPUMaHHS TepaneBTUYHOrO MiKapCbKOro
3acoby BiAHOCHO giabeTy, AKMN Mae HOBUN, LIO He
BUKOPWUCTOBYETLCA B 3BUYANHIN NpakTuLi, KiCTaK. Kpim

TOro, noxigHi 1-Tio-D-rmtoumTONy 3rigHO 3 BMHAXO40M
MatoTb XOPOLLY KPUCTaMYHICTb, | OTXe, X MOXHa BK-
KopuctoByBaTn 6e3 nonepeaHbOI ChinbHOI Kpuctani-
3aLii 3 amiHokucnoTaMu i T.4., i 4O TOro X BOHW NErko
3a3HalOTb OYULLEHHs, 30epiraHHs i BKMOYEHHS 00
cknagy hapmMaueBTMYHUX MpenapaTiB i € npuaatHu-
MU AnS X 3aCTOCYBaHHA K dpapmaueBTUYHOro npo-
AYKTY.

Komm'toTepHa BepcTtka T. Yenenesa

MignuchHe

Tupax 26 npum.
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